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A A>C=Y H>S(0),, £+ Y # 0. SAEN-R; £F x# 1 K2,

R'ME 534 He C-Ci 48 A R IR A A

R* H. C-Ce#i. ME-C-Celih. Cr-Codiiith. C-Colp A,
$I-C-Cott . BE-C-Colt sk, C-CoBA T A £4. -(CHy),-Ar-(R)),
H NRR®, &H24 A A SO, RPRAH, £F yH0. 1K2; Fz
HARKTF A Ar LTERARGGIE B #4508 64 3F fi 83

Ar A RSB F A,

RV 23 A H. C-Ce-ti ik . Cp-Cot M i . B £-C-Celi 2t £ A C-Ce
A BA-C-Cett k. C-Cot A RE-C-Cot k. =-C-Co-B A AL
-C-Ce- 3. -(CHy)W-R'"; v wh 18 2;

RUBMIWA C-Coto . BE. HE-C-Celi R Ar(R),;

Rz A C-Cedh. BE. §%-CComA. ArR),.
-(CH,).NR"R", -Ar-(CH,),NR"R". -A’-NR'-(CH,),-A". -CH,CH,C(O)-A""
H-Ar'-(C(0)(CH,),NR"R");

A+ A% C(O) CH,; A”4 H. NRPR'™. C-Ce-t7i 4k . C,-Ce-5 B
-SO,CH; 3-OH; A"#-OH. C-Celt A K-NRPR'; AR Ar' 5-2, 6-7T
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LEINCR 7Y

AP aiasAo. 1R20AH1.2R3, THELbAH 1K, AVHH;
Fac 0K 1;

RO AN RT AR AH B E . R AR C-Ce-3 k. COOH. C,-Cy-
WA I, C-Codm-H A -C-Ce- . BI. C-Cela LB A, =-C-Ce-
HEEA,. BE-C-Cotihh. C-CotiAEA-C-Coth. =-C-Colt AR
K -C-Ce-#2.2 . OH. B % -C\-Ce- 2t k. B R -C-Ce- 2. C)-Co- 2 B . C)-C-
HEHA-C-Cot . T ARKL,;

R® 4 H & C-Ce-t ik ;

R 4 H. C-Cete k. BE-C-Cotn. C-Ce-FRIt . C-Co 45 &
. -(CHy)-Ar-(R"),; & R¥# R’ B g 140k eh RARF —ARM SIELHT
5] A PTERAR A 5-2 6-TT IR AIR: C-Co-ta k. B . R FI. C-Ce-
W E A X OH;

R Ak, Ar-(R"),. COOH 3 C(O)-NR''R'%;

R" A H & C-Cy-dn &

RZ# H. C-Ce-ti k. NE-C-Co-MARAZA-C-Cy- 14k A R F= R
5 FaeA148:% 69 R F —AH RAFLA T 5 B AT B G 5-3 6- L& HIR
AR C-Cetnlh. HE. 4. L. C-CoAAREL,

R4 H. C-Cott AR HA-C-Co-2t 22

R"“#A H. C-Ce-titk. HE-C-Ce-ttih. ZE-C-Cotth. C-Cetn ik
A K SO,CH;; 3 RV A= R" 514046 AR TF—RY RAERK T A
B IR 5-K 6-TRImAIR: C-Cotrh. N E. A&, f&L. C-Ce
AL, AA-C-Colt ik OH; A+

RP AR HEMEZHA H. C-Co-mARKF, X R R HFE 148
E R RTF—RE R FA., C=0. C=S &K C=NR';

m# 02X 1;

n. ofn qENMNEZHA 0. 1K 2;, F=

p#H 0. 1. 2, 34,

2. A ER I MR EBF ETHEZHE, X+ mHo,

3. A BRK 2 AR EEF ETHEZHE, ZFnh0; pHho. 1
R 2, FEEMR BRIMARE. FUE. A C-Celni. C-CotaH
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A BHE C-Ceolt A RE . =-C-Ce-tt A BA . BI-C-Ce-i2k. OH. K
% -C-Ce- 2 AR C)-Ce- 1 EA .
4ﬂﬂ%k3%%A%XﬁE¢iT%x% , P pH 0
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5. BRAIEK 4 9o mREHF LT E, EF qHhoR 1, F
R’ A C-Cettth. CrCobili . NE-C-Cotih. BE-C-Cotiih. A4
-C-Ce-ti k. C-Ce-t ABAK-C-Co-t . —-C-Co- A BIE-C-Ce- 22
(CHy),-R"Y, £% w A 1 &K 2, R" AZ&x%EL. Ar-(R"),. COOH 2
C(O)-NR'"R", £ R" 4 H &K C;-Cy- 554 ; R 4 H. C-Ce-t2 25 . B & -C,-Cs-
HAREZA-C-C-A; & R A R Hfeenimte fRRTF—RK mifik
T 5 B AT EBARE) 5-2 6-LRIFMAIR: C-Co-liih. RZE. &I, HAL.
C,-Cs- }mﬂﬁii&% Fa
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7. BANEK 6 4oL hF ETHEZ AL, £ R A C-Cott i,
Co-Co-eti . B &-C-Cotith. #K-C-Cotih. BA-C-Cot2h. C1-Co-
HEEI-C-Co-it k. =-C-Co A RK-C-Co-tn &k «(CHy)W-RY, HF w
H1R2, ROAZFKA. Ar-(R),. COOH & C(O)-NR''R"?, £+ R" 4 H
K C-Co-tik; RPA H. C-Cotik. RNE-C-C- AR E-C-Cy-tn 2
A R'" = R B5AEN1401E 69 BB T —AH RATRA T 5) A B FTIRAKH 5-K
6- LRI IR: C-Cotith. MNE. BA. FUE. C-Com A RAL;

8. MA|ZRK 7 AR EBF LTHEZHE, £F R' A H, R* %
C-Cetth. BMAK-C-Co-dzh. KA, Ep L TR, C-Ce-3t A MARFEK.
FAEFE ZAFARLK, FA, FARA. ZTRA. FARAFTA, N-F A
AR NRR®, £ R* A H R C-Co i A R* A C)-Co Btk . Cy-Co-ZRtT A
FA RARRA SUARE FRA, FRARA, =8 FARE, BRRA,
FAL ket Rl B A SRR A, AR R EREMNMEEY IR
F—AH R DK B ARG I-1,1- 2 Bk, b
&I AR R TR A

R’ 4 C-Ce 2k . C-Ce-d B A-C-Ce-tn k. Z /T A, 2,2,2-5_5&5
CLLLI333-cAFARA. FRATA. B2CA BARA. THE. TH
DA R A, FTREXCEKE., RLATBER_EZLERL,;

R' C-Cetn . RER-SFRAATARL, nhox1; F

RATEEREL, —FEAEATARL, FARATARA, R T
FAE, AR ATERE, CHRQ-EZTCARATEARA. 2-2TH-1-%
A FARE, AAFTERA 4 FR 19 E LTz d, Dok R TEAEAT
A ACARATRA, —FARAFTRE, —FTARLACEARATA, —F A
AT AHA G E A, WA, BeiXaem AL oK A it
A FTARBALAAATR, 4 FARETARAALTF
A . -CH,CH,C(O)-A", R+ A"H C-Cr-t L. OH & 4-F AokE i, X

T
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R’ 4-C(O)NH(CH,)NR"R", £+ RP f R" Hfeit0i& ey RRTF—A2H
A N-"Bok X, N-#iDakX. vkmit. 4-F AokB AR -SCH;; £¥r# 2 K
3.

9. it B T 7| #44LEeH,

N'-{4-[4-Q2-{3-[(=F £ £ F A KAL) -1H-v 4 5 [2,3-b]otb " -4- 2 )-1-
AR -TH-vtb -3 R A -NON-= 7 2K

N-{4-[4-Q2-(3-[(= F A £ A) F AR A - 1H-7b 7% 5 [2,3-b] b2 -4- £ )-1-
AR -1H-wbme-3- AR R ) -N- R R Bk

N-{4-[4-2-{3-[(= F A &) F AR }-1H-7tb & 57 [2,3-b] ot o2 -4- K )-1-
ZIR-1H-wbm-3- 2K R AR -N'- T AR ik

N-[4-(1- T & -4-{2-[3-(4- "G ok K F A )R K )-1H-7b 24 5+ [2,3-b] Wb %2 -4-
A -1H-wbr -3 20 K AN N-= F 550k

N'-{4-[4-2-{4-[(= F A 2K) F AR }-TH-1 28 FF[2,3-b] oK -4- K )-1-
O A TH-vtho 3 RO -NON- = F 30

N-{4-[4-2-{4-[(= F A8 H) T A KA} -1H-sL 7% 5 [2,3-b] ik 2L -4- 2 )- 1-
A -1H-sbo 3R KA -N- T A B

N'-[4-(1- T A -4-{2-[4-(1-ot "8 32 AL F ) K K] 1H-wt o8- 51 [2,3-b] ko2 -4-
AV -TH-rtem -3 O K 2 ]-N N-= F 2k

N'-(4-{1- T 2 -4-[2-(1,2,3,6- 29 £ -4- 7tk %2 K )-1H- vtk %% 5F [2,3-b] vt 72 -4-
F)-1H-mrem -3 20 K A)-N N-= F 200

N'-[4-(4-{2-[3-(= F A B A ) KA - 1H-wt %% 5 [2,3-b] b -4- £ }-1- T2
~TH-vtbed-3- 2O 3 A ]-N,N-= ¥ H Mk ;

N'-{4-[4-(2-{4-[(= T 2 284) T AR A} - 1H-1 78 5 (2,3-b] o -4- 24 )-1-
F - 1H-rter-3- RN N- = F AR

N'-{4-[4-2-{4-[(= F A &2 &) F KX K }-1H- vt % 5 [2,3-b] vt o€ -4-
AO)-1-(1-F 2K T20)-1H-vtbme -3- R -N N-Z F 20k

N,N-= F 3L -N-[4-(1- F H -4-{2-[4-(1-wtb 85 A F A ) K AL ]-1H-nb 25 5
[2,3-b]7HoF -4- 2 ) - 1 H-rrbrde -3 20 K A Bk

N-(4-{4-[2-(4-{[ LA (2-£ T AR F A ) FA)-1H-7b 8 5 [2,3-b]ot "2
-4-2K)-1-F AR 1H-wtr -3 20 KK )-N,N-— F AUk

N'-{4-[4-(2-{4-[(= F A2 A) F K] R K }-1H-7 =& 51 [2,3-b]k 72 -4- &K )-1-
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T A -TH-sle-3- 20 3R A L -NON-= TR Bk

N,N- = Z & -N'-[4-(1- T 2 -4-{2-[4-(1-vtb o8-, 2§ 2 ) R K )-1H-wb 2% 5
[2,3-b]Prne -4 ) - 1H-rbbede -3 20 K 3 Bk

N-(4-{1- L & -4-[2-4-{[ T A 2- £ CTE)R AT A} K X)-1H-"1 % 5
[2,3-b]7HhoT -4- 2 - 1H-7th ok -3- 2 R 2 )-NON-= 9 & Ik

N'-{4-[4-[2-(4-{[ T A& (2-# TA)R I F A&} KA)-1H-vb 5 5 [2,3-b]k oz
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FF[2,3-b]rttre -4- A ]-1- F 2 1H-wthede -3 20 R )Mk

N'-{4-[1- T A -4-2-{3-[(F R 2 2) F AR AL )-1H-vb %% F[2,3-b] 72 -4-
AO)-1H-mbed -3 AR A -NN-= F K0k

N'-{4-[4-2-{4-[( = F AR &2 &) F AR A }-1H- vk 2% 5 [2,3-b] b o= -4-
H)-1-(1-F A T H)-1H-stb o -3 KA ) -N N-= T Bk

N'-{4-[4-(2-{4-[(=F A 2 K) F AR }-1H-71b 28 51 [2,3-b] b= -4- 25 )- 1 -
F - TH-sbe-3- KR A -NON-= S

N'-(4-{4-Q2-(3-[(= F A & &) F £ 1K &£ )-1H- b %% 5 [2,3-b] k. "% -4-
FO)-1-[2-(F AR A) T A - 1H-stme 3240 3K 20N N-= F 2 Pk

N-(4-{4-{2-[3-(FF £ F L) K AL -1H-mb & 57 [2,3-b]wt g -4- £ ) -1-[2-(F &
IR TAR)-TH-eed-3- 28 O )-NN-= F 400

N-{4-[1-[2-(=F AR T E]4-Q-B3-[(=F A HAL)F AR AL-1H-%
& H[2,3-b]b 2 -4- 25 )- 1H-stb e -3- A R A -NN-— F Ak Ao

N,N-= ¥ & N'-[4-(1- F 2 -4-{2-[2-(4-F £ -1-9k & 2 )-5-2%7% & |- 1H-wk %
F[2,3-b]obmE -4- 2} - 1H-rbbrde -3 50 ) KA Uk

REHFLETEZHL,

10. BAIZER 9 944, HAH N-{4-[4-Q-(3-[(=FAAL)F LXK
A} -1H-78 51 [2,3-b]o %2 -4- 0)-1- T A - 1 H-vhemd -3- )R K LN N- = F 2 Bk
REAFLETHEZHHE,

11. A ER 9 t41eadh, HAH N-(4-{4-[2-@-{[TEQ-Z THRATF
AR )-TH-slo% F[2,3-b] ot -4- 2K ]-1- F - 1H-sb e - 3- 2 VR )-NN-— F
AR F ETEZ 0,

12. BAIERK 9 914y, HAH N-{4-[4-Q-{4-[(=F AR T AIX
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A3 -1H-P 8 1 [2,3-b] R -4- 2)-1- T - TH-wtem -3 2 R -NON-Z F &
REHFETEZNE.,

13. RAIZRK 9 ehtkdd, LH NU[IR(=ZFAAL)T
AK]4-Q-3-[(=F ARA)TF AR K- 1H-vk 5 F[2,3-b] g -4- 20 )- 1H-st =4
SB-APRANNN-ZF AR A F ETHZ6E,

14, A ZRK 9 thdth, HAH N-{4-[4-Q-3-[(=FAEAELF AKX
A -TH-wb 2% 57 [2,3-b] " -4- 2 )-1- T A - TH-stb e -3- R ] R A -N'- T A MR R
B ETHS NS,

15. A ZK 9 691bbd, HAH N-{4-[4-Q-4-[(=FARA)F AR
AV -TH-vb & 57 [2,3-b] ot 92 -4- 25 )-1- F 2k - 1H-wtbrd -3- A R O -NN-= A Bk
REBFLTHEZGE,

16. 48454, HOIE@BRANZR 1 9o R LB F LTHEZHE, &
(b) BV —HF & ETIEZ ORI A .

17. B BENT X, QIELLETERZETNEFRAELR | 0918
H, RAEHFETHEZHE,

18. AR 17 647k, HF R AEA TR X MRS IR

19. MA| 2R 18 697k, HP EARBABAME. FURBE. W&, 9P
8. LEBAMME.

20 F) K 18 0 F ik, R TP hBRBEEAOMNRF. B-aheB. L2
B G R SRR R A AR,
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AURORA #B5 t4 5 4% "5 k49 4] 7

RAFF

KA R R LB RS . H0oHhAthd), ARAERCNGETF
i, X R AR 4] Aurora L BE, |

F G %A T AS ATP-Mg™ ¢9y-B5 B R AL B & P e 2 A R A B4k
WESERAL, RLRBR. FRBMAB ARG L-BEE., AR, Bal
Be R 5% minsh ety RALR Y &, TAtmie s LIt E 545 AT .
mieE Sty R, L OISR ETFRELARSLE O U, RPUHBE
Y 98 A A% ¥ T R — AR A

A F eI BAMAL, B E O 9B RRB T oA A 26
TRk BOBABRUBAEE L R/ RS, £ X ERKIo LR H
AF R ABRFBR. BEMKEL. BELA. HEREARETHEARERT,
E2 AR BIMEEE FFOE G L BB/ BB E WA X R BS A
MIGATFREIHREFFTTEZONA. LELBOEET LT A KE FA
MENTIR, QIEARAKEB TR, REFTIK, P BATAMNAEKRE T
TR, FARAY, HEBARABRIBIREES, CNHITERR BT @it
FEEMG MR R AE@IA. Bk, AFRBEREALTCINGE TS
H 1R R Ik E Y AT,

B A 1997 F K I T 4 BB/ 7 2B M B4R L3 M Aurora Rk, L R BR
I BER M B R L4 Aurora Kk 5 MR LA Bt L, Che e =/ vH 5L
FHh K& N Aurora-A(“2”). B (“1")F= C (‘)R FHERBFR M EG, L&
BREERDE . ALy RuB R EFR AR E . Aurora £ X £ #.E
iR T R RSN R E], AR mIet) G2 BiAl Ly B A EfolE ik
&ML, ArRILS M mie T, AuroraA 4= B B4R F R L35 E G H3.
CENP-A. LikE &G 11 AT 424k, &4 AA88 1. TPX2. INCENP. p53
FetiEmE, CNFFZR2@NZ2E.

CARE T Aurora MBS K EAMN B FiLRA, CANE ELEMEWE.
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97 £ JE e AR SR Fo R AN FE FURBE T Aurora-A RERF . LOREAE
BAE. TEHRMNE. RAYZ@ILE. LER. WEHE. RRIFIE A0 5] IR
Mgl % A 5K Aurora-A. EABERRE P I D] Aurora-A #9338/
BRI, HFH Aurora-A #9535 EH L ERERTAR X. RE,
Aurora-A A & (locus)(20q13)49 438 5 &4 # & I 1 (node-negative) LI
RO EFNRENTE A X, W, RETFEARTKRAERLABILE 31
A7 e BB A RS L RIS AR, FEFTHLRAEAR-31 RARLE
whiEiLEt ), FFEE S ERA(TRB)EB ARG A X, EMT
Aurora A, Aurora-B .5 ERATEMAMNBEICE LIEG LB @I,
Aurora-B 89K FAVEAE R EWEMAME T & Duke’s M) FHI3E o,
Aurora-C(H- 18 F AR & 78 ta o ¥ AR X I AE KR89 R E N4 19 A1 % Ao
EF TR I R NS T MR A SRR PP i R A

& PR Aurora $EEE M AGITE| ARSI A 2 %, | A e E B
Brafe RS mieu T, Bk, EARRN, Aurora S BeIpH) H) B 4 =T M AN
4K, 55| A2iRAL, #) 4o, Hauf S A48iE T —#F Aurora B 47 %) 7| (Hesperadin),
BRI F AR E Ry BB SR G Y, AR Z4EH
[Hauf, S %A, JCB 161(2), 281-294 (2003)]. Ditchfield % A &4 — b % 3%
&) Aurora A A= B #9374 %] (ZM447439), T 5] 4 $ &4k 475 ké%A*
Fo L 2 % 49 4= 14 [Ditchfield, C.2 A, JCB 161(2), 267-280 (2003)].
AR AU 3G FA a0 (12 R 2 4m e JB] A FEL iR 4m R )T 2 4] ) B z&x&%&g?
K ) Aurora A F= B F 4| F) £ ) ﬁfﬂkﬁfrﬁ@?fﬁ%#ﬁﬂ LR &S
[Harrington, E.A. % A, Nature Medicine 10(3), 262-267, (2004)]. X4 RiE
T34 Aurora BT RAES 77 ¥ TA M IR JR ko fEJE 0976 97 B (5L Nature,
Cancer Reviews, Vol.4, p927-936, Dec. 2004, # N. Keen #= S Taylor A7 5 # 4%
).

HERINAHPARGKT, TERXALBEFMRGIH R, 455 274
Aurora ¥ BEE ML .

&k %S
-7 @, AEKAAXDYLESY, REHF ETHESHLE.
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RAE S-LRFIRIAL;

A A>C=Y >S(0),, £+ Y H 0. SHANR; EFxH1K2

R'#3#AH H C-C-imARKAL;

R*% H. C-Cetttk. ME-C-Cotti. Ci-Co-3RitA. C-Cott A,
2K -C-Ce-ti . BA-C-Cott k. C-Co AL T A, 2K, '(CHZ)y'Ar'(R7)z
K NR*R’, 025 A4 SOLH, R®AAH, £+ yA0. 1X2; Fz
HIRKFE Ar L TERAREE 69408 694k R 4L

Ar AR REF XK,

R A H. C-Co-tt . C-Co-t M 2. B -C-Co- 2tk £ 2-C1-Cy-
A BRE-C-Celnih . C-Colt R AKA-C-Co-tt k. =-C-Ce- A AL
-C-Ce-#p 2. -(CH)w-R'Y; HF w12

RUEZIA C-Celi . BE. BE-C-CoHAN Ar-(R),;

REBIMA CComh. BE. BE-C-Ceotih. ArR),.
(CH,),NR"R"™. -Ar-(CH,),NR"R". -A"NR'-(CH,)-A"» -CH,CH,C(O)-A"
K-Ar'-(C(O)(CH,).NR "R ;

£+ A’ C(O)RK CHy; A"A H.NRPR"™. C|-C¢-}2.5% 2 (thioalkyl). C;-Cs-
WAL, -SO,CH; &-OH; A"#-OH. C-Ce-#5 B A R-NRPRY, AR Ar'h
5-2 6-7L R IITAIR,

P amaA 0. 12, bHhH1.283, EHALbAH 10, A"HH;
FrcH ORI

ROAHAN R BRI A B E. UL K. C-Ce- ek . COOH. C,-Ce-
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BABAE . C-Colth-#A-C-Ce-in . B, C-Com A AL, =-C-Co-
AR, BE-C-Cotih. C-Col A AL-C-Coli . =-C-Co-tE £
A-C-Ce- ¥ OH. B & -C-Ce-t ik A -C-Ce-2t 2k C-Ce-t5 8L C)-Ce-
MEA-C-Codt i, AR FL;

R® 4 H & C-Ce-tt A ;

R’ H. C-Cetoth. BE-C-Cotith. C-Ce-FRta . C-Ce 1 &
A «(CH)y-Ar-(R"); R R A= R’ 5A= 114014 09 BB F—HRM BRIk T
5B PTG 5-3R 6- LA IR: C-Co-n i, %, £, &AL C-Ce-
W E A 3, OH;

R A Z&FpmA. Ar-(R"),. COOH # C(0)-NR''R'?;

R" 4 H & C-Cy-# £

RY 4 H. C-Coti . BE-C-C-ARSZL-C-C-i sk, KR4 R
A CNIARE G TR T —RYRAFER T 5 AR PTRKE 5-R 6-TLI%E
AR C-Celn k. &, &4, FUL. C-ComBAREL;

R® A H. C-Celt A RHAA-C-Ce-ti ik ;

R“% H. C-Cetthh. ME-C-Cotihh. BR-C-Cotih. C-Coti it
FHA K SO,CH;; 3 R” #» R H A€ 4114014 49 FUR F—AH AR AFL4E T 7 £
HAFTBARE) 5-3 6-LHRIMRAIR: C-Cotti. NE. B4, A, C-Ce
MEA. H£IK-C-Ce-to i OH; #=

RPHF R BN ZIA H. C-Co AR B E, R RPF R 5T 1148
R TR RAFE. C=0. C=S X C=NR';

m# 03X 1;

n. ofe qEMNEIHA 0. 1 R2; o

p#H0. 1. 2. 3X4.

BH—F &, RENAHELY, LaEXDOIREMNIEY, ALl E
—Fr R B AP H F TR GRY A 69 REY.

EFH—F &, REPHETMBIEHERO Tk, FFEF 085 F
FELETAEE KX IREANILEYRL L,

BH—7 8, REWH—FF ik, %iﬁ&u%é%%ﬁ%ﬁzﬁ%$
A H L E N LHEQXNDIFRANILESY, REH, URDL)E S —FFH%* L

B2 IR R 6 L0 A- o4 F B,
12
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BEH—F@, KEPFEAEY N-{4-[4-Q-3-[(=FELRAL)FT LXK
A3 -TH-7b 2% 7 [2,3-b] P %8 -4- 15 )-1- T AR - 1H-vtbrde -3- A A L -NON-= F 3k
REHFETEZHE,

BFH—FE, REAFTRMAELY, L5 N-{4-[4-Q-3-[(=FLEAL)
§ AR A - 1H-wb 8 4 [2,3-b] 2 -4- 2 )-1- T - TH-sb o -3- A R A )-N N-=
FRAMREHF LT, b)ES —HHF LT OIKL A,

EH—Fd, RENFGBRETBREN T &, FEFTEOELAHTERZ
ST EAE N-{4-[4-Q-(3-[(=F A RA)F KK A - 1H-7t"& 51 [2,3-b]t o2
4 B)-1-TA-TH-A o 3R R AV NN-Z PR GRS F LTS,

HEH—FE, RENTBRIETREG T &, AT HOEL B TEEIE
R BERAKEN QI N-{4-[4-Q-B-[(=FARL)FAIXE ) -1H-1%
FF[2,3-b]PHhE -4- 2 )-1- T A -TH-tb e -3 R )R NN F MR R 253 T
BN, LRV —FHF LTS ORE A 94004969 F K.

EH—FE, m#HO0.

EF—F@, nAh0; pAhHO0. 1R2, FEHENMRBIA[E. FAL.
A C-Cetith. C-Co-mAHA. A&, C-CoAAA. =-C-Coln itk
24, BA-C)-Cehth. OH. HE-C-Ce-titha C-Co-buEA.

EH—F&E, pHOFe

o WO
/N>N- /s\ k\N\ o s LA NN
?:g

Y
5

BF—F@E, qAH 0K 1, R A C-Ce-tt i Cr-Co-ta M 2. K %-C-Ce-

WA BERC-Cotih. BA-C-CoAh. C-CoBAAR-C-Coltsh. =
C-Co R BA-C1-Coli A -(CHy) R, Jh w b 1 K 2, R A ZIRR A,

A

13
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Ar-(R7),. COOH # C(O)-NR'"R'?, £ % R" % H & C,-C-%t4; RZ % H.
Ci-Ce-tt 2. BE-C-Co-AREZA-C-Co-li; A R"FR2E5ReNInE
8RR T — A AT R T 2 A B AT BRAR G 5-3 6-TL IR AIR: C-Coe-45
A @% %ﬂ £, C-ComBAREZL, #

E%“f@,

BEFH—FE, R'AH R°AH C-Colpik. AMR-C-Cotish. XA, B
AT, C-Ce-TRlah. RARFRA. FUARA, ZAFEARXL. FA. F&A
A TRA. FRAFTA. N-Fhag s NR'R®, £+ R¥ 4 H & C-Cq
A R'H C-Colt . C-Co-BRhn ik, FE, BAFL, RAFREL FX
A FRARE, Z A FARE, BEFA. FA. gk, mbom sk, mu ik
RER A, AR R 5RCNA0EE BB T —ARH ALK, DA,
bk -1, 1-— 84, R . AR R R R A

R’# C-Cettdk. C-Co-ARL-C\-Cotndh. ZHTFTA. 222-Z /A2
A LL1I333-~AAARE FEAFA. £THA. AARL. TR, Tkt
Bz, ok X 2 2 (morpholinyloxoethyl). ¥ AR LBLIE. £ A TBLE
XR—BARL;

14
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R'A C-Ce-ti . MER-FARAFTEARL; n A0

R’ A T BLFE R & (acetanilido). — F AR A FRAFAL. T A,
Dok FARE, RERATEARL, TAQHETH)AATARA, 2-4
A1 AT AR, BATARE, 4-FRA 1%k AEA, R T
AZATE BLARATR, —FARATFTEA, —FRARARTEAAT A,
PR RAFTARAWARIEA, waebE A, Dok A Bk AR R
WaAREA, FEAARAZARATA. 4 FRAREEARNEAAALTR,
-CH,CH,C(O)-A"", £+ A"# C-C,-# 8. OH X 4-FHhA%AEL; K R’
#-C(O)NH(CH,)NRVR"Y, ## R"” fo R" SFe 06 RERF—AH &
N-Boph AR, N-FLEokAX,, kZ A, 4-F R9kB A N-SCH;;, HF rAh 2 3.

