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B BT % E N OFIS I IR 44 B T 1K 4- 1 2 TG BRIR B A4 38 , o rf e RUFIR® () 4 &5 71 1 1 34 oA
HUAR B 1< 288 34N 37 3%k 1 17 25\ Cr-e i 3 \ Co-e M 3 L Co-s b 3 L Cros 1 AR J5E 3  Cr-6 PRIt
SRR AR B AR AR 5

SRPFIRZL A, SROAIR BT B2 1K i il U 1 — R TR B B 4 & 124N 7 10, 12 A
B B % E N OFIS IR 44 B T 1K 4- 1 2 TG BR IR B A4 38 , o rf e ROFIR [ 4 &5 71 1 1 34 oA
HUAR A 1< 288 34N 7 3%k 17 25\ Croe e 3 \ Co-e M 3 L Co-e bt 3 L Cros AR J5E 3  Cro6 PRIt
SRR AR B AR AR 5

R?% R"2.R°* . R% .R** ,R*® \R°* . R®* . R** .R”* .R°* R R*® R \R% .R% ,R?® \R*® . RO AR &% [ St
AL H BHL Cr-ebe 3  Co-6)fi 32  Co-e e I L Cr-o 1 e L A Co-1058 F2 Joe FE 2H e 1 24H

R®2\R®? (R R FIRO %% [ 37 ML 328 [ HL OHFNC -6 X2 3

82 . AR HE BRI ZL R 81 FTR AW, Fo A X* AN

83 . AR HE BRI ZL R 81 FTR A9, FoH X*ACR,

84 . ARYE AR E R 81 B 83T — AT I A4, L X AN,

85 . MR AR E R 81 B 83T — T ATR KL &4, H AR X ACRY,

86 . MR A AURIE SR 81 B 85T — AR AL &4 , P X AN,

87 ARHEAUFIE R 81 85T — T ATR KL &9, R X ACRY,

88 . AR AR E R 81 B 8TAT — AR AL A4, HorF X AN,

89 . AR AUFIE R 81 B 8TAT—TATR KL &1, AR X ACRY,

90 . AR A AR E R 81 R8T — AR LA, HrF X AN,

11
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91 . ARFEBFNE R 81 ESUE— TR HI4L &4, HAFXOACRS,

92 AR 4 BRI B R 81 FI83ZEI T — T TR A4k &4 , Fe AR 3k [ HIH . C1-6 %6 3L FOR 4
R

93 . ARHEAUFIE R 2RI AW, Fe AR R*%E H B H . B 3L S P 2 A SR AR -
CHCH3C (=0) OCH32H 5 ) 4.

94 . AR HEAUFN E R 81 2283 F185 F 93T — T AT 4k &4, Fo R % H FHHNO2+ C1-6 141 £
Fr 3k € (0) OR®FINRC (0) R™ZH R[4 .

95 . MR 4 AR SR 94T iR (AL &4, HerPRPE I I H L CNWNO2 — (C=C) -tk g 3t . =

H .C (=0) OCHs FINHC (=0) CH3ZH i ) 2.

96 . #R 4 BUF) EE SR 81 285 MIST E ST — W AT IR AL &4, H AR IE H B H. 51 2 Cr-o it
HE  Co-1075 3 .OR?.C (0) R™ .~ (C1s WP K2 3E) —C (0) OR™ . Fll— (C1-63F 2 L) ~NRC*C (0) OR™ZH & 1)
H.

97 AR HEBUF) B R 96 Fr ik i 4k A4, o R 3% B I H L B B 3 | R AR 3 L 2R3 L CHNGs
CH2CH20CHs  CHaNHC (=0) 0Bz « A1 T 203 [ 20 A 4

3(%0/

HN TO\/

o}

]

o

98. R4 BRI EE R 81 8T IS FE9TAT— T FTIA HI AL &4 » HorF RO F FHHANO2 . C -6 £
Fr 3k € (0) OR®FINRC (0) R™ZH R[4 .

99 . M 4 AR SR IS TR i Ak &4, HrPROE I I H L CNWNO2 — (C=C) -tk g 3k . = 4

F .C (=0) OCHs FINHC (=0) CHaZH i ) 2.

100 MR 5 AR B3R 81 £ 89FN91 B 9T — TR AL &4, F PR H HHH . Ci-e 8 2 1
OR*ZH A fr 4.

101 . AR BRI EE R 100 TR 4k &4, HoApRO 3% 1 EiHL FR3E L S R 36 L F AL L R &
A1-CHCH3C (=0) OCHsZH B ) 4.

102 . AR A RUF) 2R 558481 Tk AL &4, ik H -

N

i

12
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@;;am{;;
AT Tl;\p

14/14 7

o

N3
CN
e o)
i
pos
0O

k=]

A
103 . — AR H BOF ZE R 55 BTk (AL & 0 il 46 07 i, LU HE -
(a) EATT IR &9 (Ar—T) , LAJE B85 A0 &4 5
(b) Arid stk &) 5 AR AL S PN -

RA

0 ZK’LRB
t‘/zz
o

A
Horprz! 72 ROFIRPAR H AR ZE SR 55 BTid 58 S, LATE AR 48 AR SR 5 BT i (116 540 «
104 . —Fh 7 AL & PIAr—F I i & 0715, FLaLfE -
(c) RABAUFIER 55 b AL 54 5 S AL VIR B L BLE 1S5 IR A AL &40«
105 AR ZE R 104 PR 1771, Hrp B3R (o) I BT AL I oy AL Y &6 o
106 . AR HEAUFIZ R L04FTIR I T3 3%  Forh B ik AL s EL 5 [OF ) A6 4.
107 ARFEAUFIZ R 106 BTk 119 7535 , For B iR AL M 00 £ 3 [OF ] Ak 8z .
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A - SRESTHEETt

[0001] A HI i & P [E 4 ] i5201580023172 . 3(1 4> 2 B 175 , J5 H1 5201580023172 . 31 H
T H N20154E3 A6 H , H AR B (11D — A F AU M

[0002] %2 X 5| FHIRAH R H i

[0003]  AHHTEEER20144E3 H7H A KIS B IGET H115No . 61/949, 302 L J6 B, HAFF
(4R N 2 IH I 52 5l At

BRARGUE
[0004] A B Ko SR N 85 64k &4 (lodonium ylide compound) , 3 H 5 E AR K
A T 2 IOk F A B L P R4 PN B A

BEEREA

[0005] [y I, #EA B HLAL S B 200 8 O 24 R A, L4 @ 1E 7 R 5 7 2
AR (PET) 194> F B AG P F 8 U A% 218 (F 3 t1/2=109. 750 %) KB 75 1 C-
PR A o

[0006]  FRic 6~ 18I A WA 14 26 77 0 FH - 35 I AR 12 8 0 259k BLAE PN 1) 0 L 1R
IS FH A 385 1 BT SR 2 & 52 AR (PET) F ShRE 1 2 T AR S A o IR, o 1 SRR I A=
Wi FEAIAA P E AR BT B AR A0 BRI AR AR D K ) 7R 3R

[0007]  YEfikfE & (10-16MeV) = FH A1 e s 25 A i ik [P0 Ha00 J5i 7484t (10 (p, n) *Fi%
JRINE) 5 375 B 9B - 1 88 2% 5 LA 1 L 3l FEVE N TE 8 AT N [1OF ] G Ak 4 8 - i1l 4% 05 e S A% B
AR (SxAr) J N7 F K 22 B i B FARE 7 vE R AR [P ) S AL s 1 LG 2435 A (Bl 1) 155 i/
B 95 WR I o SR » A5 A 1) 55 42 RO TR P G A AR 3R 77 4k Y 1) 3 K Bk ik I ELXG T ]l 1o
SONETCIEAE FH 5 1A% BUAR (SxAr) S AR C 207 H 1) — RS AN s FH G 5 A7 A
EYI R

[0008]  fifi FHI s A A4 ) PP —Fo S A K JLATZE W (19140 , 'SP -CH3CO2F) 375 L T~ JR Ak 5 s A
i B e L B B A FH A ML B iR 5 S 5 1 Bt 4 Ak SRR T R PR AR 1Y
TS Miller et al.,Angew.Chem.Int.Ed.2008,47,8998-9033) .1 Fi'®F-F2 & H.AT
AW S H TR B RS B AR AR R SRS A8 I ELRE S 5 B0 7S B AR P4 U
NI T B A AR, (g) M B 1138 B DL AR L K o 1 T Ll i FE R m Mk vT R, ek
PRI I PSR A 4 ek 45 0 A R 2 A P U PR R . 25 iR T 5 PR AL
YT G R b S I A P B T (R AR D5 AL IR S A% 5 TR EAR, (SnAr) SRR SEBE,
HFHXER N ZhHATH & EES RS ELY (Cai et al.,
Eur.J.Org.Chem.2008,2853-2873) o 4R , {fi FH"*F-ALYIbRiC & F 7 CRIGILETEH)) 75
WA A TS RAE B 8 PET TR 259 64 il A K A7 78 3 FLAR 356 2 F B o

RAAE
(00091 AR FFAR AL F T LA AUR A 5 F2 ] 46 P05 SR AL 1 (B4 05 IS AE ) 1

16
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SRS V2 o 1207 A P TS P R Eh (v1ides) RIBRIRE M (TTT) A3 AU 9
PSRN o 1% TTVRDS SRR 1) 25 5 s 1 R I, I L3 3 o v ) A R 1 8 5 St o 125 9%
PR R 0 IX 3R PRV I E H A VRO 91N 2 58 38 B 1 05 IRAL &40 B4 AVE ALK 05 IR &)
(BB 27 IR EWD) o207 00 22 DR Hod & T B R U 1 257 11 il i

(00101 Ak, AR ISR i, JEILAE L 55 R BAL S WD) SO BV, L4

[0011]  (a) SEALTT RBIML &2 (Ar-T) , LB SR L 50

[0012]  (b) WEHIL & W5 AR G W) I B UL TE RGBS P9 84 28, 491 i By 7s (1 =D 4k
EW;
RA
o) ZHLRB
[0013] z
o]
A

[0014] () Al PN 543 2 55 S AL DRI N AR BT IR AL AL 54 (Ar-F) s P AR i
AT .

[0015]  7E—LLsijf 7 R oh, BALIE N B 18IRUR, 62 ["F ] - , e — L8 St Jy
Zrh TR AR A DG e [ OF ] A i R — 28 St 7 B, [OF 190 9 D Joe 86 [1OF ] 9
PR DY 2 HE [F 1 A B o 4 AU A - L STARINT , i 5 VE SR T 05 IR IIL S P i) 5
LI A o

[0016]  FE—Lesijfi Ty b, RAMAL S A T iR G —

e 2
R o

[0017] OI(:;LL o I:/ \(I);\
OT;:h/ o\:"j/w\

17
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[0018]

[0019]

[0020]

[0021]
[0022]

[0023]

o

OT:;P

APt BRI 54 -

5 Z"\F RE

Zz
e
o
D
Hrh AR g 40 NPTk

FE— LSt 5 SR rp, SR AL S ) AR SE R It &4 -

o N\(o
AI‘/
)
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o O\D o o\ﬁ
(o}
N/]Z‘,O A.-/Ij%r
(0] o

[0024] Al

[0025]  JA5 5 b A vk 1) I8 2 A A B35 (7] £ 75 92 AR L T R A O B ) s i gl ke
(EEE A TR AR RIS v idt o BEAL $ J F) 4= 30 H AR & MR A e RN & 225 Wil
WS GINEL AL PG T SHI S, N AEEN S 75 R =
FEMREITEOLT » AU B A5 A48 2 SCRAZ o S 40, BPRE, T3 13 A SE it A A 1 R PR T T
AR AIER o

(00261 A" THI ) 2038 AIAOMI ZESR A, A Y B8 L B RPALE ANDC o A2 B S 1

’3 15 RF

[0027] R 1AS AT FH K 05 IR B A 05 1 22 SR A AL I IR AT A Y 843 2R 1 =0

[0028] V&I 1B it A W] A FH A 28 T 1 75 VR AT TS 14 A0 1 SR T 6

[0029]  [EI2A 7 HH IS4 P 845 5 (1) O 1 AL R WL ER 9 T 6

[0030]  [&|2B7 HH A IR RS AN (TTT) A4 (1) S8l b SE B 1 &

[0031]  EI3A 7 tH A (LT Hij 4 Py o & RSO 1 A IR 7 V2 A 2207 &6

[0032] P 3BHE Hi 4 FH A28 FF o BT adk (49 5 ¥ 18 oK 1) 5% 100 A T A ) PO R AR 4 400 ) S e 7] ) £
ESAY AN

[0033] P 445 Hi 7~ HA Rl Ik A 28 T Hf BT ) 5 1 K il % (R R 24 B4 P AR IC R Ak B 2 ) 52 481
AR TR

[0034] &5 9 15t BH R AR ESS P 643 R AT MR 11T okl 45 1 7 6

[0035]  PEI6AZRN H ["°F ] FPEBH K S o7 VB 2 4 U M TLCIR 328

[0036]  [EI6B/R i NC18 SPEWEMEZ i ['°F ] FPEBII U 14 TLCIRIZE o

[0037] P& 7o A FHVA b v AR L3R 5 AAC 18 SPEFE M2 Ji& [**F1FPEBHJHPLCR 75

[0038] P87~ H FH T ['*F ] FPEBI & i I GEEES T 22 4t i I TRACER 1 ab TMFXENJHU 14 £ i i
R ERE.

[0039] P97 i ["°F ] FPEB) B R JUi 4 5 B Fr 21 i) £ T HPLCJR T

[0040] [ 10A7% Hi ["*FIFPEB) 43 T80 T HPLCIR 325

[0041] & 10B7~ H [ FIFPEBHI 43 T UV HPLCIR TS .

= JENSL) S
[0042]  ANTFPRALE T b A #5 h , UIE IR ES Py SR £ (BT TARILB) , Bk pir Ak (T1T) Ay
SR TECG P A SR < R LL s R A 2 FR AR AL R0 S A BRI AR E 1
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WD RE IR RTAR , I FLIE AR v RS B2 5 25 5 S0t « 8 ' OF 51N 28 58 S B 0 L 98 AR VS AL Y
75 WAL WD AE 9 1) 55 R4 S PP A0 S 1 IX 3 8 1k A T AT P R S AR A AR AR X O AR IS
G T B U 250 i

[0043]  JRAE R SZAT AT 310 BB ], (E 2 A A FF 2 i 5 8 F2 0w TLES P 845 25 Jir 44 110 A
(TTT) s CRy 2 R a8 A 2 AR IE AL I 5 R B) ARt (TTT) 40 =2 R s 4k = 6 42 1) Al
B anE 2AFT 7 5 DA N I8 = A OURE A4 o () A ] 2 A BB AILEE P 84 R IR TRO P AL o LES P
SRR e FE P N A 15 e AR RE B N/ I8 ST B HL SR I B SRR E A PR
[0044] K| 2B Hi A FH & FhEEC RIS (111) Fi {4 (2mg) JTEAB (7mg) JDMF (400uL) .120°C .10
A3 P HEAT I AL SO0 A 25 TR 5 o )38 I RO M TLC AR BUS I HPLCI 2 51 N\ 77 R A= 41K )
(n=3) =T B A PR 1) s A MR R, R /R Meldrum’ s acid) 8afl Lt %
% (barbituric acid) 9afffiTAEMIHISLEG 53 i $EHE47 %6 FN53 % (IR AL = AL 2 AE L L
ZIREE8b-dM &R T b 5 NBUREE I R TE = 3 T AR A FE 2 , 7F B AE —FR9b-d s
B AR B L DLAM ) e 2 1K SR A A 2 45 A PR T o MR LR TR 1 0 — P S e 11 &5 it ]
i, FoOR B 5 9a i ARABL S S~ B T (R IR B (52% BINF= ) 3R T 10b FI3E I 3
10K AR AL M 42, 45 31 970 % F185 % o 16 2% Rif 448 10 78 JEUN M FR A0 2644 (DMF, 120
C,1000 80 TR fr i Ada e k.

[0045]  [KI3A g7 AT FH O Ik A O (DT D) i A ) ) % D7 3 R0 m] P 1 0 P AL 1)
S EE T B ARG TR 13 0] LAMAR R 5 25 (TTD) frAE 41 288085 — 1% (one—pot
procedure) F1 75 FERAL P11 #1145 o X5 T JBURHE AR 5648, AT DAAs 40 [BF 1 etk 4 5 1Y
O IERRIRE ¥ (TEAB™) FNMZ IR AT /A 7EDME A () i B 2H 5 .2, 2, 6, 6- D0 F J—1 IR g Sk 48 It
(TEMPO) AT 4k 72 3 H 2K (BHT) mT LA FHAE H H 2595 B 7 (E 2 A SO U AR 1E 0K
[0046]  EI3BIRH 1 A FHAS A T A BT id 59 5 5548 1l 45 O R 35 AL O PSP B 0 25 R sz 4
F'*FLL45-56 % [ 5INF= 2 (15F116) 5 Th i A 10 A8 3 10 2 A 11 52 BH e B AR 3
Fi e B R B EUREE . (17-19) AP BE 2 R 7= R 4 5 SF- 51N o J8 i Ak B 772
IELAA0 % 1R 7= i £ 7 ARG N0 4- [P 8 R % (18) o 51 N Kt SR 2L 202311 05 18t 48 4
b, Fo P 21-23 2 thALHE 52 BH AR AL AR IR (1) 52491 o YRAT AE W 2238 7 v] LLId ik 22 SR Bk S B gk
— 3D H e B B B A 0 T B 1 45 R B G o A FH R () T VR AT RN 2 T
F-3-[F1 I (24) WBUH & s g 7 @t [oF ] S Ak ¥ 5NN N-= B e 43T 25 =
S, PP R T A 190 S5 I ] A S [PF  40A R A2 1) A B B 9 T o o — S M5 i 25 T g 2611, 5
DL 34 96 F165 %6 (1) 51N F= ZA U 1 A, 2R AR SO TR (9 771 F T8 B 2R RGP R AR 1
&« AR SCA FF I 7138w AR 7R 55 3 (27-30) BITE AL GRG0 AL B B S A =5
2 i iR (halide) /il 28 FR T A2 78 A 1 I HE 25 AT 1) 7 J P S P A o B3 CF a2
[ (27 F128) ()P Fh 7% 2 SR W A FH SR AR 45 %6 P 6 Ak R A8 [ A B AT TBO PEFR T A &)
2TR A% 15 77 He s A P AR A1, e AR O ik o A ) T R e R IR R B — 2D Re AL
FiE29 LA 77 % [ F5 A0 FR A b i I 5 nT DL B B A0 o 3- [OF] 0F BE , Hoh (ORI Rrmh & e i ¢
ST B o B i s R R 3 1P S48 5 B AR R B 19 T 4R BT DA T X A B A I T R
(R PRI 0 8 o 3R S4B 3 BH AR SC BT IR () TS 1 S A 5 2 vl Tz B

[0047]  Gu SR FEEE, nl DAAE FH ORGP L (A OR3P0 A2 2 , R AR IR 55 B e 141 LAk AT BT ZE SR AR
P78 o AT AR N AT LLZ S M 5 S R4 0 22 CR 47 1 7 B DA RS 2 1 R4 3 A 1
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£ FKocienski,Protecting Groups, (Thieme,2007) ;Robertson,Protecting
Group Chemistry, (Oxford University Press,2000) ;SmithZE A\ ,March’s Advanced
Organic Chemistry:Reactions,Mechanisms,and Structure, 6™ Ed. (Wiley,2007) ;
PeturssionZ§ A\, ”Protecting Groups in Carbohydrate Chemistry,”J.Chem.Educ.,
1997,74 (11) ,1297; fiWutsZE N\ ,Protective Groups in Organic Synthesis,4th Ed.,
(Wiley,2006) Hi#fik ORI B I

[0048] S Jz N VR & WA (1% 23 GRURHPE TLC AN B PEHPLC) 7 H AN B U 1 7= 0
SR JEU PERRAC ) 55 8 DA B A S B [ OF ] SR A o 157 G I 81 L At O 1k N P o BRARAS
SATATERAL 1 PR 1], I Z ik B mr Dod i iE B2 2 (TTT) A0 ANk B - 2 TR R H
P I S Jo 22 e R

[0049] AL IR 1) 77 B AT N FH T2 & 73 1 MIPETHRUR PE 254, Ho & oo T B4 1) 7 %
Hh o JE A R A (TTD) A4 BAS5 % 51N SRR B AR TN, O fr47 1) [°F ] 8K T & R
34,38 LL23% BI NP E R [ OF ] mMERR (37) AR NE-18FRiC SR B & T °F-
PRt I RE ) “mids” & R (“click” synthesis) ) By, 43 i@ IS — 2k NA-IR 24 B A8 AL
Pyl & B (TTD) ATAR39 K i % 4- [Pl F 2 Ay (K4,40) , IF BHX F 51
[SF]UAGAD » TE40 5Bl A LA 25 %6 A TE R RO A6 25 77 56 B B U PR RR 1C R 43 8540 . AL A
FEE 773238 F T8 52, 4 PR AR R g 2 A0 D AR S AL (TTT) Ji A4 25K 1) % PET
TR 2595 [1OF ] SRR e (44) , L2 J77328 50 U et A R TR aot 5 7K S TR IR 1) FBE AR 3 AL
JE250.4C1 * umol 'R (18R] EALA L 11 % 1) 49 55 B AR T F U4 2 77 22 A 40 6
[0050] & X

[0051]  BRIEF3A 7€ S, 13 WA SCAE F ) BT A SR AR 7 AR UE BA 54 A T i J s ) 3%
TEFEARN FIE BRI AR S .

[0052]  Sof TR AE “flan” A0 “an” Je HAEVE SR Y, bR AR S3A DI U0, 15 D0 2R D 381
FE I HE AR

[0053] AL RS IR, BB 7, AN R s B R BRAE E U A
W=

[0054]  RiE “4)” mdg RL” (an, hn bk 2 8~ E R R £910%) .

[0055] R “F5 W& mde HA — UL B HAG 35 R R R 2 A AR (B, B (4n+2) B
W (pi) BT, HAn A FIRIFE 0

[0056]  RiE “FF AL &7 i a & 20— A5 INRLE Y . 75 37T DL R PR B 3R . 5
RGP AT AL S — AN PL_E ) 55 30, o] LR IRIA 5 38, Z0 38 5 a3 .