EA—FH @, KELAALEA TI LM,

N'-{4-[4-(2-(3-[(= T A 8A) T AR A - 1H-1% 5 [2,3-b] 1 7 -4- £ )-1-
LA - 1H-wte -3 20 R AL -NON-= F 2800k

N-{4-[4-2-(3-[(= F A £ I) F AR} -1H-1%- 51 [2,3-b) b 72 -4- 25 )-1-
T A - TH-vtbrd -3 30 R A ) -N- R

N-{4-[4-2-(3-[(= T & 8 A) T &K A& - 1H-# 7% 5 [2,3-b] % -4- 1 )-1-
- 1H-rterd-3- )RR -N- T AR R

N'-[4-(1- T 2 -4-{2-[3-(4-"F otk FL F 35) K K ]-1H- vk & JF [2,3-b] ot 72 -4-
A} -TH-rHm -3 30 KA -NON-= F A%

N'-{4-[4-2-{4-[(=F £ 2 F IR AL )-1H-71b 8 5 [2,3-b]b g -4- 5 )-1-
A -TH-sl e -3- 3K R A ) -NON-= F A0k

N-{4-[4-2-{4-[(= F A &) F AR K} -1H-"1b %4 5 [2,3-b] b7 -4- 5 )-1-
LA - 1H-Ptm -3 3K 3R -N- T R Pk

N'-[4-(1- T A& -4-{2-[4-(1-7tb o b A F 4K ) 3K K )-1H-vib 2& 51 [2,3-b] ik 2 -4-
Ay -TH-mrow-3-20) 3K R )-NON-= F 2 Bk

N'-(4-{1- T % -4-[2-(1,2,3,6- 9 £ -4- otk 7 Ak )-1H- vtk % 51 [2,3-b] vtk %2 -4-
AJ-1H-rter -3 20 3K 0)-N,N-= F 3Kk

N'-[4-(4-{2-[3-(= F A B )R A ]-1H-7b %% 5 [2,3-b] b 58 -4- 2 }-1- T 2
STH-sbm -3 0 K )-N,N-= F A0k

N-{4-[4-(2-{4-[(= ¥ AR 25 ) F AR1R A} - 1H-H =85 [2,3-b) bz -4- 4K )-1-
¥ AR TH-s-3- KRR -NON-= A

15
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N-{4-[4-2-{4-[(= T £ R A&) T AR K J-1H- w1 %% 5 [2,3-b] %% -4-
H)-1-(1-F A T 3)-1H-vrbed 3- 2R AO -N N-= F 2k

N,N- = ¥ A N'-[4-(1- F 2 -4-{2-[4-(1-wb &% 2 F ) K A - 1H-"r & 5F
[2,3-b]otoz -4- 2 } - | H-spb - 3- 20 3K 2 )Mk

N'-(4-{4-[2-(4-{[ TA(2-#& TA) R F 2} KK )-1H-7k =& F[2,3-b] %2
-4- 3K ]-1-F 2R 1H-vtbrd -3- 2K ) 3RO )-NN- = F K

N'-{4-[4-Q-{4-[(=F £ 8L F KAL) -1H-wb=8 5 [2,3-b]otog -4- 2 )-1-
TAA-1H-wib -3 20 KA J-NN-= T AR Bk

N,N- = Z & -N-[4-(1- T 2 -4-{2-[4-(1-vthv& b 2L T £ ) K A )-1H-v1b & 5
[2,3-b]eHtoe -4- 2K }- TH-vtb =k -3- 20 R K g ;

N-(4-{1- T A 4-2-(4-{[T Q- Z T A)RATF L)} X H)-1H-*0 2% 5F
[2,3-b]otho -4- 2 - TH-stb ek -3- 20 R A0)-N N-= F 2Bk ;

N'-{4-[4-[2-(4-{[ T A (2-#2 TA)EA] T A} R K)-1H-wbo% 5 [2,3-b] b7z
4-HT-1-(1-F A T A )-1H-wed-3- R A -NN-= F £ Mk,

N,N-= Z A -N'-(4-{4-[2-(4-{[4-Q2- T2 )-1-% 54| F £} K L) 1H-7tbe&
F[2,3-b]rt 7 -4- 3K ]-1-F 2h-1H-rerd-3- 30 3R )k

N'-{4-[1- T 2 -4-(2-{3-[( F 2 R A) F 2K & - 1H-vH 7% F[2,3-b] L2 -4-
K- 1H-rtbr -3 2K KA -N N-Z F Ak

N'-{4-[4-2-{4-[(= F A £ A ) F A1 A }-1H-#b % 5 [2,3-b] ol "% -4-
AO)-1-(1-F & TA)-1H-steo -3- K PR A )-N N-= T & Mk ;

N'-{4-[4-2-{4-[(= F A £ F AR A ) -1H-7b 8 51 [2,3-b] ot -4- K )-1-
F A -1H-me-3- 3K 1R AR} -NON-= TR Bk

N-(4-{4-2-(3-[(= F A 2 &) F AKX K }-1H- 7’ & 51 [2,3-b] b "% -4-
BO)-1-[2-(F A HIL) T A - 1H-wbrk-3- 28 ) 3 H)-N N-= F 25k

N'-(4-{4-{2-[3-(F & F L) K AL ]-1H-8 F[2,3-b] b2 -4- L }-1-[2-(F &
FAR) TR ]-1H-mlm-3- 0 FOK)-NN-= F Ak

N-{4-[1-[2-(= F £ BA) T HE-4-Q-B3-[(=F AR AL)F ALK A )-1H-w1t
oA [2,3-b]PE 4- 2 - 1H-stbwt -3- L PR A N N-— & A ;A=

N,N-= ¥ ZL-N"-[4-(1- F 25-4-{2-[2-(4- F 2 -1-9% % AR )-5-25 7 A |- 1H-vik
F[2,3-b]Pb e -4- 2 - 1H-mede -3 20 ) KA Bk ;

REHFLETEZGE,

16
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AEPRAR T — £ 374 Auroraifd B & M 69 R 22k R 0o, X bbb
YR T b I7 5 A5 6 Aurorait B Kk & AR K 695k 7R, B e K ARTE AT B
(solid tumor cancer)eLAEAF % . FLIRE. M. WEE. LERBPFRERE,
VAR Ao % 9% JE (hematological cancer) €L.4& € s & A= B-m IOk B.78 . S B 4t
8 K (AML)FIE A & ok (CML)., B, £F—F @, RELXWAHAS
TREC T %, MERECHEERMA LERE, IEFEOELETE
£1%76 97 0 B XULEY), QLT A FI RO EEY, BEHF L
TR,

& BR i iE
F—7dm, AEAAXDNASY, REHF ETHESH
r!l\A/Rz

A

KA 5-7L 5 R4

A A>C=Y Z>S(0), EF Y #H 0. SKNR'; £ x4 1K2;

R'#BawAh H C-C-HARKAL,;

R4 H. C-Celti. BE-C-Cotthh. Ci-Co-3RIih . C-Colm B,
#H-C-Cott i . BH-C-Colt ik C-Co B F L. £ -(CHy),-Ar-(R)),
K NR*R®, &H 245 A A SOLE, R®AAH, £F yAH0. 1 K2 Fz
ARKFE Ar ETERAR G5 B 6950 B 64 4E 7 535,

Ar AR R A A

RO Z M A H. C-Co-ti ik . C-Co-tt M & . £ -C)-Ce-t b . £ 5-C-Ce-
A BE-C-Cotn k. C-CotARRK-C-Coti k. =-C-Co- AR

17
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-C-Ce-#o k. «(CHy),-R"Y; HF wHh1Kk2;

R\ ZHA C-Cotrth. BE. BE-C-Cott iR Ar-(R"),;

R Bmi#A CCottih. BF. HE-CCe-HA. A-R),.
«(CH,).NR"”R". -Ar-(CH,),NR"R'". -A"-NR'-(CH,),-A". -CH,CH,C(O)-A""
K-Ar'-(C(O)(CH,),NRR"),;

HF A C(O)k CHy; A”4 H. NRPR"™. C)-Ce-ti#i sk . C-Co-tn A
-SO,CH; -OH; A"'#-OH. C-Ce-3t B R-NRR" #= Ar'H 5- 6-L 4 3K
WA

HAFaaAho. 1K2;bAH 1. 2R3, XHEZLEbAH 10, A"H H;
Foch 0K I;

REFHENR BN RIHA K E. AL A, C-Ce-3 4 . COOH. C;-Ce-
WABI . C-ColtA-BI-C-Cott ik, BM. C-ColthBL. =-C-C-
TA R, BH-C-Cet k. C-Co AR RBA-C-Ce-ti k. —-C-Ce- A&
#-C-Ce-} 2. OH. B % -C-Ce-Bo k. £H-C-Ce-ti k. C-Co- 2 B . C)-C-
R A-C-Codn . Zedr k. REK,

R® A H & C-Ce-tt4k;

R> % H. C-Cotti. BE-C-Cottih. C-Ce-IRt . C-C 32 &
%, -(CH)-Ar-(R"),; &K R*#= R’ HAw 14046 JRF—RMRELMT
5) A B FTERAR G 5-2K 6- L4 SRR A IR C-Cett . & . &AL £, C-Ce
AR OH;

R A Zzme k. Ar-(R7),. COOH % C(O)-NR''R'%;

R" 4 H &K C-C-# 4

R"2 4 H. C-Ce-t sk, & -C-C3- A REL-C-Cs- 14 ; K R"# R"
5 Farg M40 649 RUR T —A M RAELAR T 7 KB T IRARE 5-R 6-TRIKIE
AL C-Cottlh. BE. &, f. C-ComBAREL;

R 4 H. C-Cel AR A-C-Co- 2

R4 H. C-Ce¥tth. NE-C-Co-tidh. £A-C-Cetith. C-Cotiih
FAH R SO,CH;; 3 R A R HAeetgd ey R T —RMRIFLH T4
B AT 5-3 6-LEFTMAIR: C-Cotizh. ME. &4, KA. C-Co-
R, £A-C-Ce-t 3 OH; #=

RPF R AR ZA H. C-Cot AR K E, X R HF RS H5FE1148

18
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R RF—RF R AL, C=0. C=S & C=NR;
m* 03K 1;
n. ofe qEMNEIHA 0. 1 K 2; F=
pA0. 1. 2. 3K 4.
ZX
3o L F PT84 5-TL 2

CHOH

/ \N N. N N_ _N j@i;— :?::<( N N N

s’ . o7 . T . N N : I T
N — — — — — t\

g N N Ny O NS SN 0N _N 4o

? ’ ? ? ) k)

N/ NN

\N//

Ar TAFREKREFR, RERFRLRBEAES—NLAN OFS
HARTHFELR. GENRFAGIAQER A, Rk
(oxidopyridinyl). =X, "Eop . ofed S abeR L abed L PR L B
L wEed K FoRed . Zeb . wed . e AR E o AL Ar
A BT S A TR L B B HBRARAFTRK, #lde, R Ar AEL,
TH AL S L 5 AR (z=0-5); 4R Ar A E ARk, THRALES
ik 3 ANEAKK(2=0-3); Frdw R Ar A Ree R SRR ed K, THRAE S 2 AR
R (2=0-2).

“Ci-Ce AR IBSA 1-6 NRETH AR I ENENAH, 0T
A A EARA FAA. ETHA BTEA RTHEA. EAE. FAL
#HRAL . AE AR FMHIK,

“C-Co- M AR 2A 2-6 NRRTFA—/NTlefo Bt HAE R k)
BNAR. EH L THEERE AL,

19
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HEH CCel AR ANEH I CHCO-(T BLA)F
CH;CH,C(O)-( T A A ); C-Cott -3 A -C-Co- M2 K 09 & 4 & 3%
CH;C(O)CH,-. CH;CH,C(O)CH,-## CH;CH,C(O)CH,CH,-; C,-Ce-}z 2 E A
4 £ ) .35 CHNH-(F A £ ) CH;CH,NH-(Z AR K); =—-C-Ce-R A&
A EHlaE_FRARL, —CRERE T RATEARL;, BA-C-Coitihtg
5 49) L3 —CH,NHy(R A F £)F=—CH,CH,NH, (£ 2 T2 ); C-Ce-t 2 R A
C-Co ARt EP eFEFTFARAT ACHNHCH,). CARATFTA
(CH;CH,NHCH,-)#= Z 2 £ 4 T # (CH;CH,NHCH,CH,-); —-C,-Ce-}t A R
C-Co A EH A FRARAEAFTA(CH;),NCH ) e —F AR A T
((CH3),NCH,CH,-).

RERGDEFAACERN. fAFL2AH. IR-C-Co A (EIFER K
CrCi ) R LIE = AT A, 222-Z A TEM 1,1,1,3,33- S AFSAE;
C-CeoMBAMEHQLIFETFTEA. THRA, EREA. FRAAL. ETHA,
FTEAAEFRTRL; C-Cett B I-C-Co- b2 69 =4 46 F AL F 2 (87
CH;0CH,-)#= ¥ &2 T A (FF CH;0CH,CH,-).

RIEBFRFELRIEAAEV—NE AN, OF S LR TFHIEFEH
5-3 6-7LIR, FEH FEURTEA, AR A TRR A 4-F ARRR A rEekAX
FrokAX (thiomorpholino). w9 &rkwdish. 13- R & RHF-2-A. @ Stz A
Fovg Eotbr b, A H REFe ROOAZRE R R" #2 R A& RP = R T 5 €41748
H BB TF —AT RS- 6-LRIFAIR, Lvkog i, abedbn i, vkok A,
4-F ok A kX, ARDekA-1,1- = ik Fe AR akAX,

X ¥ TR LB RISAREAILEY. YR e FR A,
EAEREEFAHOEERN, ES5AKRFHMIRALEMIER, mEA T
JEH A R R PRI AR, B ARG A IER BRI, AAR
B — B ARAR S EBT A SN M G B F LT, Xk
B LT 6 3T A ELA M KRS o B FadR 4E 18] £ R AL (in situ)F] &,
RAB TR BT 6 vA S0 B BR A B BT XA A LS I h 41E 6
BREER 5 5 R AT 4]

EEsgiiygEd, XML YTIUASH B EE, #FEbTid A
A B TR R R F LT R 6 R An a2 X TR 5] 6L3E a)4A . 47
2. 45, 4. BEFEN AR, BB A AR AN, o b)a. Ffede

20
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QIERE ke, FA M. Melik iAo it T, The, 2-54
L. —CMe. Z0M. LR, TEBEE. ZUBEAROE.

BEERTHaFTEY, X(OMAWTASHBAETRE, 8 TiELA
SEHBRAERM R F ETEZHBR R, SENROER S LTHES
AN AR F ETEZOANBRE, REABGHF ETEZOROLIES
PR, FUEBR. FEBR. ALBR. ARBA. AEER. LB, BATE. AL®. AR,
TE. XBR. kM. AKK. TLHK. FRK, A8, BHERKR. 478K,
K., FKFBE. BB, TE. 8. LB, R0, T FTRER, &
B e Fl AR,

FESLFAER ) 6 ARE" X (DS M " R A8HRIE X (DG — N E MMeEdh., X
(LAY T AL R RBRIRGH XA L. EEST, X(OREHT ALK
RAE R XAL, SOATINGRAYHT XA L. KRR GHEARAAR
K22, A TARKRE XELEGALNGAEY, TUHRBF LT
RN Y, L AL RIEEN S TFTRAZ MET. BEHSHTLOIEE
KEA Bl ia FFEF LB, £ B, DMSO. L. LEEALHBLE, X
ZEAVTALIEK, EEABRAR M T HEN. L KBRAZ HE T
B 6 E T AR R AR A IR REY LT T E G REMAR
SR T RERALESYH. KRRV QLIEFTA X LIEH S,

5%

AERGRABTABLSMHF kbE, ZEF T —LARETH
FERAIDF, KB —BRBEAARE HERTRE T @A E T O FK
IAFENEA KD . AR — BB AA R AL 4 241 & X)L A7
F B BT BR T T &4 R B A Y. Ao . BRI
AAxT AL T M VA B R B8 TTAT M,

AR A 42 S AT 18 1T proto(RIRAK G 45 5 AL 4). 42 5 A BB
(partner)#) X 149 2 42 55 2 BLABAR 69 AN BR/ 2% 55 AL BBk 64 BE 55 415 B Ak 49
7- 54 P3| A 0 B AT B - R -2 SR T R AR B R R kb -, XA o 8] 4R 64 5
)4 4-38 -7-F 2 vk, A4 &R S #K(W0200382289, WO03/000690A1)
. Ehe X ERT ATE, IR AK R SR T i L B A 15 44 AN BR SN BR B (dm

21
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RB(OR'),, ¥ R A#MERMARMLFEF R A H R C-Co-lt i)t 421089
Suzuki X XABIKE L 2 4-18 2-7-7-F 27312k (2; WOO03/000690A1)it —F F
RRAL(FE 1), A FRARREDIRRA SRR GG T e 2 55 A B3R

18t A7) @3k o, we . vEed | wbeR . wbed . wRey . R Feoked g B0
Y. BER R AN EL B

FE 1P e E R RS R4S 2 Ao E 49 AR T8 3T Suzuki X XABHK
B 5 A3 0 F A R 1ed . 5 AR R o5 IR BR B , 1% ) ) dm4E(0)YHEAL A (32
B3 A w9 (= F A - 42(0) 4K B (4o, BRBRAT KB IR ) 69 618 641857 (51
4o, 1,4-=%%8%)F, & 5IRM4~100 °C)F #4784, % R & 185 R 2
Gk AN Ao 5 K AL R AR 2 T A R A Fe 5 PR BR /BN BR B T B
RAF, — T8 K (b Ao 5 A ANER /AN BR BE 1O R AE LK, SARAR IR —
AR TTAE ) F AR T XK R AT 4] &

ETENHFET, RABAW EATZSL,

ZE 1
fr» hﬁ ﬁr& -
RB(OR)
'SOPh 'SOPh 'S0,Ph
wooa/ooosgom
0.0
Br RS
Br  Rs m’R /KY\&R
I”>NT TN RB(OR) 'SO,Ph S0,Ph
5 SOFh
d
lRB(OR')Z

R

RS
4 N/ N

KA A= 44 a) PA(PPhs)s, DMF, NaHCO; (7Ki&i#%&), 100°C; b)i) NIS,
ii) RB(OR"),, Pd(PPh;);, NaHCO;, DMF, 100°C c)i) mCPBA, EtOAc; ii)
(MeS0,),0, Me,NI, DME, DMF; d) i) Pd(PPh;),» NaHCO; 3 K,CO;, DMF,
100°C ii) 6N NaOH(7K %% ), MeOH, 70°C; e) Pd(dppf)Cl,, B4 8 = 57+ B2
@& (bis(pinacolato)diboron), KOAc, ="%%, 90°C

Fo R (1) AT ARE A R 2% 73] F A v md 7T oy 451 ko wk w4 52 10,4 (10) 38, vk o B9 B2
BR(13)4)&. o F K2 P&, BRORCEATEALH T AFBEG K
AL IE R A X T W ea s, MBS BHE LB KSR T R VA #|&ott,

R

22
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ke 8, 1% F N-i2 I 36 Bt I iz 649 12 AL BB T 45 2406 41(9), 37T 5 ALK 7
o ROX(EF X ABELA, AR ERRTRE. ZAFTHRL. FX
FERR AR T AR AR L, 155 A 10 2 11 6940 2t e etbnd bR R 5T 7 Ak Ao
T EEAY, BT REMNMAELET, EEHEN e ErkaR = F A T8t
RAERET, AWERAT AT,

Bk FAR AR G MR An B 5, X 10 ARA- 40 7T VA 4 69 R 3K 549
4K (regioisomer) 3k A FF 7T 66 49 X R A MK RAW O H X0 B d k(FH+ R
AR ARG E—A NRTF L), BHRF T RERFAERGRSMHA0 F 11),
KL FAHRT RN B RAEES AT R T BTG N BB LW IE 77 ik (o
iR EEE) B, B0 Fo 1) i)5 R4 3R BR ALY A%, 19 2R
4o 15, HTARE G R 3 F AT TR A XAV Y, K i) ERGGEE R
PVGEAET, £ %, £HREEA90C)T, H4e0ELR (Zex (=
FAME ) 2R gk 4E(1D), AT AAL R L T s AN BR BE 4o 13, KB X 13
B M 7T 52 AR R 2R 75 4e 6 14T Suzuki 1B AR X, 15 699 3R, H TR
BHE3HALH XA,

HE2
NO. NO,
~NT O,N O,N
a 6
R fo = |" —- ~
o To N — Z
IR R Y R N
o] o 3 B
L, 8 R 9

N NSO Ph 1o 3
14 2

KA F=41F: a) DMF, 80 °C; b) M, EtOH, 70 °C; c¢) NBS, DMF, %i%;
d) R’X, NaH, DMF, %i%; e) KOAc, PdCl,(PPh;),, 1,4-="%}%, 100 °C; f)
Pd(PPh;),, 2M K,CO5:  1,4-="%4%(1: 1), 100 °C.
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RA, RIBFMAR 10 TB 144 7 481049 3K T 8RR B RANHNH, (3 ¥ 7 2
VA% 2K T A% ) AT T HLE 7 iR AT & )AL B A A K 12 #4905 Rk B4 64 %)
&, RETIEZRA2)E —F A FBUIR 6 IR A BB R A £ R X 10 165
#, fF R Gk i B-N BT AL (F £ 2).

3 FE 3 FET, TH AMERALTAE Y40 15 RIBTNH LT R
JRLJR A Fehe 16, 7T LFF R IR T 15 098 B (Bl 4w, EHBAKER PE
HAAEY, NEEN P TEYAAALAA TR LB RBITER), BT
FEIXA R'X o AX(HEF X ABEAH, #lfarRFadE. ZAT#HK
HK (trifluoromethanesulfonate). F #5842 & (mesylate). F R 7% B4 A& (tosylate)) 49
PSR, TR A R R 16 H— B RALAF B X 1 1Le4h.

BAE R X 1AW e Rl k. BLlX. KL, L. WL, #
Btz & (sulfonamides). ARBLAE £ (sulfamides)fr 2L T ERBS X . BLIe) S A7T
B K 16 B 17 1LY A BAL XTI L R T AR, AT B XF) LIS BLAL.
BR B Fo Bl ABFL ) 4o HBTU FLE9 R BE. MR R T e i FT7 Ak TR )&
VAP, AFABREELEX 16 X 17485649, R i)EERER T, AL
ARFMHLEX 16 3 17 /LW, B R BXARAIBITHR, R i)EEK
B, B RSARIER R ARFNHLIE, B AKX 16 &K 17 04435 4.

FE3
R® RS H RS
ON H,N R1 N
N N
/NN-'R3 = N"R3 . o N_,Rs
Re - r a R - . b -~ "
1 s R? g
Ny R N N
RS RS Y
N N
15 N N e A
M
4 R‘I
d R'
B e e bR p R® | Ro
20N
YN \IS(‘C;;« AN R mo,
ol . N
Hy 8. N, =N N—R " N—R? =N N—R )\lN__R3
R4 oy R4 = R, e, R4 .
= = s
O w P D () Re
it R® 1bN N R 1c " R® 19 NIRS
12 H H N H

A+ AL H: H, CSR% C(O)R% C(N)R% C(O)OR?, S(O)R?, S(0),R?
EF XABELR, FlonE, ZATHEME, Tl FREBA

KA Aot a) Zn, AcOH, %ik; b)R'X, EuN, THF, i&; ¢) AX, EbN,
THF, £i%.
R AR, K 1T EM S IR RAHRT b 4R 1{Z(1-F
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AT T AN R ] L H-o8 F[2,3-b]t2 (18) (38 Tetrahedron Lett. 2004,45,
2317-2319 W A ik 69 &) HIEA mw frkvd b, 8k F5 KA XA
R k4| &. A Bl4omt FALHRK 18 494742-1 B F R A RX 19 b4, L
18 #94R15-FA & F RELA-78°C AT T AR 6y w9 Sk i iR AL 38 A ARG
X 21 1AW =T B Af Hude BB L #K (Tetrahedron Lett. 2004,45, 2317-2319)%F Frid
B EATHRIE. BRI A K E RIEBl4od 19 3 20 Kb 21 F) 22)7 4] 40
A A R (Ao AN B TR SR (Ze TR T, W RAR-REIR G 19 K
22)Fe0 LEBER AR TRk, 20 F= 22 5 AAB AT KBS 4o 13 49 Suzuki /B34 T i it
R TR 2 ¥R EFRTA, FEIX 23 694, XA WIRQRI)Tid T
1R 75 5 3 F Arik 6 5 AL A X()Le4.

RG
R3
t N-pn”
cl ' g N
/| N a Me b Moz A ON AN
RIAX[ZN — ry — <) B
\ > R4 N o "
TIPS R“"SNTTN N pu 0 13
18 9 TIPS 20 o
o I RS
F RS R
F -~ R = | /N N/
b O,N
I - —> \N N + =
R
re NN Re )/\ o-B

21 TIPS 2 © 13 /fxo

X Fe 44 a) 4¥-BuLi, THF, -78 °C, #X/&Mel; b) Nal, AcCl, MeCN, 4%
& (uwave), 150 °C, 15 min; ¢) Pd(PPh;),, NaHCO;7Ki% &, DMF, 100 °C.

KA, wF RS FHATTIEA LZHEE RCAHBIREIBIK, EEEEH
BT A R 2R Mok Akt o F o7 R 5 o B AR BRAX 89 42 w5 o vtk 5T
BT H A R Ao AR LEESEN LT A ERTHE, X 1000587
SR 3T TES M T OAAREATENL R ARG, R TITEF
R, THARNKBREZE AHoWl4e, BRA. BBLE. SFEBLA.
F AT BLASIOZAT, A% B EA R ] kot F oA AT AL (R R AT AL
), FFE|F A4 24, 128 RPX 4% 24 #ATHRAN, FAEBRGHBRITKE
RS E M EF (e 1,4-2"FRR NN-—FRATBUERVEAT, AFHRELAE
Wk 100°C)TF, 4&MA4pEALH] (SR 32 v (2 R A B )A-42(0)), 124 R 691k
A4 25 5 F AL eh R 2 v RN R 4o 14 #E4T Suzuki R IABBRE B, 133X 1
4.
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FERS

O,N

Br

XFl A=A a)i. Sn, 6N HCL, EtOH, 70 °C . ii. R'X, w2, £i&; iii AX,
CH,Cl,, ®t°Z; b) KOtBu, DMF, R’X, 0 °C-% i&; ¢) Pd(PPh;),, 44244 NaHCO,
K& %, DMF, 100 °C.  d) 6N NaOH (7Kix#&), MeOH, 70 °C.

W FE 6 FH TR R LR Ey T i T RAREy
26a #= 26b #|&-1F3]. R &R MELES 14 5 X 26a LAt L EIEK-K
FAAF AT HATA MG Suzuki 188K, 1FE)FH4K 27, BT —F
564 4-BAFEMBLABIL, 153 28, THAPBLRY AT RRIKE 29, %
AR BRL 7T BT, Blde b = LT BRR B BUKIE R A, FBEF 40
=R F TR BEE, ZRE 29 T4EA R AAIKA R X(Zemt Fi7) #4175
AL, MER AXGEF XREABEFARAwRNE. ZATHBEA, TR
R A, 53X 11454,

R AL 6 F AR T 18 i AE IR A 6 = 24K 55 K 26a 2 26b F F 42 7
" B0 BS BE (14) VA B fo 3K 240 B B (N-Boc-4- 8 F A B8 )2 9] #E 4T 64 79 /> ik
% ¢4 Suzuki 1BIKEFL RARE B3 KAF.

AAUR—FREARAR B LB F HTY R ZE S 31afe31b £ &6 R4
ek kA Bl 32a 3K 32b A A 49 R AR o3 R A vtk e (B ST A8 A A M IR A
4o DMF ¥, 4RAF S, B A RPX LR AL, &F 6435 2
AW ARTT T R AL LR F 697 H 4 & (7 £ 6).

K6
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3 R R:’
R —
R 0._.0
— B Br— %S
R5
EN & RS a RS b
8 . R z ] .
Br “N
26a N ~
14 SO,Ph o NN
SO,Ph
P
BocHN 1 | R® H.N R R
P A \ X ,i' R
\ s c \ d -
4 —_— — R R
R = Ra?(; \\
9 A s
” N~ g N R =
N 2% - 30 \
H H N-< R
= -4 ok > N
T T 6T e ey B K i
RS B RO R X R RO RS R RS RS
>_,\ - ,—g _ _; _ >—/\ for a
S~ ~8r gjx O #~x RI=N A~x  RE=N_ -y s # Br
e 260 X 31a R 31b X 32a X b Br 26a

RAF2 %4 a) PA(PPhs),, 2M K,COs, 1,4-="%4%, 90 °C; b) N-Boc-4-£,
AR A FABLANEL, PA(PPh;),, Ba(OH),, 1,4-=*%%, DME, H,0, 80 °C ; c)
i.4M HCl, =*%}%, ii. NaHCOs;, CH,Cl,, £:8; d)i. R'X, TEA, THF; ii. AX, £
¥ XABXARARKE.

R 2 gl oAk Ao e A R 2 o3l ok BT 7T o A 4 A ARAR T BLBR(33, R P
X=S)& TEBLIE(33, H ¥ X=0)EMb%|&. wFE 7 ¥+, EARNKTE
Jie R LB ) LB R 5 I AL 32 a-iR BR) 34, £ —AP LT A3 3R 35(2L F
X=8), HRAEFH—FHFLTHFH Vot 35(LF X=0). ZELK Tk T2 F 12
BEAE R EF do fAF ¥ RATIE, ZIRAE LR 36 7T 5 F 4% w5 R A AN BR BY
%o 14 #AT Suzuki MBI L AL 5 75 3 F AL 6 F 4R 15 £ MG F 7
&, TR R AL A K 1A e R et forled K4 . AR — IR
AT R LI RRIOR T R VARALAEY) a-18 BF 34 ¢4k 4F, TTIRE &k iF ATk
b o e Aok 0 M AR

R® R®
ON__ N
ap! A N
\n/\Br T S—RS
o X O % ox
34 33 )
X=-§ KO
R - al N=
ON- o_o mlj\\/x
| ? < ONTN S J\ R
W o~ R R[N - . X
g X {Ni'?> K ‘*\N’H\/;S
. SO,Ph 37 PhSO.
X=8$ & O 14 X=S % O
R® R?
N=¢" N=
N X f.9 N
= \[}S—Rﬁ fI\ R E I
R Sy
% " hé!hso ! v
, .
X=8S X0 X=$ #0
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RKF A= %&4F: a) EtOH; b) Bry, CH,Cly; ¢) Pd(PPhs)s, 2M K,CO3(KIEIR),
1,4-="%J%, 100°C; d) Zn, AcOH, EtOH, 70°C; e) R'X, TEA, THF; f) AX, TEA,
THF; g) MeOH, NaOH, 70°C.

Xk KL e b K THEFE 8§ THAMGRITE E 1L
(homologated). 7 % T A T 4| é‘i‘i‘? m=1 ¥ X 1L, A EUTFE
2 PETIRMLFE FE, FHE R 4-TEBRE TR IFE, FX 44 o)
otk ) $ BRI IR T AT KRR, TI3E| X()ARA B, 12
J RATIR Cadm ) B HLAGIL T 7 ik, 7T it — T L3R 1545 A AR B (12 )
LR ¥ E4r e Burgess X7 4 32 )Fe F I (12 A S0 48421L ), £, LR
o4 44 69 T1F 5| X 1 TR A IEIL BRAR 69 IR VA R 2 AT

RS

K %axﬁ a) DMF, 80 °C; b) B, EtOH, 70 °C; ¢) NBS, DMF, ¥:&;
d) NaH, R’X , DMF, % i%; e) Pd(PPh;)s, NaHCO;(7K %% ), DMF, 100 °C; f) f%
KigVE A (HCL H,0)XFiL B4 A (PtO,.H,0,EtOH, H,), /&£ F %, R'X,
Et;N, THF #=/3% AX, Et;N, THF
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E—FER T, BFXN)KEHeF AL AR, TROBMETFET

13 44 ok o 18 33 FHAAR B (Heterocycles, 1988, 27, 371-376)464L 4 45, MG £ &

B IA 150°0)TF, £X 6 1e¥ Lt T8N 69 BB R (£ B he sk

ﬁié@) 1% 3) L AK(Chem,Comm. 2004 7, 778-779)%F Fri& 69 93K 46. L la]4K
f%2%3¢% L6 R A X 1S,

RG
R O,N
3
H R b /N/ "
N —_— R4 N
Wl b = (e
SO ,Ph =
R? 45 46 N RS
Heterocycles, 27(2) 371-376, 1988. Sozph/

Chem. Comm. 7, 778-779, 2004.