[0057]  RE “FF WA G 2 e A 5 42 20 55 IR AL S W0 05 R Bk R 1 A
T 5 RAL G W)« A S0 05 AR A & W] H sRAr-FR R, PR R i3E  ArRoR 7 1
A, Hod Ar 5F 2 8] 10 B 0% 4 22 L Ar 1 75 PRI B SR 1o R G , Ar 3R o 38 3 55 3R
SRR R FI AR5 FIR 1) M5 IRGE ) .

[0058] R “TF MUY Y7 2 e A 5 4 20 05 IR AL S WG 05 R Bk R 1 R LR
T 5 RAL G W o A S0 05 IR Ak 5 T H sRAr- T3, Hoh TRR LS Ar RoR 7 1
(AR ER 7y, o Ar 5 T2 18] 1 B 422 22 B T Ar B 05 AR Bk iR

[0059] DR T “Gl i A i 8 JHC v R 40t U IR AR Ak 2 7%, Horh gl R A8 i 22
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FBr T R B CRA BUR SN (“ipso” substitution reaction)) o

[0060]  FEA LB ) %A HOTT , A A P L LL R AIE DA 2H B30 B 4 JF o LA b SRR A T
B0 F5 I S AN 1 8 D 1R 25 S RN BRI -2 B, RAE “Cr-e it 227 R I i AE B
FRATE (EAFR ) B3 23 Calie 3, Caie 3t , Co ot 2 FNICe ot 2 o

[0061]  OR3E “nyu”, Hrhnje BEEh, 38 5 F A Forb e R R (2 B 3843 b i e J5 1
VAL E o 1, Wk BE J5 72 6 70 A PA e JE 2R (1) SIA51], nk e I 2 570 % 05 SR 52451 , it e R A2 6 7T
Fe 5 HEIN S, AL, 2,3, 4- DU S - 252 10 G IR e R 1 S

[0062]  FEAULBH Fr (1) %N 7, R PR SRR A () AR B B AR AN R
REBHEEBEIAEER IER (forward) F1z M) (backward) 3. 51401, -NR (CR’R”) »—ELHE-
NR (CR’R”) v=Fl= (CR’R”) nNR-, Ff H. & 7RSS TR X o 24 4540 5 BB I, 1%
151t 1) e A AR s 4l B AR e e R ] o 9 , G SR 5 M TR B R A O HAZ R B G
L E SCH e 7 505 B, )N B g e R B O R 4y ) R s 1B T ot ik B
A,

[0063] AR “HUARH)” & fa 58 7L A X BB REAE NIER R 55— R B B
B BRAE A VR ARE BRI 2 FE T VR X M A AT AT UK ST 1] dn B EA L HY
AR AR DY BB T AR o A S b ik B AR , I HLEUART DUEEAR AT Ak 22 T i i o
IO 2 B () R AR 25 08 R 1 A0 I B FR AL S A R 1) o AR T AT e AR 2 4 AR B BEEUAR
() o AR1E “BUARH)” 2 18 SR T B BR 2 I AR AR o B A A B, , ) dn 4R 2, mTT A
REWNERE T

[0064]  R1E “Co-n” 7~ 045 iy i (YU ], Ferpn Fim A2 B0 H AR RN 20 H - S 9 R0 4
C1-4F1C1-655 o

[0065] PR FHER 5 H B R TEA A0 R ARE “PBedE” & 48 0T Lo B B S FE R T A e
B o AR “Comnbi 28”7 48 A n 2 Mk R 1 B e o e 8 BT B — Ml be i 54k
B AR 8 43 0% 2 mAE B C-HAR ) e e o FE — LE ST S8R, bi 2 5 1 2R 64 ik S5
T 1 RANR IR 7, 12 3R IR 1 B 2 24Nk S 1 o bt 535043 1) S5 B FEAE AN BR T4k 27 4]
W LB IEN RNV E T RGN T & R TE M TE S RERZWmn2-HiE-1-T
B, TR, 3-8k, IECU A, L, 2, 2- = AR P AL A%

(00661  FR A F Bl 5 B AR TE 2H A A AR TE “W 287 2 48X N T B — LB Bk
RUBE 1) e 225 1) BB Bl S B R 2 o s 2 T X B B T B A — AN i 2 5 S 0 AR 564 1)
S AR C-HEE R o RAE “Conlf 28" 2 FRE B A n B M I 2L - 7E — 2L S0 7 B
I T A2R6. 28482 B3N IR T o SRS SEH A FREARR T o5 O E A5
P2 L IE T M 2 R T I R A

(00671 Fp A FH Bl 5 B AR TE 2H A A AR TE “BRIt” 2 daxd N T B — BB Bk
R SR ) B BN S B R S A T B N T B A — AN R R S A S 0 H AR A )
A S A C-HEE B e o ARIE “Comnb ™ R 48 B A n 2 m Nk 1 o I o BRI 1 S 51 (0 5 {H
PR T Lk I —1-edik | P -2- BB 4 76— SU STt 7 Se b, BRI B 2526 2 R 452
EI3PERIE T

[0068]  FR A F Bl 5 H B AR TE 2 A A AR TE W ke 38 2 Wb S e R (4] W e I
TE 5 BT B AN e 5 5 406 W B 38 43 1) 1 42 AR B I C-HEE ) e e o RS
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“Con WP HEIE" 2 45 HAT n B m AR 7 (1 0 472 356 o P e 36 1) SE B R AE AR F 21, 2- %,
Pi=1,3- R 1,2 T T 4 T T, 3 R T, 2 T R 1,3
TR,

[0069]  ARiE “ZIE” /& 20 -NHaft) 5]

[0070]  R¥E “G L HIERL” 24550 -C (=0) NH /{1 3[4

[0071]  F i B F B R E A8 FH I R TE “BRIE” 2 H5-C (=0) —2H], K m 5 R/
) »

[0072]  Fapifdt FHER 5 H B AREH &8 - R TE “Bedt” £ H5-C (=0) -5 H].

[0073]  Rif “BRIAL” 245 :0-C (=0) OH) A .

[0074]  RiE “Co-nkt B IELIRIL” ZAREH-C (0) 0K I IE BT, Horp bt B n En /MR R T
FE— st b, Bt A 164 1 AN B B3R T,

[0075] R “Co-nfit HEFRIE” 2 HE20-C (0) —Je 2 2L, Hoh fe B R n B Mk 1 £ —
Sos it  Frp, HEdE HE 1 64 1 B AN B B3R T

[0076]  RiE “Co-wlit HE PR " R 48 :0-NHC (0) ~hr 2E M0 Ee 4], Horb e 5 B n En Mk R
T MBS R i A H 1 E 6 I AT B3R T

[0077] R “Co-nle HEAHIEHE 2 L7 2 48 20-NHS (0) o LM FE [, Forh 3 B n BNk
JEF AR ST R B A 1 26 1 R4 B B3N BRI T

[0078]  RiE “G LR 235 -S (0) NH2f A o

[0079]  Rif “Co-nli IR IEREEEIL” R HE K-S (0) oNH (e 3E) (3L, Hrp bt B nEn A
B R o AE— BB S 7 P, e R B 126 1 B4 B B3R T

[0080]  RiE “ (Co-nitdlk) GSEMAT L 2 4R -S (0) 2N (Bt 5 o1 HE [, Forp 25 e S
A nEn /MR R T o E STy R, e i B 156 1 B4 B3R T
[0081] AR iE “S Al FE 2 AL 2 48 U -NHS (0) 2NH2 1) 2 [

[0082] R iE “Co-nlie i S S R IHE 56 20 5L S 45 2U-NHS (0) oNH (be28) f 25 H], o e B B A
BRI T A RS T R G R 136 1 2480 B3R T

[0083]  ARiE“ (Co-nkiidik) S SEMETE L 2 IE” 2 450 -NHS (0) oN (BESE) of ) FEH , Horp 54 3
BIST B nZEn MR T AR LS T R, S AT 1 56 1 48K F 3R

7.
[00841 84 f FH B 5 L B AR AL 6 RV B B B R4 2R NHC (0) N 3
.

[0085] R iE “Co-nbi b 2 I FRIE ZIE” A2 45 20-NHC (0) NH (Be k) (5], o kit B A n%m
NIRRT o 7E—LE STt B, e R A 186 1 248 B3R T

[0086]  ARifE“ (Co-nbid) EIEPIERIE 2 FHN-NHC (0) N (e 3E) 2 FE [ 5 F o 35 Je S
S R n B MR R AR B S T S, S b AR B 126, 1 4801 23R R
T

[0087]  ARiE “Co-nfi 2 FE H L JE (alkylcarbamyl) ” & 482 -C (0) -NH (e 2&) 1 HEH] , Ho
Pt B A n B MR AR — LS T B R B A 186 1 2480 B3R T .

[0088] R iE “Co-nlii I f H MESE (alkylcarbamoyl) ” f&#830-0C (0) NH (i) H3EH], Horh
P B A n B MR AR — S B e R B E 126 1 2480 B3Nk R T
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[0089] R “BifR” & e \-SHRI M.

[0090]  ARAB “Co-ne F A FEIL” & HE20-S (0) o e JE AL A, o e 3 A n Em AN IR F .
TE—Sesj 5 R, i B A 126 1 24801 B3N RE T

[0091] BBl ff g 5 3 B R 2H A4 B R “mIAR7 B =0 27 2 R AR, SR, AN
AR

[0092] AT R IR TE “pi AQKe 3" R4 Hoh — A PL B SR 1 2 & p 2 5 U 1)
Jt 3 o RV “Conb AT L7 SR FE B A n B Mk SR 7 A a] LLAR R B [F B B — AN B 20k {2
(nZm) +1} N 2R T 1 Conli 2 o 7E— LE STl B, 30 28 I T2 U o 78— L st 7 &
g AE 2 B A 1 26801 4R R 1 o 1 A 22 1Y S 45 A0 45 CF 3 CaoF 5. CHF 2., CC13, CHC 12 Al
CoCl555 o fE — L5t 77 B H , i AR be A A o 2

[0093] Bk ml 5 e AR VE 4L A 4 I R AE “pd AUke A7 2 48 -0 AR 3 (-0-
haloalkyl) [ 3], Hodr i ARGE3E 4 BT 2 o RIE “Comni AABEAIE R FE H i A B E
nZm A I 1 AR SRS o i AR SRR 1) S ) B G — SR R AR AR A A — St R, = AR
FIHEA1E6. 1 E48 1 E3NRIE T

[0094] R “SAAIE (oxo0) 7 R FBEAANE N AN HUAREE , T2 Rk 2k B4 422 1) T B I7 AR B3 AR S
() 4% S5 7, BN-SE AL M3 ]

[0095] B phEl 5 e ARG & IR TE “J5 387 2 18 07 R IR 5, HonT DU R E 2 36
(Blan, A2 354N A ) o RIE “Co-n b 3 “ SR IR R A n En IR E 110 75 5 . 05 a6
PN (FE Ak RS AR — St 7 b, 5 B 6 R L0 SR o 7 — LB St T 6
o, O SRR

[0096]  BphEl I B AREH A AR Q05 37 8 R R 2R AR — N
B~ SN U 44 - 2 R 52 PR BRI BN 22 B D5 T 2 3R o A — LB Sl 5 R R, 405 2R N5 2 100G
fRIC1-o 4 75 5L, HON SRR B R 3 B A 1.2 3804 MM 7 i 1k 1 280 Bt AT 480 FR 2% T B %
T AE— RS G, F 0 3R 0 A AT AR] BN 1T LN ) o 7E — LB St 7 R, 2%
F5 3 B AT 5- 10N A5 T, HoA 3E B0 S5 T 1 .2 384N Pl 37 ik 1 480 B AL 2% S TR %
oo FE—SE S 7 S, 2205 B B A 56N JE T AN 2. 384N T Mgk B A B AN AR 2
JRF IR R 01 o 7E — e St 7 R, 4495 36 B 560 JR 1 A L2 A Sk a7 Hb ik 5 %G B F 4R
1) 2 J55 - PR 0 o 75— LU S it 7 S H 5 44 05 250 L JnE /S JU 2% U5 FE IR o 4 0% BE I S Bl E
ANPR TF-bE mE W ik R AR L IHE R LR (BRI (azoly 1) R CTEEAR CIDRIAR RN | MEE Y
B S PR IBR M| e 2R MR Iy 2 SR IR g 2R S S STl (DR 3 [1, 2-b ] WE ML (R 3 [1, 2-b] A
R WA (IRIR FEALLmE (40, BRI (3, 2-b 1ML ng)  BmEmy FEmLme (1 4n, ey 3+ (3, 2-b1ntt
WE) 45

[0097]  Fion#els 532 BAA AR T 405 3, o — AL B/ (i, 1.2, 38544)
IR G FINLOFAS o 7 9] 14 . TG PR 24 75 J0 A 45 W8 1y i | VR MR, mb  J  IDR e | e s
B R IL i | SRngE et | SFOmR L 1,2 3- =Mk pOmREL 1,2, 3-8 e dE 1,2, 3-
SEEE 1,2, 4-SWEIE 1,2 4-ME L 1,2, 48 L 1,3, 4- =IRIE 1,3, 41 g
FEFNL, 3,48 e g

[0098]  FNTnARTS EFAE BAANNINE T 4407 1, Hodr— AL B (9, 1. 28034N) ¥R
JR T AT M3 N, OIS o 7 B 75 TR A2 0% 25 b g 35 | ik i 256 | e S5 | — MR L FImA IR
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[0099]  BAMER 5 H TOREH A0 AR TE “BRbe 287 2 F8 395 77 e I Mo AT B R XA B 2
IR RS, B FEIRL I e 3 RV o RAE “Co-n A B 2E” 4B B n En N FR K B0 T 1 2R
Bk B T LU G IR 2 BR (1, B 2. 3EkAF 4 30 JE I AR I e Sl B
345 6B TN IR (Ca-7) o FE—HESLT 7 S, AbE R LG 36N IR I, 3B NI I
B3 EANIRER o 7 — RS 7 o rp , B N BIR AR — RSl R rp, B O BRI R
KU o 7E—LE S it 75 FE 1, PR I N Ca-o B PR AT J2E o I J5t B 11 OB S5 - 1] DUATE 328 49 S AR
B (sulfido) BUAR IR GE S I0 GG IR e 26 o IR Je B 11 S L FR PR P 28 V3R T 2 VBRI
B O AR O EIE A S R UK snorpiny L WA [2. 1. 1] 2L 3%, FIXL
IR0 1. 1] 5 A — S st 7 S8 P, IR R PR P 2 IR T 28 VIR R B L 2 I e 2
()8 R B SIS A (R0, BA SR ) 1 — AL B 75 3R R84y, 1 Wik
IR FH A CL e 558 1) 2R - BOME Wy AT AE ), 49 el 2 B DU S 2 2 - &5 B 6 5 TR I A o 2
A 3 HE B S 5 PR R SRR N AT A SO iR i 2

[0100]  BAplfdf FHERL 5 H B AREH A8 AR TE “Je3R e 387 45 3E 5 R IF B R4, Ho]
(RIEHL S — AN LA I AR NIRRT — 304y, L B 2 /0 — /M7 bk H 0B A
FE ) 2% TR R 08, 35 H B 410N RR 52, 4-TAN Rl R 546K 7 LR TE 22 3R bt
B (1) 2 B FRA- 56— RIT— T 4 FRJe 8 o Z4 A Jor ik v DAL 48 LR BO0OA (1, B AN 1A
B EMEIR) I RG A — LSt R, R b N B 1L 283N s ok B A R
S 2% iR T B B IR HE T o 2 PR JGE 2 (1) S 910 4 AR BR T S ML e S IR E IR PR P R i £
W I P PR 60 2% A8 B DU PR R DU 0 R — P IR R SR IR 5 & 2 I 32 P R A iR
Ji - AR iR AT DT 18 9 A AR B R BUAR (1, € (=0) .S (=0) C(S) BLS (=0) 25%) B4,
R T T LA AL o A PR e JE v DLE I RO SR T BRSO 2% R i L AR — e S
TR AR B 02 3 WU o 7E — B St T B, Fe e B B 0 2 2 XU i R FE A
F e L e PR B A 5 4 e B A (R, B R ) 1 — AN LA i 75 3R
43 BILIWRE Ik 2% 5 (azepine) S5 1 2K BRE WY JEATAE W) B0 B-G 05 A1 2 M e ik
AT DL I BLFE A A 05 PR BRI T 1E P AT AR B ST 42 o Ze A b R ) SE U 46 1, 2, 3,
4= DU SRR SR TR B IR T R BRI B L AR B b (B, 1, 4- —m R
JBREIGE) PP A S IR IR P& P I 57 P R bk R DU PO R — Lt el 0 DU S R

[0101]  7E—LEHh 77, & RS T7 800 JRe s I (B an, BARFA T e 38, b g 3 55) o B
A6 A A VI, X LI AT DUE B BT IR R R, R A 7 T4 & o o, 4238 T bt
0] DUEZAE PR AT A B, T 8438 T -3 FE & 1E 317 .

[0102]  ARSCETRM AL &P LR A BRI (Blhn, BA — A2 A kg JRIESA
UL BH , 75 48 A SEAR e a4 A51) Gm ot Aot S5 ) A AR = 50 ot S5 A A o /B0, 23 AN X AR BB ) ik S
T HIA K A G aT DAL S 22 MRS BT 2000 B8 o 96 T ] MO 7 TE v M T Rk il 2% 6
2 M 2 O 2 R AR AT 2L A0, 9 3@ o R A T BE VR A ) B i S AR R A R
J5 ) ANC = NXUBR S5 (1) V22 JUAR] S M i o] AAFAE T A SCRTR AL &, 3 B A B H i
5 BT 2R AR T 1 AR F IR T AR R B A A P I AN s LA SR A, I LT DAE N
SR IRA YA 5 B AR T 5 &

[0103] L& Wi A e TR & W04 3 v DLIE b AR 4TIk 2L 0 1 1 22 77 v AT — Fh itk 47
— PR AFE A A NS E TR G A LR W TR o BR AT o> e B 2k i T oy
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S TR A IE B R 2 AR B AN G S R R, WP A R L — SRR A TR L R IR A
FE i R IR S SRR - 7L R R DAL IR 2 48 ot 25 0 e X A ok Tk R 2 B4 i e 2 3 FH -4
P45 b 7 E R H B R G A FG o F Bl 1) 7 AR e Al 20 (140, SFARTE U sl Xt ik
FEARAETE ) 2R H U BE 25 YRR SECBR  JBR S0 B N—FF 2 JRR BB PR L 2 L R i L F L, 2
TR

[0104]  AMHBEIR G YIRIHF 70 thmT LIS I 72 38 78 0 6 2 iE R 3R 20 770 (0, — i O P
FERFEH SR B el R AT o A 3d AW I v R 2 RS PT EH AR AR AR N D E o

[0105]  #F—2LsLitiy Zh , ARG EA R) -8 AR e SLtir 2 A a v A
HO - AREGZ T —AFHHONAEYT SR & F R LR S R)
80 (S) , BRIAE A UL

[0106] A% BHI AL & it 36 AR Rl TE 2o AR S A 3Kl B A B 5 4 A1 RUBEE 1) 52 46
DL S A Bl 1 o3 30 % 77 A o B S I U0 1 3 7% LR e ik, o2 B A A 42 56 20
AR R 7 P R 48 R A AR AS o JoT 7 T 72 S A A 18] ST A5) L, 355 Tl — A T 6T I e — IV JRe e T PN Tk
= PN BTV e oot 0 e ik AR T T 20, Forb BT o R R RA A BCE 2 M E
B a1 H-FI3H-BK M, 1H- 2H-F14H-1,2, 4— =M , TH-FI2H— 57 5] g , 0 TH-FN2H-1tE b, AR S5
P 2R DLER I 3 24 e O T &b TPl s ) B4t e A — Pz

[0107] AR BAM AL &4k o] LLAFEAAAE T AR sl 24 S W I BT A R AL 2
A A7 25 004 B AH R 51 20 o s A (R ) I8 Ji 5~ o 45, S0 [R Az 3R A F Al A
[0108]  4nA A I ARIE “UE)” B AEFE B s 85 M ) B & S AR e daAd, JLART e
AR A AR R

[0109]  ASCHEMEI B A 4k & vl 5 Fo e B an /K A 751 (1 7K & W FI 776 ) — e
RIEC AT B 43 85 o 40 T [ &SI, AT A6 &4 mT BLUL & o A7 A8, I HL AT L g
WG AFE K G AL W] LU AR B AR TR 2, 9 40 2 i ) ss 764
DRI, B AR A T 2 U0, 15 B T b e S 0 51 S B g o B 454 & W AT ArT [ A4 T 20
[0110]  FE—ESji T R, ARG 2 FE A E o BmH. AR Fae” 2 a
Z /DSy B A B S R s M A5 70 & o 3800 43 B AT L3S 1 s & A RG-S )
AW AR BAREETHEEDLAS0ERY B DA0EEY  E/DATOER % B
SOE & % /DA EE % B/ D A5 EE % B0 AT E & % o /D ZA)99 FH 8 % i A K
WERHED.

01111 ARSCAd I IR “BRE I B AN “ 5 i FE A s 2 4 3 e 11, I HOdE s Fe 0 2 i
B, A5 s 87 it B, e 20 AT IO R = N RS, 4611 40 24920 °C 22 2930 C I IR

[0112] I MFRfR, N 15 HE D UL , 78 B St 451 1) b R SCH s 1 AR i B 1) — Sk
AIE AR AT DR BN ST A5 b 2 S 3t (T st 7 28 B AR A & o i [A) 5 sl ik e 20 o A
B, N T T S AR BN ST B BT SO IR B AR R B I & PR AR T DL Rk Y DA ]
BOE ) A A TR AL o R, TS IR 9 AR TR (1) 77 VA LA P ) SIETit 7 28 B ARFAE BT LA A
AT A& A AT HE .

[0113]  ARCAMFEHLL F 465 : AcOH (L R) 5 Ac20 (LFREF) saq. UKW s Ar (&) sBHT (T
FALFR R %) ;Bq (W52 #h) sbr (581&) ;calce. GFHD) ;CHC1s (&) :Ci JFH) ;conc. (K
%) ;d (ZHEIE) ;dd G HIE) ;DCM (& H bE) s DMF (N, N-— 1 B FH i Ji) s DMDO (— HH 2 —

26



CN 112094259 A W OB P 12/70 7

LK) s DMSO (. HIHETFAR) sEt (Z.35) ;Et0Ac (L2 Z.HE) ;EtOH (ZF%) ; ['|FIEtNF (['°F]
4 2. s A ) sg O) sh UM sHeS04 (BRIR) sHC1 GRERELS S sHPLC (R Ui A A1)
HRMS (7573 ##% Jii3) sHz (FF2%) 5 iPr CRA2E) s J A 40 s LCMS GRAH (- ) sm (2
HIE) ;M (BE/K) smCPBA ([A] Sk 2K HER) sMe (HF 2E) sMeCN (£ i) sMeOH (FFEE) ;MgS04 (i R
) sMS UFHE) smg (Z30) smin. (4381 smL (ZF) smmol (Z2EE/R) sN (EH) ;N2 (B S) ;NaHCO3
(BREREHN) : NH4HCO2 (FF PR %) NH4C1 (B ALER) ;Nal (k. 44) ;NaOH (B ALEN) snBu (IET
) oM (G ER) s NMR GRZ LR G  OXONE® G — iR E) ; P20s (T — B
PET (IEH F- RS T EIE REAR) s UR PE-TLC O 118 2 6 0) 5 U P -HPLC O P s R
FHEE) sRP-HPLC (S AH S AR AR L) 5 s (BLUg) 5t (ZIEE = H %) s tert (B stt (Z—=H
I4) s TBAF (DU IE T 3546450 ; t-Bu (BT %) s TEA (= 4 H%) ; TEAB (JU £ FE B FR & %%) ; TEMPO
((2,2,6,6-PUH DR IE-1-28) S 28) s TFA (5 4 R) s THE (DU SRR suA (%) sug ()
50) sul () sum (GUBEZR) sUV (584D swt % (EEH ) »

[0114] Ab2EidfE

[0115] Ak IR IR T 75 AL A W0 ST RS 7 v, FLE T

[0116]  (a) AL 5 IRIMAL &4 (Ar-1) , LR BOLss A0 6420 5

01171 (b) s L & 5 AR W SN DL s Py g 2 5 A
RA

1

o] Z+RB
[0118] \;rzz

0

A
[0119] () WS N 843 38 5 SR BB LR B TR AL A& 4 (Ar—F)
[0120] Hr.
[0121]  7'3% F HINRA O RIS I 4
[0122] 723 F HINR™ ORISR 4
[0123]  R™i% H HIH.Cr-eft 3 Ca- 103 KE 3k L Co-1075 JE  A- 107G Z A S FL AI5-1070 24 75 3L 4H
BT 2H., HoA Bl Cr-e e 22  Ca-10 A B 22 Co-10 75 28 , 4- 10 G Z I S ZE A5 -10 0 2% 75 22 45 B AT
AL 2 3B ST IR B R FE A HUAR 5
[0124]  R™i% H HIH.Cr-6ft 3\ Ca- 103 KE 3k L Co-1075 JE  4- 1070 A S FL FI5-1070 24 75 3L 4H
FSCHT2H., HoA Bl Cr-e Xt 22  Ca-10 A B 22 Co-10 75 28 , 4- 10 G Z2 I Se ZE A5 - 1070 2% 75 2 45 B AT
AL 2. 3B ST IR B R FE A HUAR 5
[0125]  RMFIRPS [ 37 3%k B FHH . Croe b g  Co-oMi 2 « Co-s b3k L Co-10FR e  Co-1075 25 < 4-
107G AP e 2 F15-10 70 42 05 FE 4 A 20, FL 45 F AT IR 1 2. 3aka ANl 37 i 5 F RO [ Y
s
[0126]  R'FIRPLH A, SRYRIRSIE BB S5 7 — e T AR AR
[0127]  BERYFIRPHL A, SRR B (¥ 5 I 7 — AW B & A 3= AR A 7 A0 L 132 AN &%
5 037 3% N ORISH 3R 4% J5 7 1934 5.6 B 7 JCBR IR B 2 38, o rp i RARIRP ) 414 2 )
AR HAREHE 1 2803/ Sl 7 e 5 X1 35 Cr-e e 52 « Co-eMis 2\ Co-6 )R IE  Cr-a i AT 2L L Cr-6F2
S Joe B R AR AR () AR AR A
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[0128] - R*OfSr bk FH HH DL N 4L K 2H : OHL SHLCN\NO2+ ¢ 35 SRS L Croa i 2 L Co-a M
F  Co-g BRI L Croapg ARAEHE L Croa BRI L Cra PRI e 3 L Croa it S 3 — (Croalii 3) — (Croalit 8
)~ CraftE L) — Craft FIE) Cramx AU AR L Co-eF et VAT (560 % T ik 560 A%
gk Vo I Croafi B 3 = (Croabi d) B2 R H LIS | Cra b B UL FH R 3 L = (Cralbt
FE) G 2L B FR RS (carbamoy 1)  Cr-aJ5e F i FH R 32 - — (Cr-ade ) Jig R I 22 L Co-a e 2
BRI\ Croabt IR AL | Cr-abr H P 2 ik L Cr-a e B Ml O I 2 i L U R PR 25 | C - oot i R T
PR AE L = (Crafi 2E) U R Pt i | S B Pt i 2 L e FE BB I L 2 R L — (Cr-afi 25) &
SRR A 2 s S A AR 2 L Cr b R S A R e AN (G-l ) 2 Bl AR O

[0129]  7E—Lusiji )y Zeh, P IR (a) AR AIIARAE T AT A2 — L8l 7 =, P 3R (a)
ISAEFR PR ARVR B AFAE T HEAT AE —BE St 77 S8, Frid BRI ARV g £ R AR o £E — LS it 7
F L IR RIRE N =M G R ER R

[0130]  7E—esjiiJy S, DR (a) 221 B B £, AR IR 1R 197 dan ) Sk 48048 R
WA CRRHIAFAE N 3T

[0131]  FE—Lesjii 77 S, Bk A R ade 1 el DA 2H i) 2 « oo 0 0 o R 2 A D4 7K
Y E N E IR A A E M EY) 1R B 41, 4 SRR A (2. 2. 2] ke X (Y
R L) (Selectfluor®) i ik trit —BiR A (OXONE®) Al — FEEWFF 4 2 b o
[0132]  FE—uesiujii /7 2, RIER RIS IE B B OKBE IR , A B R 1K B8, L BRI, — FR R RE A
LTRIE, =8 LR A =5 LRI 4H R 4.

[0133]  #F—2bsiji )y b, ik AL S i R AN DU /K & 4, HL BT IR FR PR AR S & VKB TR o
[0134]  7E— LB S U7 S, BT ik S A7 2 IR -k AL S In-& 4, BB iR 3R BRAR U5 A2 DK it
1z

[0135]  fF—ubsjifi iy &b, FriR AL AR - 451, 4- R A0 [2.2. 2] 24
SO0 (VO SRR ) (Selectfluor®) , LA $ i B = P 36k 2 R

[0136]  FE—LLSjfi J7 2, ik ARl i — R A, BT IR R IR I 2 =M LR .
[0137] 7 —ubsji )5 b, BTk AL 72— IR R A ke, TR RIRAR I 2 2 FR
PR R -

[0138]  7E—LLSjti 7 ZH , AR (a) B FTIR TGS ™ 4 2 sUBE CH B AL 5 4) «

CF,
o
o= %
fo _|r
\
[0139]  Ar—I o)
° o
°:< CF3
B C.

[0140]  fE—db5jii )y S, DR (a) R FUR IR A7 AE R 3EAT

[0141]  fE— b5 )y S, i SR R 2 W) S AR TR (m-CPBA) .

[0142]  fE— bl )y SR rf, SB UK (a) ARV AFAE T HEAT o 4 — SRSt 5 S, ¥ 571 w] LA
BIF KB L o (£ — LS 7 S, ¥ 7 mT LRI OKIGE BR AN 2 BRIT o A2 — S8 St 7 S8, ¥ )
A G TE K L o A2 B St J7 S8 VA R0 ) DA B S0 o A SRSt S L ¥ AT B
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(GRS

[0143]  fE—2bsiji /7 2+, DR () v AFEIEHE R A A B & 3T

[0144] 7 —2szjifi 7 &, 5 0% (a) RAELI0C EL50°C i Z140°C EL150 CHIEE N T
(1) o 7 — LSt 77 B, D IR () TEAI0°C N AT AE— 265 b, 2P IR (2) TELA =R ()
un, 2115°C \2920°C . 2925 C L £)30°C) FibAT o fE—LesLiti /7 b, P IR (a) /EZ4540°C T ik
T AL BB 5 SR, P IR (a) £E2950°C R EEAT

[0145]  fE—dEsji T Srh , DR (b)fﬁﬁﬂﬁﬁf—ﬁﬁﬁ FE— S 77 =, BAT DA R ik
PR 3 28 o AE — LB STt 7 S b, BT LU Bl B A IR 26 2R o A — BU St 7 Z2 R, B B A IR h
] DL BRER A , 1 U 10 %6 1A B T BN 7K T W o A — BB Sl 7 8 7P, B ] DA R IR R AL . F — 1t
ST BT DA R A o A — LE STt T S, BT DL R IR

[0146]  fE—LLsjfi Ty 22, P IR (b) TR I 0 IAFAE R HEAT

[0147]  fE—2esji gy 22, PR (b) B4 o0 (4 O BE

[0148]  7F—Lbsiuji )y b, IR (b) fEL = iR T AT

[0149]  #F—2esijti )y S, FE 3R (b) HHIR ) B *ﬁﬁﬁalj\]fﬁih%ﬁl)mﬁﬁﬁalj\]?ﬁih

RA

0] Z%RB
Z2
[0150] [
AI_/
o]
D,

[0151]  FF—ubsiifi 7 Z2rh, 72 ANRA,
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THI3.4.5.687 JCRE IR , Horp FHRVFARP 41 & T B 30 A BUAR

[0279]  #F—uesji 5 &b, RANIRPAL &, SRAMIRBE A3 IR Tl e A T 330 3R L
FEIRBA O IR

[0280]  fF—dbsjifi 7 &R, RVFIRPAL &, SRVFIRD I B2 () B IR 1 — 2 2 A T 2R

[0281]  7E—sbsijf 7 K h, DML A IE H FMALEY
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o NYO Oj/:::fo
N N
A ]2"/ > e \O
5 0
Oy O/ 0 O\F\
j/;‘,o |j/:”/o
I -
Ar
A 0 0
[0282] (o] OW ®) 0\>/\/\/\
o o}
o o}
oD DO
Ar/I G Ar” o

O
/l
wY o

[0283]  fE—sbsji )y s, DAL & Wik B NI &4

0 o\p 0. 0 \D
[0284] /.j/‘,j(o 'j/:N/O
Ar s Ar” d
(o] O\O
[0285] j/iro
A

K 0 s
[0286]  7E—bsijifi iy =, DAL A N XD- 1L &9 :
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RA
0 Z“\FRB
ZZ
5 |
/’ -
[0287] xlaa Y
I i o)
Xﬁ\‘xs,;)(

D-1
[0288] H.rh.
[0289]  X2ACR%.NEENR?;
[0290]  X*HCR®.NEENR®;
[0291]  X"HCR*.NEENR';
[0292]  X°*ACR®.NEENR®;
[0293]  X®3HCR®.NEENR®;
[0294] R L FALSAIAL Ha 5 K Croehii ik Coelidik L Co-abt I L Croop AUKE L L Co10FF
ek | Co-1075 5 4-1070 4430 bt Jk L 5-10 76 44 95 3 L CNNO2- OR** . SR*..C (0) R"*.C (0) NR“*R**.C
(0) OR* .= (C1-63F KE3E) —C (0) OR*2.0C (0) R®2.0C (0) NR®?R?? \NR°?R%? \NR°*C (0) R"*\NR°*C (0)
NR“R* \NR°“C (0) OR** .~ (C1-6 M. J5¢ ) —-NR“C (0) OR**.C (=NR®?) NR**R% NR*“C (=NR"?) NR*““R*2. S
(0) R"2.S (0) NR“R**. S (0) 2R"*\NR°*S (0) 2R"*HIS (0) 2NR**R™ , FoHt FIT IR C1-6 423  Co-6 43  Co-6
FRIL | Ca-10 M BE 2 | Co-1075 25 41070 F PR BT L A5 1070 44 7 24 %% FATIE AL 1. 2. 3844 ST
PP IRSE I B 5
[0295]  R%ik H FH DA N LRI AL : Ha i) 3\ Croeke 3  Co-6 05 9 \ Co-abRIE L Croe RIGEIE  Ca- 1038
ik Co-1075 5 4-1070 4430t Jk L 5-10 76 44 95 3 L CNNO2 OR** . SR*.C (0) R"*.C (0) NR**R*.C
(0) OR?®.0C (0) R**.— (C1-6 .42 %=) —C (0) OR*®.0C (0) NR®*R*® \NR®*R*3 \NR*C (0) R"* .NR°*C (0)
NRE*R® NR®C (0) OR?®— (C1-6 V45 HE) ~NR°3C (0) OR™.C (=NR®®) NR®®R%* .\NR®*C (=NR®®) NR®*R*®. S
(0) R".S (0) NR“R®. S (0) 2R"* \NR**S (0) 2R"*F1S (0) 2NR*R™ , Fo 71 AT IR C1-6 478 3 « Co-6)5 5  Co-6
FRIL | Ca-10 M BE 2  Co-1075 25 41070 F PR BT A5 1070 44 7 26 %% FATIE AL 1. 2. 3844 JlSr
HEFRIR S B 5
[0296]  R*ik LA N R AL : Ha ) 3\ Croeke 3  Co-e ) 9 \ Co-abRIE L Croe ARIGEIE  Ca- 1038
Jt i\ Co-1075 JE 4-107C 2 F i dE L 51070 4% J5 3 .CNNO2 OR** L SR**.C (0) R™.C (0) NR“'R**..C
(0) OR*™ .~ (C1-6 W2 %2) —C (0) OR**.0C (0) R**.0C (0) NR®“R* \NR®/R** \NR**C (0) R"*.NR°*C (0)
NRER¥ NR®IC (0) OR™ .~ (C1-6 V.45 4E) —NR°*C (0) OR™.C (=NR®*) NR“‘R%* \NR“'C (=NR®**) NR“/R% . S
(0) R"*.S (0) NR*“R™.S (0) 2R \NR°*S (0) 2R""FIS (0) 2NR*'R*, F& Hp HTIR C1-6%5% 5 \ Co-6 4 FE L Co-o
FRFL | Ca-10M BE 2 | Co-1075 25 41070 Z PR BT L A5 1070 44 7 24 %% FATIE#E 1.2 3844 ST
PR IRSE I B 5
[0297]  R°ik  FH DA N LRI AL : Ha 1) 3\ Croeki 3  Co-e ) 9 \ Co-abRIE L Cros RIGEIE  Ca- 1038
ek Co-1075 5 4-1070 4430 bt Jk L 5-10 76 44 95 3 L CNNO2- OR* . SR*.C (0) R”.C (0) NR“’R**.C
(0) OR?®.— (C1-6 W2 %2) —C (0) OR*®.0C (0) R°®.0C (0) NR®®R* \NR®R*> \NR°°C (0) R"> .NR°°C (0)
NRER® \NRPC (0) OR™®~ (C1-s IEEHE) -NRC (0) OR*C (=NR*®) NR“R™ \NR“°C (=NR") NRR . $
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(0) R".S (0) NR“R*. S (0) 2R"*\NR**S (0) 2R** IS (0) 2NR*RY , FoHt FIT IR C1-6 423  Co-6 43  Co-6
FRIL | Ca-10 M BE 2 | Co-1075 25 41070 F PR BT L A5 1070 44 7 24 %% FATIE AR 1. 2. 3844 ST
HEFRIROSE I B 5

[0298]  ROik [ FH LA N LRI AL : H i) 3\ Cr-eke 3  Co-6 ) I \ Co-abRIE L Crel ARIGEIE  Ca- 1038
ek Co-1075 5 4-1070 440 bt Jk L 5-10 76 4% 95 3 L CNNO2- OR*® . SR*.C (0) R°.C (0) NR“°R*°.C
(0) OR?® .= (C1-6F. 5 3E) —C (0) OR*®.0C (0) R".0C (0) NR®R? \NR°®RY® \NR°®C (0) R*® .~ (C1-630V f5¢
££) -NR°C (0) OR?® \NR°C (0) NR°®R?6 \NR°®C (0) OR®®,C (=NR°5) NR°®R® \NR°®C (=NR*6) NR*°R%® . S
(0) R".S (0) NRR*.S (0) 2R"°\NR°®S (0) 2R"*HIS (0) 2NRR™ , FoH FIT IR C1-6 423  Co-6 43  Co-6
FRIL | Ca-10M BE 2  Co-1075 25 41070 F PR BT L A5 1070 44 7 24 %% FATIE#E 1. 2. 3844 ST
HEFRIRSE I B 5

[0299]  ERR*FIR’ 4 &, SRFIR® FTiE i b skl &R T — T & A A Z 124 J5 1 10, 1
24N E BT 3% N ORISR 24 JR T 1 4-12 0B FR B 238 , Hod e RYRIR A 2H & TF )
e AR BRI BHE 1 2803 A7 i H X 2R Cr-eft 2 Co-elis 22 L Co-e )R I | Croa ] AT |
Cr-eF2 2 fot ok A AU A QL 1 O ARG 5

[0300]  ERRPFIR'4L &, SROFIR'FTiE BB s &R T T & A Z 124 J5 1 110, 1
24N E BT 3% N ORISR 24 JR T 1 4-12 0B FR B 238 , Hod e ROAIR A 25 & TF i)
PRI AR BRI B 1 2803 A7 e H X 2R Cr-eft 2  Co-elfis 22 L Co-e )R I | Croa ] AT |
Cr-eF2 2 foe ik A AU A QL 1 O R ARG 5

[0301]  ERR'FIR° 4L &, SRUFIR®FTiE B B s &R T T R & A A Z 124 J5 1 10, 1
2N E T 3% N ORISR 24 JR T 1 4-12 0B FR B 238 , Hod e RORIR® A 2H & TF )
e AR BRI B 1 2803 A7 e H xR Cr-e ki i  Co-eli 2 L Co-e )R I | Croa ] AT |
Cr-eF2 2 ot ok A AAUA QR 1 B ARG 5

[0302]  ERR° AR &, SROFIRCATIE M B s &R T — T R & A A Z 124 J5 1 10, 1
24N E BT 3% EIN ORISR 24 JE T 1 4-12 0B PR B 2438 , Hod RO AIRC A 2H & TF i)
A2 AR B BOpE 1L 28 3N M SZ b 1k H b7 21 L C1-a e 55 Co-6 i 2 L Co-a bR E L Cre by AN 2
Cr-eF2 2 ot Ak A AU AR P A R ARG 5

[0303]  R*Z.R"Z,R°*.R%.R*.R".R%.R® . R? . R* R* \R™ R ,R" .R% .R% .R*® ,R*® R FNRI K-
E A7 % H FHH L Cr-ebe 28  Co-e M  Co-e bR 38 L Croa i ARHESE L A Co-10F8 3 St i 2H ) 24

[0304]  R%%\R®*\R*\R®° IR [ bz ik [ H OHANC -6t 3 o

[0305]  fF— sy ZH, X2 AN,

[0306]  7F—Lsijti 5 22, X2 NCR?,

[0307]  7E—Usfifi 7 EH, XP AN,

[0308]  7F—uLsujti 5 =2, X3 NCR%,

[0309]  fF—bsjfi 7 &, XAN,

[0310]  7F—uLsujti 5 22, X NCRY,

[0311]  7E—Uesififi 7 s, XP AN,

[0312]  7F—Lsijti 5 22, X2 NCR®,

[0313]  7FE st 7 EHh , XN,

[0314]  fF—Lsjti 5 22, X0 HCRS,
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[0315]  FF—Lsiifi 5 A, R%3%E [ I H Croak 38 FHOR A R [ 4.

[0316]  fF—Uusjifi 7 S, R%3% [ pHH. B3 S 4L L AR 3L L 3 TR 80 2L T-CHCHSC (=0)
OCH3ZH B 2

[0317]  #F— b )i J5 %2 o, %3k [ HIH\NO2. Cro6p A5 3 L C (0) OR*FANRSC (0) R°*4H B )
H.

[0318]  fE—bsijifi /7 =P, R%% [ HHH.CNNO2 . — (C=C) -tk i 3L . = %801 3£ .C (=0) OCH3 1
NHC (=0) CHs4H Bt 4.

[0319]  #F LSy 29, RY%E I HHH. 5 25 CioeXt it Co-1075 3 L OR? . C (0) R™ .~ (Cr-s WP 4%
5£) ~C (0) OR™  AlI— (C1-63F K2 3E) ~NR*AC (0) ORMZH i) 20 .

[0320]  fF— Uit 7 b, RYE ) B H LR L B3 L HR 4036 L 2R 3L | CHoNs  CH2CH20CH3  CHoNHC
(=0) 0Bz A~ U2 A1 4H i 44 -

[0321]

[0322]  #F—bsjifi J5 %2 T, %3k [ HIH\NO2. Cro6p A5 3 L C (0) OR*FANRSC (0) R°°4H B )
H.

[0323]  fE—bsijifi /7 P, R%% [ HHHCNNO2 . — (C=C) -tk i 3L . = %80 3£ .C (=0) OCH3 1
NHC (=0) CHs4H Bt 4.

[0324]  7F—Lsiiii 5 A, ROIE [ I H Croak 38 FHORCH F [ 4.

[0325]  fF—ubsijifi y & 7R, RO [ R H L B3 L SR P 3 L R AR 3 L R 4R 3E L RT-CHCHC (=0)
OCH32H B 2.