A RE

KFFa 4 a) HNO;, H,SO4; b) Cs,CO;, DMSO, 150°C; ¢) Zn, HOAC,
EtOH, £i%; d)6N NaOH, MeOH; e)R'X, TEA, THF; f)AX, TEA, THF

MR TR 10 F 89 5 oM Rk A ok ek B MR T 4R4E T & o9 A it
A6 S B 48 T do Lak(J. Med. Chem. 2005,48(7) 2509-2517)%F Ff
Al 4-FHAR-RKFEA 4-F BRI -7- 5 479 2R (US2005154014) ¢ &_EL 4] &1
3], b4 48 G kel A v9 IR 49 694540 T8 i % — 3 A F) B4 R’CHO,
EBAEH (Rt A Z R CBRE)VFETAERTAR; A KELRHNRX)
B a9k 49 AL, 1FB| KIRF MR RAY, HTi8iL4 58 F ik K
RSB Z T EARTAEA 5 E 3 A0 4 P ATR M F ik X 1 1o,

FE 10

US2005154014 48 R¢ /
PhSO/

J. Med. Chem. 2005, 48(7) 2509-2517
J. Med. Chem. 2008, 48(7) 2270-2273
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X F) F= 44 a) i) NaCN, H,O/EtOH; ii) HNO;, H,0; b) CF;COONH,;
¢) NaH, R*X, DMF; d) Zn, AcOH, EtOH; e) 6N NaOH(aq), MeOH, 70°C; f) R'X,
Et;N, THF; g) AX, Ei;N, THF

ARAE SRR TR 6 ik, B I et R AR 4 & T4 T 7R 11 F.
4o L #K(J. Het. Chem. 1996, 331(6), 1707-1710) ¥ ik, 1# 8 = F A ¥ BLAE
) IR AR BEREN O F NIRRT AL B, BAX 51 69ibsd. £
LEEF, EZHERMLA~TC)T, 128 F & THABRNRABAIE 51, 73
A G emk 52 (J. Het. Chem. 1982, 19(6), 1355-1361). 48 X #K(Acta Chemica
Scandanavia 1992,46(10), 972-980 #= J. Org. Chem. 2001, 66(25) 8654-8656)
bR F ik, BALAH N-Bkd) 53, MEE1LA 54, HZ4eLBEAAA
FF A AR An N- B AL L RAIF R R 55, B H K S Py F ik,
TRTH T FE 1 FHORBIA X 11054,

FE 11
RS R®

~, 7
2 . )N\ o .+ ON X O,N
R oo 2. RZ NN G N
R3 [ I | N N7 \—R?
3 S
R NH, 52
51 R3

J. Het. Chem. 1996, 331(6), 1707-1710. J. Het. Chem. 19(6). 1355-1361, 1982,

RS RE R®

02N - OZN o HZN
c ro+ d ,N+ ¢ -N
L. o NN s — :\l\?/R:’
R )47 =,
53 \\2- 5 B g 56 6

R3 R?
Acta Chemica Scandanavia 1992, 46(10), 972-980 J. Org. Chem. 2001, 66(25) 8654-8656

|R1 RE R?
N |

R1
| R® 0._.0 A
f.g A’N\©\ . B h 3 .
—_— NwR T NS—Rs  — N R
N’N\ R3 4 - R¢ = = R =
RI=H, Me 7. \ TR 1 RS
PhsO/ H
KX F) #2444 a) DMF, 80 °C; b) EtOH, 70 °C; ¢) 18-CPBA, CH,Cl,; d) Br,,
K,COs;, CHCly; e) Pd(OH),/C, MeOH, H,; f) R'X, TEA, THF; g) AX, TEA,

THF; h) Pd(dppf)Cl,, 2M K,CO,, =*%}%, 100°C; i) 6N NaOH, MeOH, 70°C

128 F ik
AL BRI E T mgiiMAiRm. AFLEBERI A
., TBITREASWETRHERBRRSOLIEEARRTEE. AF L EME
30
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B AE R, AR BHMEF . KM, B AL ) AL
3, PrAE T IARCHEERRTF IS RH R, BEERAE—EFLT
AT fe 5 AL F AR E SR IR T 09 RAFHRE), ENEEBE.
Bk, EREFHRTRY, AP QIR T BRA SR LR
KK & o tmFL AR

K5 M K AR TR

AREBAIA- 37 4] Aurora B, KEBAAHA T 4o TF 49 LI Aurora &
B e TARA L E L EH AN LEHGEPAAER, FFEL Aurora #8848 %E
M I B F T T IR Bk Ao/ RS F e e R, B AR 5] K e st
. BEb, i@itdp4] Aurora L BE =T [T 4m JEL3E 74

RIARE AW TS F LA FAER . E 4o RATUR— AR AR AR PTEE
FR) S AP IR A %, AL, TRTIE R EIRA N 5
HIRRFTHELR AR LSE. BZIRRNHE, A Ti@iTireF
Bk o7, A BITPR SOME Lk P i, R RT R T RE R
o R

A, P TR REPES YT A T RE, PIERBELIER
W, Jo R Bk, FURE. IR, B, EARURLCEE. £EKN,
AL KK ST R LI ETIRT: S RB@mERBZ. ¢
$RIB. MEILABE. IBIFAB), HRB. MG, F4%. BB
WA, A RATRBRT@L. Aok mit., Rt K@it MoE),
MamEmXAERA)E. XAETRE. NB. HEB. SRETHEMB. 1)
BIE; B REGEER@RE. BB, FRILARE. KREeB), FOERE. #*
B, FERIAE), BIRCERE. BREBE. RaoEih. Fuin. £
B . AT REMIKIE), DPRORE. KREB. REB. FAFRABZ.
G fnE g, REMrya . AP AT 4G . L), RM(IRSE . & KIRSE (tubular
adenoma). AREWRMIE. #HWHE. FRIUE);, kLA BURE. 448
KIB(FF@mIB). HEB. Ao, Bl kE@KalRs. Birak
. R, TOVRRE. NRE), ARG, BB, EAEME.
WAGE . KRB, N, RR@ILE. H%RRE. THRIRE. RBAERE. BB
J&), FFRE: FRARAY/E(FFamiesz). MeE &, HEmRBE. o€ g, el
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WRJG. T, B RFTRAB(EARE). LB, SHARMBEDEHE.
A RBE. LB KRB EWING's sarcoma). SHEREHE(MRKERRE). %4
MEME. SHEDRB. BEB. "TRETB(FRFTSNET
#. )(osteochronfroma(osteocartilaginous exostoses)). B 14K E & . ARIKF @0
& . 3R KSR AR 4T 48 9 (chondromyxofibroma). T B A E @G, MR
Y KPR, BB, AFR. BB, SRR R, RAESGR)R
7% . PJE P /& (meningiosarcoma). A2 KR & R), R(EH @G . RATE
TmRE. WERRB. EERERE. LA MABENRAE). BHBEEE.
B AP Z . PRERAYZ MR . ARMITRE), HH (PR %
. R, WRIRFE. NRB);, af FEFTAERE). THRTHE.
¥ 9% AT 5 30 & F 5+ % (pre-tumor cervical dsplasia)). 97 £ (97 £ & . Rzt EIR
. KERMERE . ARG RAE), KIR-JEOME 4 I 7B (granulose-thecal cell
tumors), -k = K 480 7 (Sertoli-Leydig cell tumors). Fltémfesg. Tk
wrfe G SMIA(SRmICE. LENE. BB, 44 A (firosarcoma). B &
7). A8 (& 90 5% (clear cell carcinoma). #Kafe sz . %) 8K A BEAS
AR E)), WIPE (&), mERF: ok (et d oK (myeloid
leukemia)(Z M AIZ 1), LMK E ML G . RS MG f k.
THEAMAR, SAMTHME. FHMEAFFTEAE). TAELKA. 3
A KHEB(THAATRE), KK SHEZEB. AR@BE. soR@0
& FRFRKAE. BB L E % HE(moles dysplastic nevi). A8HF /&, @&
B RIRA NG, BRSE. FRB, PR LR WEE@EE. B, X
TR AR 0 RGBSR AR L35 % iR B R 64 R R — I R 6 tm B

B, HRLAREMLETFTmin., LT e RIE"SH"ZIBWEE T A KR
FHAR NS WA T @RIZEFRES T HmIE. ¥ o) RiB"G 57 A 25
TR LB RT FAERRANZ., AWK ZRIRERTETHR Y,
F T ARAR—BRBEARARALA St BARRA L., Ew KR LA 8h, £
FMLHER[ILHGAT . FE KE, —BREREFL. HAL KL &
BHRE. BYAREAE A AR ERET AT 6, F BT b A4 R
BABAA R BT FH R RAL, P ARE" @I ZIEH T A LR
BB ETHRE RO mIC. ALAF A8 EH "R LIEAL LIEHA
HH, HAREISHAR T b EMIK, B, ZFEETFTANSETLE
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B, AEREFATEY, EXAFLIY, HHZEA,

X F AR, RS TIALRZ FPTHEZHRARLETEL. K
kT HF N, TASEMF KB LeH.

LR Fier AN AR, THRLANES Y LIS T RE L 4biE 57 8P
A 9T RHEAIE IT A, Pk ALI6 77 ) Je il -FAE B T 008 7 A4 K A4S
WERBGY, R BEMBEGIEIFMEE TIFA . BXIAEA, TAELH
AL PR B AT (VAL B g F] & R iRA | A (combined dosage) X))
AL BB LCETH.

(e

AL BT EHEZA, THRLAGLES S R MY, B, £
H—7 @, KELPTROERLANSYR—Fr RS A 2HF LT 2 6
GRS ESE B 7/

AL BT VAVARRITS Kl & Fe @K, EFTURREEF
KB EORELAIAY, REFIARHNSIBERLGTH XL T EL. X, &
) BT AL BAE R R T XF| & F 0K, BT HEME L45F
R TR ZoFH MEN RS,

FFTE R G"F ETHS OB AR H F L THEHY R, 8E
PR R, SNV T EBMESHAT R —B ., HBRAN, H/HIK
R iR s by L eastan, AL TELHKBELSER
BRRE RS ARANVABRBER FHAYMEEMTRABF LTHEZN.,
oh, BFBRK A LRLA RS ZHME, AMEFTCRBF ETELH.

AR, B ARKAS Y Fath F LT L6 —FF R S A7) B4 s —
AAE, ZAARESBETOLARELLTHANES. ¥, HEE
HEATHOREHS A, IRE. DRE. AFH. &H. A BE.
B, BiF&. Bk LA EARARER, QM BEILHEFIREER.
2 ¥ % A2 E M (reconstitution)#I4 F|; B)ER KL HHIwBZ XL, (A)H ML
5o )y (S) BN B )40 S B A R s VAR (6)/B 44 2 4 o 2L A |
TR R B MRl RER . AR BRI e AR L A A

SiEN B LT ORI A AT AT EARR R R ., seoh, T
AR BFLEMNHF ETHEZTHBRHA, AMECNELSY T TR T 1
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A, HBlde, TS F FTHEL QB A, ﬁi%?%& )3 56 95 AR Bt A AR,
MAMAE, TAGELLHF ETRTOBYA, IXAY ) B §ﬂlﬁi
LR Y & Filk Tuiﬁ%%ﬁiiﬁﬁiﬁﬁﬁd 24F

EA 2 i%%*ﬂﬁgA%A%M*ﬁﬁﬁi%%b %%%X%
BEF—BERIERGF —HG. TOARFXLEHZ ETREZHRHA, €
MTREA5 3G 5% & A 6L 1L

SENHF ETHECHBB A QIE T EY AR A HEA .
FEAF . BBA . EEA . BVAKN. RAEAN. RN, HIEAH. @ﬂ‘%ﬁ
. BHER . FULA . HeRA . AR RERET . A ER . RLERA.
hemectants(— 4RI k). B4R . B . WHH . AR, Fﬁfr?i . A2
A REERENFZFF, RMUSAGHARAARH BB, Lohy b
B2 IR T AR R L —F4E R, F HARE S| 7 *M%%gﬁg/uﬁﬁ
¥ FEG LB, T AR T R FHEA.

AATB G HARAR B ARFLSENHF LTHEZ OB A UASEY
TATALAY. b, KRB GBEARANTUNFZ#EHF ETHS
H IR A 6 377 RAFFRAT A T BFEE N HF ETHZGRIEA . £
€. #% Remington's Pharmaceutical Sciences (Mack Publishing Company),

Remington: The Science and Practice of Pharmacy, (Lippincott Williams &
Wilkins), The Handbook of Pharmaceutical Additives (Gower Publishing Limited)

#2 The Handbook of Pharmaceutical Excipients (the American Pharmaceutical

Association and the Pharmaceutical Press).
AR P B MAE A ARG B ARAR Loot) T Ao 77 i AT
B &, ERARTALA 49 —2i8 ) 5 % #43i£ A Remington's Pharmaceutical
Sciences(Mack Publishing Company) ¥ .

O AR B R R ko i R AR R O IE—FF R EF ETHRIHRH A, &
A5 o AT B T ARA BT 09 A0 AL W Ao B A e, B T 4RAE F S 2t T R A
RVPTA R W B ag bk AP 2G5 LT IR R T ik B AR #56H]
BRAK. EWER. A . HEF. FAEH. #RF. BASY. aéx—fw&}%‘\
R A

B B Sh 5B e R RLR R AR RAK, AR RN RN, BP R LS de
1. BRI R R M R F ok, H TR LR A A B SAUE A AURIK,

34
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SR S, PR ARAE VRS A K USP #1&-, 188 Ak A IV LR 895K AT
# Remington, The Science and Practice of Pharmacy [4=#] T #2436 & 3 5| ]
v, HeL3E:

o Bf, 1]405% LR (F) %02 8] AEFK('D/W")F , RAED/WH) 4 22 2K
B ("NSSMF, G AE5%F HAEFK(DS/WNF, RADS/WHNSST);

o S R EBEIM 4= £ R K (Aminosyn), £ B & & (FreAmine), Travasol,
B 4o 7 A3.57; 8.5; 3.5, 5.5%8.5 %;

o BAbAR, #1492.14%;

o ERAEETA0, FENSSTF, Hl4010%, REALEDS/WF, #l4010%;

o LHAEEFT0, ENSSYF, #406%, READS/WF, #406%,;

o FIEME(FE4E, D5/W), #1492.5-50%;

o HEEMRAAN, H]495-20%F] F)#EF420.22-0.9% NaCl;

o FLERAKA&(K)#& (Hartmann's), #]42NaCl 0.6%, KCl 0.03%, CaCl,
0.02%;

o FLERE, 0.3%;

o HEE, #45%, HiFrEFEHIERS, #4210%3:H NaCl, 4=
15&2@%,

@M SR ﬁ-/\ﬁ‘ﬁﬁ-‘r/ﬁ' FE4E. RAE. $1LAERinger'sty %

ﬁﬂl’a@éﬂa, 15)4=NaCl 0.86%, KC10.03%, CaCl, 0.033%;

o HEREAN, HHao5%;

o RAALEh, #4045, 0.9, 335%;

o FLER4AA, Hldwl/6M; =

o LB IEFHAK

ATV AR pH T T, 4o RATURC4nth8 % 4 3.5 £ 8.

JLY AR R ARL A EEFRTAN, BRA. DRRFEAR

U524 09 H ARG TT R LA AT, ZAE A B MM TRITAE 61824

3%

T H ALY R Ao 0.001-500 me/kg REH LT, SR
WA FZIRIRAE T EL S FRE, ABRATEGHF T wfgo

3BT 2RI XA L AL A M e AR SN E

Aurora A 88 E M X I
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B R BEBRA RIS, MR AR K B2 Aurora A & 6 2 BE & 78| 7
M. IZIRIRAR I ) 4 F A AL 30 ) IR R A 0 4 RBR AR BR AR 69 B8 ) | HAE
LEADseeker (Amersham Bioscience, Piscataway, NJ)W # 5 £ | & 7% (SPA )
A F 24T,

FRMBBARE A R THRBE/SO KEATHELAKRALEK
Aurora A # B, N-R3%#) His-Thr-% 47245 Aurora A 692K 88 2 £ 403
HRAERGERS. ERENHRE 4 DIFHNE], Ao 5nM K B 8 (38 13 K50 44
TR ET Aurora A #9887E M), BT B- KA Fh ik Kiziauibh Ky
70%%8

% 7 M E 4 B 6 (isolated) B % y- 4 BR (phosphate) AN ATPHE AL 46 745 £ 4
& AL 4 A B K (Biotin- £ T A -RARRRLSFFFFAKKK - Bt ) ) 42 R B 75 A
Lagde . RBEBAGEIT T 7 F kAN R A34-IURAR G &K
T ¥ (Greiner Bio-One, Longwood, FL)¥ i# 47, 1 nM Aurora AB&hn \ 3|4~
0.1 plRRAL A 89 100% DMSOIR B3, HIBF 3004, MBI R
RLRAY, 310 plé RLRIARR, EFA4H6 mMAEE, 1.5 uMATP,
1 uMAKE#, 40 nM 45454 & & TPX2AK(1-43)#9 4%, 0.03 pCi [y-P*] ATP/
3L, 5 mM DTT, 25 mM KCI, 0.15 mg/ml BSA#70.01%%+i%-204950 mM
HEPES:Z%, pH 72. ¥iZR £ TR T #HAT12004F, FBidmA10pl4y
LEADseeker SPA#k(bead)iEi& £ &1k, Frif LEADsecker SPAZRIAR T &4
PBS(A4Mg* #2Ca*" ¢ Dulbecco® & £ 42 4 3 7K), 50 mM EDTA, 0.03 mg
WMEERA M EE GBI R CH & 1% 2% (imaging  beads)(Amersham
Bioscience). B3 iZM, FHIREHFLR. FHZMAE Viewlux (Wallac, Turku,
Finland)#A 15 44 &5 9 1 44

3 F F) Bob B 4K, BB 3 — 46 T4 A X 100%(1-(U-C2)/(C1-C2))& L
H%Ir4), A U A REe91E, Cl A S5 5 (0% 6)e9-F 18, F= C2 A1K
12 5 (100%F7 )3T B IL &G -F 18 AL A T 7] AT g £k #058- y = AH(B-A)/
(1+(10"x/10°"C)Y"D)), £+ A AFK A f, B AR KL, C A loglo(XC50),
FEH D A&E. SN R pIC50 1Bt R (- LA X F 85 Q).

Aurora B # B 7% M X 58
B R DFEBRARIE T, MR AR AL A xT Aurora B & & 5 Be 64 37 %) &
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M. ORI T A HAL A A0 B R M 09 4 BB RRAL IR 7, ST
LEADseeker (Amersham Bioscience, Piscataway, NJ)WA ¥ 3k 22 ) & 7% (SPA)HS
A ¥ it 47,

FRM BRI A A FHRBE/SO KEFHELAKRALK
Aurora B 8, RiAS, 3EAMER S0nM R EEREF 18, MBS %40,
N-K# 49 His-FA471240 5 Aurora B #9 8L 1 £ 344 M RA Kb £
30 °C F¥ 5uM Aurora B £ 50 mM Tris-HC1 pH 7.5, 0.1 mM EGTA, 0.1% 2-
FATEE,0.1 mM 4ABR4h, 10 mM ZB84%, ©4 0.1 mg/ml GST-INCENP [826
-919]44 0.1 mM ATP F &1L 30 47, E1LE, RS 5)(dialysed)Bs
HHEE T RY, HE-T0°C FTHRA,

%7 i PE 4 B 6 (isolated)BE 44 y-HE 8L (phosphate)Ah ATP 4104545 £ 4
Y& 1496 AR (Biotin- £ 2k © A -RARRRLSFFFFAKKK- Bt )i 44 5 B8 5% &
Loyt . RMFBBALB LT 2 F RN R 384-FLKIRAR GG B BB R
L M #8.(Greiner Bio-One, Longwood, FL) ¥ i#47. 4% 5nM Aurora B & 4a X 5|4~
0.1 pl MXAAHE 100% DMSO R MGILT, HFEF 30 54, S A
NERL A, 133 10 pl 9 AR A, £ F4H 6mM A/L4E, 3mM &
{045, 1.25uM ATP, 1.25uM AkE4, 0.025 uCi [y-PP]ATP/3L, 5SmM DTT,
0.15mg/ml BSA, 0.01%#=+i2-20 #) 50mM HEPES i&%, pH 7.5 #= 0.1pl 447
KA 49 100% DMSO Bk .. HiZ R E IR T #47 120 947, JHd e
X\ 10ul # LEADseeker SPA #k(bead)imi& g #1k, FfiX LEADseeker SPA Zk
Bk FAH PBS(RE Mg™#= Ca*™ 49 Dulbecco BEEA #4274 #K), 50 mM
EDTA, 003 mg & FR ALY E X GBI KRR T W A A 2K (imaging
beads)(Amersham Bioscience). F#iZ 4k, T 2r3F iR . W iZMAE Viewlux
(Wallac, Turku, Finland)#% 32 % 25 4 4.

st T 7 od 1wl 4R, 4B )2 — AR A K 100%(1-(U-C2)(C1-C2)) 4k &
A%I4], BF U A R&e9E, Cl A H1E 5 (0% 4))69-F 4, F= C2 Ak

25 (100%¥37 #)xT B AL -F 48 AL T 7)o XEAT K AE y = A+H((B-AY
(1+(10°%/10°CY*D)), HF A A& A, B AR K#FE, C# logl0(XC50),
FE D A&E, HMUESMELE R pICS0 itk (- L&A XK F 44 C).

4m e 38 78 X 0
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1% ) 40 J Y8 FE R IR A AL TR ART B R EF e fOIGTA R B ). 2
8990, B A AR AREAY ta e dt £ A FEA R TR T R 408 KOS EHF
JEAEFR B 96 FUMR T, FMEAF TR, HLAPA KR 10 mM & F 100%DMSO
¥, 1 100% DMSO F 4| & M2t SR, BE 20 NMRES, Hid
MR 500453 miess R AP, FAEMIL LIEHRZE SR, BB HALA,
1% J8l Promega's CellTiter-Glo X7 # & o s & /). AAxT F £ 3245 DMSO
IR et A KT &, AR AKMSER, 444 Xifit IDBS,
Inc.)k # % 1C50 14,

B o b Ao ¢ T ok

%)%t HPLC 4 YMC ODS-A C18 (75 x 30 mm, 5 pm)_E, 1 F 24 0.1%
Z R LB RBER (AR A)F LHECER B), 4 £ YMC ODS-A C18 (250 x
30 mm, 15 pm) L, 12 FKCER Ay TH(EF) B), 34 £ XBridge Prep C18
(19 x 150 mm, 5 pm).E, 1A 4F 0.1%5 84 KIER (AT A)Fe TH(E
F B)i#tAT. M 214 K 254 nm. @it Gilson RA8 HPLC #4b 49 3£ 364)1k
A P 1A AR R IX AT 64 IR

LC-MS 5#7 & 4 Perkin Elmer Sciex 100 % /& % & (APC)/& & L #4749,
LC-MS ¥ #9R G 0518 AR A to(8F 18 VA 47T R).

1% /| Bruker DPX400MHz £/ A B8 v9 ¥ A #4072 5% "H NMR ., 1315
BB T 5% —(ppm, SFEAL)VE T, 1BEAFHAAMBEMHZ) A EE, 55
AMBET RS EH, e TRT: s(B%), dOUE), ((ZF%),
F95), m(% %), br(F4%).

Analogix™ &% % 351% A & Analogix Corporation(IntelliFlash 280)4# £ #4
LB AT A PuriSil #9 PuriFlash(RS 3 SF)A2 #t47464L. & Merck K 4%
R B A FEIR 60 F254 #) TLC(H & &85 )4 .

T @64 A AR THRELAG B 6, FRA TR RKLHGTE.
S0 S BT R 69 5 5 A BRIy k. B AR SR A6 T AT R 64w BLAR ARG R 444
#+3 L #k 4] 4= the Journal of the American Chemical Society 3% the Journal of
Biological Chemistry F Ff Bl 6948 —2L. PR 69iRE VA °C &=, FIA ekt
4#)1% F) MDL ISIS™/Draw 2.5 SP | ¢4 # 4 4. RAEF ML, A KR
e T R LB T B RAF AR T R — TR R . B, TEY
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YE

.-—

TR F A B L
g (3L);
L (4);
L (#AT);
M ((RFR)E R);
Hz (#%%);

mmol (£ & R);

min (5-4F);

mp (J&.%.);

HPLC (& /R & AR &3k %);
atm (K& /E);

tr (FRE BFIA]);

MeOH (' &%);

TEA (£ L&)

THF (@ 2.7k "H);

AcOEt (EtOAc) (8 T.#5);
DMF (N,N-= ¥ & F BtA%);
HOAc (T ),

BOC (& T & A I);

DMAP (4- = F 2 8 A 172);

ATP (Z BB BE 3 );

HBTU (O-% 3 = »-1- 2 -N,N,N’,N’- vg F & P48~ Aok as &

mg (£L);

mL (£7);

psi (/¥ F #£F);
mM (A R)E BE R);
MHz (It #%);

mol (B R);

h (D B);

TLC (% & &1 %),

RP (Z.A48);

i-PrOH (% 7 % );

TFA (= A T B);

DMSO (= F Z#R);

DCM (CH,Cl,) (=& F #%);
CH;CN (T %)
mCPBA (8] -7 iE K ¥ 84);
Ac (TBLA);

ICI (—RALAE)

BSA (4 fF &1 & #)

HEPES (4-(2-#2 T4 )-1-%% LA L),

DMF-DMA (N,N-=

FATEBLE TR LER.
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iB it F R XIS M F 5143 Aurora A 2K Aurora B 2 # & FREA
F 10 uM #9 ICso. TR BLIA T A RR IS F E N EMLEH 5 M AL AR

k3B # M) 2 R
@NTN N ' ‘
o N-{4-[1- T 2 -4-(1H-"t%-F[2,3-b]?h 7 -4- £ )- 1H-
%4 1 s ot -3 A F ) N A
\rN\g/N ‘
Poa N-{4-[1- T 2 -4-(1H-71 "% 5F[2,3-b] 2 -4- 2 )-1H-
S 345 2 0 st 34 AR ) N-(1- F 4 2 )M
/\
?\/N\LI/N .
~ N-{4-[1- T & -4-(1H-" % 5 [2,3-b]*l "% -4- 2 )-1H-
5 4641 3 T st -3- R KA -4 Dok T AL
O"lf" )
%g@“ N-{4-[1- Z & -4-(1H-7 "% 5[ 2,3-b]" 72 -4- & )-1H-
% #4) da ! st 3 A -1t T B
/J‘\LI/N .
~ N-{4-[1- T & -4-(1H- # "% F [2,3-b] ot *& -4-
N )
% 3.4 4b " A)-TH-vte-3- 2K K ) -NN-= F Kk
//"/ .
0 N-{4-[1- T & -4-(1H-v%-3F[2,3-b] 7% -4- K )- 1H-
E ) 4¢ - e 3o R A} -1-F - TH-weE-2- F B e
\o/jl/u .
%“ N-{4-[1- T 2 -4-(1H-"1b "% [2,3-b] it 22 -4- & )-1H-
N //
T4 4d " Abed 3 R A -2-(F L) Lt
VN\L(N
PYa N- 2R & & -N'-{4-[1- T 2 -4-(1H-"t. % 55 [2,3-b] ik
5341 de pe 42k )- TH-m o -3- K R 2 1
“orra
~ N-3-BEF & N-{4-[1- T & -4-(1H- 7% 5 [2,3-b]
%34 Sa v’ 77 -4-4)-1H-ot o -3 2 KA ) I
'N; N\LI/N
~ N-{4-[1- T 2 -4-(1H-"%-7+[2,3-b] 72 -4- & )- 1H-
%4 5b v st 32k | 3 A N 2-mb i A
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T
%’“ N-{4-[1- T % -4-(1H-7tb =& 5 [2,3-b] 92 -4- 2 )-1H-
4] Sc s st 33k A N3 M
Z]T" ”
%’“ N-{4-[1- T 2 -4-(1H-"1.7%-5F[2,3-b]*1 22 -4- & )- 1H-
F 4] 5d v e 3. R AR ) -3- 42 Ak - 1ok eB bt T B e

34 Se

N-{4-[1- T & -4-(1H-7 755+ [2,3-b] 7% -4- & )-1H-
s 3 R -N'-1, 3 e 2 A MR

N-{4-[1- T 3 -4-(1H-7 "% 5F[2,3-b] "t 72 -4- K )- 1H-

% 34%) 5h

% 34) 5F " sbed -3 ) RO N2 e A
RS o N-{4-[1- T 2 -4-(1H-"% -[2,3-b] 2% -4- £)-1H-
% #4) 5¢ at ot -3 2 A N4 AR
i
é/u\g/n )
N

N-(2- §L & K £ )-N-{4-[1- T & -4-(1H- #t & 5
[2,3-b]hm2 -4- 2 )-TH-vrtode -3 3 K Bk

S
o %’ N-(3- & R L )-N-{4-[1- T X -4-(1H- sk & F
%364 5i s [2,3-b]rtb o -4- A )-TH-vihmk -3- 2 R
L
DA N-2- £ & K £ )-N-{4-[1- T A -4-(1H- % %
F34) 5j L [2,3-b]Pt o -4- ) - TH-stmk -3 K ROK
i S N-(3- & & K A )-N-{4-[1- T X -4-(1H-#t #&
x4 Sk gt [2,3-b]Poa -4- ) - 1H-stbr -3- 5 R Kk
&y,
o~ N N-{4-[1- T & -4-(1H-1 % F[2,3-b] ot 72 -4- 5 )- 1H-
74 51 pe ot 3o RO N [2-(2 A F 2R A )k
J\QY g ) N-{4-[1- T & -4-(1H-7t % 57 [2,3-b] otk o2 -4- 2L )-1H-
%464) 5m At ot 3K A J-N-[3-(Z A F ) K AR
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N-{Q2-[(=F AR FAIERAIN-{4-[1-T &
-4-(1H-7tb %% 31 [2,3-b] b 72 -4- 2 )- 1H-vb 4 -3- A )R