[0326]  7E—2bsijfi /7, DB AD- 1L Gk H -

l ¢

- o e

41



B B

L




CN 112094259 A W OB P 28/70 T

5;;0 SO
po S @

Ty ceglh

| o
SN
g
b@:
FiC I
Tr s
[0329]
D
o)
\OJU'
o]
o)
Ty
OT‘I\ HN.__O -
I
I T
SNy
b@!
I
\/©/ °
N3
CN
N
/ \ _— 0
— 0]
=
<30
il o

[0330] 3 B 4 BR AP, O 1 i A S UL, A L) S 5] bR ST AR A A R W Y SRy
Ikt R A A S 51 o A 5 SR A (T S 9] 15 AE AL 5 D9 N IR) 5 e i M 30D o A
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S N T TR S AR BN SR 1 bR ST AR 5 AR S B B AR AR AT DA B B8 DA A AT
EE ) AR R L, TR IR A DA S Y 8 S 7 SRR v CA AR & a2 &
HATHA -

[0331] &%

[0332]  HFA K BA TR R4 (B FE LR T DA FHC A8 A HLE BB AR il 4, FF H T
DUARHEVE 22 AT BE R & RS 26 R AT — PG 1, 1 a0 T IR 77 R () AR L

[0333] il 44 AR i BA AL W S N AT LAPE A 3d IRV 77 3 AT 5 BT IR ¥ 750 Rl LA A LA 4
BN 45 5y e £ . A& I ) o] DUFEEAT I BLI IR FE R R A EA SR+ kL ()
24D H TRL AR B3 400 s 5 A8 Qa5 7 L T LM 700 40 ¥ s ek PR 800 551 7 s s U B« 25 o
(1) )5 8 AT AAE — ME R 2 T — s IR A b b AT iR E B AR I ROP IR, TR €
ST BRI A 18 B 7R AT EH AR R RN T

[0334] AR BHAL A PR i) 25wl b Je 25 i 2 5 A A DR 47 R B DR o AR T3 F2 AR N 53] BA
25 Ty VR 8 0 DR AN 2 DR 37 1 75 BE LA SO Y R4 R B I e 45 R 37 5 B I AL 22 H A T 51 G
Kocienski,Protecting Groups, (Thieme,2007) ;Robertson,Protecting Group
Chemistry, (Oxford University Press,2000) ;Smith% A\ ,March’s Advanced Organic
Chemistry:Reactions,Mechanisms,and Structure,6™ Ed. Wiley,2007) ;PeturssionZs
N,”Protecting Groups in Carbohydrate Chemistry,”J.Chem.Educ.,1997,74(11),
1297 ; fWutsZE N\ ,Protective Groups in Organic Synthesis,4th Ed., Wiley,2006) .
[0335] W] AR 4f A% 4048 2 0 A ART 5 33 1 77 ¥ e D B I o 4811 2, 72 0 T ol AT DA et i 1
FBE I, dn A SR i L (B, 'HERC) L Z0 AN L 4 6 B (B, UV-T] %) |
JFREZ: , BOE I € S O 5382 (HPLC) B2 (i i2: (TLO)

[0336]  DLF 7 RIRHE T 0 TH & A K BHAL B W — A48 3 o AU E RN TN Y 3
77 ZH0 B s B 2% 0T DU A AL 22 00 — R IR AT A5 el sl i, DA &8 A BH 1 & ik
“e

[0337]  ASCHEAEIY I v o] L Wik ¥5 77 S 1R B 09 & Bt AT o ol an , 75 il 54 (Ar—
D) g A (a0, 72 AR AR IR R R AR IR A AE ) L R “— 287 e Bt 5 AR &
YIRS, TE XD AL &4 SR J5 A8 DI Ak A W AE SR A 2% R R e B2 (914, FEBRI A7 4 R
SRR RN 15 255 R EY) (Ar-F) .

[0338] e

l. & # R® i
Al’-l RA f 22 “EHEm” = Ar-F
2. 0. .21 B | .
\{,R Ar 5
[0339] 72 #® D

O
R A,
#
ii_:’%'ﬂ
[0340] s SCAR Bk ) J7 300 FT LB T AR 48 8 20 T 7% ) £ BRGEAT o 1, 55 WG WAL 4

(Ar=T) B SE R AAL (B0, 72 A A T AME 1% R BR AR PR A 442 ) DUB Ut 59 (i)
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SR JE ERRE 25 N AERLES (11) HXRAR AL & OB (I an , fERR BR EANATAE R IR 5 T RX
DM E W R fa A DA A& W FE S SR R S (4, 5 3 A 005 I ) 5 15 31 5 Tk
BAAE D) (Ar-F) .

[0341] &2

R
o Z g o ZHL@
a % ¥ ® A 72
Ar-1 > Ar—l\ R - - A/I
E2e 73 =N r
[0342] HEIRIE o) o)
R
(o}
(ii) # R | ‘S
Ar-F

[0343]  ASCHEAEI 5 vkt ] LG anAR 35 75 28 390 Bt 19 & BRGEEAT o 9l , 75 IR &9 (1)
TEZAEIE R (Sandmeyer) W5k T W2, (140, 758 IR FIAFAE T 5 tBuNO2 e JB7) , 15 2155
RALE Y (11) B8 G IR IE B (B 2 B OB B Ak (451 01 S NHAOH T f |82)
7K (45140 5 S02C 121 e B7) $R A F IR 5 IR &7 (111) o (111) 555 IR A Tl Sk AR B
(Sonogashira coupling) 21 T 1S (141, 7EPd (PPhs) 4. Cul Fl = Z JE I AFAE T AT Hb
TERHE [ SLA% HR I S BE) 5 19 B BABR BRI 2% A &4 (Lv) , Foa] FH T i S AR H5 7 S8 1R 7 582
Pt 7R 77 V2R RH N, () USSP 84 2R AN T Ak ik &40

[0344] 7‘;77%3

COH COH 1. mmA GN =—A?
—A— DEERRE, . o Ar mkEE
NH, M 2. ERRt 1" "
(i) (i) 3. Btk (iii)
CN 1. S FN
[0345] A—=—A/ —- A=A
\ o] R | 0
| Ox. L B
(iv) R :?—4
z2 o !
Z1‘£RA
A R°
H v)

0

[0346]  FESCHRH O AN, HoA R AE AR SO IR B AR a6 AR} 770 A e 8] 4 0T 7 I 3R A, B
A 3 I A S AR N 53 RN TV RS 5, D5 IR A PRl DL SR TR S N,
Jigid et B A AL, BB A HLE B A A Y o R Ok i £

[0347]  ABIHAEE AR N AR B A , BT f IR 1 7 VAN 2 1T LA & oA K B G P 1) e — T
X, 3 HA A VUK B E T Z 138 0] 76 A & B A G 4 AR SR R N 03 6N T8 T i
PN S it A 38 1) B B 26 o AR AR A L A Ta) A R P2 W 1) 6 38 1R i 7 125 7T DA 525 SCRiR SR A
E,BIESE KR, U0 Advances in Heterocyclic Chemistry,Vols.1-107 (Elsevier,
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1963-2012) ; Journal of Heterocyclic Chemistry Vols.1-49 (Journal of
Heterocyclic Chemistry,1964-2012) ;Carreira® A\, (Ed.)Science of Synthesis,
Vols.1-48 (2001-2010) flKnowledge Updates KU2010/1-4;2011/1-4;2012/1-2 (Thieme,
2001-2012) ;KatritzkyZ: N, (Ed.) Comprehensive Organic Functional Group
Transformations, (Pergamon Press,1996) ;KatritzkyZ N, (Ed.) ;Comprehensive
Organic Functional Group Transformations IT (Elsevier,2"® Edition,2004) ;
KatritzkyZ A\, (Ed.) ,Comprehensive Heterocyclic Chemistry (Pergamon Press,
1984) ;KatritzkyZ$ N\ ,Comprehensive Heterocyclic Chemistry II, (Pergamon Press,
1996) ;SmithZ¥ A\ ,March’s Advanced Organic Chemistry:Reactions,Mechanisms,and
Structure,6™ Ed. (Wiley,2007) ;Trost% N\, (Ed.) ,Comprehensive Organic Synthesis
(Pergamon Press,1991) .

[0348]  FRic i A A AIAS I 7 7%

[0349] Ak BHIE A3 il 2% FH 76 I A e i 2H 23 rp i 0 AR 00 R 1 R A 2= Fmad (9
T HERR I IS W) AL SR & BT V% BRI AR BRI 57— 5 T I R = bR id A&
Wy (0, TEON HEFR G A S ), HART T AR B, 1 B AT T A0 R4 o A il o A
I, A BB G & A IX A RS AR IE AL S Y B AGAE I

[0350] R4 EEfF, “TEEHMEARICHT” 2 5l AN 2D — MU i R G W) - 7E — Be St 7
S RO A% 2R [OF] o 7R — S8t 7 e, AL AT TINL 2834 [OF] JR 7 o 75— sk
Jiti 7 e ZA A B N1 E2A (R R o fE— sl 5 b, i S 5N [F] R
T

[0351] 7 —LEsjti 77 R, TSN PEAR L AL & W08 55 T A ) (Ar—F) o £ — L8 St )7 52
TR PEARC A S P 5 LR 1 A (Ar="F) .

[0352]  7E—usififi 7 S b, Ar—""FIR R AR L AL A P B R DL R 2 4 -
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[0353]

18|:

Br

w-

T

18F

Iz
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ON F
[0354] \GK

0
Wo’
HN. _O
18F \n/ ~
o]
0]
CN NH,
N N
7\ — 7\ —

13F 13F

[0355] A HHAFIEFRAL T X323 sAG 1) T v, AL F

[0356] 1. # it AR ST R i (1) A AR 5 v BR AT A S it 7 58 ol 4 U PR A e i A & 4 (i
RAr—""Ff [P 55 AL Ak &4, WA SCRT IR AL 5 9)

[0357] 2. v 52 it RO M AR e AL & 4 (9 2, =R A —"SP R O A i [OF] 55 ik
B EYD)

[0358] 3. &5 42 W (1Y B[] LA AL A5 0 AR SR A0 A A 10 2H 2R B 4 i o w55 A

[0359] 4. FHSEHAR (i, PETAR) S 4o s 2H 245

[0360] A HIIFILFR LIS 5233 B I i, B

[0361] 1.8 ot AR ST R i (1) A AR 5 v B AT A S it 77 58 o 4 U P A e i A & 4 (i
RAr—""Ff [15F] 55 AL 0k &4, WA SCRT IR AL 5 9)

[0362] 2. ) 52 it F O M AR e AL & 4 (9, =R A —"SP R O A i [1OF] 55 ik
B EYD)

[0363] 3. &5 A 2 W5 (1Y I (] LA A0 A5 0 AR SR AE 5 9 9 A O 1) 4H 2 B4 e o v 5

[0364] 4. FRuGHE AN 4l g sk 2H 2%

[0365] 7 —uesiji 5 e, G A IER N BURF A o 7 B 1 AR 2 AR LR AN PR
F o HAG X 2R AL BE AR A% (MRT) , IR RAZ  HE 75 o5, 3 iAot 1%, 6 s
BRAZ , BAZ W12 A S O sh B R, IEH T R ST RIS AR AR, IEH TR S 2 i
SR G EN RG2S, AR R ST R G R 5 IR AR AE — st T =,
R H AR B B T RGBS AR 8G, IEE TR EIE AR ST EALE R G,
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DA% E H R 30 W 20 5 R 5 1 IR AR A R 4

[0366]  4nA LA FEY , B Bl 5 e ARTE AL S F R AR TE “Ci7 248 “fm 57, JiUH
PEF B

[0367]  dpnASC AR ASE A, B B S e RTE A S8 B AR TE “Bg” 245 “ W e #7187,
Hrp A —NMZ I — 8 E I BURPEY) BTS2

[0368]  dpASC B s A , B fg FH Bl 5 B RTE 2 & 48 RO RS “L g B 2 8 B A il
[ 45 78 TR R RIS, 2R 13 BE L 491 4nCi /g

(03691 ¥ Je ik 5. A S it A51) B 1 40 Mt 8 iR A O BH o 2 A DA STt 491 FH -3 BA % H 1, I HL
AN B AEATAR] 77 2UPR il A BH o ARG AR N 51 25 2 M\ AR 21T DL oA sl 2 oo & FhelE 5%
WSHUL =R AR R .

[0370]  sLjiif3]

(03711 4a701) i AR € 3

(03721 P T H Sigma—Aldrich Alfa Aesar.Fisher Scientific.Acros.
Strem Chemicals.Oakwood ChemicaliiMatrix Scientific,Jf HExIEHA WM, JEFEfE
H o BB &7 R A8 e KK i &, HF I EH Sigma-Aldrich.Alfa AesarB{Fisher
Scientific. fr A mMAGA I H Cambridge Isotopes. 7 M i)z th il (TLC) £ TG IR B 3K
BT AHAR (BMD TLCHEMK60F250) AT , HFAE FIUVAT (254nm) v SR #1 AT/ U e € 5 B2 o R
WAL (Flash column chromatography) f# FiBiotage Isolera™ One 48 AT 2 1)
Biotage ZipE{n F3H 78 1 Snaphf AE AT o F T+ PR T €0 1 1) Ak J s v 4 5 424 0—-6 3um L A%
FH H Sigma-Aldriche AR SCHE AL 7= 2 2 48 4l 4k 1 A1 OG5 4 1 4k & 4 - 4% F Thomas
Hoover Y e B I 5E 14 i, IF HORHZIE

[0373]  Jui AN i

[0374]  #FBruker 300MHzZkVarian Unity/Inova 500561 bic s H. *CHIF NMR1% , 7
H AT R B A FICLE 773 2 L (ppm) 25 HAE4R (5RAE B UL, B A &R #) o g
BHZHEMHLL T E48E s, g bs, TR d, “H I t, =g, q, JYHEE m, 2 HiE,
dd, XU HWE  dt, = HIE  ddd, X —F W br, 58 F1T, #8585 K, A6 0Hz AR =
Spectronic Genesys 2X#8fIHitachi U-1100%r Y606 1 FidkUVyGith . ZEBruker ALPHA
FT-TR_E G4k & P 8 0 S TROG HE o 0 7 6 B TR E o HRMS )6 3 #ZE Bruker
microTOFIT EST LCMS b A HIEHIME %5 B ¥4k (ESTY) BifEAgilent 6220EST TOFJFiHE{X |-
155 R BN 3 AT id 5%

[0375]  JHUS 1A SR AL S L PR — M 40 T

[0376]  fdi FHCapintec/ i P [F 47 A AERS (CRC-T12M) &5 7 = 5 S U o 18 i i 4
TLCH E TEUM AL 27 SIN P 28 EMD TLCREAZ604R (10 X 2em) FHAE 7310 kE (1-5uL) A B & )
MAREHS (FEZR) 291 . 5emaiFE BRAE A U, TLCIRFE &8 LR OB = 52, H 2R
[P T3 (AT ) 2em P o f8 FHBioscan AR-2000 734 14 -TLCAAZ AN AW inScank AF 3H47 43
BT o 38 3L T30 P HPLCIN 5 JSU 5 Ak 22 R P4 AN 4L BE . Phenomenex Luna C18 (250 X 4. 6mm, 5um) 5%
XSELECT HSS T3 (4.6 X 150mm,5um) HPLCAHE S L& A Waters 2487Dual MG BEAS I 25 1)
Waters 1515Isocratic HPLCZE FeANalfhf&HBioscan Flow—Count#lBreeze®k {4 — it f#
F o I B AHALFE : 70 % CHaCN, 30%6 0. IM NH4 * HCO2 (g » ImL/mins50% CH3CN,50% 0. 1M NHy
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HCO2 (aq) » ImL/min; F15%EtOH,95%0.1%AcOH (aq) » ImL/min.

[0377] Dy 1 ik [l 5 (R TR P AN 2RO YETLCE 1) | 7R K S 0T I B 25 4%, 3747
AE BB AR AU AE A T DL T 5 =95 % I TBUN 14 DR B8 AEVE R -

[0378] 43 B (MR MEAL S P B 7 B2

(03791 i it 7 F T 7 A A S IR R FSCE 1 o o 0 R 7 Y 2 140 AR [R) 20 BT HPLC 2% 2R 1 Il ==
O 56015 10 U 1A PRI UV ' B8 K A 5 LU 3

[0380]  JEUS M SAL KA AR AL

(03811  J& ik ff 7 25 P 51 S B AN S s s A F A FH B A MR EA B A B (10c) PRI ik
B TR RARA TR P F A S5 o — PR UL, SO 14 S A T 46 T I AR At (TTT) /& (2mg)
AN I8 LR ) G 5 5 38 O B RTS IF5 7EDME (4001L) [ V80 o K I B VR A 9045120
C R0 8, SR 5 II N2 A (60/40CH3CN/Ho0+0 . INFR E %4 , 1mL) , 49 )3 ok Jise
PETLCAHTEUR HEHPLCR 3 AT TBU A 2 A A= b U o 3 T o il (DU £ 6B IR & % , TEAB)
TRFEAR R R, RIDMF 2 e A1 71 9 T2k — P B A 70 - i e Bt R J1 220, H
HITEABSE (I LU B 45 J8 298 8 25 5 i (M) I N = 3 S8 AR H B BRI R 5512, 2,6, 6D HA
Fe-1-WRnE 3L (TEMPO) Al ] JAL ¥2 3E HE 4% (BHT) , A AL U M AR i R R Il . 45 1
T 6 [ Ak 4 5 TEAB A il iy 44 £E DMF o ) 7 B 20 & 1 R 2 e e o 2%

[0382] i fH i1

[0383]  HBHERHI & AL (9-10,GP1)

[0384]  — M7V TR T HRE W A 7% (S L6l anJiangs A ,Chin. J.Chem. 2007,
25,86-89) N —E (5.0g,48mmol) , ZBRHEF (4.8mL) FI¥KH2S04 (24uL) VRS WILERHE T N
IME60CIRFFISAT Bl AR TG KE R A WA E 2 =05, FEAE0. 5 L/INIF P 3Z ¥ 8 na& 24 1)
(48mmol) o VR A NI+ 55 A8 /NI, SR I i st e % 7 R B B A R W) B TR ARV AEE 209
VAR S FF B KPR = IR K B WL FMg SO T4, I Y IR 4 o A8 FHE t20 R CLBEITIE 7=, FF 44
HE-25TC.,

[0385] —fK V42

[0386] it HIL B ER 4R Ak 75 Bl i ) (GP2)

[0387]  Kpid BB 4 PU /K &4 (3.85g, 25mmol) 73 L N E I & 50 °C Y 757 JEm ik (11,
2.5mmol) FEVKEEIR (16. 7mL) H A0 . IGMIE W H 4 I TR B WD AE 2 FE N 3 FE 1-6 /8, B
B TLOHA 2 B Ua BRI 58 A Ak S8 JE W IR TR A A HV A 50, KRR, I =&
HGE A5 B = I & 1 I A ML 2R BUY) FH G /K Mg SOa 4, 1 I FF I 4 o P ) id ik 3 466 iy (G
N R TG : L FRETERO : 1 e : & Je) 4Bk

[0388]  —f77VA3

[0389] i R AL E I &P 75 LA (GP3)

[0390]  — M 5 iE35E T e AT ikiE R & ik (L ln, Lin% N, J.Org.Chem. 2011,76,
1013-1030) o FWPIR IR EAL SN &4 (1.06g,11.25mmol) L2148 s in 25 vKEE R A 2, FRET (8:
3,2.5mL) HITE T TIN5 LA (11,2 5mmol) LAIRIF IMVER o VAR AE VK- 7K i Hh v )
F0°C, RGBT /KFREREN (410mg, 5. 0mmol) « 4R J5 4 IR N IR W A E 40 C 1R HE1-6
/NS BB I TLCHA R R 46 BRI 76 A 36 A0 o S8 J5 K S SEVR & ) P K FvoRE 3 F S e 26
B =R K& I A HLAS B FH G K Mg S04 4, i 8 e 4 o = id i B 45 8 GBS R9: 1
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(1) B8 16 = BRI BDCM : &) Zifl. .

[0391]  — % J7ik4

[0392] i FH] = F 3Lk 3 2, IR T A Selectfluor ® A 75 3Lk 1) (GP4)

[0393]  — 7 vk4 % TOeai B B & 7% (Z WLl i, DiMagno, Processes and
reagents for making diaryliodonium salts (2013) flYeZ5 A\ ,0rg.Lett.2005,7,3961-
3964) o fEAT (o U T, ¥ = H Bk B R TS (0. 94mL, 6. 25mmol) ETG7K £ i (15mL) H1 (1)
0. AMVAE WA N2 57 HeMAL ) (11,2 5mmol) FEFC/K L M5 (15mL) H 0. TTMIA VR H o SR ) K ]

P15 401, 4- R AW [2.2. 2] 3 X (WU SRR 1) (Selectfluor™) (1.10g,

3.25mmol) IR INZ R MR A o W [ BV A D AE Z R 14 3-8 /N, B 338 1 TLOHf 2
GEPRHE S Ak AR il I e A 2R B B HE R M NS TR S b 2 B =k 8
G IR A NLAE B K I 2 B2 5L 22 v (pH 5) e ik, FIBR BRAA T8 , i 8 3F 0k 4 . P~ i@ it
HEE GEE N9 1N LR LT : LFREFEDCM : L 55%) 2lifk

[0394] —f&J7k5

[0395] g o — R RR A1 dEAT O FE I i) — 22 S A RIS N 843 361 5 1 (GP5)

[0396]  — My vESHE T RIIRIE ) & 775 (Z WU, ZagulyaevaZ$ N, J.Org.Chenm. ,
2010,75,2119-2122) ¥ =5 LR (2. 3mL) SN2 757 Fm46 4 (0. 75mmol) 7E &) (0. 75mL)
(IR T i — AR R 0 (360mg, 1. 2mmol) , K5 [ N IR & Wi #E2-4/Nit, B 33E 4 TLC
e A PPRHE 72 25 A OR Jo il e % 28 K B 2 HE R E N B K T B R RV & i AE
LT (2mL) A, FRER NG, 10- A =88 [4.5] 22 4E-7,9- i (128mg,0.75mmol) , ¥X J5 ¥s I
10%Na2C03 gy W/ v, 1.5mL,0. 33WEWR) o M S TR & P pH , 3 FINa2COs 175 , B 21| J b pH
21084 SNV IR S EES- 10/, B 338 TLORA 8 58 A A0 s ;N 85 58 o SR 5 K s v TR
E KM, FE ST A A FHE AT A EY , 7K (4 X 10mL) FHER7K (1 X 10) Peifk A
MLZE FTE K MgS0a T8, i I 4 o 1) B R W DN B8 G R AN O e LS R UTIE (FE & il
B(-25°CF) o an 55 2L, Jd ki S AR ] A S e ok ek aligk .