% #%) 5Sn At B
TOUYVTL INGUEFARE) T AIRE N2 4
%ﬁ -4-(1H-"1t 5 57 [2,3-b] o2 -4- 2 )- 1H-wtb e -3- 2 K

34 50 Pk

%A Su

o N-{4-[1- T 2 -4-(1H-7H"%&- 3 [2,3-b] 72 -4- £ )- 1H-
%4 Sp < stk -3 R AR -N-(3- AR )Mk
- AT N R RN (4-[1- T K A-(TH- o S
EH#45) 5q ! [2,3-b]et % -4- ) - 1H-vtb e -3 3K KO
. N\[O(N N\
*C( ~ =" N-{4-[1- T & -4-(1H-?b%&-F[2,3-b] "k %% -4- X )-1H-
S #4) 5t v stk 33 A ) N-[4-(Z BT ) KA
M\LI/N N
~ o N-{4-[1- T 2 -4-(1H-*"&-5F[2,3-b] 722 -4- 2L )-1H-
52 45 Ss - ek 32 R ) -N-(2- AR R ) IR
N\“/N
~ N-{4-[1- Z #-4-(1H-" 7% 3 [2,3-b] 12 -4- £ )- 1H-
%364 5t s ok -3- A R A N-G- AR
ISR AU , ‘
‘ Soa N-{4-[1- T 2 -4-(1H-"Ho% 5 [2,3-b]oH " -4- 2 )- 1H-

w3 ) AR N (4- UK ) Bk

N-(d- . 28)-N-{4-[1- T A -4-(1H-17% F[2,3-b]

%364 Sv PO -4- 25)- TH-ste -3 3K 3R K I
@NTN i
¥ N-{4-[1- T & -4-(1H-vtt.7%& F[2,3-b]#Ht o2 -4- % )-1H-
S Sw L oo 3. )R ) N2 R )M
@LT" N
o N'-{4-[1- T A -4-(1H- v % 3 [2,3-b] vt *% -4-
%3645 5x At - THterd 3K ) N-F A N-E A M
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= Poa N-{4-[1- T % -4-(1H-stb & #[2,3-b] 7% -4- £ )- 1H-
% 6 ae ok 3 ] AN TN F R
¢ 4 N N- Z 3 -N'-{4-[1- T % -4-(5- .- 1H-7t. %% 5 [2,3-b]
5% 3645 7a 0 P -4-2)- TH-wHwt -3- 20 3K A
Y R 2 N-{4-[1- T % -4-(5- £ -1H- vt % H[2,3-b] it %2 -4-
534 7b s - 1H-tem -3 15 A )N SR
PO,
YN N'-{4-[1- T 3 -4-(5- #-1H-v1t & 57 [2,3-b] ok 72 -4-
E ) 8 Bt A)-TH-vtr-3- K KK} -NN-= F 3Kk
m%;"h N- Z & -N'-{4-[1- T & -4-(5- F A& -1H- ik & JF
£ #4) 9a * {J [2,3-b]#t o -4- 25 )-1H-sbmd - 3- L R K
o %“m N-{4-[1- T 2 -4-(5-F 3 -1H-vb o557 [2,3-b] w72 4-
% #.45) 9b ae )-TH-teok 3] ) N IR
’Aif"@‘ ) |
o N'-{4-[1- T 3 -4-(5- ¥ 2L -1H-stb & 5 [2,3-b] Wt %2
#4510 e -4-3)-TH-stbed 32K R L -NON-= F R

EFEH] 11

N-(4-{1- T #-4-[2-(1,2,3,6-79 £-4-wL7% & )-1H-1t
&5 [2,3-b]o e -4- A - 1TH-tbrd -3- 2 ) K )-N- K
E-9) 3

=4 12d

< ¥ {4-[1- T A -4-(1H-1be8- 5 [2,3-b] ko -4- 2 )-1TH-wib
%464) 122 L s -3- kR A SUK F 88 7 s

O (4-[1- T 2 -4-(1H-"H "% 5 [2,3-b] Pt -4- 2 )- 1H-k
%4 12b A s 3R UL T B 2B

d“{ L N-{4-[1- T $-4-(1H-st 7% 5 [2,3-b] b2 -4- 2 )-1H-
Eied)12c | " ot 33k A ) -N-[4-(F FUR) AR

Sabach

T AN N-{4-[1- T 2 -4-(1H-"He "% F-[2,3-b] b7 -4- 24 )- 1H-

sbod-3- K KA )-N- F AR
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FHEH| 12

N-{4-[1- T A& -4-(1H-7 " 51 [2,3-b] o7 -4- 2 )-1H-
o -3- ) KA -N-[3-(F ) KAk

N-{4-[1-{[4-( T £ &) KA F & }-4-(1H-L 7% 5F

F 34 16b

=34 13 [2,3-b]b o -4- 2 )-1H-sthmd 3 3 A N Mk
Qe ot
ANSS N- & & N'-{4-[4-(1H- #t & # [2,3-b] " °2 -4-
4] 14 " H)-1H-stbod 3 4 A ) M th Bk 2k
RSN Ve 1 SENERCR((ES X ¥ AU S SEE ST S
2y 0 )-d-(1H- o1 7% 5 [2,3-b] %% -4- 25 )- 1 H-ote ik -1 -
%4 152 AT B
NTN )
A
~TT N1 24 A2 R TR -4-(TH- K 5
E 341 15b T [2,3-b]rtb o2 -4- 2 )- TH-vt e -3- 3 FOR ) -N-F R Mk
R AU L NI CEE SES YEREICRIES & EIL S SEY
L AR R )-4-(1H- 7% 5 [2,3-b] ot 7% -4- 4 )-1H-vtk
% 3.4) 16a -1- K TR
ERE e FST S IEESE

N- T 2 2-[3-(4-{[( % % & A
#)-4-(1H-t 7% 57 [2,3-b] b o -4- 2 )- 1H-sth o4 -1 -
AT B

2-[3-(4-{[(F A RSB R} KK )-4-(1H-%

L) 17 & FF[2,3-b]otb i -4- L )-1H-stbedt - 1- 2K ) T BL AR
@] T o N- X 2 -N'-{4-[4-(1H- #it. *& F [2,3-b] * "% -4-
(= /\ H)-1-(m9 R-2-ok b A F K- 1H-ek-3- R R A )
%3649 18 ’ Pk
Rgeuhe N- % & N-{4-[4-(1H- ot & 5 [2,3-b] % -4-
s 19 | B)-1-2.2,2-2 F. T A )- 1Hevtoe 3- K5 KM
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OO
o N-{4-[1-2- 52 T AR)-4-(1H-w1k 7% 5 [2,3-b] it 2K -4-
5 345) 20 ¥ A )-TH-otmd 34 R A )N MR
N\n/N —
OO
%’ N-{4-[1- T #-4-(1H-vtk 255 [2,3-b]otb52 -4- ) - 1H-
M~
£ 4] 21 ) L SES SRS ¥
N\rrN
o - _ g
~ N-{4-[1-(1,1-=F & T 3 )-4-(1H-7. 7% 5 [2,3-b] "tk
%45 22 - 42 ) TH-ote b -3- ] 5 A } N3 A MR
N-{4-[1-(1,1-=F X T ¥)-4-(1H-"1t %% 5 [2,3-b]*it
B 23 "X -4- 2 )- 1H-sikode -5- AR ) K )N M
N- ¥ 2 -N'-{4-[1-(2- & 5 -1- & )-4-(1H- 1t & 7
1) 24 [2,3-b]7thoz -4- 5 )-1H-vtb ok -3- B R A Bk
N-{4-[1-(3-# A & £ )-4-(1H-#k 75 F[2,3-b] &
364 25 -4-)-1H-vrbed -3- 3K R AL -N- ROk
N-{4-[1-(2,3- =% & & £)-4-(1H-1% 57 [2,3-b] ik
F 34 26 U -4-HO)-TH-sied -3 K R A -N- R Ak
N-F A -N'-{4-[2-(1H-#kb "5 F-[2,3-b] w22 -4- K )-3-
%365 27a X AES 93
-y :\s . N- 2 2 -N'= (4-[2-(1H-7be % 5 [2,3-b] 7% <415 )-3-
3645 27b L o R AR
Oy N,N-= ¥ % N'-{4-[2-(1H- “tt"Z\ﬂ- [2,3-b] 7%
% 4] 28 o R)-3E BRI M
Oy
~ S N-{4-[2-F 2 -5-(1H-"H 255 [2,3-b] o -4- K )-1,3-
52 #.45) 29 Ty o4 A A NS AN
p(
YV% N- A -N'-{4-[2- F & -5-(1H-". %% F[2,3-b] oz
7N
52 3645 30 . A )1 3evsd -4 A
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4 31

N,N-= F 3 -N'-{4-[2- F XK -5-(1H- vt % 5 [2,3-b]
heg-4-2)-1,3- ek 4 R

364 32

-5-(1H- #t % 3 [2,3-b] *H "% -4-
R Mk

N-{4-[2- F &
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A)-1H-wbed -3- 2 KK ) -N N- = F 203k

F 45 114

N,N-= Z & -N-[4-(1-(1- F & T £ )-4-{2-[4-(1-7k
R A TR ) K A )-1H- vk % 5 [2,3-b] ot 7R -4-
A J-TH-stbme 32 2O ROk

F ) 115

N-(4-{4-[2-(4-{[ TE Q- BF T HAYR KX ]F A I XK
A)-1H-vk 75 5[2,3-b]ot oz -4- A ]-1- F A -1H-wb =
K SE S SR SoA LY

LA 116

N.N- = Z & -N-(4-{1- T X -4-[2-(4-{[4-2- 2 T
A)-1-90% A F AR )-1H-mb % 51 [2,3-b] ke
4 - TH-stemd -3 20 3K 5Ok

LB 117

NN-Z T A -N-(4-{4-2-(4-{[ T A 2- 2 TH) &
A F AR A)-1H-E F[2,3-b] o2 -4- £ ]-1-F
A-TH-mbee 3-8 R ) M

EH45) 118

) e

A0

"N
@

NN-= F 2 N-[4-(1-(1- F 4k T )-4-{2-[4-(1-%%
% K T A ) R A ]-1H- vk & 5 [2,3-b] otk °% -4-
R - 1H-temk 34 ) K A MR

LA 119

2- T N-[4-(1-(1- T 2 T 2 )4-{2-[4-(1 - % 4
AT AR A TH-w % - [2,3-b] %% 4- £ - 1H-
e -3-20) 3K A ) A B

E 4] 120

N-{4-[4-[2-(4-{[4-Q-Z TR )-1-%k A K] F A} K
A )-1H-vtb %8 5 [2,3-b] st 2 -4- £ ]-1-(1- F £ T
A)-1H-wtbr -3- KK} - 1-meiodn W Bb AR
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=) 121

N'-[4-(1- T & -4-{2-[3-(2- LAY K A ]-1H-s 7%
F[2,3-b]z -4- 2 }-1H-vtok -3- 2 ) KK ]-NN-=
il

EHP) 122

N'-(4-{1- T A& -4-[2-(3- F Bt & K A )-1H-w % 5
[2,3-b]ottoE -4- 2K - TH-stb = -3- £} R H)-NN-= F
A Mk

£ #4123

N-{4-[1- T & 4-2-3-[(F A R A)F AR
- TH-vtb v& 5 [2,3-b] b o -4- £ )-1H-vtb o -3- 4 ]
AA}-NN-=F B

£ 124

N-{4-[4-Q-{4-[(=F A AL F A RXA}-1H-%
& 5 [2,3-b] o -4- £ )-1-(1- F A T 2 )-1H-sb =
3-APRANN-Z AN

4] 125

N-{4-[4-C-{4-[(= F AR A) T A)FA)-1H-4
% H[2,3-b] ot o -4- 2 )-1- F A -1 H-mtbmk -3- KK
A I-NN-= &M

=145 126

N-(4-{4-Q2-3-[(= F AR L) F A KA }-1H-vk
% H[2,3-b]H o -4-2)-1-[2-(F A A AL) T A ]-1H-
sthedt 320 K K)-NN-= F 2 0k

TP 127

N'-(4-{4-{2-[3-( & & F £ ) X A |-1H- it % 5
[2,3-b]otog -4- 2 1 -1-[2-(F AR A) THE]-1H-vtb e
3K RN N-ZF Rk

E 3645 128

N-Q2-B-U-{[(=FEAREA)KATRA XK
A)-4-2-(3-[(= T AR F A2 KA - 1H-wo%
[2,3-b]ot 2 -4- 2 )-1H-vtbod -1 - 2 Z AV N-F £ T
B

S #645] 129

S~
y
\}‘Jzu ’ '(
I
~M
WA )
NP
\ o
S
4
\/"/Zzu // N<
LI~
-
A ‘
7N
-G

N-{4-[1-2(=F A EAL) T E]4-Q-3-[(=F A
£ A) T AR A -1H- ok % 5 [2,3-b] it %2 -4-
AK)-1H-vtre-3- R KA }-NN-= F 5

5 364) 130

N'-(4-{4-[2-(4- $ 2 -4-9% 52 2 )-1H- vt 75 51 [2,3-b]
I 4 2 ]-1-F - TH-mbed 3- A KA )-N,N-=
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L
- NN-=F 2 -N-(4-{1-(1- F & T 3)-4-[2-(3-#"%
WY | B IHkes A 23 6]k 4 R ] THo 3 )
% 4] 131 e F AW
1 >l N,N-= F K -N-[4-(1- F 2K -4-{2-[2-(1-9& % % )-5-
R %{&@ oo - 1H-vb s 51 [2,3-b] ot o2 -4- 2L } - 1 H-wbm -3-
£ 3645] 132 BRI

§s % N.N- = F 2 -N'-[4-(1- F 2 -4-{2-[2-(4- T £ -1-%
GO A )-5- %% % & |-1H- vk % 3 [2,3-b] it "% -4-

3
E 4] 133 Y- TH-rtbrd -3- 30 K A Wk
T N-{4-[1-[2-(= F X £ K) T K -4-(1H-w1b %% F
WJQ% [2,3-b]7bo -4- 2K )-TH-stb 28 -3- 2 ) K A }-NN-= F
x4 134 ] Ak

\:]

E 4] 1

N-{4-[1- T 2 -4-(1 H-?tt 7% 3+ [2 3-b]7 o2 -4- 3 )- 1 H-stt e -3- L R AV -N- K
AP 4 &

¥ 4-[1- T A -4-(1 H-stbr%&- 31 [2,3-b]ot "2 -4- 2K )- 1 H-rtmd-3- ) K 8 (2.2mmol)
4otk P (AmL AR - FUBR R A BE(2.4mmo) &L 3B, HF A TR THt# 1h, HA
LA AR R, HRRADE T RIE &5 (80-100% LB TS/ Tt 4k
1, #5358 ERRRGHTFHFH(50%). ESMS [M+H]: 423.2.

5] 2

N-{4-[1- T -4-(1 H-7tb. 7% F[2,3-b] ot %2 -4- 2 )- L H-stt w3 R K -N-(1-
il N OP- 8, S Kilk

¥ 4-[1- T 3k -4-(1H- vtk 7 57 [2,3-b] b %% -4- 2L )-1H-vth w32 K 1 K
(0.19mmol) # = &, F I (ImL) % #& A 7t % (0.39mmol) #= 5+ & B F & B
(0.39mmol )AL 22 . R RS AE F IR T HH 18h, FBIAZK(AmL)F,
B R LR LB R (3x3mL). FE R IEZRBRATIR, FAZKSE.
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i#if Gilson &40 HPLC #ALERY, 358 EHFROIFHZ Y (45%).
ESMS [M+H]*: 389.2.

E 64 3

N-{4-[1- T 2 -4-(1 H-"k %% FF[2,3-b] %2 -4- £ )-1 H-vth e -3- A K A ) 4-v2
ok T B ) 5 &

¥ 4-[1- T -4-(1H-%b & 3+ [2,3-b] b %8 -4- £ )-1H-wth =k 3- 2 ] K B
(0.19mmol) # = & F ¥ (ImL):& & A = T 5 (0.39mmol) F= 4- "ok F &4 £
(0.39mmol)4: 32, ¥ R RAMF 50°C #t# 18h, HEIAZ|K(ImL)F, M
BER LB TEEER(3x3mL)., #4H0AVEZRBRMN TR, HAETKRE.
i#id Gilson K48 HPLC #ALEAY, 1528 &8 KRG H(50%).
ESMS [M+H]*: 417.4,

K#HH] 4a

N-{4-[1- T & -4-(1 H-tk %% F[2.3-b]7 " -4- 2 )- 1 H-vth e -3- A K A - 1otk
Str T BRI 69 41 &

¥ 4-[1- T K -4-(1H- vtk o& 5+ [2,3-b] 7t 92 -4- B )-1H- ot ok -3- 2 1K B2
(0.26mmol) &9 "tk2Z (ImL )iz & A 1-vtheitr W BE20(0.29mmol )AL 32, 451% B AL f&
BT 18 B, JFREKRYE. @ id Gilson RAA HPLC 4iLiks& ), 1%
3 & & KK AR Z M(52%). ESMS [M+H]T: 401.2.

5364 4b

N-{4-[1- T % -4-(1H-"t % 51 [2,3-b] "R -4- 2 -1 H-vtb v -3- L 1 K VN NV-
= F ANk ) &

BREXRG da b ATEN TR, A_FARLATER, FAFE~H.
ESMS [M+H]™: 375.0.

k28] dc
N-{4-[1- T & -4-(1 H-"b & 35 [2,3-b] P02 -4- A )- 1 H-rth e -3- L 1R AV -1-F
- 1H-w g2 - F B 04 )
BB EHB) da TR TR, A 1-FA-1HAE2-FEBA, F24F
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=4, ESMS [M+H]T: 411.2.

%4 4d

N-{4-[1- T 2 -4-(1H-"% 5 [2,3-b] 5 -4- 2 )- 1 H-vtbmd 3 K 1R V2 (F
) TBLIE A H

BR KA 40 FAIEN TR, RA(TFARR)TBA, FEFESY.
ESMS [M+H]*: 376.2.

3K2EH] de

N-3R A I -N-{4-[1- T3 -4-(1 H-7t"& F[2,3-b] 7o -4- 2 )- 1 H-rthedt -3- A K
FENV Y 4] &

1B R4 4a F TR 69 F IR, 42 F 3 RIR F BEAL, 1524787 49 . ESMS
[M+H]*: 387.2.

F#1) Sa

N-3-BA R A A -N'-{4-[1- T 2k -4-(1H-7b "5 FF[2,3-b]7 "% -4- £ )- 1 H-th 7 -3-
AR V8 $) &

¥ 4-[1- T & -4-(1H- vk o8& F [2,3-b] e o8 -4- 3 )-1H-wth vk -3- FL 1 K B
(0.23mmol)# 19 £ek 7h (1mL )& A = TH(0.23mmol)Fe 4-FH A KA £ F 8
BE(0.23mmol)& 22, WiZ R A £ ER TFHA 1h, A RER 3-BARAIEG 4 8)
432, EEBRTHME 18h B, BREYBEIAZK(ImL)F, #F LR TEEFE
B(3xImL). ¥4FHAMER IN R 8AMGBxImL). HAK(IxImL)%k, £
BT IR, AT RS, @it Gilson BA8 HPLC ¢hib & 4dh, 133 @ &4
KK 6 474 75 H1(45%). ESMS [M+H]T: 499.2.

364 5b

N-{4-[1- T 2 -4-(1 H-mtb "% FF [2,3-b] b2 -4- A )-1 H-vtbrd -3- 2L 1 3K AL Y -V'-2-
st FE R ) B

BB RS Sa FARGTIE, B 2wk, FIARM 4. ESMS
[M+H]T: 424.2.
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% 345 Sc

N-{4-[1- T & -4-(1H-# "% F[2,3-b]7tb "2 -4- 2 )- 1 H-vpk ot -3- L | K OV -N'-3-
sho Ak 64 41

B LS Sa FARNFTE, A 3wk, FE AR S, ESMS
[M+H]T: 424.2.

K#kb| 5d

N-{4-[1- T & -4-(1H-b %4 FF[2,3-b] Pt "2 -4- 25 )- 1 H-vtkrd 3- A K RV -3- 5
F-1-vbeBln F B 64 41 A

3B R A Sa b ARG T ER, R 3-eEIREE, F 4R F . ESMS
[M+H]: 417.2.

K264 Se

N-{4-[1- T 2 -4-(1 H-"4t7% 51 [2 3-b]H 7% -4- A )- L H-nttode -3- A )RV -N'-1,3-
k-2 aG H) &

BB FEH) Sa AT G IR, AR 1,3 ek -2-1%, 13 E)A7A 4 . ESMS
[M+H]*: 4302,

K4 5f

N-{4-[1- T3 -4-(1 H-7 "% 5 [2,3-B]7 7% -4- F)- 1 H-stb v 3- L ] K Y -N'-2-
o Bk &

3R FE ) Sa P TR T, 1R 2Kk, 334 4. ESMS
[M+H]*: 429.2,

k264 5¢

N-{4-[1- T A -4-(1 H-7tk %% FF[2,3-b]7 "2 -4- 2L )- 1 H-mpb o 3- AL | KA VN -4-
shee ALk 64 H &

PR LM Sa FAIRMTE, A 4wk, 334, ESMS
[M+H]T: 4242,

364 5h
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N-2-8 & K A)-N-{4-[1- T & -4-(1H-71b "% 7 [2,3-b] Pt 72 -4- 2 ))- 1 H-#tk 4
3R IRIR VR 8 ]

BB LA Sa P AAEMT IR, 28 2-REATH, FE 50°C FTHEH, 1F
3\ 4 = 4. ESMS [M+H]': 4482,

L #4) 5i
N-G-8 A K A)-N-{4-[1- T & -4-(1H-7tb 7% FF[2,3-b] 722 -4- 2 )- 1 H-stb
SRR HE
B LA Sa P ATIE AT, A 3-AATH, A 50°C THH,
#3474 = 4. ESMS [M+H]T: 448.2,

2.4 5§

N-(2- B K B))-N-{4-[1- T 3L -4-(1H-wkb o& - [2,3-b] oz -4- & )- 1 H-vth
3K PRAE R4 &

3B LA Sa P AR T IR, 4R Q-FA R, FE 50°C TP,
1B\ 44 7 4. ESMS [M+H]H: 4382,

5364 5k

N-GB-F L K H)-N-{4-[1- T 2k -4-(1H-7b 8 1 [2,3-b] 52 -4- 2 )- 1 H-vtt 4
S APV FE

BB LB Sa FATRGT IR, EAG-RAFRL)KE, £ 50°C FHHE,
F 3\ A7 4. ESMS [M+H]T: 4382,

Kb 51

N-{4-[1- T A& -4-(1H- #tb #& FF [2.3-b] vtk %€ -4- AL )-1H-wt = 3- X 1K
AV-N-[2-(= FF ) IR G 41 &

B LS Sa PRI TR, EAQ-ZAT K, HES50°C T
¥, 234454 . ESMS [M+H]T: 491.2.

N-{4-[1- T & -4-(1H-#b *& FF [2,3-b] vt %% -4- L )-1H-vtb = 3- K | K
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AY-N-[3-(Z 8 F VKK W) &
B LG Sa PATEM TR, HAG-ZATFTE)FRE, 450 °CFTH
¥, 1FE2)4FA 74 . ESMS [M+H]T: 491.2.

k4] Sn

N-{2-[(= F A FH)F AR PRANVN-(4-[1- T A -4-(1H-o% £ [2.3-b]H R
-4-25)- 1 H-sto -3- A TR A VR 69 41 &

BB E ) Sa FATA G HER, 18 2-[(=FARL)FTAIRE, F4£ 50
°C THH, F2 474 4. ESMS [M+H]*: 480.2,

%264 S0

N-(3-[(=FARIOF AR EYV-N-{4-[1- T I -4-(1H-"tb & F[2,3-b] %2
4-F)- 1 H-vthode -3 VR AV 8 )

BT Sa PATRMTIER, 48 (= FAELTFAIRE, FA
50°C FTHL4F, F348 4. ESMS [M+H]": 480.2.

44| S5p
N-{4-[1- T H -4-(1 H-?t. 75 F[2.3-b]7H % -4- 2 )- 1 H-vth e -3- K RO -N-(3-
FR MR 69 %) &

el A6 Sa F AT GG TR, 1A 3-A KK, JAE 50°C THLHE, 53
AL F 4, ESMS [M+H]T: 4412,

%364 5q

N-(4- 8 FH)-N-{4-[1- T A -4-(1H-7tt. %% F[2,3-b] 7t % -4- 5 )- 1 H-vtb =4
3R E AR YR B

R EY] Sa F AR AT R, A &-BETH, FE S50°C THH, 7
A7 4. ESMS [M+H]T: 448.2.

5= 364) Sr
N-{4-[1- T A -4-(1H- b °& F [2.3-b] otk %2 -4- J& )-1H- vk »& -3- FRE S
AV-N-[4-(Z 8 F )RR ag 41 &
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BRI Sa FATAEAFR, 48 4-(ZHFL)XMB, HE50°C T
B, 133454, ESMS [M+H]H: 491.2,

k345 55
N-{4-[1- T A& -4-(1 H-7H % 5 [2,3-b] "% -4- 38 )- 1 H-vik o -3- 3L 3R A -N'-(2-
AR 8 1

B LMY Sa FATE IR, 4R 2-FAEAKE, £ 50°C TH#E, &
P47 F 4. ESMS [M+H]T: 437.2.

£ 4] 5t
N-{4-[1- T 2 -4-(1 H-7k %% 5F[2,3-b]7H 7 -4- 2 )- 1 H-vtb vk -3- L 1R AV N-(3-
FAER IOV HE

R ERHY) Sa P ATRGGFIER, 128 3-F ARk, FF£ 50°C THs, %
34 = #. ESMS [M+H]H: 437.2,

F#H) Su
N-{4-[1- T A -4-(1 H-?tL"&- FF[2.3-b1tb 72 -4- 2L )-1 H-vib g 3 IR A -N-(4-

B IO H) &
Fe B M) Sa F AT TR, A 4- AR, HE S0°C FTHH, 1935

AL 4. ESMS [M+H]": 441.2.

£ 364 Sv
N-{4-[1- T & -4-(1 H-7 74 F[2,3-b]7H "% -4- 2 )-1 H-vih w3 - 2 1 K KOV N-(4-

SRS 84 4 4
B T Sa b ATAR BB, A 4-FRME, FE 50°C THtaE, 133

AR F 4. ESMS [M+H]T: 457.2.

% #5] 5w
N-{4-[1- T & -4-(1 H-7 "8 5 [2,3-b] otk 22 -4- 35 )- 1 H-stb ok -3- L R KV -N'-(2-
A Ak 84 ]
508 F3615) Sa P ARG T IR, 1A 2-8 KK, H4E 50°C T, 23
64
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AR F 4. ESMS [M+H]T: 441.2.

%= 4 5x

N'-{4-[1- T 2k -4-(1H-"tb & F[2,3-b17h "2 -4- A )- 1 H-vtb ek -3- A R AV -N-F
A -N-R I 8 4

BB kM) Sa FATEM TR, A N-FAKE, FF4£ 50 °C FHH,
13344 = 4. ESMS [M+H]T: 437.2.

%7641 6

N-{4-[1- T B -4-(1H-7"8 55 [2.3-b]9b 22 -4- ) -1 H-stb o -3- A 1R HKV-N-F
AN TN 84 #] &

F {4-[1- T 2 -4-(1H-" 5 51 [2,3-b] Pt o -4- 3 )- 1 H-vtb w3 R R O F M
(0.16mmol) #) ¥ £, *k " (ImL) & & A = T & (0.17mmol) F= & & B X &5
(0.17mmoD)X 32, EZRTHHF 18h &, B EMHEIAZ|K(ImL)F, FA
LR LB EIR(xImL), #4569 E A KC2xImL). #K(1xImL)#%k, %
B ANT IR, FA TR, @it Gilson 548 HPLC ¢hibikddh, 1358 &4
KR 694788 F #1(42%). ESMS [M+H]T: 437.2.

% 345 7a

N-THA-N-{4-[1-T K -4-(5- -1 H-tbo& F[2,3-b]"H "8 -4- 28 )- L H-otb o -3- 2K ]
RAN R 4] &

R LB L F PR BB, A2 4-[1- T -4-(5- F- 1 H-vtbo& F[2,3-b] 7k
W -4 3K )- 1 H-ste -3- B K Ao 7 FUBR TR, 45 B ARALAL A4 . ESMS [M+H]T:
393.4,

364 7b
N-{4-[1- T 2 -4-(5- . -1H-vb 5 5+ [2,3-b] o2 -4- K )-1H-wh o -3- L 1R
AV-N-FAPR 8 4 &
R ERSG 1 PR TR, A 4-[1- T H-4-(5-F-1H-w%&5[2,3-b]
LI -4-2K)- T H-wb e -3- K R AR, 15347040440 . ESMS [M+H]*: 480.2.

65



200680053408. 9 oo 5 5E58/1561

F 58

N-{4-[1- T A -4-(5- #.-1H-76 %5 5 [2,3-b] 7t 52 -4- 25 )-1H-vtb e -3- L 1R
A V-NN-=F M6 4 &

BB FE B 5aF AT ey F B, 12 A 4-[1- TH-4-(5-F- 1 H-o1o&- F[2,3-b] 1k
oE-4-3)- 1 H-ntord -3- R R A A02M = F B 64 w9 Sk i, 13 B4R
ESMS [M+H]t: 3934,

5% 36.4)9a

N-TH-N-{4-[1- T -4-(5-F F-1H-"tb "5 F[2,3-b] 72 -4- L )- 1 H-rth 4 -3-
ARG 4] &

R LB F ARG, AA-[1-THA-4-(5-F K- 1H-w7E 5[2,3-b]
o -4- AR )-TH-sib v 3- )R e fe F AR L BE, 1734754 . ESMS
[M+H]*: 389.2.

% #419b
N-{4-[1-T & -4-(5-F H -1H-vtk o4 5 [2,3-b] vt %8 -4- K )-1H-tb e -3- L 1K
A Y-N-FR IR #) &
R RGBT TR TE, EA4-[1-TH-4-(5-F A-1H-"1% 5[2,3-5]
P -4- K )- 1 H-sbre-3- K R g, R34 L A4 . ESMS[M+H]T: 4374,

% 364110

N-{4-[1- T 3 -4-(5-F A -1H-wb "% 5 [2,3-b] oo -4- B )- 1 H-vtbed -3- K TR
AY-NN-=F ARG 4] &

BB EHASaT FriE 6y T, A 4-[1-THK-4-(5-F FK-1H-7k755[2,3-b]
P -4-2)- 1 H-stb e 3- A ) K B Ao2M = F i e w9 Sk vk, 138474404
4. ESMS[M+H]*: 389.4,

%4111
N-(4-{1- T # -4-[2-(1,2,3.6- T &, -4- vt "% 2 )-1H- otk & 5F [2,3-b] otk "% -4-
A )-1H-b -3 0 KA N'- Rk 6 4] -
H4-{4-[1-TAR-3-(4-{[(FR AR BRI ) R A)- 1H-wbrd-4- K - 1 H-ot
66
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& [2,3-b] v -2- A 1-3.6- — A -IQH)-H B R B 1,1- — F A LA B
(0.362mmol) A ANRAL £ 49 1,4- = Bt 2mL)ia R 4L 38 . 3 & 0% & B Al Bt 2h,
REMERSE, @i RAAHPLCAALIZ KA, 153)% & BRI ed
(42%). ESMS [M+H]T: 504.4.

%4 12a

{4-[1- T A -4-(1H-%8 5 [2,3-b]Pb o -4- 2O - 1H-stbede -3 ROV B F B
R R

# 4-[1- T H -4-(1H- ok #%& F [2,3-b] it %€ -4- JL )-1H- vt = -3- 2 1K
(0.18mmol) #4722 (1.5mL)&E & F AR F B F #5(0.18mmol). 3.5h &, ¥R
RRAY R FE4aE, A SRS, @it Gilson RA8 HPLC #hibsi a4, 5
33 % & AR AR T 4(40%). ESMS [M+H]T: 362.2.

=365 12b

(4-[1- T H-4-(1H-"H% F7[2.3-b]o= -4-35)- TH-sb 22 -3- A )R RV B F 8%
LB 6 ] &

R EHA 122 F LT, £H A F R TE, T2 4747 4. ESMS
[M+H]t: 376.2.

%34 12¢

N-{4-[1- T % -4-(1H- %k %% F [2,3-b] vk %€ -4- & )-1H- vk o -3- A 1K
AY-N-[4-(F 2R R G 4 &

R EHA 122 FATEG T, 48 4-F 8- FEF RBMEE, 5347
4. ESMS [M+H]T: 453.2.

£ 34 12d

N-{4-[1- T 2 -4-(1H-"1"8 57 [2,3-b]otog -4- 2 )- 1H-wb e -3- 2 R A V-N-F
T4 #)

BB FZAHA) 120 F AT LT IR, LA FRERTF B, FR 474 >4 . ESMS
[M+H]t: 361.2.
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%A 12¢

N-{4-[1- T # -4-(1H- *t & F [2,3-b] ot %% 4- 2 )-1H- vk = -3- X 1K
AY-N'-[3-(F ) Ko 4] &

R M 122 PAAEMGFTR, 48 3-FAA-FXAFFRE, F34H5
4. ESMS [M+H]H: 453.2,

E 4 13

N-{4-[1-{[4-(F BF)F L] F A -4-(1H-"tb "% F[2,3-b]otb 2 -4- 2 )- 1H-vsib ok
-3- AR N A Mk o) 1 25

WREaH 1 FAHAANTR, AMRE 4-[1-{[4-(FRE)XKF
A -4-(1H-w78 57 [2,3-b]rHng -4- 2 )- TH-vitod - 3- 30 | K e o - BUBR KBS, 13 3 4%
=4, ESMS [M+H]T: 5154,

%4 14

N-F 2 -N'-{4-[4-(1H-?t75 5 [2,3-b] P22 -4- 22 )- 1 H-vth o -3- 2 1R AV Bk
H] &

#) 4-[4-(1H-7the& 51 [2,3-b]otb 72 -4- 2 )- 1H-vrt ek -3- 2 3K 820, 13mmol e =
T (0.20mmol) 49 v9 A7k (1.5mL) B & F An A\ 5+ #UBR K85 (0.13mmol). 14h
&, R RAYE TR, FEKRA BT Gilson K48 HPLC 44k, 52|
AL A4 . ESMS [M+H]T: 395.2.

£ 3645 15a

N-(2-#8 T 38)-2-[3-(4-{[CR A 2 A BOR 1 8K Y KK -4-(1H-v1k o 51 [2,3-5]
Lo -4- K )- 1 H-vthrd - 1- K ) T B ) 41 -

B [B-(4-{[( XA R A)HKATRAE ) KA )4-(1H-7 % 5 [2,3-b] otk %2 -4-
FO)-1H-vtbm-1- 2 ) TR (0.13mmol) 4 7K N N-=F A F Bt (4mL)E % F Ao
AL U-3 Zoke(0.156mmol). ¥R RAMAETERTHIF 30 9047, RE
MmN TB:IZ(0.195mmol). ¥R AL RSB H 3h, FETRY. @it Gilson
B AR HPLC éiibskadh, RE| ey ssdhte & & R AFAANLE(9%).
ESMS [M+H]*: 496.4.
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5 364) 15b |

N-{4-[1-[2-(4-"G ok 2 )-2- X, T 4 1-4-(1 H-vth %% FF[2,3-b] 71" -4- 2 )- 1 H-
rirdt -3 K R V- R 84 )

BB EHB] 152 ALY TR, EADHK, FHIFMHLE4Y. ESMS
[M+H]*: 5224,

% 364) 16a

N-[3-(F 8 )R A ]-2-[3-(4-{[CRA RO B RV KA ))-4-(1 H-wb oS5
[2,3-b]°tk 72 -4-F5)- 1 H-vthe - 1- 3] T B ) 4 &

AEERT, G3-(4-{[CRARL)BAIRA )R E)-4-(1H-"1%-FF[2,3-b]1
o -4- 2 )-1H-tbed-1- A ] LB (0.166 mmol). 1-T2-3-G-= F A £ A4 & £)840
=B (0249 mmol). 4-=F X F A E(0.249 mmol)Fr NN-—F L FBLAZ
(3.2 mL)# R F AR F R K B(0.415 mmol). R EIRAMAE TR TH
LR, AR, BT CBTE0mL)T, A tbA 688 B S 40 K5 % (10
mL)#t., ¥HHIE AR TR, JFA TR, @i Gilson A48 HPLC 41k,
73 & & BN AR ALSH(26%). ESMS [M+H]t: 5584,

5L 364 16b

N-TH-2-[3-(4-{[(R A BB AR AV KAL) 4-(1LH-% - [2,3-b]H R
4-F)-1H-stbr-1- A T B 6 5 &

P M) 15a AT R IR, 1A The, 1331474 #(40%). ESMS
[M+H]t: 480.2,

E 4] 17

2-[3-(4-{[( R A B VKA TR AV K A )-4-(1H-7 "% 5 [2,3-b] b %2 -4-
A )-1H-thk-1- R T B R 69 4 &

8] 24P £ (0°C)[3-(4- {[(F A R A)H A | R A ) KR )-4-(1H-"H % 51 [2,3-]
P -4- K )-1 H-vt k- 1- 3K ] T B2 (0.166mmol) &9 T 7K v9 £vk 7 (3.3mL)ia & F Ao
A Z TH(0.25mmol ) A= &, F B2 Z.85(0.18mmol). £ 0°C F, 30 54PE, A
A F 4 (50uL), FHREAETBTHME 1h. BERSE, B % Gilson A48
HPLC #4t, 152|§G & BN 472LH(13%). ESMS [M+H]: 452.4.
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E 64 18

N-FK A N-{4-[4-(1H-"# "% 3 [2.3-b] "% -4- K )-1-(W R 2-kh A F
AR )-1H-vibed -3- A R Ik i) 41

B N-{4-[4-32-1-(W &-2-sk b 2R F 3N )-1H-mh ek -3 K 15RO ) -V 3R Mk
(0.147mmol) . 1-(GK A 5% Bk 5 )-4-(4,4,5,5-v9 F H-1,3,2- = 8 2 A0 2 X 3R -2-
A )-1H-wbe&-F[2,3-b]7172.(0.162mmol). N,N-=F 2 ¥ BLAz(1.5mL). 484744
BE B AR 7K I (0.44mL) Fe w9 (= 3K 2B )4-42.(0)(0.007mmol ) #9 44 /£ 41
& P /£ 100°C T4 18 B, HiZmrAHEFTR, @it Celite itk
FETRE., BEAYET FEGML)F 6.0N S ALK ERZR(ImL)F,
F 70°C FTH#Ht# 6h. FRERAM A TR, ATFKAmL)F, FATBT
BE(3X10mL) ¥ IR, ¥4 AN ERYZHBRAE TR, FATKRSE, @it
Gilson &A8 HPLC #fbsx&#, 1524 & BRITFAI S (11%). ESMS
[M+H]*: 479.4.

£ 4] 19

N-FK K -N-{4-[4-(1H-7b7%& 5 [2.3-b]" 72 -4- 25 )-1-(2.2.2- = BT HR)-1H-%1
i -3- A PR A R G $) &

P ON-{4-[4- 3£ -1-(22,2- = & T 2 )-1H-wth v -3- )R - NV- R K Bk
(0.059mmol). 4-(4,4,5,5-09 F #-1,3,2- — R Fe M 2% SR IR-2- 24 )- 1 H-ot 78 F+[2,3-5]
P (0.059mmol). ¥ (= F KB )A-42(0)(0.003mmol). 48.F= 44 5% B S 4h 7K &
& (0.177mL)Fe 7K N N-— 9 & F BtB(1mL) % RA- % £ 4 % F /£ 100°C T
WH ah, HAHEFIR, BT Celite HALIE, ETRSE, H42 Gilson &
# HPLC %4k, 152]4 & B0 44 (35%). ESMS [M+H]T: 477.2.

#4120

N-{4-[1-2- % T #)-4-(1H-7b "% 5+ [2,3-b] Pt o2 -4- F)-1H-vtb w4k -3- K K
AN 4] 8

R EKSF 19 FAARYGFI, 48 N-{4-[4-2-1-Q-{[(1,1-=F XL
EN=FR)F AR AR TR)-1H-we 3R KA -N- R A Mk, 2474
F4. ESMS[M+H]T: 4394,
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64 21

N-{4-[1- T A -4-(1 H-"78 £ [2,3-b] "2 -4- 2 )- 1 H-vtbod -5- L RV -N- K
FE 4 )

ZREAS| 19 ¥ AL F IR, 128 N-[4-(4-12-1- TH-1H-stbr-5- K
A)-N-F ANk, 1F3 47814004, ESMS [M+H]T: 423.2.

64 22

N-{4-[1-(1,1- = F 3L TH)-4-(1 H-#oE 57 [2,3-b]7H 58 -4-35)- 1 H-wth ke -3- K ]
RAL-N-F AR ) &

R EHA 19 FAENHT IR, 28 N-{4-[4-12-1-(1,1-—F LT L) 1H-
ek 3R KA -N-R ANk, F3 4744044, ESMS [M+H]T: 4514,

%364 23

N-{4-[1-(1,1-= F 3K T 38)-4-(1 H-t o 5 [2,3-b] ot 52 -4- 2K )- 1 H-vtk o -5- K |
AV -N-FKIE e #1) %-:

MRCPER 31 PAAEGTER, A 4-[1-(1,1-=F L THE)5-G-AAXK
- 1H-wtowk-4- K -1 Hoothed 57 [2,3-b1P R XA 4-[1- T 2-3-(4-A 2 K 2)-1H-
sted-4-J -1 H-sb & 51 [2,3-b e, 15 B 4784054 . ESMS [M+H]t: 451.2.

£#H) 24

N-F I -N-{4-[1-(2- A W -1- 2 )-4-(1 H-7tb & FF[2,3-b] 7 72 -4- AL )- 1 H-vtb o
-3- AR IR Y I 69 4] &

R PR 31 PATRG TR, BF 4-[3-G-AHEFKE)-1-Q-AHH-1-
A)-1H-rtbr-4- K -1 H-wo- 57 [2,3-b]772, 32474~ 4. ESMS [M+H]*:
4354,

k64 25
N-{4-[1-3-# X & F)-4-(1H-7b %% 51 [2,3-b] b o€ -4- 2 )- 1 H-vtb m -3- 2 1K
AV-N-FA R 5 &
MR EkY) 19 FHARGTR, &8 3-[3-4-AHE KAL) 4-(1H-ob 5
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[2,3-b]bme-4- A8 )- 1 H-viked-1- K ]-1- R BF, R 3| A7A21LE6-4 . ESMS [M+H]*:
453.2,

F 4] 26

N-{4-[1-2,3- = & #A 3)-4-(1H-7th7% 51 [2,3-b]ot "2 -4- 2 )- L H-spb ke -3- 4 ]
R -N- A 4 4] -

6 N-FKIE-N-{4-[1-(2- A K -1- 2 )-4-(1 H-vb7%- 51 [2,3-b] b2 -4- AL )- 1 H-vik
o 3o R A WR(0.18mmol)E 5: 1 AER: K(1.2mL)¥ 98 & F Ae A N-F £
"Bk N-BAL(0.276mmol), FLE A 2.5%V9 BAL4K A4 T BL 5% (93.5mg).
¥ B RAMAE TR T HAF 18h. H R 450 64 BLER AR /KA & (ImL)4 1k,
B3t Celite A (pad)iLiB (A LB LB F k), AT KRG, HERAWE T
Gilson R A8 HPLC %1k, 33| & & B4R 6947881884 (14%). ESMS [M+H]*:
469.2,

k#4272

N-F I -N'-{4-[2-(1 H-"b& £ [2,3-b]708 -4- 2 )-3-"K o A 1 KA Wk g %) &

R LA 1 FRRM TR, 128 4-[2-(1H-"1b8-F[2,3-b] g -4- £ )-3-
g R e, 1FFARAALS4. ESMS [M+H]T: 411.2.

K4 27b

N-TA-N-{4-[2-(1H-7t7% 7[2.3-b]7H 5 -4- K )-3 -2 v AL 1R K i 6 41 -

R EAY 1 F RN TIR, 1A 4-[2-(1H-k"E& F[2,3-b]otb 7z -4- £ )-3-
R KR Fo 7 B LBE, 1334741044 . ESMS [M+H]T: 363.2.

E 4] 28

NN-=F K -N-{4-[2-(1H-7t 75 F[2.3-b] 22 -4- 2 )-3-Fopr A R KV k4
) &

%R L) Sa P AT FIK, 1E A 4-[2-(1H-7"E-FF[2,3-b]oth g -4- 2 )-3-
Eopr AR A 2M T iR W Ak visik, FE RS . ESMS
[M+H]T: 363.2.
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L4 29

N-{4-[2-F 2 -5-(1H-"1"% F[2.3-b]ot "8 4- 2 )- 1,378 vk 4- L VR EV-N -
ARk 64 1) &

BB K 21 B ETR R, AR N-[4-(2-F H-5-{1-[(4- F A K ek
Bt A )-1H-tbes 51[2,3-b ]k me -4- 2 ) -1,3-28 vk 4- KO R A -V - R Mk, 133474
A4, ESMS [M+H]: 426.2,

364 30

N-Z A -N-{4-[2-F 2 -5-(1 H-"1"& F1[2,3-b]7 "2 -4-3K)-1 3-8 w4 1R )
Wk 64 %) -

RN 21 FATRGF I, A N-[4-Q-F &&-5-{1-[(4-F AL KAL),
BEA -1 H-vten8 51[2,3-b] 77 -4- 2 ) - 1,378 vk 4- FO R -NV- R A Bk, 133474
a4 . ESMS [M+H]H: 378.2.

4] 31

NN-—F K -N-{4-[2-F JL-5-(1H-7b & 5 [2,3-b]og -4- 25 )-1 3-8 wk -4- 2K ]
RIE R 4 &

RP AR 21 F AR PR, AR NN-ZF E-N-[4-2-F &-5-{1-[(4-
F R A ) AR B AL |- 1 H-ot 8 5F[2,3-b ]2 -4- 2 ) - 1,328 v -4- RO K K Mk, 433
FrARL A4, ESMS [M+H]*: 378.2.

E 64 32

N-{4-[2-F H -S-(1H-?t"% 5 [2,3-b]ot 72 -4- 2 )-1,3-"%ek 4- R K ALV -N-K
A #] :

BB R 21 ARG TR, R N-[4-2-F 2A-5-{1-[(4-F £ X )5
Bt -1 H-vthn& 12,3 bz -4- 2 ) -1,3-P%mk -4- 2O R R )-N- K B Mk, 133478
4. ESMS [M+H]t: 410.0,

E 4 33
N-T 3 -N'-{4-[2-F A -5-(1 H-wtbo&- F[2,3-b] 7oz -4- 25 )-1,3-"%w 4- 2 1
Pt ) -
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WRF R 21 PTG F I, 48 N-TE-N-[4-2-FHK-5-{1-[4-F L
F AV B -1 H-wts 51 [2,3-5) 002 4- 2 ) -1,3-P%m 4 BV K Mk, 133474
Z4. ESMS [M+H]t: 362.2.

%645 34
NN-—F K -N-{4-[2-F A -5-(1H-7t 7% F[2,3-b]o 22 -4- 4 )-1,3-"%m -4- 2 |
FA VIR 4 ]

R R 21 F TR SB, RA NN-ZF E-N-[4-2-F 2-5-{1-[(4-
WA R )RR B - 1 Hootes 51 [2,3-b]teg -4- 2 ) -1 3-P% e 4 O KRR, 133
WAL Z 4. ESMS [M+H]T: 362.2.

%4 35

N-{4-[4-(6- #.-1H-vt °& 5F [2.3-b] b 5% -4- 2 )-1- T 2k -1H-mb e -3- K K
AV-N-RA R 4] &

FREE 1 FAEGTIR, 128 {4-[4-(6-FA- 1 H-7t"5 FF[2,3-b]7HL5E -4-
A)-1- TR 1H-wn 3K PR e, 45 24744044 . ESMS [M+H]1: 457.2,

x5 36

N-{4-[4-(6-{4-[(=F A B F AR K} - 1H-70 8 H[2,3-b] % -4- 25 )-1-
AR -1H-vib ot -3 2R RN SRRk ) 4 &

BREHRS 1 TG FI, ZA[4-{4-[3-4-BAFKL)-1-TA-1H-1
e -4- )1 H-b o8 1 [2,3-b] o -6- 2 ) R AR F R | = F e, R 2IAFALEH.
ESMS [M+H]*: 556.4,

%64 37

4-[1- TR 3-(4-{[(CR A F B 2K ) KK )- 1H-mb e -4- F)-N-[2-(4-"2
IR ) T AR~ 1H-vb e 31 [2,3-b]othne -2- F ML 49 41 &

R EES 1 FATEMT IR, R 4-[3-(4-BE KAL) 1-T - 1H-tk-4-
A -N-[2-(4-"HR ) T A -1 H-otes F[2,3-b ot o2 -2- T BLle, 1F 3478 7 4.
ESMS [M+H]*: 579.6.
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5 3645) 38

4-[1- T A -3-(4-{[(CR A 2R B} KA )- 1H-vk v -4- AL )-N-[2-(4- F
A -1-9 ) LR - 1H-mth o8 FF[2,3-b] otk -2- F B i 4 &

BB Ee) 1 PATA B ER, 1R 4-[3-(4-BAF L) 1-T -1 H-vtbrd4-
H)-N-[2-(4-F 2-1-9 2 T A J-1H-ovs 51 [2,3-b)00k o -2- F B, 153|474
154 . ESMS [M+H]T: 592.4.

%34 39

4-[1-T A8 -3-(4-{[(R A BFNB RN A ) F ) 1H-vit g 4- L -N-[2-(‘F 24
AT 1H-w% 5H[2,3-bwhor 2- F BhAE 49 %)%

B R 1 FATENTIR, 128 4-[3-4-BAKE)-1-THA-1H-ibwd-4-
AJ-N-[2-(F AL T )-1H-mbo& FF[2,3-b]7t 2 -2- F BLAE, 13347481064,
ESMS [M+H]*: 540.4.

5 345 40

N-(4-{1- T 2 -4-[2-({[2-(4-"B ok ) T A 1B F ) 1H-th 2% £ [2.3-b]otk
Z-4- K- TH-vwibo -3 M) -N'- RS M 4 -

BRI 21 PAIEMTER, A N-(4-{1- T H-4-[2-({[2-(4-"Fok )
AJRA T A )-1-CR A FRBLA)- 1 H-sk 78 57 [2,3-b)7h T -4- A ]- | H-vtemd -3- )
FRA)-N-FEIk, 1324781054 . ESMS [M+H]T: 565.4.

51 41

N-(4-{4-[2-({[2-(= F A BT A1 AI} F A )- 1H-nb w8 5 [2,3-b] 1% 4-
A ]-1-T AR -1H-ntbe -3- 281 3K A)-N- R Ik & 4 4

BB R 21 FATR G F IR, A N-(4-{4-R-({(R-(=F A AT A
A AT H)-1-CR AR B )- | H-otb o5 F(2,3-b]71 98 -4- K ]-1- T - 1 H-vthrde -3-
EYEE)-N-K AN, FR 78044, ESMS [M+H]T: 5234,

L4 42
N-(4-{1- T A -4-[2-({[2-(F AL A BLI) T AR B ) TR )- 1 H-weo% FF[2.3-b]
P -4- A - 1 H-vpb e -3- 380 ) RO -N'- R A R 64 41 &
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AR AR 21 ¥ TR A9 F B, AR N-(4-{1- T -4-[2-({[2-(F A B L)
LARVEA) T A)-1-CRAFEBEA)- 1 H-sb & 57 [2,3-b "2 -4- K - 1 H-stbok -3- )
FHE)-N-FEM, 132484044, ESMS [M+H]T: 558.4.

xkb] 43

N-[4-(4-02-[(=F A EA)F A - 1H-# %4 5[2,3-b]b g -4- 4 }-1- 2 & -1H-
ot et 3- )R -N- R A R 69 41

BRRF AR 21 FAFE 6B IR, AR N-(4-{4-[2-[(= F 2L FAJ-1-(K
A BB -1 H-wtb o4& 3 [2,3-b]L 92 -4- 2 J-1- AR -1 H-mbm -3 O KO- N- R
Wk, 1F3)4A01064. ESMS [M+H]': 480.4.

%314 44

N-{4-[1-T 2 -4-2-{[2- 2 T A R T F A V- 1H- vtk & - [2,3-b] otk % -4-
A )-TH-vtbop -3 R R LN B 8 ) &

R AR 21 P AT TR, AL N-(4-{1- T -4-[2-{[2- TH)RA]
F A 1R A AR B )- L H-vtb o H1 2,301 -4- 2L - 1L H- vt -3- B R )-N-
FAMN, 13247144 . ESMS [M+H]T: 496.4.

KHH] 45

N-(4-{1-T & -4-[2-({[3-(4-F A& -1- 9 R K )R A JAA L F A)-1H-wb o5 H
[2,3-b]etk o -4- 2L ]- TH-rtrd -3 40 KA -N- R e o 4

AP P AR 21 FRTE G TR, AR N-(4-{1- T 3-4-[2-({[3-(4- F H-1-"k
A )RR T A)-1-(CRA A BLAL)- 1 ootk F[2,3-b] 52 -4- 2L |- L H-vte
3-ARAR)-N-RAEMk, FEAFAMASY. ESMS [M+H]T: 592.4.

% 264 46a

N-{4-[1- T & -4-(1 H-?t "5 F[2,3-b] 7072 -4- 25 )- 1 H-vtb e -3- 2L R AL} -2-(2-
MRy ) LB 0 H1

R LA 1AL TR, A 4-[1- T 3-4-(1 H-1b"E- 5 [2,3-b]t oz -4-
AO-1H-stmd - 3- ) K oo 2- LBERL, F 24784044 . ESMS [M+H]T:
428.4,
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5% 364 46b

N-{4-[1- T3 -4-(1 H-7% F[2,3-b]R -4- 35 )- 1 H-stb e -3- A R A VIR 0%,
B Bk e 6 4] S

BTG 1 AR TR, 12 H 4-[1- T -4-(1 H-otho& FF[2,3-b]oto2 -4-
A)-1H-wo 3- K )R I An 3R g W BE R, 45 247410840, ESMS [M+H]*:
4144,

% 34) 46¢

N-{4-[1- T 2 -4-(1 H-"tb %5 FF[2.3-b ]2 -4- ) - 1 H-"l e -3- A R AR AU
Y BEAE 64 5] &

B L6 1 ARG T IR, 128 4-[1- THE-4-(V H-otho& F[2,3-b]0r2 -4-
A)-1H-wb-3- K R o IR S T BL R, 2RS4 . ESMS [M+H]T:
400.4.

K 264 46d

N-{4-[1- T 2k -4-(1H-% "% 5 [2.3-b]9 "% -4- 2 )- L H-vthrd 3- A TR A 1-2- K
LB 6 4] &

BB TP 1 FRTARGF IR, 12 4-[1- T A -4-(1 H-oto& F[2,3-b]7Hh "% -4-
A)-1H-storde-3- KPR B fe K TBL A, 5 2)AFA1L-E40 . ESMS [M+H]T: 422.2,

245 46e

N-{4-[1-T & -4-(1 H-»k"5 51 [2,3-b]oHw -4- ) - T H-sb ek 3- R R AR VK T Bk
Jie 64 41 &

BB TS 1 FATRM B IR, LR 4-[1- T A -4-(1LH-vtho&- F[2,3-b]H"R -4-
A)-1H-wtbeg-3- KPR Ao K F BER, #52)478010-4-40 . ESMS [M+H]T: 408.2.

%645 46f
N-(3-F8 K H)-N-{4-[1- T & -4-(1 H-vb & 5 [2,3-b]7 7 -4- 25 )- 1 H-vtb v -3-
AR R 44 %) &
B S | P AT AT, AR 4-[1- T A-4-(1H-"k"EF(2,3-b] 77 -4-
17
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A)-1H-stbed 3- KK A 3-2 KA F AUBR B, 1534541044 . ESMS
[M+H]*: 4572,

& 3645 46g

N-SL LI -N-{4-[1- LA -4- (1 H-7H"& F[2,3-b]0 52 -4- ) - 1 H-vtb g -3- L TR
AV Mt B &

BB LB 1 PATEM T, LR 4-[1- T -4-(1H-s"%-57[2,3-b]7ko7 -4-
F)-1H-stbed-3- R R e e 7 SUBRIR TUBS, 13343410454 . ESMS [M+H]':
429.2,

5 36 5] 46h

N-3F RIE-N-{4-[1- T 3k -4-(1LH-"75 57 [2,3-b] 072 -4- 24 )- 1 H-tb e -3- A R
FEV MR8 )

R EHP) 47a PTG F IR, 125 4-[1- LA -4-(1H-"1"E F[2,3-b]E
-4- )1 H-stm 3- K R Mg e % SUBR IR R BE , 13 2 474814449 . ESMS [M+H]:
415.2,

Sk 36,4 46i

N-ZHA-N-{4-[1-T & -4-(1 H-#"% FF[2.3-b]Ptb o -4- 2 )- 1 H-vpbmd -3- A PR R
J 64 1] &

R FEH) 1 PTG, AER 4-[1- T E-4-(LH-ho&FF[2,3-b ]tz -4-
F)-1H-stor 3- KK e Fo ¢ RUBR 88, 7347481044 . ESMS [M+H]T:
375.2.

% 364 46j

N-(1,1-=F 3K ZH)-N-{4-[1- T K -4-(1 H-wh"&- 51 [2,3-b]7t "2 4- 2L )- L H-vib
o -3 AR TR Mk 6 4 &

IR EHH) 1 P PTEG T IR, 2R 4-[1- TR -4-(1H-%5[2,3-b]otk = -4-
)1 H-mbmk 3K K e e 7 RUBAR T 85, 1334784044, ESMS [M+H]:
403.2,
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5 #45) 46k

N-{4-[1- T & -4-(1 H-7tt 7% 3[2,3-b]He o -4- ) L H-stb o -3- A PR AR -V (K
AT MR8 H) 5

BB EHS | FATEATI, A 4-[1- THE-4-(1 H-otog F[2,3-b]15E 4-
A)-1H-b e 3- K K e Ao - R F B, 13347481044, ESMS [M+H]*:
437.2,

xHB| 47

N'-{4-[4-(2-{3-[(= F A B FAPRA ) 1H-1b 2% H[2,3-b] "R 4-K)-1-
AR -1H-vtem -3- A TR AR -NN-= F H kg 41 &

BB 0 4-[3-(4- R K E)-1- LA -1H- M 4-F ) 2-B-(ZFEREATHR)
FE)-1H-7tbo8-5F(2,3-b] 72 (1.0mmol ) # 29 Srk 7 (15mL)IA & F Ao At -8
FARAFEREN(1.lmmol). AT B TFTHHFING, mA2.0M= F At Ak h
A& (14mmol), HiZ B E A TR T HHFIh, REETRE. BRI HEAEA
W R S FA R E R AR, ik, AAKk, AT, @idGilsonk A8
HPLC#1k, 32Kk & & BR ey 78106%(46%). ESMS (M + H)t: 508.4.,

%641 48

4-[3-(A-N-F A BA FBARARA)1-T A -1How 4K -2 [3-(=F 5k
BT HO)F - 1H-wte& 5 [2,3-b]ekne 44 %1 &

B A9 4-(3-(4- B K K)-1- A 1H-wtbrd 4 ]-2-[3-(=F A AL T &)
F I 1H-77% FF[2,3-b]7H 72 (0.34mmol ) #4 v9 S ek od) (SmL)iA & F Ao A F FUBA
RBE(0.41mmol)Fe BB EN, HKiZ A H A TR TH I FEEATTRELE
FooBHEGEARA HTE: AidEBARE, L&, AT, #i2Gilson
B ARHPLC#u4L, #F3|K & & B R 47 1004 (44%). ESMS (M + H)*:
556.4,

% 364) 49
4-[3-(4-N-T A ZL T oA B K A)-1- LA -1 H-nbrd 4- K ]-2-[3-(=F K
BT HYVR A 1H-#E F[2,3-b]o o 4 ) &
W L) 48 TR, A FFBRTE, FETRTHE2 R,
79
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133|478 7 4. ESMS[M+H]T: 508.4.