[0397] —fK 5746

[0398]  {i FHmCPBAIEAT 75 F Ml Ak M i) — 25 S AL FNRILES PN 855 5 1) & 1 (GP6)

[0399] —fx HiEe6k TAAMERN G T E (S WH W, Bielawski % A,
Adv.Synth.Catal.2007,349,2610-2618;Chun A\ ,Eur.J.0rg.Chem.2012,4541-4547 ;
CardinaleZ A\ ,Tetrahedron Lett.2013,54,2067-2069) .mCPBA (200mg,0.90mmol , fz K
TETT%) VIR 55 EEE Y (0. 70mmol) FE ST (8mL) FIVATRH o K I IR & W AE = I T 4
FE1-2/N0F, B RIS TLCH R L UG M RH) 56 A FE 4k 56, 10- 5 2008 [4. 5] 28 ¢ -7, 9- i
7£10%Na2C03 (aq) (W/v,2mL, 0. 33 H IR N2 S RR AW SR 55 I SR A )
FEZ IR SR 1-4/N, B 28 I TLCMI E AL dh A BH 1) 578 2 e 4k o IR 5 1 I TR & 40 F 7K
FEIF FHE T 2200 -5 IR A WA U FH 37Kk, FE K Mg S04t , i 8 7 e 4 o Il Bl
IR IO R 2 Bg AT b LAS S U0 (FEZRIREL-25°C ) o W 75 22, ok 3o 8 e £ [ A -
T P gk alifl .

[0400] —f& 7T

(04011  {sfi FHDMDOREAT 75 FE ML M i) — 25 S8 A AR SSS P4 845 3L 11 & B (GPT)
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[0402]  J4DMDOM A B W (= WA W, Murray%$ N ,Org. Synth. 1997, 74,91-96) & & Vs N
B 75 H ALY (0. 25mmol) £F BN Z 18 (4:1,v/v, 1.85mL) H1 [ vK—7K A #1170 135MIE
H OB R BITEOC R FE /NG L SR S5 7R SR R I3/ o 98 J5 LA Bk R Rk 725, 2R
JE ) B CBE (ImL) A BN R Y rh, B8 J5 Vs Indl B R (8-10,0. 25mmol) 7£10 %
Na2C03 (aq) (W/v,0.75mL,0. 33MVETR) H IR - K I TR S AE 2= 0 T B 243 FE0 . 54/
L F 38 I TLOR 8 L 46 A R 58 A4k SR 54 I BT A ) F 7K (~8mL) #FE , H: FHDCM (3 X
10mL) FEHL B A 107G WAL FH T /K Na oS04 108 , 1 JE - 45 « 1A 7R AW h NN 2188 2. T8
AT b L R UTIE (FEZIREL-25°CTF) o 4 S 75 2, a8 i ik 8 USc 48 ] 4 I ok o 2, 3 vk 4l
k.

[0403]  DMDOA A Vi 7 , {H A& 1 572 B S 11 U ks 1 S 2980mM , I H 7 5 B2 48 F IR {IK %2 40mM
(Z W un, AdamZ N ,J.0rg.Chem.1987,52,2800-2803 fiMikulaZf N\ ,0rg.Process
Res.Dev.2013,17,313-316) « — K UL , s DA 55 F A0 4 9 2—5 24 & () DMDO (Fmmo1 75
FEML 292 . 5-7 . 5SmLDMDOIE ) -

[0404] —f&% 718

[0405]  Fllig4 N 84 2R 10 Ak (GPS)

[0406]  [m 4 BIS (8-10,0.25mmol) ££10%NazC0s gy (w/v,0.75mL,0. 33MIEWR) K ¥ T
ININCEE (ImL) , 28 J5 POE A I — L Bk RS 12 (11,0 25mmol) o 44 [ MR S WIFE =R T
JEIZ R HEO . 5-4/NINF, B 238 i TLCH & RE 2R M R 58 2 55 4 IR 5 B I BVR & P K (~
8mL) #i % , 3 FHDCM (3 X 10mL) ZEHL o 445 I A L2 B FH o 7K Naw S04, 1 i FF M 4 - n]
AR M IR L BE AT He LA S0l (FEEIRE-25°CF) o Wi S 75 2, Jl i 3o e £ [
P I PR e ik Atk .

[0407] —f% 5749

[0408]  Jt S 14 (R o7 25 1 ol 2%

[0409]  GE PETtrace 16.5MeV Al Jig i &% A @3t 50 (p,n) *FAZ S LR ] S Ak 94
P2 LLAR ST 1808 2K . FH R T AE S IS 65uAI B b IR F & & >97% & 5 0-187K
(Isotec,Taiyo Nippon SansoBkRotem) [fJGER = R4g4E, L4 [PF] &4k il it /AR
778 USR] Ak i 26 326 31 P05 SE /K P (W A AR 47 AR IR L B Ab vk 2 — il 2% [P 1 sl
F 05 1Ak & W0 TRUHT 1 Ak -

[0410]  J7yEA KB (5l 4n, VY 2 BB = 8% , Tmg) 7E LB AIZK (ImL, v/ v 7:3) HH B T
IS E B0 [P S8 B AR 7K (S Iml) 78 4 G005 At 44 B 255 £ VIS /N v g 2
IYAREE NI 110°C , A IHE RSB I P20s—Drieri te™H:, [ Jo il i il UK /N - 24
TE/NE A A WA AT IUES B FL AR B 25 IR INTE K 5 (ImL) , FEVK R A E 2 15
B BREE S =R E R IMIAE R SR ) AR A R N S I R i ) (B dn
DMF) HH B B 45 i

[0411] 5B K& AEEN [PF] B HI B AR KBS 0 i B 18 8 i [ 5 7 ac ¥
(MP1,0RTG, Tennessee ,USA) , B iLf# FINaHCO3 (aq) (8.4 % , 1mL) F17K (2-3mL , B pHIg /R~ 77N
H V) T P T T A o A PR (91 4, DU 2, B R SV » Tmg) 7E G FIZK (ImL, v/v 7:3) Ho
PV [1OF 1 A0 40 30 Bt 281 P TR A 2B S 25 A RO VI /N PR & 88 5 b R ik A7 )k
VAR T T K crypt—222000 ) £ , 7E95°C N AT T4
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[0412]  —M79%10

[0413]  J IR (IS 1 AL

[0414] K& #EDMF (400nL) A1 P& AR 30 T-452 1 ["°F ] EtaNF GBI A 1-3mCi , 37-110MBg) 78
IR G R (T 57 (13, 2mg) FIV-/NEH B R BIAEL120°C R #1043 81, 3 FHHPLCZZ
PP (514060 : 40CHsCN : H20+0 . INFH R %% , 1mL) A8 K o 38 35 i 4P TLC A S P HPLC (n=3) il
SE TN FNFEHRR R o £ 5 10 BT 1 AL A 26 R L= 26 [1OF 1 7. B e e B I A I U
PEFALAEAR R 254 T BEAT HORFE AR A o X T DR = A I 2] (1) — L& 74 (BP20, 24) , 150
C 1Y e Bt FEUE B AL T — T R B FE120°C

[0415] i) fAk1-6

[0416]  rh[A]fA 1 -6AR 48— AR 7 1) 4% o

[0417] )41

(0418]  2,2- 2 &-1,3-—%ki-4,6- fi{

[0419] Jl
\d\o )

[0420] ;7. 11%, A 'H NMR (300MHz,CDC13) :83.57 (s,2H) ,1.93(q,J=7.4Hz,
4H) ,0.99 (t,J=7.4Hz,6H) ppm.*C NMR (75MHz,CDC13) :6163.2,110.3,36.0,30.9,7. 2ppm.
[0421]  Hh[a]fA2
[0422] 2-Sp T dk—2-HHL-1,3- L4, 6-

0

[0423] OJl
/L/l\o 0

[0424]  7=%.38% , LA {4 . 'H NMR (300MHz ,CDC13) :63.61 (s,2H) ,1.95 (m,1H) ,1.86(d,
J=5.9Hz,2H) ,1.75(s,3H) ,1.01 (d,J=6.4Hz, 6H) ppm. i 5 2\ T FAE B L Bk i
bR (identity) o
[0425]  r[A] 443
[0426] 2-Cl3E-2-H3E-1,3- " %hi-4,6-

o]

[0427] OJl
Mo O

[0428] 7= .57% , v RAECE A 'H NMR (300MHz,CDC13) :83.61 (s,2H) ,1.94 (m,2H) ,1.73
(s,3H) ,1.48 (m,2H) ,1.32 (m,6H) ,0.89 (m, 3H) ppm.i# i 5 A JF 1) FAEE TR L 2R BA bR
P!

[0429]  AH[E]{k4

[0430] 1,5 A ZMR[5.5]+—%i-2,4-
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[0431] OJl
O\O o

[0432] 773 .35 % Jo Ol 44 o 3B 50 1 B9 RAE B EL BOR PR IR !
[0433]  Hh[aE]{A5
[0434]  6,10- % ZM2 [4.5] Z&%E-7,9- i

[0435] OJJl
FA

[0436] =3 .56 % , VARG A B T 5 A TFH R AEEHE L Bk AR iR !
[0437]  Hh[E]{A6
[0438] 5,9- % 4«2 [3.5] Fi-6,8- M

[0439] OJi
oo

[0440] 7=#.23% , T O5ENC.'H NMR (300MHz ,CDC13) :83.53 (s,2H) ,2.67 (t,J=8.0Hz,
4H) ,1.99 (i E &, J=8.0Hz, 2H) ppm.*C NMR (75MHz,CDC13) :6163.0,104.7,38.5,35.0,
11.0ppm. -

[0441]  HE] AT

[0442]  4- (PSR -1, 1 -BOK

‘?/Lo
[0443] O ~o
PN

[0444] ARG — M7 v 3 B AR AL B . P75 49% , L L5 F 4R . 'H NMR (300MHz,
CDCls) :88.15(d,J=8.6Hz,2H) ,7.63(d,]=8.6Hz,2H) ,7.40-7.51 (m,5H) ,2.03 (s, 6H)
ppm. L 5 A A (1 R AF B AT L BRI AR IR 1
[0445]  HE]{AS
[0446]  2- (Z WA -1,3,5- = RN (12a)

?Ac

I

[0447] OAc

[0448] AR ¥R SE AT IRIE 1 7 5 Ar AL S 1. 1 1 R O, 3, 6- = R IR R I P 4)
51%.
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[0449]
[0450]

[0451]

[0452]

] 4R9
2-%-1,3,5- = F IR FriE15)

AR A8 5 B4R T8 1) 7 3 ) 48 A R A 5 0 o AR SR 7 vk ) 6 AN RAIE o O3 i ) % 2

TLCAAL, . ;22 :50% o

[0453]
[0454]

[0455]

[0456]
[0457]
[0458]

[0459]

[0460]

W A4 10
2— (4-fZRIE) AT H g (11c)

|
LT
o

R 48 2 B AR ) 5 3 ) A bR UL S 1O 3R 089 %
IRz N
2- (4= (O BEAA AR 2R EL) TR HlE (12¢0)

('i)Ac

I
)cL/@/ \OAC
o

KA — 7 28 & bR i AL &) 723 . 39% , ot [l 44 . 'H NMR (300MHz, CDC13) : &

8.05(d,J=8.4Hz,2H) ,7.41(d,J=8.4Hz,2H) ,3.72(s,3H) ,3.70 (s,2H) ,2.01 (s, 6H) ppm.
3C NMR (75MHz,CDC13) : 8176.6,171.0,138.3,135.3,132.1,120.1,52.5,40.9,20.5ppm.

[0461]
[0462]

[0463]

[0464]
[0465]
[0466]

[0467]

[0468]

H ) A 12
A-FIR L S AL R e (11d)

|
T
R 48 2 BT HRIE ) 5 3 S bR U S TP R 8T %
W] 13
4= (T LA IR "R R RS (12d)
QAc

[:::]*a,f°~1rfH\w//[:::]/’hMOAB

R — 7V 2 4 BR AL S o 72 261 66 % , Rl 1 K 5 [ 44 . 'H NMR (300MHz,

CDC13) :88.01(d,J=8.3Hz,2H) ,7.34 (m,7H) ,5.12(s,2H) ,4.42(d,]=6.0Hz,2H) ,1.98 (s,
6H) ppm.*C NMR (75MHz,CDC13) :8176.7,156.8,143.3,137.8,135.4,130.0,128.7,128.4,
128.3,120.2,67.3,44.6,20.5ppm.

[0469]

Hh ] 4414
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[0470]  4-G N R H IR WG (brifE it 18)
F
0

[0472] RIS R ARG ) 72 ) S bR it &0 77 K. 81%
[0473]  AH[E]4A15
[0474]  1-ffi—4- Q-H & IL L IE) 7K (11e)

|
[0475] /\/Q/
o

[0476]  FEEEANFFE T B EAAE TET P 760 % 73 544k, 612mg, 15. 3mmo1) L2 ¥R
InFN4-TE 2, 8% (2.53g,10. 2mmo) (K THF (12mL) VAR o 726 A8 I04s BRI , V4 VR AR 7508 It o 5
VR INARZE 60 CLRFF2/NET, R S5 VA 1 E0°C B 5 (9521l ,15. 3mmo 1) L2 ¥ N
B A, IR I BT A W3 FE I R o [ B TE RUG S KRG A H R0°C, FIK R AT
(aq.sat.)NH4C1 (25mL) HF0, 3 FHEtO0Ac (3 X 25mL) ZEHY o ¥ & I 1 25 BUAAK ¥k FH 7K v v
fRINHAC1 (3 X 20mL) « 2h7K (20mL) Weik 3T 45 (NasS0a) o BEH =Wk 45 JEAE B E 28 T T4k bk
RYFAT A5 B (EtOAc/ i =1/5) , 1552.39g (9. 12mmol) bR =4 . ;22 :89% , IR B
3. 'H NMR (300MHz ,CDC13) :87.61 (d,J=8.2Hz,2H) ,6.98 (d,J=8.2Hz,2H) ,3.57 (t,]=
6.8Hz,2H) ,3.34 (s,3H) ,2.82 (t,]=6.8Hz,2H) ppm.°C NMR (75MHz,CDC13) :8138.9,137.5,
131.1,91.6,73.3,58.9,35.9ppm.

[0477]  rha]{&16

[0478]  1- (T LB FEMY —4- Q-FEIRELHL) K (12¢)

(I)Ac

I
[0479] /\/@/ \OAI:
o

[0480]  HR4iE— R VR AR AL B o P2 3R 155 % , iR SR EAE 4R . 'H NMR (300MHz , CDC13) -
87.98(d,J=8.4Hz,2H) ,7.33(d,J=8.4Hz,2H) ,3.61 (t,J=6.6Hz,2H) ,3.33 (s,3H) ,2.92
(t,]J=6.6Hz,2H) ,1.98 (s,6H) ppm.'°C NMR (75MHz,CDC13) :8176.5,144.0,135.1,131.7,
119.2,72.7,58.9,36.1,20.5ppm.
[0481]  A[]4A17
[0482]  1-9p(—4- Q- I L HE) 7K (bruEdh 19)

F

[0483] /\/Q/
\"0

[0484]  FEZ AR K EALE FEH P 160 % 4§k , 145mg, 3. 62mmo1) ZZ 12
#4582 £ %% (338mg, 2. 41mmol) [ THF (5mL) V&V o FEFR NG SR, VA TRAR A5 IR M 6 S
YR AN A 60 CORFEE2/INE L SR JE ¥4 E1220°C R F e (2250, 3. 62mmol) 25 1898 in £
W, I RONAIR GV ROV TE R S BB A A I A0°C, 7K H AT ENHACL
(25mL) AT, H FHEt0Ac (3 X 25mL) AEHL o KA - 11 B B A Ik H 7K A AL AITRINHAC L (3 X
20mL) ER7K (20mL) BEVEIFE 15 NaoS04) o B 7= Pk 4 76 ey 23 N T8 FRAR WD dhAT (il
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38 (BtOAc/C ke =1/3) ,#35/169mg (1.09mmol) bR =4 . 77 F : 45% , IR B Al . 'H NMR
(300MHz,CDC13) :67.18(dd,J=8.5,5.6,Hz,2H) ,6.98 (B & t,J=8.7Hz,2H) ,3.58 (t,]=
6.9Hz,2H) ,3.36 (s,3H) ,2.86 (t,J=6.9Hz, 2H) ppm.*C NMR (75MHz,CDC13) :8161.7 (d,J=
242 .2Hz) ,134.8(d,J=3.2Hz) ,130.4(d,J=7.7Hz) ,115.3(d,J=20.9Hz) ,73.7,58.8,
35.5ppm. 'F NMR (282MHz ,CDC13) : 6-113.3 (m) ppm.

[0485]  rh[A]418

[0486]  1- (- ZBEAIEMY —4-H & FEK (121)

?Ac

|
[0487] /©/ oAc
\0

(048] {RF— 75 VA2 46 b LA A5 0. 7 £ T8% I 5 A TF 0 2 O L Bk A
*/]?7‘//[{ s 19,20

[0489]  AH[E]4A19

[0490]  1-f-2-SFPHEIER (11g)

A

[0491] ,

[0492]  ARIESCHR LM A AIRAE 21 P R . 15 %
[0493] A [E]4A20
[0494] |- (WAL —2- 5 N IETR (120)

/L 0 OAc

[0495] I
~oAc

[0496]  MR¥E— M ikl s AR AL ). 77 32 % , 3l 5 A T I RAL KR AT B AUk
Eﬁi}\ s 21

[0497]  rhlal{A21

[0498]  1-98—2-F¢ N AEEA (britE21)

A

[0499] 1 F

[0500]  HRFE 5 W ARG (1K) 7 2= ) B b B & . 2 7= 5 . 80 % .
[0501] i E]{A22
[0502]  4-yR-1- (. A B LML) —2-F & L 2K (12h)
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N0 oAc

]
[0503] /©/ 'oac
Br

[0504]  HRAE— Mk FE 3 & AR A A 4 o 1= 26 : 88 % , [ Fu il 4k o Jd ik b5 8 ) R A B4 it
ITHC R BRI .2 "H NMR: (300. 1MHz,CDC13) 87.99 (d,J=8.2Hz,1H) ,7.27(d,J=
2.1Hz,1H) ,7.18(dd,J=8.4,1.8Hz,1H) ,3.99 (s,3H) ,1.97 (s, 6H) ppm.

[0505]  rhija]{&23

[0506]  (R) —2— (2-MHOR L) NG HH G (111)

/‘YLO
[0507]

[0508]  HRFH 5 Bl HRAE 1) 77 ¥2: ) S5 B RBAL & 0 o AR FE SCHR 7 1) 85 FRAE . 2277 3R . T8 %
[0509]  HjE]fA24
[0510]  (R) —2- (- (- ZWhAE M) R4 ) TN IR FR S (121)

o
-~ \r'\o OAc
[0511] '

o) [
“0Ac

[0512]  HRAE— M7 13 & AR A A4 o 1= 26 £ 26 %, TG Eu ] 4 o Jd ik b5 3 A7 ) R A 240 33t
AT LR AN BR IR 22

[0513]  H[E]{&25

[0514]  (R) —2- (2- SRR %AAE) N IRR HH i (Bt i1 23)

/°YL°
[0515]

(05161 LAJALT 111 £ 775 BB 2~ AT 1) 46 227 36 449 , TE 0 i 383 5 0 A ) 2 iE 5
PEHEAT LR A IAR I 2

[0517]  Ah[u]{426

[0518]  N- (3-fl 2K IE) £ Mkha (117)

H
N I
05191 Y U
0

[0520] RS A ARG (1K) 7 V2 ) S bR Bk &4 . 20 2P 3R . 95 %
(05211  AH[E]fk27
[0522]  N-(3- (- ZWhAE LMY 2K3E) 2 Wikz (125)
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H Qhe
N i
[0523] Y \O/‘OAc
o

[0524]  #R¥E—MTTIE2HI &R AL G 7= 3 65 % il 5 A JF B RAE R AT LR
BRI 0

[0525]  rhija]{428

[0526]  N- (3-%A2L) LBkl (BRifEd24)

H
[0527] \H/NUF
[0}

[0528]  HRHE S BT ARG 1K) 7 V2 S bR itk &4 . 20 2P 3R . 95 %
[0529]  AH[E]4A29
[0530]  6-fifl—1—FF Rk 3L — &8I0k (11k)

[0531] CJQ/I

[0532]  HRFE S WU ARG (1) 7 2 ) 4 bR AL & - 077 2 . 90 % .
[0533]  H[A]4430
[0534]  6- (. L BphAA LML) —1-H 2R 2 — 0n5] Wk (12k)

Ts (?Ac

\
[0535] <“/\©/ 'Noac

[0536]  ARAE— T V28 B b AL B . PP R 44 % , ool 44 . 'H NMR (300MHz,CDC1s) : 8
8.38(d,J=1.5Hz,1H) ,7.74(d,J=8.1Hz,2H) ,7.66 (dd,J=7.9,1.5Hz,1H) ,7.26 (d,J=
8.1Hz,2H) ,7.17(d,J=7.9Hz,1H) ,3.94 (t,J=8.5Hz,2H) ,3.04 (t,J=8.5Hz,2H) ,2.39 (s,
3H) ,2.05 (s, 6H) ppm. 38T 52 FF AR AE B L BOR BRI .2

[0537]  Hhja]{A31

[0538]  6-%R(—1—FH 2R A — Ik (bt 425)

Ts
A

[0539] <“;|©/ F

[0540]  Mjd4—FP ZE A RS (460mg, 2. 4mmol) L2188 INF)6 -2, 3— — &~ 1H-5| % (220mg,
1.6mmol) [ THF (6mL) FIMEBE (260uL) ¥R o ¥ [ MR A W1E F IR 5 R 78 o [ B 58 B
Ja KR A YA ENZ0°C, F/K M A FINHCT (10mL) H A1, £ FHEt0Ac (3 X 10mL) ZEHL . 5 &
T AR VR 7K A AT FINHACT (3 X 10mL) 27K (10mL) Fevg T4 MgS0a) o KL= 4
WG FEAE T L2 N T SR RT3l 73 & (EtOAc/Tibi=1/3) , 15 31283mg (0. 98mmo1)
PR 72 % 61% , oo . 'H NMR (300MHz ,CDC13) :67.67 (d,J=8.2Hz,2H) ,7.35(dd, J
=10.0,2.3Hz,1H) ,7.23(d,J=8.2Hz,2H) ,6.97 (m, 1H) ,6.62 (m, 1H) ,3.90 (t,]=8.4Hz,
21) ,2.84 (t,J=8.4Hz,2H) ,2.35 (s, 3H) ppm. '*C NMR (75MHz,CDC13) :6162.5(d,J=

59



CN 112094259 A W OB P 45/70 7

241.4Hz) ,144.5,143.3(d,J=11.7Hz) ,133.6,129.8,127.2,127.0(d,J=2.6Hz) ,125.7
(d,J=9.8Hz) ,110.0(d,J=22.6Hz) ,102.8 (d,J=28.4Hz) ,50.7,27.1,21.5ppm.