K#&H]50

4-[3-(4-NN-— F AL UL F it R SR R A)-1- LA -1 H-vikok -4- 2K 1-2-[3-(N-
ok A T HO R A -1 H-we& FF[2,3-b]mb e 84 41 &

B LA 4T F PTG F B, 4-[3-(4-BAEAKE)-1-T A -1 H-wtbrd-4-
A T-2-[3-(N-"G ok 2 F B K R - 1H-w ok F£[2,3-b]wk 72, 43 B 47814 .
ESMS (M + H)*: 550.4,

L #4151

4-[3-(4-N-F A 2 A FoEA B RKK)-1-T K- 1H-wbod-4- K 1-2-[3-(N-"5
gk 2L W O R - L -t R [2.3-b ]k o2 69 %) &

R R AAST PR 4G F I, AE A 4-[3-(4- B K A)-1-T A1 H-vtkod -4-
A )2-[3-(N-"Hopk 2 H ) K A )-1H-sb o8& 5+ [2,3-b]wbe2, 13 3] 45801044,
ESMS (M + H)*: 598.6.

£ #1452

4-[3-(4-N-T A B F LA BRI )-1- T K - 1H-wb 4 -4- K ]-2-[3-(N-"5
R A T EO) KA -1 H-vte& 1 [2,3-b]tk e 4 4 &

PR LA AT FTR GG IR, 1R R 4-[3-(4- B K IK)-1-T -1 H-vtbk -4
A J2-[3-(N-"Bok AL F )R K- 1 H-vtk o 51 [2,3-b]oibie o 3 $UBL L85, 133047
iS4, ESMS M +H)*: 550.6,

5 #4553

4-[3-(4-N-F K R F B A AR KK Y-1- LA - 1H-wtmd4-2K]-2-(4- LHEA,
F - 1H-wb7% 1 [2,3-b]Ptoz ) 41 -

G A A-B-U-N-K AR A FTBEA ALK E)1- T A-1H-wb =k 4
K )-2-(4- TBEREFA R AR)-1-F A sx B -1 H-vtb & 57 [2,3-b]7172.(0.30mmol ) # F
B2 (SmL)& & ¥ An AN 6.0N £ A 449 7K 57 (0.66mmol).  #5i% B R £ 700C F #t
F8h, HBHEEE., ¥z Rk BT RAAKCSmLFE, idik, AAK
Nk, AR, 1338 & BRI AR 4(66%). ESMS (M + H)t: 556.4.
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5% 36454

4-[3-(4-N-FR AL A F B LK) 1- LK -1 H-vtb vk -4- 2 1-2-(3- TBE R
AR 1H-wk 7% 1 [2,3-b] b2 4 %) &

BRPRAAR2IF ARG T I, EAAB-GN-FERLAFTBRARALAX
A)-1-TA-TH-7t o -4- K ]-2-3- T B R A R ) 1- R A B X 17k 5F
[2,3-b]b?2, #FE|ARAALA4. ESMS (M +H)T: 556.4.

5= #4555

4-[3-(4-N- T 2L F B 2R I)-1- T -1 H-tbmk 4- K )-2-(3- TR A
AR A 1H-wt % F1(2,3-b] w2 4 41 &

BB EHRBISIF LG TR, RAB-UN-TEARATBREARLAK
A)-1- TR -1H-7tovt -4- 2K 1)-2-(3- T B2 A R K )-1- R AR A B A -1 H-wth "% 5F
[2,3-b]tb"2, #FE|ARALA4). ESMS (M + H)™: 508.4.

%34 56

4-[3-(4-NN-—F A 2L F oK E AR K)-1-T A -1 H-wbe-4- 2 )-0-[4-(=
A FA TR A - 1H-we& 1 [2,3-bHrR 69 41 &

B FAATF TR IR, A2 4-[3-(4-BA K AL)-1-T -1 Honbrd 4-
A ]2-[4-(=F A BA T AVRA-1H-E F[2,3-b]1 "2, 1334781054 .
ESMS (M + H)t: 508.4,

457

4-[3-(4-N-FK I FA F B LK) 1- T - 1H-wtb -4 2 ]-2-[4- (= F A
AT VKA1 H-8 F[2 3-b otk 8 41 & |

3B F AR FTIR G T IR, A 4-[3-(4- B K HE)-1- T -1 H-nthod -4-
A J2-[4-(= F AR T H)RA]- 1 H-oboE F[2,3-b]ev2, 324741054
ESMS (M + H)t: 556.4.

%45 58
4-[3-(4-N-TAZK T A EARKA)1-TH-1H-obrd 4-20)-2-[4-(=F A&
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BT HO) K- 1H-sk o F1[2 3-b]ubog ¢ 4] &

R LAY FTE M F IR, 1A 4-[3-(4-BAFKK)-1- T -1H-vtb 4-
H)-2-[4-(= FARA T H)R A 1H-08- F[2,3-b]w e o 5 8B T BS , 15 30 4%
MALAH. ESMS (M + H)t: 508.4.

%4 59

4-[3-(4-N.N-— F K UL F B AR SN K A)-1- LA -1 H-vtok -4- 3K ]-2-[4-(N-
rhopk A F AR A - 1=K S [2,3-b PR 44 41 &

IR L APIATF A ) IR, 1R R 4-[3-(4-BEFKEK)-1-T -1 H-vthwk-4-
A T-2-[4-(N-"Bobk 2L F 2 R AR J-1H-stb o8 H[2,3-b]ob oz, 13 B 4781064 .
ESMS (M + H)*: 5504,

%364 60

4-[3-(4-N-K K ZOL F 8t K L KA )-1- LA -1 H-ott ok -4- K 1-2-[4-(N-*2
ik T R - 1H-s 78 FF[2,3-b]okne 64 41 &

1% B8 A48 AT 6 B, AE A 4-[3-(4-B A K HK)-1-T -1 H-stbod-4-
H]-2-[4-(N-"G ok 2 F 2O K- 1w & 5F[2,3-b]oik vz, 1F 3| 47164 .
ESMS (M + H)*: 598.4.

4] 61

4-3-(4-N-T A AA T A FARA)-1- A1 H-nt o 4- K ]-2-[4-(N-"5
s TR - 1 Honth o [2.3-b]k 2 69 %) &

IR A48T FT A M B, AR 4-[3-(4-B A K HK)-1-T A -1 H-vbrd-4-
FK)-2-[4-(N-"Bosr A F 2O F A -1 H-otb b 30 [2,3-b] e o 3 SUBR T 88, 1530 4F
A4, ESMS (M +H)t: 5504,

%265 62
4-[3-(4-N-FZ A B A FH A R A KA 1-T A -1H-wre-4- K )-2-2«(T AL
BIE)-1- T IR T-1 H-vtb s 51 [2,3-b] ot 6 41 -
PR LA 48 P BT IE 64 F IR, AR R 4-[3-(4-F I KA )-1- T A1 H-vtb ik -4-
EI2-2-(TREAFEE)1-T A 1H-w B FH[2,3-b]m2, 1F 245810404,
82
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ESMS (M + Hy*: 523.4.

34 63

4-[3-(A-N-FAERAA FB A AL RN 1-T A - 1H-obog 4- K )-2-[2- K- 1-
A -1 H-7e%- 31 [2,3-b]b e 44 %1 -

)4 6 4-[3-(4-N- K A A A FTBE A RA KA )-1- T A -1H-7b v 4-
A -2-2-( TRAFKI)-1- T )-1H-72% 57 [2,3-b] 772 (0.2mmol ) #9 1,4- — %4z
(AmL)IE& F AN INE R KR (ImL)., 5% R A A TR FH#18h, A
INE B /KIER(ImL) Y F2, S EZRE, BRI R EAH AL KME, LIE,
Ak, FEZTFIR, F34 6 EBKRIFAIEM(85%). ESMS (M + H)*:
495 .4,

%445 64

4-[3-(4-N-F A Z A F ot A AR 1- T A -1 H-vtb w4 -4-3K)-2-{2-[N’(N-
A kA HOE R -1- T A 1 H-eR R [2,3-b]r e 6 ) &

€ 4-[3-(4-N-F KB A FBLARE KAL) 1-CA-1H-oboe4- 4 )-2-[2- 5 4
-1- T AR 1H-wt & 51[2,3-b] 72 (0. 12mmol ) ¥ N,N-— F K& F Btz QmL) iR &
A NN-F K9k % (0.13mmol)Fo 1- T 2K -3-(3- = F A A4 A A )3 — T iz
(0.14mmol). ¥4z B S £ TR T 4£18h, %L £ F. i@ 1L R AAGilson HPLC
wAk, 153G & BIRGIFANLESMH(25%). ESMS (M + H)T: 5774,

%364 65

N-T A -N-[4-(1- T 2 -4-{2-[4-(1-wb o b B ) KR - 1 H-vib o& 5F[2,3-5]
Pb o -4 Y -1 vtk -3 ) RO R 64 1 -

3PB R ) 48 FATR M T IR, 12A 4-(1- L A-4-(2-[4-(1 -8 £ F &)
F A1 H-0o8 51 [2,3-b]on2 -4- 2 ) - 1 Hootbo -3- RO K i Ao - B BL TBS, 13547
AALA¥. ESMS [M+H]™: 534.4,

%2641 66
N-[4-(1- T2 -4- {2-[4-(1-7b et 2L F AR AR |- 1 H-wbt o 5 [2,3-b] IR -4-
A} -1H-wbo-3-FO) K K- N N-— F AW b 4 &
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LR EEF 4T F TR TR, R 4-(1-TH-4-{2-[4-(1-& S A F )
F A 1H-vHws FF[2,3-b] k58 -4- 2 ) - 1 H-otbmd 3- O R e, 13 24781064 .
ESMS [M+H]*: 534.4.

%4 67

N-[4-(1- T35 -4-{2-[1-(4-"Boik L )1, 2, 3, 6-79 S-4-wbog L ]-1H-7h%
F[2, 3-b] vHhrR-4-2 ) -1 H-shrd 320 KA -N- R AR 3 &

R PR 124 AEREE®B] 1| PAHEMGTER, 8 4-(1-T A
-4-{2-[1-(4- "B ok K B 2K )-1,2,3,6- 9 S -4- ot %2 B ]- 1 H- 7t o #[2,3-b] b 92 -4-
A}-1H-wr-3- 20K e, 524410404 . ESMS [M+H]T: 617.4.

%34 68

N-[4-(1-T & -4-2-[1-(4-"BR FEHE )1, 2, 3, 6-19 A-4-wbog A )-1H-7tbo&
F[2,3-b] PR -4-AR - TH-sbed-3- VRN, N-— F A Mk ag 41 &

ZWREHRG 47 F AN TR, %8 4-(1-THE-4-{2-[1-(4-"Hok & 3
#)-1,2,3,6-19 S-4-wb7E K )- 1 H-wtbe& 57 [2,3-b Ptk -4- 2 ) - 1 Hevtrde -3 2 ) K gz,
3|47 R1L 6. ESMS [M+H]T: 569.6.

k4] 69

N-[4-(4-{2-[1-(N.N-—F A R T B )-1.2.3.6-9 & -4-7tb 2 A |- 1 H-vth ok 5F
[2,3-b]9kbo -4- 2 ) -1- T 2 -1 H-ot o -3- B KA - N- A W49 41 &

®) N-(4-{1- T 3 -4-[2-(1,2,3,6- 9 S -4-7tbo2 2K )- 1 H-vth o F-[2,3-b]wb o2 -4-
- 1H-tbet 30 K HO)-N- R 2k (0.23mmol) 49 N, N-=F A F B4 (3.0mL)
B F Am N EDC(0.39mmol). HOBt(0.39mmol). = Z#(1.38mmol), KL/ #r
AN NN = F A H £B0.39mmol). H5iZ RN A TR FHIE 16h. 5% 2545
ANEB| LB TBE T, H ARt 8 40x10mL) k. BHEMNERL, FHFidid
Gilson &48 HPLC ¢hfbska4, 2474 >4 . ESMS [M+H]*: 589.4.

E 5] 70
N-(4-{1- T % -4-[2-(1,2,3.6- 9 F,-4-wb %2 3 )-1H- ot % 5F [2,3-b] ot "2 -4-
A - 1H-wtod -3- 2K VKR )-NN-— F AR b 410 &

84
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B L) 47 o) 11 R ET A M IR, 2R 4-(4-[3-(4-B A K K)-1-
T AR -1H-w 4 -4- 2K -1 H-wt 7% 51 [2,3-b) oo -2- 2 3 -3,6- — SG-1(2H)-"Hh o B BR
L1-=F R A, FEFE74. ESMS [M+H]*: 456.4.

K] T1a

N-[4-(1- T 2k -4-{2-[4-(4-"B ok 2 F ) 3 A& 1-1H- otk %% - [2.3-b] 7% -4-
FO - IH-e-3- )R K 1220-— F R BB 6 $1 &

H[4-(1- T A& -4-{2-[4-(4-"F ok K F ) KA J-1H-wb % JF [2,3-b] vt 72 -4-
A Y-TH-vtb w 3= 20) 3K A 18 (0.104mmol) 8 = £ F B (SmL) s % A = T
(0.3mmol). DMAP(0.01mmol)Fe4¢ R BLZ(0.15mmol) 32 . HiZ R A T iR
THA 3h, FRE. HEAWET LR TE(0mL)Y, 8 K%kE2x5mL).
A BB RS, HI55%AMi@ it Gilson A48 HPLC 44k, 135 & &85 KK
AFEL S 4(82%). ESMS [M+H]T: 563.2.

L34 71b

N-[4-(1- T A& -4-{2-[4-(4- "G ok AKX F 3K ) K JL ]-1H- it »& 5 [2,3-b] vk "% -4-
A} -TH-vhoe -3- A0V R 1-2- FF K R B A 49 4 4

R EHY) Tla PAIEN TR, A_TFEALBA, FAFH~Y.
ESMS [M+H]T: 5492,

E 4] 72

N'-[4-(1- T & -4-{2-[4-(4-" ok L F 3K )R K ]-1H- vt 57 [2,3-b] ot % -4-
Y- TH-meo -3 20 R -N2 N2 = 2 H R B e 44 41

i [4-(1- T K -4-{2-[4-(4-"F ok K F AR ) R A J-1H-7 % 51 [2,3-b] oL 9% -4-
A -1H-stbed-3- 20K K )A2(0.104mmol) 49 NN-— 5 A F B (1mL)iE % F =
# A A A 04mmol), FRE A A R FKA-NN-Z F & H & B B
(glycinate)(0.104mmol)2t 32, 9% RS it 4F 18h, F+ A A& Gilson R A8 HPLC
L4k, #53)%E BRGAFE T M (57%). ESMS [M+H]T: 564.2.

% 364) 73a
N-[4-(1- T A& -4-{2-[4-(4- "By ok A& F 28 ) 3K AR ]-1H- b o8 51 [2,3-b] otk %2 -4-
85
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ARV - TH-rh e -3- O R A - 1wt b F B A 69 4 &

B [4-(1- T A& -4-{2-[4-(4- "B ok A F 2 ) K K ]-1H-b %% 5 [2,3-b] otk 72 -4-
AV -TH-vtb e -3 20 R 1B (0.204mmol) 8 9 S vk v (ImL) I8 % A = LRz
(0.8mmol)F= 2, F B2 5+ A M 285 (0.3mmol)& 22, 1% R Ht 4 3h, KRS
hegbt(2mmol), FHFZ R LA 50°C FAe# 18h. ¥iZ R M AT RS, F&-
EF R/ FHEomL)Y, FAKEERxI0mL)., RALX R T, FEHEY,
¥ 342 1 Gilson BAB HPLC #6544, 45 B 4741 * 4 (37%). ESMS [M+H]*: 576.2.

sk 364 73b

N-[4-(1- T F -4-{2-[4-(4-"H ok X F A )R K 1-1H-wb %8 5F [2,3-b] b %2 -4-
A} -1H-rtbe-3- ) K- 1-9K % F B 69 4] &

R EHA) T3a F AR FT I, ARG, F2458 >4 (33%). ESMS
[M+H]T: 590.2.

% #&45] 73c
N-[4-(1- T /& -4-{2-[4-(4-"B sk K F K ) R K 1-1H- vtk 2% F [2,3-b] vk %% -4-
A5 }-1H-wbe-3- ) RN -4k F Bt 0 4 -
3B R4 T3a FATIE G F I, ADoK, 24585 4(33%). ESMS
[M+H]T: 5922,

E 4] 73d

N-[4-(1- T HK -4-{2-[4-(4- "G o JK F L) R AR - 1H-vk & H [2,3-b] b 9% -4-
A -TH-mbrd-3- 2OV R ]-4-F 2K -1k % F Bl ag 41 &

FREHP) 73 VAR, 148 1-F %%, FIHFL5434%).
ESMS [M+H]*: 605.2,

& 34| 73e

N-[4-(1- T 25 -4-{2-[4-(4- "B ok AL F K ) K L - 1H- v o& HF [2,3-b] otk %2 -4-
A Y- 1H-vtbok -3- 25 )R AR )-4- BT vbk FF B A 4 4] &

PR R A T3a F TR 6 R, AL R Bk, 13 3 A7 7 #1(32%). ESMS
[M+H]": 608.2.
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4] 74a

N-(4-{4-[3-(4-{[(= T AR AV A VR A VKA )1- T A 1ot o 4
AR LH-o % 5F[2,3-b]et o -2- 2V 3R ) F A B 69 1 -

RN 21 FATEA T, A N-{4-[4-[3-4-{[(=F AR E)H A
FAYRIR)-1- T A1 H-w v -4- 3K ]-1-CR A BB AR )- 1 H-vieob- 51 [2,3-b] 7t 72 -2-
AV FrrBtig, F3478 4. ESMS [M+H]T: 544.4.

£ 34] 74b

N-(3-{4-3-(4-{[( = F A BRI VKA TR A VR A)1- T K -1H-vth o -4-
- 1H-oHE 1 [2,3-b]oh oz -2- 2V R A T AR B 64 41

TR ER 21 F AR F B, A N-{3-[4-[3-4-{[(= F A8 HL)H AL
AAYHRK)-1- LA 1H-e o -4 K ]-1-CR AR BE AL )- 1 H-stb o 5T [2,3-B] 7t o2 -2-
AR Fariie, REARE 4. ESMS [M+H]*: 5444,

L34 74¢

N-[4-(1- T 2 -4-02-[3-(4-"F o BV F A - 1 H-vb & 5 [2.3-b]7b "% -4- 2 ) - 1 H-
ptod -3 OV R A ]-NN-— F 26 61 &

R EAR 21 FAAEM TR, 148 N-(4-{1-TH-4-[2-[3-(4-"Bk L) K
H-1-CR AR B )- 1 Hootho& 31 [2,3-D]t 5T -4- B - L H-vtb o -3- KR )- N N-=
VAN, FR A4, ESMS [M+H]T: 536.4.

%364 74d

N-[4-(1- T2 -4-{2-[4-(4- "Lk )R A - 1H-71 7% F[2.3-b] "R -4- 2 Y- 1 H-
Prbod-3- ORI -NN-= F A Mt 4] &

RPN 21 R FR, A N-(4-{1-THE-4-[2-[4-(4-"Bk 2 ) F
A 1-CRARBLIL)-1H-o1 5 57 [2,3-b]1b 52 -4- AL - 1 Hestbod -3 20 ) R )-N N-=
¥ Mk, fFE\ARA 4. ESMS [M+H]T: 536.4.

L3645 T4e
N-[4-(4-02-B3-(=F X B HEVK L - 1H-7"8 F[23-b]tho2 4- V- 1- T A
87
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1ot -3- O KA TN N-— F H kG 1%

R ER 21 FRIRMFTR, 48 N-G-{4-R-B(=FLRLX
EJ-1-CR AR B )-1H-sh o8 54 [2,3-b] 072 -4- A )-1- T A -1 H-vtbmt 3- OV XK
A)-NN-ZF KMk, 1524747 4. ESMS [M+H]*: 4944,

5364 74f

N-[4-(4-{2-[4-(= F B HV KA 1 H-tos F [2.3-b| "% -4- K }-1- T A4
-1 H-vo-3- ORI )-NN-— F AR M o 1] -

BRI NEIR 21 FAEGFTE, 80 N-G-{4-2-B-(=FELARELHX
] 1-CR AR BL A )-1H-vb 8 FF[2,3-b] 7% -4- £ )-1- T A -1 H-wbvd 3- AV K
AR)-NN-ZF 2k, 1524548 = 4. ESMS [M+H]T: 4944,

£ #4] T4g

N'-[4-(1- T & -4-{2-[6-(4-"F ok FK£ )-3- vtk o 3K ]-1H- vk o 5 [2,3-b] 7k 72 -4-
A} -1H-wtee -3 B0 RN N-— F bl ) &

BBRF AR 21 FRTRM TR, 2B N-(4-{1- T HE-4-[2-[6-(4-"B9k 2 )-3-
heg I )-1-(R A AR By AL )-1H-w o5 JF [2,3-b] b %% -4- A -1 H-vtbwd -3- VK
A)NN-ZF XKWk, 15347474 . ESMS [M+H]*: 537.4.

LA 75

4-[3-(4-NN-= F A AL P B RA K E)1-(2-5 LA )-1H-vh " 4-
A J-2-[4-(N-"Boh 2 F VKA |- 1H-1hos FF[2,3-bI R 44 41 &

R E A 47 FRTE TR, AL 4-[3-(4-BAEFKHL)-1- T A -1 H-stbod -4-
H)-2-B-(= FARL T )R- 1H-0E F[2,3-b]", 133|474 1059 .
ESMS [M+H]": 566.4.

L4 76
4-[3-(4-NN-— ¥ A 2 F B SR R )-1- T K- 1 H-vtbmdt-4- 3K 1-2-[3-(N-
skt A A R AR - LH-ws 5 [2,3-b ok 49 41 &
PR L AAB|ATF PR T IR, A2 4-[3-(4-B A K L) 1-T A -1 H-ntkrd 4
H2-B- (= F ARE T VKA 1H-oeE F[2,3-b]kme, 324741044,
88
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ESMS [M+H]*: 534.4.

E3645) 77

N'-{4-[4-Q-{4-[(= F A BI)F AR A} -1H-s% 5 [2 3-b] oMt 7 -4- K )-1-
TR 1H-wto -3 KA} N N-Z F R ) 41 &

FLRP AR 100 ARRE PR 21 PATEM T, 128 NN-—F R
-1-{4-[1-(CR AR A B K )-4-(4,4,5,5-79 F A -1,3,2- — R A0 4 R 3R-2- 2 )-1H-v1
% [2,3-b]ob e 2- A R A F e Ao N-[4-(4-38-1-F A -1H-7tb =k 3- ) K
AFNN-ZF £, F2 4781044, ESMS [M+H]H: 494.6.

L #.4) 78

N-{4-[4-2-{4-[( = F AR R A)F AR K }-1H-7b % 5F [2,3-b] otk % -4-
AN-1-(1-F A TH)-1H-oterd 3R AN NN-— F b 515

B 100 ARARE TR 21 FAAEGSE, 8 NN-ZFHA
1-{4-[1-CR A AR B A )-4-(4,4,5,5- 09 F 2 -1,3,2- — B 40 42 BER-2-48)- 1 H-"t
& F[2,3-b]buE - 2- AR K F Ao N -{4-[4-12-1-(1-F & T A )-1H-vterd-3- 4
FIY-NN-—F £k, 1F34781444. ESMS [M+H]T: 522.6.

4] 79

N-{4-[4-2-{4-[(=F A 2I)F AR K -1 H-vto& H[2,3-b] o0 7% -4- 20 )-1-
-1 H-rbe 3 RN ikl B 04 ) &

R ERY) Sa VAR TR, BB BIF[(4-{4-[3-4- BRI K HL)-1-
F -1 H-sth o4 A -1 H-oke 5 [2,3-0] 0 -2- RV KR T A | = F ik, 13347
AA4. ESMS [M+H]T: 520.2.

Kb 80

N-{4-[4-Q2-{4-[(= F X £ ) F A 135 K }-1H- b %% 5 [2,3-b] b %% -4-
AD-1-(1-F R A 1H-wko -3 KKK ) 1o bR F B 69 41 &

BB KA Sa ¥ AL 69 F IR, 4 B AR [(4- (4-[3-(4- B K H)-1-(1-
A TR 1H-vtbrd -4 2K - 1 H-o8 3 [2,3-b 02 2- BV R RO F R | = F A, %
| ArA0A4 . ESMS [M+H]T: 5474,

89
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E 364 81

N-[4-(1- T F& -4-{2-[4-(4- "B ok Sk F AL ) K AL -1 H-w %8 HF [2,3-B] v 5% -4-
AV -1H-erd-3- ) KK -4-50 G0k F B 1,1-— S bt 69 41 &

©) 420 £ 5°C 89 4-(1- T A -4-{2-[4-(4-"Fok AL F ) F I - 1H-vHeo& F[2,3-b]
oo -4- ) - TH-sterd-3- 20 K B2 (0.25mmol )89 £ 7K THF(2mL)E &+ Je A = 2
J& (4mmol)Fe 2, F B2 7+ 7 4 2L 85 (0.5mmol). 4 B A RAW A TR T H AT A,
MNFREG R 1,1- =8 AL (2.5mmol), FHZ R AL 50°C Fh#h =R, 4
BEL = 48 iE RAR &30k 44k, 453 ARA 7 #1(30%). ESMS [M+H]": 640.0.

5% 364182

N-{4-[4-2-{3-[(= F A EH)F ARV -1 H-b o8 FF[2,3-b] otk e -4- 2 )-1-
LI 1H-be -3 2R TR NSRRI 8 ) &

%R EHBIA8F FTiE 6 F IR, A [4-(1- TA-4-2-[3-(1- B b £ F &)
F A 1H-wo& F[2,3-b] g 4- 2 ) - TH-sb e -3- 2O K A e, 33 % 4 & B4k
H AR RS H(166 mg, 66%). ESMS [M+H]+: 582.7.

5k 364583

N-{4-[4-Q2-(3-[(= F A EI)F AR AN -1 H-b 2% 5F[2,3-b] k%2 -4- 2 )-1-
CA-1H-vrd-3- KR -N- T A R 8 41 -

PR L ABIAS T BT A Bk, £ [4-(1- T -4-{2-[3-(1-vtbeB a2 F L)
F - 1H-stm8 51[2,3-b ] -4- 2 ) - 1 H-vterde -3- ) R K e o 7 £UBR 28R, 17
B A4 A4 . ESMS [M+H]+: 534.5,

%345 84

N-[4-(1- T FK -4-{2-[3-(1-7tbe& b AL F K )R 3L )-1H- vk o4 5 [2,3-b] ik 92 -4-
A} -TH-mbeg -3- )R -2 F AL o B AR

B TP 95 P AT R HI &, 1EM 4-(1- LA -4-(2-[3-(1-vtheB it L F 1)
F A ]-1H-7n8 57 [2,3-b] ot oe -4- 2 - 1H-wtem -3- 0O R B, 13 3 A7 AW,
ESMS [M+H]": 533.0.

90
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744 85 |

N-(4-{1-T A -4-[2-(1,2,3.4-79 £,-7-F P otk J5)- 1 H-vit o4 5F [2,3-b] ot %% -4-
A ]-1H-viked-3- 4 IR )-NN-= F A MR 8 4] &

BB LA 11 F ARG T, A N-(4-{4-[2-2- TBLE-1,2,3.4- 9 &.-7-
SR ) 1 Hortn& F[2,3-b ]2 -4- 35 ]-1- LA -1 H-vtbmd -3 2 Y KO- N-— F
AWt LB, F 100°C, #F 34748144 . ESMS [M+H]": 507.4.

%364 86

N-(4-{4-[2-2- T8 -1,2,3.4-79 2-7-F 78I )- 1 Hootbod 1 [2,3-b] 7% -4-
A1 GV H-Heo 3 FAR)-NN- = F A M 8 1

B F K 21 F AR 6 5B AR N-(4-(4-[2-(2- TBA-1,2,3,4-79 -7
FoB ok AR)-1-CR AR BLAR)- 1 Horibod 51 [2,3-B]7b % -4- K- 1- T AR -1 Hostbmg -3 )
FAE)NN-ZF ANk, F2AFHMLSH, ESMS [MH]: 5494,

E k5] 87

N,N-=— F 3 -N-[4-(1- F HK -4-{2-[4-(1-vtb & b K F HO)V R K- 1H-vh o 3
[2,3-b]7Hsz -4- 2 Y- L H-stt e -3 2 ) R Pk 8 )

ABRF AR 101 FETR TR, 128 N-(4-{4-[2-(4-F BLA K L) 1H-9
o5 H[2,3-b]H 7 -4- 2 - 1-F -1 Hovthrde -3V R )-N N-= F & M Aoothnf bz,
# 3| ArRALA 4. ESMS [M+H]+: 520.4.

5t 3645 88

N-(4-{4-[2-(4-{[ LA (2- & AR TF ARV R I)- 1 H-vth o 51 [2,3-b] 0
-4-7K1-1-F AR -1 H-vtbodk -3- KV RO )N N- = 2K Bk o 4] -

R AR 101 FATR TR, 1E8 N-(4-{4-[2-(4- F BLA K L)-1H-vtk
& F[2,3-b]P o -4- 2 )-1- F -1 H-mbe 3 OV RN N-ZF A M A= 2-(T A
BH)TE, 5347144, ESMS [M+H]+: 5384,

% #1489
NN-ZZ K -N-{4-[1- T2 -4-2-{4-[(F A BA)F AR K- 1H-wk ok o
[2.3-b]wks2-4- A8 )- 1 H-vbtok 3-SR VR 4 4 -

91
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BB EEBFI6F Tk e TR, 128 [(4-{4-[3-(4-B I K L)-1- LA -1H-vtk
-4 K- TH-Pl s 51 [2,3-b] ot - 2- A ) R O T A | = F i, FAAR81044.
ESMS [M+HJ+: 536.4.