[0541]  Hh[a]{A32

[0542]  3- (= ZBRAACSEMY) nbne (121)

(lJAc

[0543] /| '"oac
\N
[0544]  AR#HE— AT VAT & IR AL G o 77 2. 27 % o 38 IS 5 8 TF ) R AL 04 L BOR A
FriR o 2TE O E 4K . 'H NMR (300MHz,CDC13) :89.15(d,J=2.3Hz,1H) ,8.83 (dd,J=4.8,
1.4Hz,1H) ,8.40 (ddd,J=8.2,2.3,1.5Hz,1H) ,7.46 (ddd,]=8.2,4.8,0.7Hz,1H) ,2.02 (s,
6H) ppm. '*C NMR (75MHz ,CDC13) :8176.6,153.5,151.9,141.8,125.8,120.1,20.2ppm.
[0545]  rh[A] 4433
[0546]  1-R-3- (= LA S —5- (A 2K (12m)
CI)Ac

FsC I“OAc
[0547]

Br
[0548] AR ¥ — M 7 VL2 % bR AL &0 P2 : 87 % , [ (Al 448 . "H NMR (300MHz ,CDC13) : 6
8.39 (br s,1H),8.25(br s,1H),7.94 (br s,1H),2.02 (s,6H) ppm.'*C NMR (75MHz,CDC13) : 8
177.0,140.7,134.4(q,J=34.0Hz) ,131.2(dd,J=109.1,3.7Hz) ,124.4,124.0,121.3,
120.3,20.4ppm."F NMR (282MHz ,CDC13) : 6-58. 8ppm.
[0549]  rh[A]{A34
[0550]  1- (- ZBEEZEMY -3- (ZHF ) 2K (12n)

?Ac

[0551] F3°\©/"‘om

[0552]  ARHE— M Ty VA28 & b AL AW o PR 1 76 % , B I 5 0 T I RAEEHE L BOR A A
FRif .20

[0553]  Hh[E]4A35

[0554]  4- (T ZBESAESEMD) —2KH R (120)

?Ac

N
[0555] oAc

(o]
[0556] AR 4t — M 5 VL3l & AR AL B W PR T1 %, A5 S A THONMR (300MHz,
CDC13) :88.20 (m,2H) ,7.83 (m,4H) ,7.63 (m,1H) ,7.51 (m,2H) ,2.02 (s, 6H) ppm.'°C NMR
(75MHz,CDC13) :6195.0,176.6,140.3,136.4,134.8,133.3,131.9,130.1,128.6,124.9,
20.4ppm.
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[0557]  th|E]{436
[0558]  3— (. ZMpbAA LML) 2K B R H g (12p)
(o] OAc

|
[0559] “OJU/"OAc

[0560] AR 4 — g k2 & bR AL &4 . P2 % :35% , 'H NMR (300MHz ,CDC13) : 88.72 (s,
1H) ,8.24 (m,2H) ,7.57 (t,J=7.9Hz,2H) ,3.95(s,3H) ,1.99 (s, 6H) ppm.'>C NMR (75MHz,
CDCl3) :8176.7,165.1,139.1,136.2,132.9,132.8,131.0,121.3,52.9,20.5ppm. Hit 52
TFI R AEE 3 L BOR AR 1. 28

[0561]  Hra]{A37

[0562]  2- (= ZBRAA MY —1-H 2 -4-fiH K (129)

?Ac

[0563] OZN\Oi'“mc

[0564] AR — M 7 VLS T AR B B W o P25 1 4T % , Il 1L 5 A TF 1 R AEE A bE BOR B A
PRl .2
[0565]  thi|aE]{438
[0566]  (S) —2- ((HHAEZEFKIL) = IE) —3- 4Tl IR IE) IR Y i (32)
0

0/
[0567] o .5
! Y

0

[0568]  L-4-TOR N R ERFR £k (S WL W1, Kotha% N\ ,Eur.J.0rg.Chem.2012, 1843~
1850) (500mg, 1.46mmol) FDCM (5mL) )R -E I LEVK—7KIE HhF 2 1 220°C o /N Lot in AL
I (1240L,1.54mmol) , SR JG IIANGE H FR 4.6 (0. 31mL, 3. 22mmol) o KHIE S HE0°C R itk 1/N
i, SR 5 FH G IR LB FUK R « 3 S A WLE . /K ZE G R B FHU IR BL _E K& FERIA HL
WU FH 37K B FNao S04, It I8 JF e 4 , 15 245 =4 (530mg, 1. 41mmol) o = %
96 % , oA [ 44 . 'H NMR (300MHz ,CDC13) :87.59 (d,J=8.2Hz,2H) ,6.84 (d,J=8.2Hz,2H) ,
4.84(d,J=7.8Hz,1H) ,4.73 (m,1H) ,4.10(q,J=7.0Hz,2H) ,3.72(s,3H) ,3.01 (m,2H) ,1.24
(t,J=7.0Hz,3H) ppm."*C NMR (75MHz,CDC13) :8172.6,155.9,137.8,135.8,131.5,92.7,
53.9,52.5,38.0,37.5,14. Tppm.

[0569]  rh[A] 4439

[0570]  (S) —2- ((LAAFEFRIE) B AE) —3— (4- (. LB AR 45E) TR R
(o)

~
O
| g
OAc o]

[0572] R MR T V2% AR W) . 72 % 43% , oK@ 44 . 'H NMR (300MHz ,CDC13) :
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§7.96(d,J=8.3Hz,2H) ,7.25(d,J=8.3Hz,2H) ,5.43 (d,J=8.1Hz,1H) 4.62 (d,J=6.9Hz,
1H) ,4.05(q,J=7.0Hz,2H) ,3.70(s,3H) ,3.13 (m,2H) ,1.17 (t,J=7.0Hz, 3H) ppm.°C NMR
(75MHz,CDC13) :6176.6,171.8,156.1,140.9,135.2,132.0,119.9,61.4,54.6,52.7,38.1,
20.5,14.6ppmo

[0573]  rh[A] 4440

[0574]  (S) —2— ((LAAFEFRIL) HAL) —3— (4-JAR L) N IR 1 (e b 34)

O/
[0575] . -
j b

[0576] & FH R £ g (1861L,1.95mmol) A= Z 1% (543uL,3.9mmol) ZE48 I N\ B L-4-F 2K
& s (3 WA, ImaokaZE A, Appl .Microbiol .Biotechnol.1994,40,653-656)
(256mg, 1.3mmo1) 7ETHF (6mL) H (I o K [ VR A 0 S T b 1 s B 58 i »
BEMAHZE0C, FI/K R AIINHLCL (15mL) HHAT, 3 FHEtOAC (3 X 15mL) REHL ¥ & 1) 2E
AR R /K H A A RNHACL (3 X 15mL)  #h 7K (15mL) Peigk, )5 MgS0a) o K AH = ik 4 1 71
mET TR R EEAi L EtOAc/ ke =1/3) , 3 FFr =4 (304mg, 1. 13mmol) - ;=
H.87% , ¥ . 'H NMR (300MHz,CDC13) :87.08 (m,2H) ,6.97 (m,2H) ,5.12(d,J=7.2Hz,
1H) ,4.61(q,J=7.7Hz,1H) ,4.10(q,J=7.1Hz,2H) ,3.71 (s,3H) ,3.07 (m,2H) ,1.22 (t,]J=
7.1Hz ,3H) ppm. *C NMR (75MHz,CDC13) :6171.9,162.0(d, J=243.9Hz) ,155.8,131.5(d,]J=
3.2Hz) ,130.7(d,J=8.0Hz) ,115.4(d,J=21.2Hz) ,61.2,54.7,52.3,37.5,14.5ppm.
[0577]  rhfAjfAk41

[0578]  (8R,9S,13S,14S) -3—-#-13-H13£-7,8,9,11,12,13,15, 16—\ A 6H-HF & — 85 F
[a]FE-17 (14H) —f{ (35)

[0580] K4fil (96mg,0.76mmol) I AR3-Pi4H-3- (=T FEHF G ki) MR (208mg,
0.38mmol) 7E ~ & H bt (8mL) H I HFH VAT h o 4 S VR A WIAE 208 T BRI o S5 8 58 ik
&, BHLZE K (3X10mL) «#:7K (10mL) P4k, ﬁﬁMgSOﬁI&aMﬂF#@/&f«”ﬁ 73 3B 3 .
ANTEC KL 20% Et0AC , S EbR R = MR ve » Hoad i i i &L (63mg, 0. 17mmol) . =%
44% , A .45 & [ 44 . 'H NMR (300MHz ,CDC13) : 87 .46 <m,2H) ,7.02(d,J=8.5Hz,1H) ,2.90-
2.86 (m,2H) ,2.55-2.47 (m, 1H) ,2.44-1.91 (m,6H) ,1.17-1.36 (m,6H) ,0.91 (s, 3H) ppm.
[0581]  rhfA] {442

[0582]  (8R,9S,13S,14S) -3-#-13-F%£-7,8,9,11,12,13,15,16- )\ & -6H- & /%I
[a] 3E-17 (14H) - (bR &b 37)
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[0584] AR ¥E 2 B R I (1) 77 v ) &5 b AL &40 %% 'H NMR (300MHz, CDC13) :87.24-7.21 (m,
1H) ,6.84-6.78 (m,2H) ,2.92-2.89 (m,2H) ,2.52-2.47 (m, 1H) ,2.43-1.96 (m,6H) ,1.74-1.45
(m,6H) ,0.92 (s, 3H) ppm.'?F NMR (282MHz,CDC13) :6-114.2 (m) ppmoMALDI-TOF MS (m/z) : %}
F-C1sH21FOR [M] 1R, 272. 16 SEMIE 272 .96 .

[0585]  rh[A]{443

[0586]  1- (B%&H &) —4-fK (38)

|
[0587] \/O/
N3

[0588] AR 45 5 AT #h 18 F) 77 VA A FR AL B 0 T A 82 % L R (LSS [ 4K . TH NMR
(300MHz,CDC13) :87.72(d, J=8.4Hz,2H) ,7.07 (d,J=8.4Hz,2H) ,4.30 (s, 2H) ppm.

[o589] e 444

[0590]  1- (BHHMHL) ~4-5K (bRt 40)

F
[0591] \/@l
N3

[0592] AR S i 3 (1) 7 1 S AR AL A . TP 68 % , L. 'H O NMR (300MHz,
CDC1s3) :87.29 (m,2H) ,7.08 (m, 2H) ,4.32 (s, 2H) ppm,

[0593]  sjtifs|1-27

[0594]  SZjitafs] 1 -2 7T HR 4 — MR T V281 % .

[0595] Syt fsi1

[0596]  1,3- " HIJEmENE-2,4,6 (1H,3H,5H) —~=fi-5-[1,1 B IE-4-1lE5H] A 852 (Ba)

N
[0597] O 'lrf >

[0598]  7=#.32% , Tfh [l 4. 'H NMR (300MHz,CDC13) :87.97 (d,J=8.5Hz,2H) ,7.61(d,]
=8.5Hz,2H) ,7.42-7.52 (m,5H) ,3.37 (s, 6H) ppm.'°C NMR (75MHz,CDC13) :6161.1,152.5,
145.2,138.2,137.3,133.8,130.1,128.7,126.8,111.6,68.3,28.8ppmHRMS (m/z) : X} T
CisHi6IN203 ¢ [MHH] 15548 , 435. 0206 ; S2il{E435. 0192,

[0599]  Sijstif|2

[0600]  1,3- " 2RJEMENE-2,4,6 (1H,3H,5H) —=fi-5-[1,1 B IE-4-1lEH] A 85 (8d)
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[0601] O .j/:g/\f \@

[0602]  7=#.54% , Tt [l 44 . 'H NMR (300MHz ,CDC13) : 88.07 (d,J=8.4Hz,2H) ,7.62(d,]
=8.6Hz,2H) ,7.54 (m,2H) ,7.48 (m,3H) ,7.42 (m,4H) ,7.37 (m,2H) ,7.30 (m,4H) ppm.'°C NMR
(75MHz,CDC13) :6161.0,151.8,144.9,138.2,135.8,134.5,129.8,128.7,128.6,128.5,
128.3,128.0,126.7,111.9,68.8ppm.HRMS (m/z) : X T CosHi9IN20s [ [M+H] "1t 514 ,
559.0519; SZiMI{E559.0510.

[0603] Syt fl3

[0604]  2,2- " HIFE-1,3- " Ebi-4,6- Hi-[1,1 -BEIRIE-4-TlE5 ] N85 EE 9a)

(o] (o]
[0605] O

[0606]  7=#.68% , Jofh [l 44 . 'H NMR (300MHz,CDC13) :87.97 (d,J=8.6Hz,2H) ,7.62(d,]
=8.6Hz,2H) ,7.42-7.56 (m,5H) ,1.72 (s, 6H) ppm.'°C NMR (75MHz,CDC13) :8163.6,145.8,
138.8,134.3,130.7,129.3,129.0,127.4,112.3,104.8,56.3,26. 1ppm. IR ([E1X) : 1626,
1281,1193,752cm ' HRMS (m/z) : %t F-CseHs0I2NaOs ] [2M+Na] i 58 , 866.9928 ; S ME
866.9935.

[0607]  Sjitifs4

[0608] 2, 2-— 7 FE-1,3- " 3ESi-4,6- —Fd-[1,1 -BeA 451 N #53h (9b)

0
[0609] O :

[0610]  P=#.30% , ¥R & LI . 'H NMR (300MHz ,CDC13) :67.96 (d, J=8.6Hz,2H) ,7.62d,
J=8.6Hz,2H) ,7.42-7.57 (m,5H) ,2.00 (q,J=7.5Hz,4H) ,1.01 (t,J=7.5Hz) ppm.'°C NMR
(75MHz,CDC13) :6163.1,145.2,138.2,133.7,130.1,128.7,128.3,126.8,111.8,108.2,
55.2,28.6,7.2ppmoHRMS (m/z) : % T CaoHzsT2NaOsH [2M+Na] "1 518 , 923 . 0554 ; Szl {E
923.0548.

[0611] Syt f55
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[0612]  2-S7 T HE—2-H 31,3 bi—4,6- —Fi-[1, 1 BRI -4-lE5 ] e EE 9c)
IZTO
[0613] O I

[0614]  P=#.429% , ¥R E OB . 'H NMR (300MHz ,CDC13) :67.96 (d, J=8.5Hz,2H) ,7.62d,
J=8.5Hz,2H) ,7.42-7.55 (m,5H) ,1.97 (m,1H) ,1.88(d,J=6Hz,2H) ,1.69 (s,3H) ,0.97(d,J
=6.5Hz,6H) ppm.'>C NMR (75MHz,CDC13) :6163.0,145.2,138.2,133.7,130.1,128.7,
128.3,126.8,111.8,106.1,55.6,46.6,24.0,23.4,23.4ppm.HRMS (n/z) : %t T CaoHa212NaOs
() [2M+Na] "5 4H , 951 . 0867 ; SLill{E 923 . 0875,

[0615]  Sijiti {6

[0616]  2-CL3t—2-FJE-1,3- W de—4,6- —Fi-[1, 1 BRI HE-4-BES] N85 (9d)

[0617] O I

[0618] ;=% .53%, Wik . 'H NMR (300MHz,CDC13) :87.79(d,J=8.5Hz,2H) ,7.62(d,]
=8.5Hz,2H) ,7.42-7.57 (m,5H) ,1.95 (m,2H) ,1.68(s,3H) ,1.51 (m,2H) ,1.26 (m,6H) ,0.86
(t,J=6.7Hz,3H) ppm.°C NMR (75MHz,CDC1s) :6163.1,145.2,138.2,133.7,130.1,128.7,
128.3,126.8,111.7,105.9,55.5,38.7,31.1,28.6,23.3,22.8,22.0,13.6ppm.HRMS (n/z) :
X} T CaeHsoT2NaOs ) [2M+Na] v+ & AE , 1007 . 1493 ; SLMIE 1007 . 1488.

[0619] Syt fs7

[0620] 1,5- & M2 [5.5]+—%i-2,4- -1, 1 -BEREE-4-0E5] N6 EE (10a)

0 OQ
(0]
[0621] 'Iﬂ’

[0622]  7=#.64% , Tl 44 . 'H NMR (300MHz ,CDC13) :87.95(d,J=8.6Hz,2H) ,7.61(d,]
=8.6Hz,2H) ,7.42-7.56 (m,5H) ,2.01 (m,4H) ,1.69 (m,4H) ,1.46 (m,2H) ppm.'*C NMR (75MHz,
CDC13) :8163.5,145.8,138.8,134.2,130.7,129.3,128.9,127.4,112.3,105.5,56.0,
34.9,24.8,22.6ppm. IR ([ £) :1602,1292,1264,1236,1088,759cm ' cHRMS (m/z) : X T
Co1Hi9TNaO4 ] [M+Na] TH51H , 485. 0226 ; SLMI{E 485 . 0206 ; X} F-CaoHas ToNaOsf [2M+Na] 5
{B,947.0554; SEP{E 947 . 0548,

[0623]  Sjiifsl8
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[0624]  5,9- " HAIR[3.5] £ Hi—6,8-Hi-[1, 1" —HAIE-4-flis] N #6555 (10b)

DO
[0625] O

[0626]  7=#.48% , ofh [l 44 . 'H NMR (300MHz,CDC13) :87.95(d,J=8.6Hz,2H) ,7.61(d,]
=8.6Hz,2H) ,7.42-7.55 (m,5H) 2.55 (t,J=8.0Hz,4H) ,1.89 (FL E &, J=8.0Hz, 2H) ppm. °C
NMR (75MHz,CDC13) : 6163.3,145.2,138.2,137.4,133.7,130.1,128.7,126.8,111.3,
103.2,56.9,34.0,10.9ppm. IR (& {%) :1635,1285,1268,114,752cm ' HRMS (m/z) : %} F
CioH15TNaO4 1] [M+Na] TH54E , 456 . 9913 ; SLMI{E 456 . 9890 ; X} - CasHzo [2NaOs] [2M+Na] T4
{E,890.9928; SLMEL890. 9927 .

[0627]  Sjitif59

[0628] 6,10~ 4 M2 [4.5] 28 kE-7,9- B [1, 1" -BEZRIE-4-TE5 ] N85 2E (10¢)

P
bg:
[0629] O '

[0630]  7=#.63% , Lt [l 4. 'H NMR (300MHz,CDC13) :87.95(d,J=8.6Hz,2H) ,7.61(d,]
=8.6Hz,2H) ,7.42-7.56 (m,5H) ,2.17 (m,4H) ,1.80 (m,4H) ppm.'*C NMR (75MHz,CDC1s) : &
164.4,145.7,138.8,134.2,130.7,129.3,128.9,127.4,114.3,112.2,57.2,37.5,
23.5ppm. IR ([E4£) :1628,1273,1192,766cm ' cHRMS (m/z) : % -F-CaoHsaT2NaOsf¥) [2M+Na] i1 5
{B,919.0240; SEM{E919.0239.

[0631]  Sjstifs]10

[0632]  6,10- %A 408 [4.5] % c-7,9-fd-[1,3,5- =S N 2R -2-flss ] A 85 R (13a)

D
O
[0633] 'j/;\’

[0634] 7= .65% , TLtalE 44 . 'H NMR (300MHz ,CDC13) :87.11 (s,2H) ,3.76 (m, J=6.7Hz,
2H) ,2.94 (m,J=6.9Hz) ,2.08 (m,4H) ,1.75(m,4H) ,1.31(d,J=6.7Hz,12H) ,1.26(d,]J=
6.9Hz ,6H) ppm.°C NMR (75MHz,CDC13) :6163.3,154.0.152.1,123.9,121.8,113.2,55.8,
38.4,36.8,33.7,24.2,23.3,22.8ppm HRMS (m/z) : %} T CosHs1 INaO4ff) [M+Na] it 5 H ,
521.1165; 52521 .1108; %f T CasHeoI2NaOs) [2M+Na] i+ B 1H,1019.2432 ; L l{H
1019.2354.