53645 90

NN-—F K -N'-[4-(4-{2-[4-(1-wsboB bt 2 F HOV KA -1 H-sb o4 5 [2.3-b]7 2.
-4 Y -1 H-vtbed -3 0 R k84 )

R EIK 101 F ARG B, 1EF N-(4-{4-[2-(4-F BRAF ) 1H-w1k
&1 [2,3-b]H R -4- 2 - 1 H-vtbode -3 2 R )-NN-= F R Bk fortboi bk, #3347
#AiA 4. ESMS [M+H]+: 5064,

%641 91

N-(4-{1-T 3 -4-[2-(2-F £-1,2,3,4-19 §-7-F"E ok A )- L H-wtho8 5 [2,3-b]0
" -4-FK - 1H-wk e -3- 20 R AN N-— F kb 4 &

BRI AR 21 FETRAHIR, 18 N-(4-{1-THK-4-[2-(2-F %-1,2,3,4-
V9 E-T-F R ) 1- (R AR AR B AL )- 1 H-othe& FF[2,3- ]9 -4- 2 |- 1 H-vtkmk -3- 1)
FH)-NN-—F APk, 1F2Ar81064. ESMS [M+H]": 520.6.

645 92

N-{4-[1-T K -4-2-{4-[2-(1-wter8tt 2 ) LA TR A -1 H-stbv& FF[2,3-b] 71072
-4-28)-1H-vtevd-3- VR AN N N- = F Ik 69 4] &

e B P M AR21F BT R 69 F B, 48 A N-{4-[1- T & -4-(1-(K £ 5 Bt
A)-2-{4-[2-(1-" a2 ) TA TR -1 H-o o (2, 3-b] P BE 4- 2 )- 1 H-vthod - 3-
AJRAY-NN-ZF KMk, 5247481044, ESMS [M+H]": 5484,

5k 3645193

N-{4-[4-(2-{5-[(=F A BIK)FH1-2-F ALK -1 H-rthe& 5[2,3-b]otb % -4-
A)-1-T A -1 H-rbed -3 A RO - N R MR ) ) &

B ELAPIA8TF BT iR F IR, A [G-{4-[3-(4- B ALK E)-1-T A -1H-7k
b4 B ]-TH-Hs 54[2,3-b ]2 -2- 2 1 -4- F A KA F R | = F i, 2847440
&4, ESMS [M+H]+: 570.4.

92
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K#EH194

N-(4-{4-Q2-{4-[( = F X 2 A )T AR 1R K V- 1H- 7k 2% 5F [2,3-b] vk %2 -4-
AN 1-2-(F AR A -1 H-vtemd 3-8 K- N N-— F M 9 4] &

BB T AEPIATE BT R 6 F B, AR A (2-[3-(4-B A K E)4-2-(4-[(=F AR
A F AR -1H-o5 5[2,3-b] o -4- 2 )- 1H-wte - - R | T A T ARA T
B1,1-—F A T Bs, ARG R iT4E A S0%TFA#) CHyClyia /& (20mL) 4L 2230
o4Y KB ATBocARY . IR% H18 1L Gilson HPLC#h L iZ &AM, 12| H EF
RO AT H1(49%). ESMS [M+H]+: 537.4.

%364 95

N-[4-(1- T A5 -4-{2-[4-(1-"t & bt JK F ) KK - 1 H-vib ok F[2,3-b] Ik %2 -4~
AV -1H-wtee-3-HO KK )-2-F K A e g 4 &

© 4-(1- LA -4-(2-[4-(1-mb& A F A KK J-1H-71b %8 5 [2,3-b] ik %2 -4-
-1 H-stk 2 -3-3) K B2 (280mg, 0.6 1mmol) 2 -F 5 CH,ClLy(6mL) ¥ # ifbik #9432
&, %A ¥ i TEA(253uL, 1.82mmol). DMAP(4mg, 0.03mmol)F= 2-F &
ABLZ(77uL, 0.73mmol). ¥ Z R EAZE TFHHF 15min, FARKELE, FA
CH,Cl, Fo 3 K##. H/KRER CH,Cl,, MEH 1%MeOH # CH,Cl, w3
B, FRA 49 F A (NayS0O,), LR/ ERE. ¥ kA4idid Gilson R
A8 HPLC(MeCN/H,0, 4 0.1%TFA)sb4b., #4i%F 46955 A NaHCO, K
mEP A, B =4 CH,CL FEMR 1%MeOH # CH,CL &% F I, T
(Na,SOy), itiEFm/E RS, 1535) 139mg(43%) % & B4Rt 47# = 4. ESMS
[M+H]*: 533.4. |

5% 364 96
NN-= T A -N-[4-(1- T 2 -4-{2-[4-(1-* & 3 L F ) K A - 1H-vk ok 5F
[2,3-b]Ptrz -4- 2 ) - 1 H-mmde -3 20 VIR Tk
®) 4-(1- LA -4-{2-[4-(1-ot 8 e AR F R ) KA )- 1 -tk ed 57 [2,3-b) 72 -4-
AV -1H-tr4 - 3- 2O K (350mg, 0.76mmol) 4 F 8 THF(SmL) ¥ 49 ik b4
e 4-FAH AR A FEABS(168mg, 0.83mmol). ARG XRMWETET
P 45min, FAe AN =T AB(0.32mL, 3.03mmol). 1 NEE, iR R R,
93
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JE K45, 35 ) IN NaOH #= EtOAc ##5 . ¥ 7K & B =4 EtOAc /5 A 5%MeOH
) EtOAc R F I, 135676 F B4 F 1 (NayS0,), LIk F R /E RS,
&AM idid Gilson K48 HPLC(MeCN/H,0, 4-H# 0.1%TFA)¢htk, 1% 3|
159mg(32%)#9 3 -TFA H X 6947 7 % (F & B4R). ESMS [M+H]': 562.4.

E 364197

NN-= LA -N'-[4-(1- T A& -4-{2-[3- #-4-(1-7b o8 A F B R A - 1H-vth 7%
F[2.3-b]otk e -4- 2 }- 1 H-ribrd -3 0 ) R Ik 6 1) &

R EABI6F AL T B, 1EA[4-(1- T 2-4-{2-[3- F-4-(1-mbod i A
)R- 1H-vtb 8- 31 [2,3-b] et -4- 2 ) - TH-vlmd -3 30 R 3R e, 13 3 47 A4
44, ESMS [M+H]+: 580.6.

5 3498

NN-— T -N-[4-(1- T H-4-{2-[4- B-3-(1-wbof b A F AR A -1 H-wbk
F[2.3-b]b"R -4- 2 ) - L H-vrtoe 3-8 ) ORIk 69 41 &

L L) 96 ARG F IR, 1A [4-(1- L E-4-{2-[4-B-3-(1-stbnd b 2k
AR A ]-1H-mbes H[2,3-b ]tk -4- 2 - 1 H-vtb e 3- 2O R K e, A 3 AR 40
44, ESMS [M+H]+: 580.6.

% #.4] 99

N-{4-[4-[2-(4-{[4-(2- 72 T )-1-9 % ) F 2 R -1H-wtb o 3 [2,3-b] 71
24 -1-(1-F A T A )-1H-werd -3 A PR AN 2-F 2 BBt 69 4] &

B REH) 95 F AR H IR, A 2-{4-[(4-{4-[3-(4-BE K E)-1-(1-F
AT H)-1H-wteod -4- 2 -1 Hovthn F[2,3-b ]2 -2- R ) R A F A - 1-% % A ) T
B2, 1§ 34781054 . ESMS [M+H]+: 606.6.

£ 34 100
N-[4-(1- T A -4-{2-[3-(FZ A F HVK A -1 H-stb & 5 [2,3-b]t e -4- L ) - 1H-
oo -3- 20 KA ]-NN-= F A Mk Y ) &
B L HAB|ATP FTiE 6 F B, A2 A (3-{4-[3-(4-BA K H)-1- T A - 1H-sb
-4- A - 1H-vlb o8- 5 [2,3-b]wbee -2- B} R AR ) W 82, 24741044 . ESMS
94
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[M+H]+: 4814,

%41 101

N-[4-(1- T35 -4-{2-[4-(1-vb & b JK F VR AR - 1H-wl & 1 [2,3-b] Wb %2 -4-
AV 1H-ee -3 )R A ]-2.2- = F 2 A BLEE ¢ H &

BREAEP) 95 FATEM TR, HAZTFATBE, RIFALEY.
ESMS [M+H]*: 547.4,

£44]102

N-(4-{1-T XK -4-2-(4-{[ T Q- TH)RA|F A YR A)-1H-7% 5
[2,3-b]°tk 5% -4- K -1 H-wtt e -3- 2V 3R )N V- F 2

BRFEAAB) A7 FATAN TR, A 2-[({4-[3-4-BAKK)-1-THK-1H-
o -4- )1 H-wtbe 5 [2,3-b)IiR -2- R F AN T KB TEEfe 2 M —F &
4 THF &%, 3478444 . ESMS (M +H)*T: 5524,

% #41103

NN-= TH-N-(4-{1- THA-4-[2-(4-{[TLHE Q-2 THAVRA] T A VR 1H-
g 5 [2,3-b] R -4- 2 )- LH-wtkrde -3 20 ROk 69 41 &

BRI 96 FATANTIR, A 2-[({4-[3-(4-BAEKK)-1-TA-1H-
k-4 -1 H-oog 51 [2,3-b1R -2- 2} F AN C A RA | LB A = LA, 17
| FAA4 . ESMS (M +H)T: 5804.

%364 104

N-(4-{1- T -4-[2-(4-{[ LA (2-#2 TH)EIKF 28 ) -1 H-ntho&- 51 [2,3-b]
o -4- AR - T H-mt e -3 A VRN )- -tk Bt P B 4 4] &

BT 4T PR TR, A 2-[({4-B-G-BAEEL)-1-TE-1H-
P-4 -1 H-Po 51 [2,3-b ke -2- 4 ) F 20 ) (T ) B T B Fertbn& bt , 153
¥ A4, ESMS (M + H)t: 578.4.

% #4) 105
N-{4-[1- T 2 -4-2-{3-[2-(1 -t ofdt ) LA TR V-1 H-nth ok 57 [2,3-b] 7%
95
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-4- ) 1H-wibe -3 A RN - N N-— F A8 41 &

A 00C F, @4 N-[4-(1-TH-4-{2-[3-(2-% TH)F A1 H-wb g5
[2,3-b]7Hb 78 -4- 35 ) -1 H-vib o -3- 2 R K )-NN- = F A Mk (210mg, 0.42mMol)#9
CH,Cly(15mL) % #& % Az N EzN(120uL, 0.86mmol) A= F #% Bt £, (40uL ,
0.52mmol). ##F 3h &, Ao A&t (2mL, 24mmol). HFiZ R LR K E TR,
W 18h, HEEZTTFTALZEZTF. @12 Gilson HPLC 4h1k, 133)%#% & B4k
HFF AL B-H1(25%). ESMS [M+H]+: 548.4.

% 34) 106

N-[4-(1- T A5 -4-{2-[4-(1-wked be K F )R AL |- 1H- ot o8 51 [2 3-b] W 92 -4-
A Y-TH-rbrd-3-F0) KK - 1wt 8ot F B 49 ) &

BB FEAP] 47 F AT IR, 4R [4-(1- T AR-4-(2-[4-(1-tB s AR F )
R - 1H-w % 51 [2,3-b] 2 -4- 2 ) - Homthode -3- 2O R R B Aot etz 13 5 47
A4, ESMS [M+H]+: 560.4.

E 4] 107

N-{4-[4-[2-(4-{[ T (2-# TR F AR A )-1H-vtk w8 51 [2,3-b] 7k
4-F 1 1-(1-F A T A 1H-wbod 3L PRV -NN-= F U Bk

BB R AT F TR T I, A 2-[[(4-{4-[3-(4-BAFKAL)-1-(1-F £
LA )-1H-se ot -4- 2 -1 H-wlo& FF[2,3-b] 02 -2- BV KA F AT )AL T
B, 133444044 . ESMS [M+H]T: 566.4.

% #64] 108

N-(4-{4-[2-(4-{[4-(2-%2 T A5 )-1-9 5 AL ) F I ) R0 )- 1 H- ot o 57 [2,3-b] vtk
R -4-FK]-1-F K1 H-vked-3- 63 3K K- 1 -mth e bt O B 64 1) &

R EH 47T FARATE, A 2-(4-[@4-{4-[3-(4-BEFL)-1-F 4L
S1H-vtbo -4- 2K J- LH-wnE 51 (2,3-b] 2 -2- R ) RO T A - 19k % £ ) T B Al
Sdz, HFEAFAILEY. ESMS [M+H]": 605.6.

340 109

N.N-= T K -N'-(4-{4-[2-(4-{[4-2-% TH)-1-F ) F A VR ) LH-tko%
96
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F[2,3-b]7H -4- 2 ]-1-F A - 1 H-vtbhede -3 20 R OBk H] &

MR LK) 96 FATEM T, ER 2-{4-[(4-{4-[3-(4-BEKEL)-1-F A
-LH-stbodt-4- 2K -1 H-vtb & FF[2,3-b ] m2 - 2- AV R A TR - 1%k L) T8, 133
AL A4 . ESMS [M+H]": 607.6.

53640 110

N'-(4-{4-[2-(4-{[4-2- 2 T ) 1-9 B R F A} R A )- 14wk 2% H[2,3-5]74
P -4-A]-1-F A1 Hovtede -3 K- NN-— T AR b 1 &

L) 47 F AR TR, A 2-{4-[(4-{4-[3-(4-BAFKA)-1-F &
-1H-wtkrd-4- 3K -V H-vteos 5F[2,3-b] 0o -2- 3 RN ) T A - 19k ) 8%, 133
A4 . ESMS [M+H]": 579.6.

£ 24 111

NN-Z T -N-{4-[4-[2-(4-{[ T A (2-# THFIL] F AR R )-1H-nk s 3
[2,3-bHE -4- 2 1-1-(1- P AL T A )-1H-vtkre -3- 2 K Ik

R LA 96 F ARG FIR, A 2-[[(4-{4-[3-(4-BAEFHE)1-(1-F &
T A)-1H-wtmk -4 -1 H-oln& FH[2,3-b] o2 -2- R F ) F AN TR AL TEE
Fo NN-— A, 5247484064, ESMS [M+H]T: 594.6,

F 4] 112

N.N-Z T -N-{4-[4-[2-(4-{[4-2-5% L)1 R AT A YRR ) 1H-H%
F[2,3-b1r72 4- 2 1-1-(1-F A T A )-1H-wbod 3 A 1RV 8 41 &

P8 L) 06 F PR GG TR, 1B 2-{4-[(4-{4-[3-(4-BA K HE)-1-(1-F
A TH)-1H-sterd -4 K -1 Hovtend 57[2,3-b]P02 - 2- R ) R A ) F A -1k ) T
B2, 133)47A1k 44 . ESMS [M+H]+: 635.6.

F4) 113
N'-{4-[4-[2-(4-{[4-(2-F2 T )-1-%H A | F AV KA )-1H-wthes F[2,3-b] 0k
5 -4-251-1-(1-F AR TH)-1H-wttmd -3 KR A V- NN-— F A M4 4 -
R RS 47 PR TR, AT A 2-(4-[4-(4-[3-G-BA K
H)-1-(1-F 2 T A )-1H-wtb o -4- 3L -1 H-00 o8- FF[2,3-b]Pbm2 -2- 2 ) R & )-1-
97
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kA LB, FAARAELA Y. ESMS (M+H]+: 607.7.

£ 5] 114

NN-Z T A -N-[4-(1-(1-F & T3 )-4-{2-[4-(1-7& I 5 F AV KA - 1H-7
o8 5 [2.3-b17 "% -4- 2 - L H-ott o -3- 20 ) R A Tk 4G 41

B E ) 96 F TR G F B, A2 4-(1-(1-F A TH)-4-{2-[4-(1-b8 )%
AT EO) K- 1 H-othn& F[2,3-b] 70T -4- 2 -1 Hovtbod -3- )R B, 13 3 478040
44 . ESMS [M+H]t=576.4,

F 4] 115

N-(4-{4-[2-(4-{[ T A& (2-& TH) B F AL Y R )-1H-wtb & 51 [2,3-b] 1%
-4-AK0-1-F A -1 H-vthmd -3- 2 RO ) 1-mib & b F BE A ) 4] -

B BoF AR 21 F AT IR 6 F IR, AR N-(4-{4-[2-(4-{[T £ 2-# TH) AL
F AR A 1-CRAFBLA)- 1 H-otbo& 57 [2,3-b]7 78 -4- 2L ]-1- F -1 H-vibmd -3-
A RA)-1-9beods F B, 8L 30 45-4F, 15247~k 6- 40 . ESMS [M+H]":
564.3.

L34 116

NN-= T3 -N-(4-{1- T A -4-[2-(4-{[4-(2- 2 L& )-1-%H A 1F ALK
AO-1H-wo& F[2,3-b]otoe -4- 2 - 1 H-rthede -3 20V R 2O ke

R R 96 FATEM T IR, 128 2-{4-[(4-{4-[3-(4-BEFRL)1-T R
S H-oeE 4 - T H- o 55 [2,3-b] 0 - 2- RV R A T A - 1-RE A LB o —
LI, #F341Ee4. ESMSM+H)T: 551.4.

E#k5] 117

NN-Z L -N-(4-{4-[2-(4-{[ T (2-F2 TEYEIN ] F AV R A L H-wbws 5
[2,3-b]eHo -4-H - 1-F F -1 H-stbede 3203 3K A M 14

3R M) 96 P ATIE 65 F IR, 42 2-[[(4-{4-[3-(4-BA K A)-1-F A -1H-
o -4- 2K -1 H-vtkm 51 [2,3-0] oo -2- K R ) F AT A )RR TE:, 347
A4 . ESMS [M+H]": 566.4.
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L4 118

NN-=F A -N-[4-(1-(1-F 2 TH)-4-{2-[4-(1 -8tz L T )R A - 1H-wk
2 H[2,3-b]PH R 42k ) - 1 H-obbo 3 B0 K A M

R EHMB) 47 FATEG T I, 4 4-(1-(1- F 2k TH)-4-{2-[4-(1-7toE %
AT )R- 1H-vten 51 [2,3-b] b8 -4- 2 - L H-stbmd -3 ) R e, 45 3 4710
A4, ESMS [M+H] = 548.4. |

E3#&4] 119

2-F AR -N-[4-(1-(1-F K T 38)-4-{2-[4-(1-stb o8&t 2K T O R AR -1 H-sib o 5F
[2.3-b17152-4- 2 Y- 1 H-vpb e -3- RO KA | R BLIE:

Z R EB) 95 FATE IR, 424 4-(1-(1-F A T A)-4-{2-[4-(1-7bE k%
AT )R- 1H-we o5 5 [2,3-b] 70 -4- 2 ) - 1 H-vtbrde -3- O K g, 433 A4k
A4, [M+H] = 5474,

3645 120

N-{4-[4-[2-(4-{[4-(2- 2 T )-1-9R " A T F 28 ) K A)- 1 H-wib o& 51 [2,3-b] 01k
428 1-1-(1-F A T - 1 H-vteed -3 PR ) - | -oikef b, Bb e ) 461

LAY 4T F AR T, A 2-(4-[4-{4-[3-@-BAKL)-1-0-F
) 1H-wwt 4- -1 H-Hns 55 [2,3-b] e -2- RV R ) T A -1 % 4 T
B Fovtbeidn, FFEAFAILA4. ESMS [M+H]+: 633.7.

E 4121

N-[14-(1- T K -4-{2-[3-(2-#2 LAY R I -1 H-vtb & FF[2,3-b] b %2 -4- L V-1 H-
ot -3- O R K -NN-= F 2t ) &

R ERGIATE L G FER, EA2-G-{4-[3-4-BAKL)-1-T A -1H-
b 4o K- TH-wt o 5F[2,3-b] s 2- KV R ) T B3, 33481 a%.
[M+H]+: 495.4,

£ ) 122
N-(4-{1- LA -4-[2-3-F Bt A K )- 1 H-vth o8 F[2.3-b] PR -4- 5 |- 1 -t vk
3-AN R NN-— F ARG 4] &
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A% R AR1020A BAR B A% BB SR 366047 FRiL 69 F 3., A& 8 3-[4-[1-T A
-3-(4-FH F K I)-1H-wt =k -4 3K - 1-CGR AR BRI~ 1 H-vten&- 57 [2,3-b] 772 -2- 3K ]
KF B, FR 4714 . ESMS[M+H]™: 479.0,

4] 123

N'-{4-[1- L& -4-2-{3-[(F A H ) F AR - 1H-vtk o8 FF[2,3-b] k%% -4-
A)-1H-mtbet -3- 2K R -NON-— F K

R ER 101 PR TER, 48 N-4-{1-TE4-[2-G-FBAX
A )-1H-wto& F[2,3-b] 17 -4- 2 - TH-sl o -3- 2 ) R )-NN-= F A Ao 2M =
¥, fFE)ARAALSY. ESMS [M+H]": 494.0.

%4124

N-{4-[4-2-{4-[( = F A RA)F HA 1R K }-1H-wb o4 FF [2,3-b] ik %% -4-
A)-1-(1-F K TA)-1H-wtbo -3- KRV NN- = T H M 64 41 -

R L) 96 F ARG T, A [4-{4-[3-@-BEFXE)1-(1-FLCT
AO)-1H-vtbrd -4- K -1 H-tb o35 [2,3-b]oe -2- 2O R A F A= F e, 1F 2474
{44, ESMS [M+H]+: 550.4.

L H#H125

N-{4-[4-2-{4-[(=F A ZH)VF R IR AN 1 H-wb & 5 [2,3-b] 0% -4- 2 )-1-
¥R -1 H-rtrd-3- K R IR-NN-— T A

1508 L4596 FTiR 69 5 3R, &R [(4-{4-[3-(4-B A K E)-1-F A -1H-%k
-4 2R ]- T H-8 5 (2,301 - 2- A RO F R | = F ik, F 347810 e4.
MS [M+H]+: 522.3,

% 364) 126

N'-(4-{4-(2-(3-[( = F L 2 &) F A 1K A }-1H-#k & FF [2,3-b] 71t %2 -4-
A 1-2+(FREL) T -1 H-wbo 3- VKA ) NN-= F IR 69 41 &

€1 {2-3-4-{[(= T A RA) B AR K B)4-Q-B-[(= TR EL)FA]
F A -1 H-wb8 51 [2,3-b] 0 -4- ) - 1 Hootbrdt - 1- R A PR AL T &8 1,1-=
A A BE(1.05g, 1.65mmol)F An N\ 25%TFA #) CH,Cly #3& (25mL). ¥ iZ
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BEAEZERTFTHHE Ih, FEAEAZTALET. A(: DELO/ G mEAE, i
T, FFAE TR, F2)%EBIKRAITFAILESM(1.39g, 95%). ESMS [M+H]+:
537.3.

£ #4127

N-(4-{4-{2-[3-(FA T E)VK - 1A o8 51 [2.3-b]0 52 -4-F V- 1-2-(F &
BA)V G- 1H-wm-3- 2 K-V N-= F ANk o 4] &

PR L AHNATF FTE G F IR, AR 2-C-(4-BAEFRL)-4-2-B-(B LT R)
KA -1 H-wt o 57 [2,3-D]Ph R -4- A - 1 H-wteod - 1- ) T A ) F A RA TR 1-—
¥R B, 1F3AFAEY. ESMS [M+H]+: 510.3.

E 4] 128

N-{2-[3-(4-{[( = F A EIVH ARV K )-4-2-3-( = FAREIOFA]
RN -1H- 8 F[2.3-b] 05 -4- 35 )- 1 H-vtbm - 1- K ) T ARV -N-F 2 T BB 69 41
&

ARHTTER, @ N-4-{4-Q-3-[(=FARL)F A )RKAL)-1H-E 5
[2,3-b] 772 -4- 2K )-1-[2-(F A R ) T A -1H-vthmd 3- 2y R A )-NN-Z F 3
Pk 3TFA(300mg, 0.34mMol)#) MeOH(10mL)i& & F A2\ IN NaOH 7Kiz & f=
AcyO(40uL, 0.42mMol). #EHE 30 475, iz R A AK##, A IN NaOH
KA (0.4mL)ARAL, F(9: 1)CHCl3/iPrOH # 3%, T8 (NayS0Qy), itiE, 4
BATTARRETF. A(: DELO i hB g, dktAT TR, 334K
& & B AR 47104 (17Tmg, 90%). ESMS [M+H]+: 579.7.

R 46450129

N-{4-[1-2- (= FARK)VTA-4-2-{3-[( = FRAEI)F A RKEY - 1H-w
v FF[2,3-b]H % -4- 2 )- 1 H-wibed -3 R PR V- N N-= F M8y 51 &

ABHTTER, GN-(4-{4-Q-{3-[(=F A EH)F H )KL} -1H-7b5 5
[2,3-b]7H %2 -4- K )-1-[2-(F AR A) T A 1H-wtb e 3- Ky KA )-NN-ZF &
Pk 3TFA(300mg, 0.34mMol)#) MeOH(10mL):& & ¥ Ae A IN NaOH 7K X i&
(1.1mL , 1.1mMol), 37wt% CH,0 #) 7K & #& (50uL, 0.67mMol) #= 20%
Pd(OH),/C(Pearlman’st L5 )(~10mg). & _LH,A 3K, FHiZ R LA TR TH
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HIKR., BiZREAEETTALEZT, BF(9: 1)CHClL/iPrOH(15mL)¥, #
AL Ee) FAROBREFRR CHAIE(~500mg, >1.8mMol/g)it 3. £ TR

RAANG, HiZR LI, A(9: CHCL/APOH® ik, # ¥R AEALTT
Keg £-F. @iLGilson HPLC4AL, #52)| & & B4Rt 471064 (56.6mg,
30%). ESMS [M+H]+: 551.6.

£ 34 130

N'-(4-{4-[2-(4-F2 25 -4-9K R K- 1 H-ot & 51 [2,3-b otk 7R -4- 25 - 1- F K- 1 H-oth
o 32V RN N-= F 5 M o 4 &

BB FHY] 4T F AR FIR, R 4-{4-[3-(4-BAFKL)-1-FR-1H-1
4]V H-otoA 51 (2,3-b] ot 2- 2 ) -4- 2 - 1R AR B 1,1- = F A B,
BFEAFAALA Y. ESMS [M+H]": 460.2.

4] 131

NN-=F A -N-(4-{1-(1-F A T3 )-4-[2-(3-wb o2 & )- 1 H-wt % 5 [2,3-b] w1k
o2 -4- K- 1 H-wbt -3 VR O 84 ) &

FREES 47T FAAEGTER, A 4-{1-(1-F AL T L) 4-[2-G-tb"=
A1 H-"tb F[2,3-b] oo -4- AR |- L H-stbmd -3 - KOV R B, AF 2 474010549 ESMS
[M+H]: 466.2.

£ 364 132

NN-—F K -N-[4-(1-F J-4-{2-[2-(1 - 2L )-5-"8 % K |- 1 H-k o4 5 [2,3-b]
PR -4- 2 -1 Hembok -3 20 ) O TR A 41 &

® 4-(5-{4-[3-4-{[(=F AR ) K AR AR E)-1-F A-1H-vth = 4
A - 1H-w o FF[2,3-b) o7 -2- K ) 202 R )-1-9 5 AR BE 1,1- = F AR A
(0.0883mmol)#) — & F A Q0ml)E &R F A Z H LB (Iml), HH¥AERGERE
AEFTRTHME 4D, REFEBLRAN HPLC ¢hiit, 53] % & BAR 947810
£-4(43%). ESMS [M+H]": 523.2.

£ #4133
NN-=F 2 -N-[4-(1-F & -4-{2-[2-(4-F & -1-9k5 & )-5-Fo2 Ak |- 1 H-vth ok
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F[2.3-b] 8 -4- -1 H-rtbedk -3 20 KA Pk 69 41 &

R ERGATE G TR, 28[4-(0-FE£-4-2-[2-(4- F £-1-%%
HK)-5-F v A1 H-otb s 51 [2,3-b]Phme -4- 2 ) - LH-sb o 3- 2O R K e, 133474
44 . ESMS [M+H]": 537.2.

%34 134

N’-{4-[1-[2- = F K R I) T A -4-(1H-7b =% F[2,3-b]7 52 -4- 2 )- 1 H-vik vt
SRR NN-— F A5 &

RPER 102 FAAEMG TR, 48 NN-—F RL2-(3-B-AHAXK
F)-A-[1-CRAFEBLA)-1 H-ol8 57 [2,3-b] " -4- 2 |- | H-vikmb - 1- 22 T, 5F 2%
JE R B LAY AT F ARG IR, 1FEAFALLES 4. ESMS [M+H]T: 418.2.

L H#H) 135
N-{4-[4-(2-(3-[(= T AR F A VKAV -1H-ob & H[2.3-b]o 7 -4- 5 )-1-
T A 1H-o - 3- RN -NN-— F AN 5 b ey 41 &5 ik

)47 69 Aty 7T 42 B8 4o T BEAT ]
a). {3- [4 2-1- (4@&5%@9&%) lH-"kt"Z\ﬂ-[Z 3-blrtbee-2- ) KA ) T BR

ml Yy
o8 o*

B KR AFF (~1 Lym 4-38-2-80-1-(CFR s BE AL )-1 H-otho& 5 [2,3-5]
(10 g, & B CiVenti #9454 90%4 —3k, 19.4 mMol). 3-(FEF )
FHABL(3.3g, 21.7mMol). =*%}%(200mL). 4aF=#4 NaHCO3 7Ki% % (50mL)
#= Pd(PPh3)4(1.0g, 0.86mMol). #)iZ K A Fi@A N,, & EZ-FHF 1100C
L4 18h, AHEERE, FERELAZTRE, 5T EtOAc ¥, A HO. #
Kk, FHBMgS0,), TEHFEATTRELET.