[0635]  Sijitifsi|11
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[0636] 6,10~ "5 %MR [4.5] 28ke-7,9- B (1,3, 5- = H: 38 -2-fiin ] Py in#h (13b)

NP
[0637] ,j/;(o

[0638] 7= .64% , LA {4 'H NMR (300MHz ,CDC13) :67.02 (s, 2H) ,2.77 (s,6H) ,2.33 (s,
3H) ,2.07 (m,4H) ,1.75 (m,4H) ppm.'*C NMR (75MHz,CDC13) :8164.1,143.8,142.8,130.0,
120.6,113.9,56.2,37.4,27.4,23.5,21 . 1ppmoHRMS (m/z) : % T CasHssI2NaOs ] [2M+Na] 1t
SHAH,851.0554 5 L PE851.0553,

[0639]  Sjstifs|12

[0640]  6,10- 4R 248 [4.5]38%5-7,9- - [FF JE2- (4- (RS 28 35) TN 85 2h (13¢)

[0642]  7=#.80% , Jofh 44 . 'H NMR (300MHz,CDC13) :87.84 (d,J=8.5Hz,2H) ,7.34(d,]
=8.5Hz,2H) ,3.70(s,3H) ,3.67 (s,2H) ,2.15 (m,4H) ,1.79 (m, 4H) ppm.'>C NMR (75MHz,
CDC13) :6170.2,163.8,138.3,133.2,132.5,113.7,111.8,56.4,51.9,40.1,36.9,
22.9ppmoHRMS (m/z) : X} -F-CaaHsaI2NaO12f) [2M+Na] TH54E ,911.0037 ; SMI{E910. 9956
[0643] Sy fp13

[0644] 6,10~ 4 Z4MR[4.5] 2 k-7, 9- - [FIE4- (LsH) TR IEFRER] N5 2h

(13d)
e
(0]
[0645] 'Z’\’
i
o

[0646] 7P~ .75% , K (A Al 44 . 'H NMR (300MHz ,CDC13) :67.81(d,J=8.3Hz,2H) ,7.31-
7.35(m,7H) ,5.31 (br s,1H) ,5.13(s,2H) ,4.41(d,J=6.2Hz,2H) ,2.15 (m,4H) ,1.79 (m,4H)
ppm. °C NMR (75MHz,CDC13) :6164.4,156.6,143.9,136.3,133.9,130.9,128.8,128.5,
128.4,114.3,112.3,67.4,57.1,44.4,37.5,23.5ppm.HRMS (m/z) : %f F-Ca3Ha3 INOs ) [M+H]™
THHH,536.0570; SEM{E536.0525.,

[0647]  Sjitifs14

[0648] 6,10- ~4A M2 [4.5] %7 ,9- Hi-[4- Q-F A I ) F-1-w851 N3k
(13e)
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D
[0649] ,j/:’ro
\0/\/©/

[0650]  7=#.54% , Tt [l 44 . 'H NMR (300MHz,CDC13) :87.80 (d,J=8.4Hz,2H) ,7.29(d, ]
=8.4Hz,2H) ,3.59 (t,J=6.5Hz,2H) ,3.33 (s,3H) ,2.90 (t,J=6.5Hz,2H) ,2.16 (m,4H) ,
1.79 (m,4H) ppm.>C NMR (75MHz,CDC13) :6163.8,144.2,133.2,132.1,113.7,110.5,72.0,
58.3,56.5,36.9,35.4,22.9ppm.HRMS (m/z) : X} F-C34H3812NaO1of) [2M+Na] i+ 5 1H ,
883.0452 ; SIZiMI{E 882. 0429,

[0651]  Sjstifsi|15

[0652] 6,10~ 4 Z4H2[4.5]) 28 %E-7,9— B [4-H S FE -1 -Tlle4 ] N 852k (131)

o0
[0653] j/;‘,o
ST

[0654]  7P=H.64% , &0 E {4 . 'H NMR (300MHz ,CDC13) :67.86 (d,J=9.0Hz,2H) ,6.91(d,
J=9.0Hz,2H) ,3.84 (s,3H) ,2.13 (m,4H) ,1.78 (m,4H) ppm."*C NMR (75MHz,CDC13) : 6164 .4,
163.0,136.5,117.8,114.2,102.5,58.0,55.8,37.5,23.5ppmoHRMS (m/z) : %f T
CaoHsoI2NaO10f¥] [2M+Na] "T1451H , 826 . 9826 ; L MK 826 . 9815,

[0655]  Sijitifi]16

[0656] 6,10~ 4 ZH2[4.5] Z8ki-7,9- Hi-[2- S ALK -1-HLER ] P 85 28 (13g)

ALy
[0657] @/,%?‘Q

[0658] 7= .54% , o0 {4 . 'H NMR (300MHz ,CDC13) :67.44 (dt,J=8.4,1.4Hz,1H) ,7.29
(dd,J=8.2,1.4Hz,1H) ,7.06 (dt,]=8.2,1.1Hz,1H) ,6.95(d,J=8.2Hz,1H) ,4.72 (m,]=
6.1Hz,1H) ,2.26 (m,4H) ,1.84 (m,4H) ,1.43 (d,J=6.1Hz,6H) ppm."*C NMR (75MHz,CDC13) : &
164.6,153.6,132.5,128.2,124.3,114.3,114.0,102.9,73.4,47.7,37.7,23.6,22. 1ppm.
HRMS (m/z) : % FCsaHasT2NaO1of [2M+Na] 11 51H , 883 . 0452 ; SEM{E 883 . 0459,

[0659]  sEjfpl17

[0660] 6,10~ %A 4R [4.5] % H-7,9- - [4-¥R-2-FF LA -1-TEH ] N 852k (13h)

NP
o
[0661] ,j/;‘/o
o)
Br

[0662]  F=%:56% , I Eull 44, I I LR T/ CLBE e 73 B9 . 'H NMR (300MHz , CDC13) = 6
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7.22(m,2H) ,7.12(d,J=1.5Hz,1H) ,3.99 (s,3H) ,2.24 (m,4H) ,1.84 (m,4H) ppm.'*C NMR
(75MHz ,CDC13) : 6164.3,155.6,129.9,127.5,127.0,116.0,114.4,100.0,57.4,48.7,
37.5,23. 4ppmoHRMS (m/z) : X} F CsolagBraloNaOoff) [2M+Na] {15 1H ,984.8016 (100%) 5 Sl
{£984.8028.

[0663]  Sjitifs]18

[0664] 6,10~ 4 Z4MR [4.5] 284 -7,9- —F-[ (R) —H 22— (2 (BLss) KAL) INERER ] W
$aEk (131)

/O fo]
[0665] o : 8
0

[0666]  7P=#.73% , o045 6k [E44 . 'H NMR (300MHz ,CDC13) :87.40-7.47 (m,2H) ,7.14 (dt,]
=7.4,1.2Hz,1H) ,6.89(dd,J=8.1,1.0Hz) ,4.90(q,J=6.9Hz,1H) ,3.78 (s,3H) ,2.24 (m,
4H) ,1.84 (m,4H) ,1.72(d,J=6.9Hz, 3H) ppm. '*C NMR (75MHz,CDC13) :6171.1,164.7,153.8,
132.8,129.5,125.8,115.0,114.3,104.0,75.3,53.0,49.2,37.6,23.6,18.6ppm.HRMS (m/
z) : X T-CisH1oINaO7 /) [M+Na] i1 5548 , 497 . 0073 ; SZIMAE 497 . 0063 ; Kf F-CasHae TaNaOy ) [ 2M+
Nal*$H8E{H,971.0249; SLl{E971 . 0269,

[0667]  Sjstifs|19

[0668]  6,10- 4R 42 [4.5]58%¢-7,9- Wi [ L BE A -3 - M5 ] N 5 £

O
[0669] 5 ,I’_(O
1T

[0670]  F=2%.37% , JCEafE 4. 'H NMR (300MHz ,DMS0) :810.24 (s, 1H) ,8.10 (s, 1H) ,7.68
(d,J=11.2Hz,1H) ,7.44(d,J=7.9Hz,1H) ,7.35 (app.t,J=8Hz,1H) ,2.05(s,3H) ,1.98 (m,
4H) ,1.67 (m,4H) ppm.'>C NMR (75MHz ,DMSO) :6168.7,163.5,140.9,131.0,126.9,122.4,
120.8,116.2,112.2,58.6,36.8,24.0,22. Tppm.HRMS (m/z) : %} F-Ci6H16 INNaOsH) [M+Na] 11
B ,451.9959 ; SEMME 451 .9971 5 %6F T-CazHaa ToNaNaO1off] [2M+Na] 11841 , 881 . 0044 ; STl
881.0030.

[0671]  Sijiif51]20

[0672]  6,10- A 2R [4.5] 2 be -7, 9 Hi— [ 1 FF 2R flf g ik — 009 Wk —6—- AL 855 ] N 85 28
(13k)

D
[0673] ™% j/%‘,o
Y

[0674] 8 .70%, Lt E K. 'H NMR (300MHz,CDC13) :68.07 (s, 1H) ,7.74(d,]J=8.2Hz,
2H) ,7.41(d,J=8.0Hz,1H) ,7.32(d,J=8.2Hz,2H) ,7.10(d,J=8.0,1H) ,3.93(t,]=
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8.6Hz,2H) ,3.02 (t,J=8.6Hz,2H) ,2.38(s,3H) ,2.19 (m,4H) ,1.81 (m,4H) ppm.'*C NMR
(75MHz ,CDC13) :6163.8,144.5,144.2,135.8,132.4,129.7,127.6,127.5,127.0,117.6,
113.7,111.4,56.6,49.6,37.0,27.1,23.0,21. 1ppmoHRMS (m/z) : X} F-Ca3Hoo INNaOsS ) [M+
Nal it 544 ,590.0110; 5ZMI{E590.0092; X F CagHaaT2N2NaO12S2 /) [2M+Na] i1 5 18 ,
1157.0323; SEMI{E 1157.0355,

[0675]  Sjitifs21

[0676] 6,10~ %A 42 [4.5] Z¢ke-7,9- Hi- [MLnE-3-Rsa ] N #5£h (131)

[0678]  ;=%.36% , [ fafE {4 . 'H NMR (300MHz,CDC13) :89.05 (s, 1H) ,8.78 (d,J=4.3Hz,
1H),8.24 (dt,J=8.4,1.4Hz,1H) ,7.42(dd,J=8.3,4.7Hz,1H) ,2.13 (m, 1H) ,1.78 (m, 1H)
ppm. °C NMR (75MHz ,CDC13) :8164.3,152.4,152.2,141.0,127.2,114.4,113.6,56.6,37.4,
23 4ppmoHRMS (m/z) : X -F-CaeHz412NoNaOs g [2M+Na] i 54H , 768. 9520 ; SEIM{E 768 . 9502,
[0679]  Sjitifs22

[0680] 6,10~ %A A% [4.5]1 58 %¢-7,9- —li- [1-¥R-5- (= L) 2K-3-En ] N 85 2k

(13m)
Wy
o]
[0681] FSC\Q/'IN,
o

Br
[0682]  7=#.70% , 4 A {4 . 'H NMR (300MHz ,CDC13) :68.13 (s, 1H) ,8.02 (s, 1H) ,7.90 (s,
1H) ,2.15 (m,4H) ,1.80 (m,4H) ppm."*C NMR (75MHz,CDC13) :6164.6,137.8,134.8(q,J=
34Hz) ,131.9,127.7,125.1,121.7(q,J=275.2Hz) ,114.7,114.2,57.9,37.4,23 . 4ppm.
FNMR (282MHz ,CDC13s) : 8-65.3 (s) ppm (S [ £E-126 . 8ppm /] 4— % 2K H ) HRMS (m/z) : %
C30HazBr2FeT2NaOsf) [2M+Na] 11 574E , 1060 . 7552 ; SLMI{E 1060 . 7545,
[0683]  Sijiifs|23
[0684] 6,10~ 4 Z4MR[4.5] %8 H-7,9- M- [3- (=5 FF F8) A-1-TEH ] N85 Eh (13n)

P
[0685] ¢ ,j/:“/o

o]

[0686]  P=#.55%, [ 4 [E 44 . 'H NMR (300MHz,CDC13) : 68.11 (s, 1H) ,8.08 (d,J=8.3Hz,
1H) ,7.86(d,J=8.0Hz,1H) ,7.60 (t,J=8.0Hz, 1H) ,2.18 (m,4H) ,1.81 (m,4H) ppm.'*C NMR
(75MHz,CDC13) :6164.5,136.2,143.2(q,J=33.9Hz) ,132.3,129.5,128.8,122.5(q,J=
273.4Hz) ,114.5,113.8,57.3,37.4,23 . 4ppm.'°F NMR (282MHz,CDC13) : 6-65.3 (s) ppm (Z I

EZ8INY
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7E-126. Sppmf4—F A EE) JHRMS (n/z) : %F F-CsoHz4F6TaNaOsH [2M+Na] i1 518 , 902.9362;
SZNE902.9365,

[0687]  SEjifs24

[0688] 6,10~ AR 408 [4.5] 28487, 9~ - [ =2 -4- T84 ] N 852k (130)

[0689]
0

0
[0690] 2% .40% , 4 [ 4. 'H NMR (300MHz,CDC13) :67.97 (dd,J=1.7,8.5Hz,2H) ,7.78
(m,4H) ,7.64 (t,J=7.1Hz,1H) ,7.51 (t,J=7.4Hz,2H) ,2.18 (m,4H) ,1.81 (m,4H) ppm.'*C
NMR (75MHz,CDC13) :6194.7,164.2,141.0,136.1,133.4,132.8,130.1,128.7,117.2,
114.4,56.7,37.4,23. 4ppmoHRMS (m/z) : XF T Co1H17INaOs ) [M+Na] 548 , 499. 0018 ; Ll
{5499.0018; %t -F-CaoHaaTaNaOroff] [2M+Na] 115 4H ,975.0139; SLMIE975. 0090,
[0691] Syt f5|25
[0692] 6,10~ %A Z40R [4.5] 2847, 9 - [ FF 3% 2 iR g -3 fe4s ] (N 85 2k (13p)

e
m 0]
[0693] \o| |
(o]

[0694] ;=3 .80% , Al 44 . 'H NMR (300MHz,CDC13) :88.48 (m, 1H) ,8.22 (d,J=9Hz, 1H) ,
8.04(d,J=9Hz,1H) ,7.53 (t,J=9Hz,1H) ,3.94 (s, 3H) ,2.17 (m,2H) , 1.80 (m, 2H) ppm. 1*C
NMR (75MHz ,CDC13) :8163.9,163.7,136.4,133.2,133.1,132.6,131.6,113.9,113.0,56.3,
52.4,36.9,22.9ppm . HRMS (m/z) : X} FCi6H15INaOs ] [M+Na] 115 4H ,452. 9811 ; SLMI{E
452.9801 ; %F FCa2HsoI2NaO12f [2M+Na] 115518 , 882. 9724 ; SZI{E 882. 9720,

[0695]  Sijitif1]26

[0696]  6,10- %A 48 [4.5] % b7, 9- - [1-FF - 4- T AR -2 M5 1 853k (13q)

e
[0697] o lj/:’ro

0

[0698] ;=& .58% , kA AlE {4 . 'H NMR (300MHz,CDC13) :88.67 (d,J=2.2Hz, 1H) ,8.32
(dd,J=8.4,2.2Hz 1H),7.58(d,J=8.4Hz,1H) ,2.78(s,3H) ,2.22 (m,4H) ,1.83 (m,4H) ppm
-1*C NMR (75MHz,CDC13) :6164.2,133.9,132.3,129.9,128.3,127.0,123.2,114.8,55.7,
37.6,28.5,23.6ppm.HRMS (m/z) : %} F-Ci5H14aINNaOs ) [M+Na] T+ 518 ,453.9763 ; SLilifE
453.9754 ; %} T-CaoHas TaNaNaO 12 [2M+Na] i1 8 1H , 884.9629 ; SZlI{E 884 . 9631 .

[0699] Syt fs27

[0700] 6,10~ 4 AR [4.5] 28 %E-7,9- —Pi-[ (S) -H 22— ((LHE AL &) -3- (4-
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(i) 25 2L) IR IR ] N ER L (33)

O
Qg syl
[0701] O\r;\ HN 0\/
|
(Y

[0702]  7=#.21%, Tt fE 44 . 'H NMR (300MHz,CDC13) :87.81 (d,J=8.4Hz,2H) ,7.21(d,]
=8.4Hz,2H) ,5.15(d,J=8.5Hz,1H) ,4.63 (m,J=6.8Hz,1H) ,4.10(q,J=7.1Hz,2H) ,3.14
(ddd,J=39,14,5.6Hz,2H) ,2.16 (m,4H) ,1.80 (m,4H) ,1.23 (t,J=7.1Hz, 3H) ppm.'°C NMR
(75MHz,CDC13) :6170.9,163.8,155.3,140.9,133.2,132.5,113.7,111.6,61.0,56.4,
53.9,52.8,37.6,36.9,22.9,14.0ppm.HRMS (m/z) : Xt FCa1H24 INNaOs () [M+Na] i1 5H 18 ,
568.0444 ; SLIMME568.0426 ; %f T-CaoHagIoN2NaO16f#) [2M+Na] T+ 848, 1113.0991 ; SZill{E
1113.0999.,

[0703]  Sijstifs28

[0704] 6,10~ %A A48 [4.5] %6 -7,9- —HHd-[ (8R,9S,13S,14S) —3- (%) -13-FH 17,
8,9,11,12,13,15,16- )\ & —-6H-# % — 4% If [al FE-17 (141) -Fi ] A 8525 (36)

[0706]  ARYE— TV THI S AR AL & PP 15% , [ o [E 44 . 'H NMR (300MHz,CDC1s) : 8
7.65(d,J=8.5Hz,1H) ,7.60 (s, 1H) ,7.32(d,J=8.5Hz,1H) ,2.96-2.91 (m,2H) ,2.57-2.48
(m,1H) ,2.45-2.27 (m,2H) ,2.17 (m,4H) ,2.12-1.95 (m,4H) ,1.80 (m,4H) ,1.73-1.38 (m,6H) ,
0.91 (s, 3H) ppm."°C NMR (75MHz,CDC13) :6164.2,145.0,141.6,133.6,130.8,129.1,114.1,
110.8,77.4,77.2,77.0,76.6,56.8,50.4,47.8,44.3,37.4,37.4,35.7,31.4,29.7,29.3,
25.9,25.5,23.4,21.5,13.8ppm.

[0707]  sEJ 5129

[0708] 6,10 422 [4.5]3¢%5-7,9- Wi [1- (B& F L) K-4-muss] N a4 2k (39)

P
[0709] ,j/:n,o
NS\/Q/

[0710] AR 4t — B J5 v 6 il £ b5 AL B P o 77 3 : 80 % , T (A 45 [ 4 . 'H NMR (300MHz,
CDC1s) :87.91 (d,J=8.4Hz,2H) ,7.40(d,J=8.4Hz,2H) ,4.45 (s,2H) ,2.17 (m,4H) ,1.80 (m,
4H) ppm.*C NMR (75MHz,CDC13) :6164.2,140.6,133.9,131.2,114.2,112.8,56.9,53.6,
37.4,23 . 4ppm.HRMS (m/z) : X%} FCisH14INsNaO4 [ [M+Na] it 5 14 ,449.9927 ; S l{E
449 .9907 ; XF T Csolas I s2NeNaOs] [ 2M+Na ] {1518 , 876 . 9956 ; SZiM{E876.9937

[0711]  Sjitif530
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[0712]  6,10- % RIR[4.5] 58 he-7,9- —Fd-[2, 4 — W ks g -5-Rld | N 8556 (42)

o
[0713] | -
NT ™~
| o
\0 N

[0714]  R¥E— B J7 VLS bR AL BP0 7% : 37 % , [ (442 'H NMR (300MHz ,CDC13) : 6
8.55(s,1H) ,4.13(s,3H) ,4.05(s,3H) ,2.17 (m,4H) ,1.81 (m,4H) ppm.'>C NMR (75MHz,
CDC13) :8167.2,166.9,164.1,162.6,114.3,87.2,56.2,55.9,53.2,37.4,23.4ppm.
[0715]  Sjiifs31

[0716]  3-((7,9- % fK-6,10- 4 Z 12 (4. 5] B b —8— P k) —A3—fifi k) —5- (i nE-2-3L 2,
FRIL) I

CN
N
/ \ = le)
[0717] — (0]
= >O
10}
(o]

[0718]  PEE1.3,5- ~FHZEFHR
CO,H

[0719]

| |
[0720]  7E &Y 25 AF T AR 48 o BT 8 1 & 57 V2 1 4 bR AL & ) (2 WL AF) inMak 55N
J.0rg.Chem.2001,66,4476-4486) . ¥4-2 F-3,5- ML (2.0g,5.4mmol) 73+ A 2]
TE 255 2% 7 18] 30 ¥4 4 5% 1 3 301 [ JEC o8 L P 7250 °C R i #4356 3k 10 S R R AL T I (1. 07 g,
10.4mmo1) FJDMF (10mL) ¥R - o FEES I B IIN 554 DME (10mL) o 7 BRI I B R Je
SRS AR IS INTE 5 B SN TR A I AE60 C N300 B, AR Ji A oA 21 & = B A
VAT FH 2.1k (60mL) FR , fBIZEFFHCT (100mL , 3N) | o B4 Bk 2 3 FI3N HC1 (2 X 20mL) 7K (3
X 20mL) AIEL7K (1 X 20mL) Pk, 2R i FTE K Mg S04 T-Jgt o 75 B 25 B 25 ZU T , B Ji5 75 I
LG, LLTT% PP RS BT 46 &4 (1.5g,4.0mmol) ;mp 234-236°C o "H-NMR (300MHz,
DMSO-ds) 8 (ppm) :13.49 (s, 1H) ,8.31 (s, 1H) ,8.17 (s, 2H) - "*C-NMR (75MHz , DMSO-de) & (ppm) :
165.1,148.6,137.5,134.7,96.6.HRMS (n/z) : %F F-CrHs12020) [M-H] i+ 5548 , 372.8222 ; Sl
{372.8231.
[0721]  DIE2.3, 5~ NG

CN

[0722]

| |
[0723]  [W)3,5- “RHZKHIER (1.7g,4.5mmol) £ 5 F ¢ (DCM; 10mL) 1 i FE LR N
4 A (2.9¢,23mmol) o5/ S, TEJE T BR K38 R N B B RIS IR R/ ORI
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A B (B50mL , 28 96) H I 434 2 /N o 3 ik o i RAR 25 I i 7 400 RSB (R B AR v T DO
B, M HC1 IM NaOH. 7K FER 7K B o 4 A ML JZ FIMg S04 T4 o 75 523 T B 2:DCMAS 2% A
BB AAEAE AL 03, 5- AR H B o R IR LS (8. 2g,69mmo ) USRI BLAZ + ,
K VR A WD INFA R IAE L8N o A S TR A YA B, LRI T B 25 dod 2 () O A 4 P A9 ik A
YT ELOACH , H FIHEAINaHCOsE R (3 X 10mL) 7K (2 X 10mL) « k7K #ei5% , 3 Fl T /K Mg S04 T
W o WA A HLIE L, B JE A i 44k, 15 2R AL &4, 9K 5 BTl 4K, 60 % 7 & smp 129-
131°C s '"H-NMR (300Mz ,CDC13) & (ppm) :88.30 (t,J=1.4Hz, 1) ,7.94 (d,J=1.5Hz, 2H) . "*C-
NMR (75MHz ,CDC13) 8 (ppm) :149.7,139.6,115.6,115.5,94.5.HRMS (n/z) « % FCrHa ToNFF) [M+
H]+1H5HE , 355. 8428 Sl {E355. 8439,

[0724]  JBR3.3-f-5- (Mg -2-F 2 Bedk) “F g (IPEB)

X
[0725] o CN

|

[0726] RIE 2 ATIHRE W FERI &AL G (W H W, AlagilleE N,
Bioorg.Med.Chem.Lett.2011,21,3243-3247) , LL50% /= 2453 31| (7 {0 [&] 44 o 4 #4 . 156-157
"C;'H NMR: (300.1MHz,CDC13) 8 (ppm) 8.65 (d,J=4.5Hz,1H) ,8.15(t,J=1.5Hz,1H) ,7.95
(t,J=1.4Hz,1H) ,7.81 (t,J=1.4Hz,1H) ,7.72(td,J=7.7,1.8Hz,1H) ,7.53 (dt,]=7.8,
1.0Hz,1H) ,7.31(ddd,J=7.7,4.8,1.2Hz,1H) .'*C NMR: (75.5MHz,CDC13) 8 (ppm) 150.4,
144.6,142.2,140.3,136.4,134.2,127.5,125.5,123.7,116.3,114.4,93.5,91.9,84.7,
77.5,77.0,76.6.HRMS (m/z) : X} FCraHsIN2 ) [M+H] " TH AR , 330.9727 s SEM{E 330. 9742,
[0727]  JB9R4.3- ((7,9- % K-6, 10- IR [4. 5] S hi—-8- . Jk) —N3-MiLEE) —5- (kg -
2-JL R HR) R

CN
N
/ \ — o)
[0728] — (o]
= >O
(o]
(o}

[0729] % =4 2 1% (0.9mL) I FIIPEB (120mg,0.36mmol) ZEE A (0. 12mL) HH A H .
N —BRER B (179mg, 0. 58mmol) , K s SR A P4 157N, B 2138 3ok TLCHA & e 46 4 k)
(1) 56 4 Ak o SR e i e % 28 R R AR R B TR TR RV BIE T 1 (1. 5mL)
NG, 10- 5 1R [4.5] 284t -7,9- —Fl (67mg,0.54mmo1) , %X J5 A 10% Na2C03 (aq)
(w/v,1.5mL,0.33MIAER) o Mk S TR & P pHIF FINa2COs 15 , B 2 ) N pH> 10 o [ MR
GRS /N, B2 I8 TLO 8 56 4 36 AL A MIES N 85 28 SR Ja 1 e VR &4 K ke,
SATEER A IR E AR, /K (4 X 10mL) FEE/K (1X10) P KA HLZ HITEKMgS04F
f, e IR U4 1A AR A N 2R R A C 4 LS S UTIE (FE R IREL-25°C F) @it
AT [ 4% 38 ik Rk £ iy A4k, 44 FH 10 % EtOHI E tOACIZ VRAE e it 771 20 5 1 b oK
A1 (56mg,0.11mmol) , % %41% smp 145-150°C (4 fi#) - 'H-NMR (500MHz , DMSO-d6) §
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(ppm) :68.64 (d,J=4.6Hz,1H) ,8.32 (m,1H) ,8.27 (m,1H) ,8.20 (m,1H) ,7.89 (t,J=8.0Hz,
1H),7.70(d,J=7.7Hz,1H) ,7.47 (m,1H) ,2.01 (m,4H) ,1.68 (m,4H) ppm. *C-NMR (128. 5MHz,
DMS0-d6) & (ppm) :164.0,150.9,141.6,139.2,137.5,137.5,136.3,128.3,125.0,124.9,
117.0,116.9,114.4,112.9,92.6,84.9,60.0,37.3,23.2.HRMS (m/z) : %f FCa2H15IN204Na ]
[M+Na] 518, 520. 9974 ; SE{E 520 9967 .

[0730] Syt fs32

[0731] 3% —5— (MLmE 23 2 B dik) % B ki

[0733]  f§3-9—-5- (MEAE-2-J £ Fdt) R (50mg,0.22mmol) Y £ FE Ak IR & #%
(0.44mmo1) f¥IDMF (1mL) VAR AE120°C T #1043 b o W 2% £ [ B V& 474 #15: FHDCM (10mL)
MikE, FILICT/KIEWR (5% w/v,3 X 5mL) 7K (3 X 5mL)  EhoK Bk, 3 FHIC KMg S04 T4 7RI
T 2DCM, B35 3 A E AR ) 2 B R B iZ ;mp 175-176°C . 'H-NMR (300MHz , DMSO-d6) &
(ppm) :68.63(d,J=4.9Hz,1H) ,8.17(s,1H) ,7.97(s,1H) ,7.88(td,J=7.8,1.7Hz,1H) ,
7.76-1.52 (m,4H) ,7.44 (m, 1H) ppm. >C-NMR (75MHz , DMSO—-d6) 8 (ppm) :166.0,162.0 (d, Jer=
246.6Hz) ,150.78,142.17,137.68(d, Jor=8.0Hz) ,137.41,128.06,127.47,124.45,123.85
(d,Jer=9.1Hz) ,121.34(d, Jor=22.7Hz) ,116.17 (d, Jor=22.7Hz) ,90.56,86.83ppm. HRMS
(m/z) : %7 F-CraHioF20 0 [M+H] HH 5 4E , 241.0772; SE{E 241 . 0783,

[0734]  Sjiif533

(07351 [15F] 1- (AU ) 4R I ([15F]40) OO & 7%
18

[0736] \/©/
N3

[0737]  46,10- 4R 2408 [4.5] %8457, 9- - [1- (B & L) K-4-T55 1 I 8a 2k (39,
2mg) M E & A L T8 00 [PFIENF GBH N2-3mCi) FIVEL/NIH o Il ADMF (4001L) , ¥
SNLAEL120°C R N0 8 o B S SR A 074 2150 B, SR i FIHPLCZE 1 (60 : 40CH3CN : HaO+
0. INF R4 , 2mL) ¥4 2K g | Sk — 30 FK (16mL) F#Re Fid i O 4 Mk Ik 4 E (ImL) FH7K
(5mL) e miE L IWaters C18 Sep—Pak. H7K (2mL) {1 ¥ESep—Pak , FH 7. B (2mL) el pr 7=
P2 o PR RR VAR A 8 i TR P HPLC AR PE TLCI E o = Al BE>99 %6 o 4 TEUN A1 577 28
T 78 S I N BB T 42 22 T8 1) [ SF 1 ECaNF 2 BT AEAE T VLN Hh () 3% P b A R e &
Yo B B TR M A L, F B AR OE o RO M- TLCYR LI « 20 FR 20T 5 TS -
HPLC:Phenomenex Luna C18,7:3fJCHsCN:0.1M NH4 ® HCO3 (aq) » ImL/min; B V& & : 225mCi /1
mol,

[0738]  Sjitifs34

[0739] R 3L [PF]5-HURmame (['°F]44) BT 12k
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O

18F\EMNH
[0740] | L

N° ~O
H

[0741] %6, 10- —4A 2448 [4.5] Z84%-7,9- - [2, 4- — FF 48 B ms g -5 R4 ] P 842k (42,
4mg) MBI & Hih T8 (PP EtaNF GBI A2-3mCi) FVAL/ M - I ADMF (400uL) , 4
JSEAE120°C R IHFA 1043 B o 44 s TR A 0¥ #1553 Bl , 4R 5 In ANHBr (48 % 7K ¥, 100uL)
W SNEVR BT 120°C TR G2 Bl K 2 REAEO C UK A HL, ARG NN = 2 i (150uL) o
S NE R 2 (2mL) FivE A6 B i Sep—Pak , F FICHsCNFFI 10 % 7K ¥ Wk (2mL) % i o 38 3o Tl
S PEHPLC RO PE TLCW 58 P2 Wb R AR A4l 55 o P W 4l > 99 % o 4 TRUH 2 77 2 1 58 TN
FLES T A 0 N B T4 A (18T ECaNErp 22 i, VI AP 503 1 B b A B X 700 93 8 R T ik
I 4y b, 3 B E R IE o U PE-TLCHE i : £ /R 416 (['°F143) 510% 7K ,90% 2. fif
(['8F]44) ;78 P -HPLC: Phenomenex Luna C18.3%Me0H.97% (1% AcOH ag)) ~1mL/min
(['®F144) 5 Lbyd FE 36 F [PF143 Mt 4 ["°F ] A4 (~300mCi) S4398mCi /umol (11.2GBq/u
mol) o %F T E i FERT I & , FEAT 2 T A0 AR A2/ TR P AL, 458 R B 7 A2 29300mC1 Y 9 — 18
5% 2 () B AR 7K o BT SR AGUVIR IR , 3T o e 44 [15F ] 4334T o B e v il 28

[0742]  SLjitif5)35-54

[0743] S5 35-BAARHE — M i 1Ol 8% 5 St 41 35- 54 H RAE B on7E N R 1H
[0744]  ZR1. 5Lt 533520 R ALK
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HBEHE-TLC BAHE-HPLC
SEHI 4ty e vy s
No.
18F
7:3 CH;CN:0.1 M
35 EtOAc NHysHCOnuq 1| 85%
O mL/min
18F
9:1 CH;CN:H,0, 1
36 EtOAc L 56%
mL/min
18F 7:3 CH;CN:0.1 M
37 EtOAc NH4 HCOz(aqj, | 45%
mL/min
18 7:3 CH;CN:0.1 M
38 w EtOAc | NH¢HCOwy 1| 22%
[0745] O mL/min
13F
4 7:3 CH;CN:0.1 M
39 O. _N EtOAc NH4 HCOy,g), | 40%
T)r mL/min
18F 7:3 CH;CN:0.1 M
40 /\/Q/ EtOAc | NH¢HCOsey, 1| 33%
~o mL/min
18F 6:4 CH;CN:0.1 M
41° /©/ EtOAc NH‘;'HCOg(aqj, 1 15%
\O mL/min
/Lo 6:4 CH;CN:0.1 M
42 18 EtOAc NH4HCOzq), 1 16%
mL/min
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43

18F

b

EtOAc

7:3 CH;CN:0.1
NH4' HCOg(aqj,
mL/min

59%

44

\
o
O:S_
a8
=

EtOAc

7:3 CH;CN:0.1
NH4'HC03(aq],
mL/min

—

7%

45°

ZT
@
T

o

EtOAc

7:3 CH;CN:0.1
NH4-HCOxg),
mL/

17%

46

m

18

E Ez..
-

EtOAc

7:3 CH;CN:0.1
NH4'HC01(aq],
mL/min

34%

[0746] 47

5% MeOH,
95% EtOAc

7:3 CH;CN:0.1
NH,;'HCOg(aqj,
mL/min

65%

48

Br

7:3 CH3CN:0.1
NH4'HC02(aqj,
mL/min

p—

58%"

49

@
0
éa;
Az

7:3 CH;CN:0.1
NH4'HC02(3qj,
mL/min

—

71%?

50

/

(o]
:§ 0

\3

EtOAc

7:3 CH;CN:0.1
NH4'HC03(aq],

mL/min

7%

51

O
N
Z
j 355
m

EtOAc

7:3 CH;CN:0.1
NH4 HCOzaq),
mL/min

1

32%
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18F
7:3 CH;CN:0.1 M
52 EtOAc NH4 HCOy4q), 1 55%
mL/min

(@]
(o]
O/ 6:4 CH;CN:0.1 M
[0747] 53 HN. O EtOAc NH,4 HCOxy), 1 55%
o \ﬂ/ il mL/min
(o]

7:3 CH;CN:0.1 M
EtOAc NH4'HC02(3L],, | 23%
mL/min

54

[0748]  “Pi A B JBCN PEHPLC) #r fEPhenomenex Luna C184E b EAT s UVAS I 28 I 7 76 TR
PERE 28 2 7 5 6 TS LB IR R AR IE
[07491  BkAE S Ui BH . 75 W B R PETLCH 572 2
[0750]  “¥E150°C N 4T S o
[0751] PSR LTS PEHPLC B % B O B4
[0752] 5t f555
[0753]  ["*F]3-98-5- (Mkng-2-3& 25 d) “FHE ([*FIFPEB) 19 F il & &
CN

[0754] / =

1a|:
[0755] K441 (4mg) %% F-DMF (400uL) v, I F & Feh T8 ['SF 1 E t4NF G M 1-
3mCi) (VAL /N o K5 SN AES0 C NG 43 B o 47 S TR & 0 J13 43 B, SR J5 FIHPLCZE ik
(60:40CH3CN: H20+0 . INFH R 4% , 2mL) Y4 2K o K S Sk — 28 K (16ml) #okeFfidid & 24k
FH 2B (1mL) A17K (5mL) e miE L Waters C18 Sep—Pak. 7K (2mL) #¥%Sep—Pak, i Z,
B (ImL) Bt B 75 724 o 38 L iU a HEHPLC (60 : 40CH3CN : Ho0+0 . INFH iR 4% , Phenomenex Luna
C—184%) FBH 14 TLC (Et0Ac+5 % EtOH) Wl 5E 7™ hs 1R AN Al BE o 7= Wy i JRU Ak 27 4l B2 > 99 %
W U0 2 72 28 0 2 D M AE RS BT LI T [P ) B aNF 2 BT A7 AE VRN R 135 =
HVE N B P25 BB PRI B o b, o BB =R IE (3 1K) .
[0756]  SEjiif556
[0757]  ['SF]3-%—-5- (kmE—2-3& 2,6k 3E) 5 (["*FIFPEB) #idGE TracerLab FXm 79
H B8 G

CN

[0758] /=

18F
[0759] il e U , i I SV ks [OF 1 A W B BIGE. TRACER1ab™ FXenBUH A RS
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Beo FF 4 1 [PFIFPEBI¥IGERE T R 4L MG TRACER Lab™ FXeJBU A BB BRI 7 2 B A IS 3
AR o B & AL R : (D [PPSR T4 (2) [PF] AL 71 (3) HPLCAlifk , 2R 5
e YN [ A )7 (Formulation)

[0760] SR IR-S WK 40 il it oA 50sT PIN MR TSR A I 25 £ BR R ZE 2R UV (A=
254nm) K ML HIHPLCHEAT o S T #72 [ SFIFPEBII AR I, 0 1177 i 149 2545 R e 3 o 301 e
Novapak C18%F (150X 4.6mm,4um) 5 #THPLC £24: &, 45 : 550 EtOH/ 7K LA ImL/min ) i &
P, TEN=254nmiV W o 3= B2 1) O AL 2 7= 0 %5 5 A ['®FIFPEB (tk=4. Tmin; & S5) o ['°F]
FPEBH A AR 1E AU A 2 77 2 ARG T 46 1 [ OF ] S AL 408920 . 0 5% , I FL7E i & i1l 771 o
KA E S E (18+1.4Ci /umol) (2 WLE9-10) «

[0761]  {ii LA S BEIARIC I LA R P B ERAE A R B «

[0762] 1. fd FHGE R jie i #5383 180 (p, n) "FAZ B =4 [PF 1 S Ak4 , i ik 1046325 B ik
A AR o 8 [P ) S 40 o B A R 7E QMABR IR 1 B8 12 #e [l AHAEHY (SPE) Y6 & Waters; A
6mLIR EH035 L) «

[0763] 2. [ & T 0A T8 FH T 26 2 4 3] 1 ob 33630 31 S B % (12) A DY 2 FEm B A e Vs
2 (0.02M,0. 8mL) Peip g 45 4 1) [°F] 44k -

[0764] 3.3 1d hO A ImLIC7KCHsCN, T 5636 2 25H , 7E85°C T #ENi v A L 25 °F [ 42847
Bl SR IGAE110°C N AENRL R AT B 25 R A5 Bk 3L T MR A4 (12) .

[0765] 4.4 HIZA0°C Ja , KT e R4 23 ) N 85 ER AT A& (4mg, 7£0. 5mL. DMFH) A 212
o I RV 3 V20 RIV24 1 S P SR 25 ) I B 2 , 4 I MNTR G 0 IR 2280 °C , FFK 1% B2 fR +¢
4.557 %,

[0766]  5.4R 5K S MR B WA F1E40°C , ik V24 F1V254ES,, 7+ 120 : 80f¥ CH3CN/ 20mM
LR (2mL) Mk, TRAGHEHING .

[0767] 6. ML R RIVRAPIEEMZ 14, HH4 LA N 25902t ARG I 2458 1N R I 2
HPLC[H] 2% , yE 5 21|21 1) 45 4 (X-Select HSS T3,250X 10.00mm,5uM) |, 3 FAEFAL 945:55
[¥JCH3CN/20mM Z, B2 (pH 6) LA4mL/minfI s Ge it o 38 3k UV (A= 254nm) F & B IR RO A0 2%
oV e AR MY

[0768] 7. 70 ) - i & HPLC 2 % ] an Pl O s o Je ck 1) 1 82 2 A 32 BT b 25 = W 1 1
4y (tr=19min) YA B RM RS 28 (15) H, HL e A 20mL JG B v 5 FH K (36 & 24 8 (USP)
Hospira) »

[0769] 8. 4R J& K5 W B I HPLC YR 4 INZX FIC18%:SPE&: (16) (Waters; F5mL EtOH#EE H
10mL H20T07E 4L o

[0770] 9. FHTH AL B3N TR 10mLUSPJE 18 v 5 FH /K e 5016, LABR 23R & 1) 2 . CHaCN Al
(RIS b o

(07711 10. 4R )5 F ImLyF 53 MK 20 B (2 25 80 N 8IIUSP (Z.B%) ) ¥ 1638 i B U SE R 17
o B RN T3 N9 10mL USPO. 9% &AL .

[0772] 11 .98 R 3800, 22umfMi 1 lipore GVIK it JE 2% (EMD Millipore) i#E A
A1 TG 30mLFFE /N (Hospira) H .

[0773]  SEjtifFiA

(07741 [*F]3-9R~5- (M NE—2-JE £ ) Mg (['°FFPEB) f) o 542
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[0775] HMKE

[0776]  ['*F]FPEBFI &2V , L), 3 A S BUR IR -

[0777]  JRUFAE SRR R TR A2 RS Ry S R AN LS

[0778] Sy 7 s ['°FIFPEBRI bR IR , K T il 7= 40 1 25 23 R 3 4 3148 FINovapak C18FE,
150 X 4. 6mm, 4umff] 23 HTHPLC %45 I, 37 FH45 : 55 EtOH/ 7K £ 1mL/minff) i ¥Efi , fEA=
254nm i M o 76 5 BCE TS S5, o UV RN PR A U 28 b (g 0ge R 40, - 3 sk AR 40 T ARURS e TCSsT AE
SRR

[0779]  FERUHb A Y% 52 N [P FIFPEB (tk~4.9min; &10) , b J5 52 B FRHEFPEB I
TE5F o [8F ] FPEBIY) 5 B3 I5F 18] 5 bR v ['°F 1 FPEBRI AR B8 I (8] JEAT L 4, O HLAE £ 10% 1R 2
W o U AL A 99 %6 , A A BE D98 %6 o SUVFINVESS IR 4 N « R AL F Z i < 3. 6ug Al
<0.36ug. {f AR AEFPEBLY, 7% FE R i Hh 26 0 5 LU I B o £ 25 24 I LU 7% B2 D6 450K = R 1UBE /R
800mCi .

[0780] BRI AT

[0781]  HEATHR ARV I 2 LAIS IR K B G B 0 1 G ORI 4E 37 (1) Bk B V5 7R A ] 45252 (1) PR
FEW o SAEE (GC) FHT-0 7 ¥ 770 55 B8 4 » 446 3 /2 BL T B s DMF (T128) <0 . 88mg/mL 5 7] i
(IT125) <5mg/mL; ZJi5 (1125) <0.4mg/mL; 2.1 (11125) <10%v/vE10% CHIF) »

[0782]  pHll5E

[0783]  ['*F]FPEB) pHE it Ks J 135 771 2 FH - pHAE 7~ 77 4R 2 » VT FE 232 Bt A pHAE 7F
G RATIBAT bR (pH=4.5-8.5) .

[0784] T B ik i A% 50 4 MK

[0785]  HR 4k il ik i 1hd B Pt AT o R i pE A3 sE MDA, 3 B FMillipore Millex GV
0.22um°K L PSS , ' J1=50psi.

[0786]  JHUSN 1A% 2 ID— D'l Fl e 32

(07871 £ AN 43 JF (1) B 18] 0 52 T 1) 77 ity B TBUSR 12 o 21 2 SO 4R 800 & AT B TBUA T s 14
(105-115%r %) o 2T DL R 5 R e S B e fil =i > U R I v A it 5
WA LS5 AR 45 B 2>99.5% H R §F@511KeV, H1.022MeV.,

[0788]  PNEEEAHT

[0789] fFCharles River Laboratories Endosafe PTSH St - i FH1: 100F B E BTN
BT o AL <SBEU/mLAH R I 5 71 &

[0790]  Jo it Ik

[0791]  FEJRUAT JG AT TE W 1 IR, I ELAOAZUAE & &5 A5 30 /N PN T 46 - % [ *F I FPEBAE
i M | Trypitcase KR (TSB) ML A SRR IR 3 15 72 Ak (FTM) 35 7 B2 b 4 TSBE
7E20-25°C N E , B FTME 7E30-35°C NI B 14K, fE14 K Ja kA KiK.

[0792] fHEE

[0793]  ['*F]FPEBI¥) s & 2 il B He I AR 22 L s R 27

[0794] K2
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2 ZR0=3)
£ RREY R 60 43-Bh (& VESH
B 2 A R (EOS) N 203 + 64 mCi
E I, R
AT FARR 3.3+ 0.23 %[{] FPEB % % b fk {5 B4 i i)
U > 99 %
&2y >98 %
R77: 3 EOS It 18 +1.4 Ci/umol
DMF < 0.88 mg/mL
<5 mg/mL
[0795] RERRHT ZJiE< 0.4 mg/mL
2B 10 % v/v +10%
pH Wi 5-5.5
TC B I 98 25 e R A __ >50psi
B ID: i >99.5% K H @5 !111 IicV, xl.ozchv, B R
o 5 ) e
AR 1ID: 23 105 - 115 4
AERST <5 EU/mL
To B RS Befh 14 RJG %A £ KT

[0796] =2 HRk

[0797] 1.Fowler,J.S.&Wolf,A.P.Working against Time:Rapid Radiotracer

Synthesis and Imaging the Human Brain.Accounts of Chemical Research 30,181-

188(1997) .

[0798] 2.Phelps,M.E.Positron emission tomography provides molecular imaging

of biological processes.Proc Natl Acad Sci 97,9226-9223 (2000) .

[0799] 3 .Ametamey,S.M.,Honer ,M.&Schubiger,P.A.Molecular Imaging with

PET.Chemical Reviews 108,1501-1516 (2008) .

[0800] 4.Cai,L.,Lu,S.&Pike,V.W.Chemistry with[18F]Fluoride Ion.European

Journal of Organic Chemistry 2008,2853-2873 (2008) .

(08011 5.Miller,P.W.,Long,N.J.,Vilar,R.&Gee,A.D.Synthesis of 11C,18F,150,and
13N Radiolabels for Positron Emission Tomography.Angewandte Chemie
International Edition 47,8998-9033 (2008) .

[0802] 6.Holland,]J.P.,Liang,S.H.,Rotstein,B.H.,Collier,T.L.,Stephenson,N.A.,
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