¥ Lik R A% 4-18-2-7- - F AR BLIL -1 HovtbeB 51 [2,3-b]wkeg (15 g, &
£ CiVenti 8946 E 4 90%#) —Ht, 29.1 mMol)Fe 3-( A F L) KM (F —
4.0g, 26.3mMol; REH =K: 3.7g, 243 mMo)E A M AL, AFAR
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FL P 4% A %3, (300 mL). 484249 NaHCO3 (75 mL)7Ki& % F= Pd(PPh3)4(1.0
g, 0.86 mMol). EHEANRE T RAGFE &) FH4EN A d 26%E £ 15%F
13%(d LCMS #AE)., A 69 Z/NREL 69 =4 (d ¥4k 40 g 69 4-38 25 1-
FAARBEA -1 H-keE-51[2,3-bP R BT A A 49, R B CiVenti #9465 4 90%49 —
# =36 g,77.7 mMol)&Ff, il i Peik A2 AK 6,575 (10 £ 15% EtOACc/CH,Cly)
“Ak, 1538 € BRGNS (22.77 g, 66%). MS (ES) m/edd3.2 (M +
H)*; 1H NMR (400 MHz, DMSO-dg) 6 8.27 (d, J =5.1 Hz, 1 H), 7.85-7.91 (m,
2H), 7.70 (t, ] =7.5Hz, 1 H), 7.63(d,J=5.3Hz, 1 H), 7.59 (AR #(app.)t, )
=7.8Hz, 2 H), 7.53 (s, 1 H), 7.44-7.50 (m, 3 H), 6.75(s, 1 H), 5.35(t,J=5.8
Hz, 1 H), 4.62(d,J=5.8Hz, 2 H).

b). {3-[4-[1- TA-3-(4-A R 1 Hombrd-4- 1 )-1-CR A AR BE AL )- 1 H-stbods
FF[2,3-bYotre-2- )R ) F B2

—
Br OH '/Q_N
o LY

\/I\ L\l P OH
e — ST O
S::O N NO

\.

ST

c°

FE K69 B A HLF (~1L)Ae A {3-[4-38 - 1-(R AR BE A )- 1 H-7b&- 51 [2,3-b )7t
e -2- AR T BE(22.75g, 51.3mMol). 1- T -3-(4-FH L F 5 )-4-(4,4,5,5-79
¥OH-1,3,2- Z R4 AR A R IR-2- ) 1H-w e (21.0g, 46 E A ~85% ) — ik,
52.0mMol, F 4k 5), =% (400mL). 4874249 NaHCO;3 /Ki& & (120mL)Fe
Pd(PPh3)4(1.5g. 1.3mMol). HiZ R Ny ik, £ ELEF, FFF 1100C F
H4F 16h, AHEFBE, WZRAMATRYE, BT EtOAc ¥, A H0. #
Kk, THMgS04), ik, FEAZTTALET. Bidtkik IR &£%(20
£ 30%EtOAc/CH,yCly)4idk, 1333 & B4R 69 47 21L-5-44(26.90g, 90%). MS
(ES) m/e 580.4 (M + H)*; 1H NMR (400 MHz, DMSO-dg) & 8.34 (s, 1 H), 8.32
(d,J=5.1Hz, 1 H), 8.15 (AR d,2H), 7.89(d,J=7.3Hz, 2 H), 7.74(t,] =
7.5Hz, 1 H), 7.61 (FAR4) t,)=7.8 Hz, 2 H), 7.54 (AR 4 d,2 H), 7.39-7.43
(m, 2 H), 7.32-7.36 (m, 2 H), 7.06 (d,J=5.1Hz, 1 H), 6.52(s, 1l H), 5.31(t,J
=5.6Hz, 1 H),4.57(d,J=5.3 Hz, 2 H), 426 (q, ] =7.2 Hz, 2 H), 1.47 (1, ] = 7.3
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Hz, 3 H).
). (3-{4-[3-(4-B A K I)-1- TI- 1 H-stbmd -4- F J-1 H-stbn& F[2,3-b ]tk 72 -2 -
f&} AN )EF] ﬁ?‘
o8 ~
% O 7 oH L)
© \/l N\ O - HzNOH
NTTN 7N
@s;g Sy

) {3-[4-[1- T A -3-(4-FE R R H)- 1 H-othok-4- K ]-1-CR AR AR BE AL )- 1 H-vtb7&
FH[2,3-b]PH7E -2- 2 )R ) F B2(26.90g, 46.4mMol)4IMeOH(400mL )iz & F An
A20%Pd(OH),/C(Pearlman’st 1L 7] )(~3.0g). % LMANH, AR, FH R A A
FRTHFISH(RA L RESHHLCMS B 7 H £ 31% 6 FF & 6 F
(M+H)1=550.3, 50%#4 & 2 fe ¥ BAR(MAH)T=566.24020%#) AL 44 ¥ F= b 2K 2K
F A AR (M+H)T=580.4%42564.1). Au A 7 9} #93.0g# Pearlman’stE L7, F34%5%
B R EHy F BAHE430h. (LCMSE TiZ R A L2 Tk, KEH <3%H 4418
Bty F 4k, ME¥K R ESOpsiHy T, AParR L&Y, EEZRTER, R
TR T AR). % R AL 8L Celite® AT JE, IMeOHW b, HA % R%
¥ & 4 04 R A W % F MeOHBOOmML) F ,  F F 6NNaOH 7K % & (25mL :
150mMol)4L 32, HiZ B E##, FFAET0CT m#8h, HHEER, AL
= T RGHL TR, B XA AKRE, L&, AAKE, a"’rﬁ?ﬁﬁé
il 1t AR B B ik &3k TR 4 AK(5 2 15%MeOH/CHCLR) (= 4 42 LRI IE /),
2% & B A 9 AR A4 A 4(16.19g, 85%). MS (ES) m/e410.4 (M + H)*; 1H
NMR (400 MHz, DMSO-dg) § 12.11 (d, J= 1.8 Hz, 1 H), 8.21 (s, 1 H), 8.05 (d,
J=5.1Hz, 1 H),7.84 (s, 1 H),7.78 (d, T = 7.8 Hz, 1 H), 7.41 (t, ] = 7.7 Hz, 1 H),
7.31(d,J =7.6 Hz, 1 H), 7.08 (d, ] = 8.6 Hz, 2 H), 6.81 (d, J = 2.3 Hz, 1 H), 6.80
(d,J=5.1Hz, 1 H), 6.49(d,] =8.6Hz,2H), 527 (t,J=5.8Hz, 1 H), 5.14 (s,
2H), 4.56(d,J=5.8Hz,2H), 424(q,J=72Hz 2H), 1.49(t,J=7.3 Hz, 3
H).

d) N-[4-(1- T 2 -4-{2-[3-(F & F L) R K- 1H- o4k 7% 5+ [2,3-b] o1t °E -4-
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A -TH-m 3 HO KA -NN-=F £

/T /T
N- N-

NN 0 P
Vi Z
HZNOH \INJLNOH
Z H =z
N
x> | O \NI N O

N

Iz -

) B B\ BEH649 (3-{4-[3-(4- R A K K)-1- T A -1 H-wth ok 4- 3K - 1 H-v1b o4 5
[2,3-b]7 o2 -2- 2 ) R ) F B2(16.13g, 39.4mMol) 49 THF(400mL)i& & F A A
NMM(4.5mL, 40.9mMol), K& ha Ast-#H A F S F 8485(7.9g, 39.2mMol).
(ZR M ETEREFOEFRNETRTHREING, WA2.0M= F 6§ THF
A (200mL, 400mMol), ¥iZRAEAETRTHMLIF1h, RELELET TFRY
EF. B R A6 KA A IN NaOHKIZ & (100mL) A 7K 7K (200mL) ¥ #4464 15
RAE, 1Lk, RARKOA00mL)ZE, FHAEFRKR., B3k EgEQE
10%MeOH/CHCIl3)464%, 132)#& & B4R 694748 = 4(16.67g, @iLLCMSRZ
SE 4 85%, HFAH ~15%A M RIE, 75%): MS (ES) m/ed481.4 (M + H)t;
IH NMR (400 MHz, DMSO-dg) § 12.14 (d, J = 1.8 Hz, 1 H), 8.31 (s, 1 H), 8.26
(s, 1 H), 8.07(d,J=4.8 Hz, 1 H), 7.83 (s, 1 H), 7.77(d,J=7.8 Hz, 1 H), 7.42
(d,J=8.6 Hz, 2 H), 7.41 (m, 1 H), 7.29 (m, 1 H), 7.28 (d,J = 8.6 Hz, 2 H),
6.79 (s, 1 H), 6.78 (d,J=4.8 Hz, 1 H), 5.26 (t,J=5.7Hz, 1 H), 4.56 (d,J=5.6
Hz, 2 H), 4.27(q,J=7.3Hz, 2H), 2.91(s,6 H), 1.51(t,J=7.3 Hz, 3 H).

e) N-(4-{1-TA-4-[2-3-F BLA K K)-1H-71b&5F(2,3-b] o2 -4- K |- 1 H-ot
3 3 R A)-NN-— EP;EEH&?
_N/\

o //
g8 ol S8V

N
16) 3L 3 64 N'-[4-(1-Lf£-4-{2-[3-(%é T )R- 1H-w & F[2,3-b] 072
-4-FK Y- 1H-wter -3- )R-V N- = F KMk (16.67g, 4624 85%, 29.5mMol)
89 CHCI3(700mL)% & ¥ An N 7E 14 MnO,(33g, 380mMol). %1% R 34
FENA(T00C i )6h, AHEFR, @it Celite®¥A#HiL)E, A CHCl3 7+ ik,
HFEETTRAET. BdARKREZEEGS £ 15%MeOH #(1;
1)EtOAc/CHCly & )4, 1F2]% & B4R 69474 4 (11.45g, 81%)(:AiT
HPLC M & 46/ >95%). MS (ES) m/e479.3 (M + H)t; 1H NMR (400 MHz,
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DMSO-dg) § 1233 (d,J = 1.3 Hz, 1 H), 10.07 (s, | H), 8.44 (s, 1 H), 8.31 (s, 1
H), 8.29 (s, 1 H), 8.22(d,J=8.1 Hz, 1 H), 8.11(d,J=5.1 Hz, 1 H), 7.86(d,J
=7.8 Hz, 1 H), 7.69 (t, ] = 7.7 Hz, 1 H), 7.43 (d, ] = 8.6 Hz, 2 H), 7.28 (d, J = 8.6
Hz, 2 H), 6.95 (d,J=2.0 Hz, 1 H), 6.81 (d, J=5.1 Hz, 1 H), 4.28 (q,J = 7.2 Hz,
2 H), 2.91 (s, 6H), 1.52(t,J=73Hz 3 H).

N N-{4-[4-Q-3-[(=F AR ) F AR K ) -1H-7tb o8 5 [2,3-5] 7L %2 -4-
A)-1-TA-TH-otr-3- K )R A -NN-Z F 45

s

N-N N-N

0 . o X
\J( V% 5 \JL S N/
T S T e
| T
=~ \N
H

N

Iz
P4

®) N-(4-{1-T A -4-[2-(3-F BL A K IN)- 1 H-wtn&- 51[2,3-b b o7 -4- K - 1 H-71b
s 3ROV R A)-NN-Z F 2 M(11.45g, 23.9mMol) ¥ Ao A\ 2M — ¥ fiiz 44 THF &
#&(24mL, 48mMol). HiZ Z#+A THF(150mL)# #t, F /8 NaBH(OAc)3(8.6g,
40.6mMol)4L 32, (MARB|Z 2K H AR, ZREFEAR LA L&, Wiz R
B TR T HAF Ih(FF 6 A A6 B R, A IRERERYMOGEF N BT R),
FAEAZTREET. BREGAEAMA IN NayCOs K& (200mL)F= 1IN
NaOH /K& (25mL)#& %, B CHCL(300mL)Z 3%, A 7Kk, F 5 (NaySOy),
ik, FAEATTRLETF. AQ: DELO/G hBATE, ik, AT TE,
15 3| % & ER 9 AT RS- (11.20g, 92%)(if it HPLC M & 45 B >95%): MS
(ES) m/e 508.2 (M + H)*; 1H NMR (400 MHz, DMSO-dg) & 12.14 (d, J = 1.8 Hz,
1 H), 8.31(s,1H), 827(s,1H), 8.07(d,J=4.8Hz, 1 H), 7.78 (d, ] = 8.1 Hz,
1H), 7.77 (s, 1 H), 7.43(d,J=8.6 Hz, 2 H), 7.39 (d,J=8.1 Hz, 1 H), 7.27 (d,
J=8.6 Hz, 2 H), 7.27(dd, 1 H), 6.79 (d,J=5.1 Hz, 1 H), 6.76 (d,J =2.0 Hz, 1
H), 4.27(q,J=7.3Hz, 2 H), 3.43(s,2H), 2.18 (s, 6 H), 1.51(t,J=7.2 Hz, 3
H).

)1 64 ) B F BT AR R 64 F AR T 3 BB o F X 242 B o T A7
0 F kAT R B

¥ R A 1
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S-(4-FHE R -1 H-rthm

¥ 1-(4-FH R F ) TEA(605.5mmol)Fo 3 (F £ ) F M2(726mmol) £ N, N-
Z A FBLE(1000mL)F 4950% 4 80°C FHH 1h, Wiz EATRSE, ¥
EAWET TE(1000mL)F , 515 B —KE4(1816mmol)4L 32, A% R
A 70°C THH 2h B, BEAHZTE, HEAZKKQ000mL)T. F4
Mz PR &k, FHELE, AKk@xS00mL), HFF, F3HEen
KR GG 474 7E 4#(98%). ESMS [M+H]T: 190.2.

F 8] 4R 2

4-78 -3-(4-FH IR KIR)- 1 H-wtbodt

¥ 5-(4-AE AR K- 1H-"17(595mmol)#9 N,N-="F 3 F BLA(1000mL )%
WA N-12 3% 38 8L B2 (654mmol &L 3 . 4L R B A& iR T H4E 30min, FH14)
ANE] K- (1000mL) ¥ . F MR PR bk, F ik, A K E(4x500mL)
FTFH, RERE EHFRAGFAAZH(90%). ESMS [M+H]T: 269.2.

9 @) 44 3

4-38-1-TH-3-(4-FH R KK 1 H-stbm

A2 0°C T 44 4-32 -3-(4-AH K HL)- 1 H-vtb =4 (48 5mmol) 49 N, N-— F A F Bt
Ji=(1000mL )27 12 18 30 B S1k4h(485mmol)FF R A it T 4% (582mmol &L 32,
¥R A WA TR T 30 540, FREBIAZ|K-K(1000mL)F . =4
iR FILE B R, FLRIKE, AKEExS00mL)F IR, F3)X48 e
KK #9474 75 #1(94%). ESMS [M+H]T: 297.2.

T R4 4

1- T -5-(4-FH AR IR )- 1 H-vko

BB AR 3 W BTIR 69 BR, £ 3K AR &4 KR A9 AT 1 (6%). ESMS
[M+H]T: 438.2.

¥ Rk 5
1- T A 3-(4- B B R 2 )-4-(44.55-v9 F A -132- = &, 2 A0 22 K IR-2-
F)-1H-vtbrd
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% 4-38-1-TH-3-(4-AH A F -1 H-sb» (27mmol). 4,4,4'4'5,5,5',5'-\F
A&-2,2'-8%-1,3,2- = A 2 A 2 /X 3R (dioxaborolane)(30mmol). &% 47 (8 1 mmol)
Fo = FALI(Z R B Y o-42(11)(1.08mmol)4 1,4- = %% (30mL )& 1 41 H %
T 100°C THH 3h. ¥R EMANEZTIRE, KLA T8 TEQOOmML)H
#, B AR (plug)id /& R4, @ 1T Gilson RAR HPLC 4ibikw4,
3R & 8 F KA H(42%). ESMS [M+H]T: 344.2.

¥ 8] 4K 6

4-[1- T 2 -3-(4-FH L R ) -1 H-wt ok -4- 2L ]- L H-mto& FF[2,3-b] PR

Bo1- T A-3-(4-FH A KK )-4-(4,4,5,5-v9 F 2-1,3,2- = 8.2 o 2 /%R -2-
A)-1H-7k o (7.5mmol) 4-i8 -1H-7bo& 77 [2,3-b] % (X #K Org. Lett. 5(26),
5023-5024, 2003) (6.3mmol)Fe w9 (= R B y5-42(0)(0.25mmol) £ 1: 1 &9 1,4-
=% (12mL): 2M BRBRAT(12mL)E& ¥ 445 R AL 31 8 F £ 100°C FHt 3
18h, AANEFTIRE, FHMNERPILEE R, ¥EITEFFRBR, F3)%
F & AR AR T H(80%). ESMS [M+H]T: 334.2,

+ R 4R 7

4-[1-T 2 -4-(1LH-" %8 FF[2 3-b]7boR -4- 2 )- L H-vtbede -3- 2L 1 K B

¥ o4-[1- T A 3-(4- A A K - 1H-wib ok -4- K - 1H- ot o 5 [2,3-b] 72
(59mmol) & 7k B BR (25mL)IE & A 454 (4 1lmmol )& 38, JFA TR THIE 1h.
RERKIZRELILIE, FATRE. FERNBEYEFT 11 1 HTBRTE
(10mL)A=teFe 69 28 BR S AN (10mL) 69 % ¥, 603 30 2047, S EHE,
dik, A HROxSmL)#k, ZABRMNTIR, HR%E. $ERecymididleik &g
%(80-100% LBR THg/ Thx)shth, 152 & E8 KRG~ 4(85%). ESMS
[M+H]T: 304.2.

¥ 64k 8
4-[1- T 2 -4-(1 H-"bo8 FF[2,3-b ] -4 45 )- L H-vrb i -3 8 1 K0 T B
¥ 4-[1- T 2 -4-(1H- vtk o& FF [2,3-b] wtb % -4- F )-1H- ot w 3= 2 ) K B
(0.49mmol)#4 ¥ F ek " (1mL)E & A = THE(1.20mmol)fe 4-#8 2 K B ¥ B4 Bg
(0.54mmol)&L 38, AFBRTFHIE 18h &, HREMEIAZK(ImL)F, A
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LB LB EIR(xImL), ¥AFOAMER IN S AMMGBxImL). K
(IxlmL)#k, ZABATHR, FAZRE. ¥AResHBIAKRKRR 6%
(0-10% F B3/ — A F I )th ik, 133 & &4 KK 694788 = % (50%). ESMS
[M+H]*: 332.2.

F E 4K 9 |

{4-[1- T A -4-(1 H-sb o8 51 [2,3-b]0 58 -4- 2 )- 1 H-vtb e -3 3R R0 F B

e (4-[1-TH-A-(1H-7 5 57 [2,3-b 107 -4- 2)- 1 Hosthmd 330 1K 20 ) FF Bk Jle
(0.17mmol) & w9 Sk " (1mL )& 512 3 F) 95%%9 S 4L4242(0.51mmol) &L 32,
£ 50°C FHE#H 18h &, HRAEMEIANZK(OmL)F, 555 Lk s FR
(3x1mL). F& 5698 HE A 4eAn 9 BLBR 4% (2xImL). 37K (1x1mL)7%k,
ZREBATR, HFAZRE. BFEARNEZERRITH—H AR TT
—% B, ESMS [M+H]t: 318.2,

¥ 84K 10

1- LBLEL-5- Bl -4-A- 1 H-"lo& 5F[2,3-b]t2

BVE G AT BNA-R-5-B-1-[Z(1-F A T )T Al AL - 1 H-vtes H
[2,3-b]"L77.(3.06 mmol, %P8 Tetrahedron Lett. 2004,45, 2317-2319 % P i &4 4
%) #i48(4.90mmol). T ELE(6.43mmol) T IR e L (8mL). B E
LH, FAMERMN BT TI50°CTFm#R1504F. EAIETRGE, B4R
el B R g, ARV ENANLF®R. AR T TR KIHE
B FOR G FFRLAS Y, BERE B —F Hib®m g A . ESMS [M+H]: 305.2,

¥ A4k 11

4-[1- T -3-(4-FE FL R 1 H-vth e -4- 2 1-5- - 1 H-vtn& 5 [2,3-b] ok n

¥ 1- TBEA-5- Bo-4-A- 1 H-oth o5 F[2,3-b] 71 °2.(0.822mmol).  1- T 2 -3-(4-
AR K )4-(4,4,5,5-09 F K -132- = F0& 4 K IR 2- A)-1H- vk
(1.15mmol). 29 (= R B )E-42(0)(0.04 Immol). 2% B 544 (2.47mmol). /K (2mL)
AN, N-=F L F BEI(6mL) &) RA 4 £ 31 A& P A 100°C T A 16h, R A
A F K (SmL)A 0k, A TR TE FE I (3X10mL). #4-F # F Bdh 2 R
BRANT R, IR REIRGE . BRAY B TR EHER(50%LB T/ TIR)
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WAL, 153)% & BRI S (80%). ESMS [M+H]T: 352.2.

& JE] 4R 12

4-[1- T -4-(5- F- L H-"b %5 51 [2.3-b ]t -4- 2 )- 1 H-vthode -3- 2L R Bz

©14-[1- T A -3-(4-AH 2L K A )- L H-vthode -4- 2 )-5- F- 1 H-tb o8 5 [2,3-B] 717
(0.655mmol)#) LB (3.5mL) &% & F Ae A4 (0)4 & (3.28mmol) A= 6N 2k 8% 7K i
#&(3.5mL), FHiRAY T70°Che ik 1h, &R ReHh-H 2 ER, @iLCelite
A LR, ¥R TR TER(10mL##E, A INS A L (SmL)%. K
ER LB LB FI(3x10mL), 469 F IR ZAmBmMT IR, B iLCelite
BATLIE, JFRUERRYE, 53 & BRI Y, WL RER—F 4L
A1 . ESMS [M+H]T: 322.

¥ B 4Kk13

4-R-5-F A -1-[Z(1-F A TR F AR K- 1H- s F[2,3-b] 02 .

J~5 min#) B 18], €] 420 £-78°Ca94-R-1-[=(1-F A THK)F a2 K- 1H-
e 5F[2,3-b]7H7% (3.24 mmol, #%: P8 Tetrahedron Lett. 2004,45, 2317-2319% Ff
R B &) e TR R vk vh (22mL) 5 &R T v 1.AM 6 4F -BuLi #9 2%
(7.12mmol)i% & . 30min/E, AT 1% (10.5mmol). 45min/E, R A R4
) ) Ao Fe 0 BACE KR QS mL)A AL, 58 TR LERQSmL) %, X I
ZABANT R, Sk, BRERSE, F¥AFYETERELE(100%TIK)
ik, 3 & & BKRGIFAZ 4(86%). ESMS [M+H]T: 323.2.

¥ 8] 4k 14

1-Z Bt -4 5-F LV Hool s 51 [2,3-b 1

BRRP RARIOP PTR 69 F 3R, 12 R 4-R-5-FR-1-[Z(1-FR A F g
A -1H-le%-F(2,3-b]7t72,, 434744044 . ESMS [M+H]™: 301.2.

¥ 6 4&15
4-[1-T 3 -3-(4-FH A R HO)-1H-vtb o 4- 4 ]-5-F A - 1 H-sib o8- 5F[2,3-b ]2
BRP R P TS IR, 128 1- LB A 455 F & 1 H-wb & 5
[2,3-b)2, #FE|4rALA4h. ESMS [M+H]T: 348.2.
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+ 84k 16

4-[1-T 3 -4-(5-F F -1 H-wtboh 5F[2,3-b1rthne -4- 20 ))- 1 H-vhnde -3 K T fe

BB F K12 FTR 6 IR, 188 4-[1- T A-3-(4-AH R K )- 1 H-stwk -4
A 1-5-F K -1H-wb % 5 [2,3-b]%672.(0.559 mmol), 33| x4 . ESMS
[M+H]+: 318,

F 14517

4-[4-3% 1 -(CR AR AEBE - 1 H-stb & 7 [2,3-b] 71" -2- 2K ]-3.6- = &.-1(2H)- 71t
R F R A

LR A AR PR 6 T IR, 1 F 4-i8-2-mh-1-(R AR BLAL)-1 H-mthoh
[2,3-b]L %% #24-(4,4,5,5-19 F #-1,3,2- = B A0 245 R 3R -2-24)-3,6- = A.-12H)-
R R ER,1-—F A CHAE, FIARALA 4. ESMS [M+H]T: 518.2.

¥ 1] 4418

4-[4-[1- T AL -3-(4- P E R O - 1 H-vtem -4- 2K ]-1-(CR L A B K )- 1 H-7tb % 7
[2,3-b]wkoe-2-4]-3.6- = S-1CH)-# e R BR 1,1- = F A 2 2 A5

B EARILF TR T B, 128 4-[4-08 - 1-(CR A A B )- 1 H-slb o4 5
[2,3-b] ot "2 -2- & 1-3,6- = & -1(2H)- wb "2 £ BR B Ao 1- A& -3-(4- A A XK
2 )-4-(4,4,5,5-09 F K -1,32- R N2 R ER-2-2)-1H-nteok , 43 B A7 A A0 A
# . ESMS [M+H]T: 655.4.

¥ #4419

4-[4-[3-(4-F A KA )-1- LA -TH-vtb e -4- A - 1-CRE BB AR )- 1 H-wbe& 5
[2,3-b]7tb 7 -2-7K]-3.6- = S -12H)-"E R BR 1. 1-— F A T AL B

H4-[4-[1- T A -3-(4- A8 R H)- 1 Hoothod -4 K- 1-CR AR AR BL A )- 1 H-o %
F[2,3-b]keE-2- 4K ]-3,6- = A-1(2H)-"E AR R 1, 1-= F A T 2 B5(0.46mmol) 49
LBA L Eg(SmL)ZR A A AR, A S BAAR(I)/BE (30mgh 20wt.%4E),
¥z R E R AR kAR, FAElamARTA AR, 16hE, HFEZREARA
wRia, FiBifCelite A idiE (A LB LB A 7). HIRIRB/ERE, 3% 6
BER AR S Y, BERER—F i A, ESMS [M+H]T: 625.6.
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F 18] 420

4-[4-[1- LA -3-(4-{[CR AR EHOV B AR YRR )- 1 H-vtb ek 4- K ]-1-(CGR A&
FRBLIR )-1H-vtk o8 51 [2.3-b) 0% -2- 2K 1-3,6- — S -12H)-HE B 1,1-—F A T
A Bg.

BB BT TR T IR, 128 4-[4-[3-4-BAE KAL) 1-T -1 H-nthrd
4 F - 1-CR AR B )- L H-ob o8 51 [2,3-5]7 5 -2- 2 ]-3,6- = £L-1(2H)- " "E 4 B
1,1-—F AR A B, 133047840454 . ESMS [M+H]T: 744.4.

+ E]4R21

4-{4-[1-T A -3-(4-{[CR A BIOVBBI R 1 Hootbodt -4- K] Hoote o
F[2,3-b]tke-2- 21 -3,6- = H- 1 QH)-"oZ A B 1,1-— F A T A B

€ 4-[4-[1- LA -3-(4-{[CR A BB B ) KA )- 1 H-otb e -4- K- 1-(R
A EEBLAL)- 1 H-slb o 51 [2,3-b]7t 72 -2- K )-3,6- — S-12H)-"2 R BR 1,1-— F 4
Z A B5(0.38mmol) 49 F B3 (3.8mL)& & F An A6NE A AL4H(1.14mmol). 4 R
RAYMEASh, AHERBRIBERE. HFEAREKAHET TR, BAK
HAFLRIKE, FERERKRGFINESY, BERTH—Fhibmit A
(95%). KA, FHiZ BRE A M8 1L Gilson RARHPLC AL, 153478154,
ESMS [M+H]t: 604.4.

¥ 4R 22

4-i2 -1-{[4-(F £AO) AT K3 -3-(4-AH L R ) 1 H-rthmdt

BB P AR 3 P ATIE GG T IR, 18 4-18-3-(4-AH K A)-1H-vtk o Fo st - F
FAFAR, RAAFHE 4. ESMS [M+H]t: 388.2.

F 8] 4k 23

1-{[4-(F MKV T ) -3-(4-FH R KA )-4-(44.55-09 FHK-132-— &,
Lo 2 R IR-2-20)- 1 H-wthm

MR AR S P AT G IR, AR 4381 {[4-(F B R AT A )-3-(4-
FY AR H)-1H-sthed, 15247884084 . ESMS [M+H]: 435.4.
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¥ E 4K 24

4-[1-{[4-(F FAVFEITF A }-3-(4- A KK )- 1H-wh ek -4- A - T H-wb ok S
[2,3-b]#kE

H BB AR 6 W TR G BR, AR ) 4-38 - TH-wtheB 5F[2,3-b]ok g A 1-{[4-(F
FA)VFIR]F A -3-(4-AE A KR )4-(4,4,55- 09 F &£ -1,3,2- = R4 5 K IR-2-
AR)-1H-m, F2ARH40E4. ESMS [M+H]': 426.2,

¥ E 4R 25

4-[1-{[4-(F EH)F AT A 4-(1H-7b 2K FF[2,3-b]Hh 7% -4- 2 ) - 1 H-rh o -3-
Pk

BRP IR T PRI, AR 4-[1-{[4-(F EA)F A F £ )-3-(4-5
AR 1H-7tb 2 -4- L - 1H-vb 7% - [2,3-b]" "2, 13 3| 47 414L 4 4. ESMS
[M+H]t: 396.2.

F 84K 26
4-[3-(4-FH 2 R )- 1H-tb 2 -4- 2 )- LH-"k B [2,3-b kR
¥ 4-[1-{[4-(F &) KR KT ) -3-4-A A K A )-1H-b e -4- £ - 1H-wik
v&F[2,3-b]e2 (0.22mmol ) #) = £ T BL(0.75mL)iE & AL 740C F An#k 1.5h, #
BRL B4 A K (AmLY#E, 58 B LB X IR(3x5SmL). A H A IE %
FREANT R, HiR%E. BT Gilson K48 HPLC 4EiL5kA4, #5535 & Bikeh
AR * H1(64%). ESMS [M+H]™: 3064,

F a4k 27

4-[4-(1H-"tb %5 5 [2,3-b]ot 2 -4-2)- 1 H-tb o -3- B KMk

AP A AR 12 F AR 69 T IR, 42 4-[3-(4-FH K A )- 1H-vtt e -4- K )-1H-
eAHH[2,3-b]R R, AR EVAFRALILA 4. ESMS [M+H]T: 276.2.

P 18] 44 28
[4-38-3-(4-AE R KA ) 1 H-rtbo 1A TS 1,1-—F 3 T A B
B R 3 T ARG TR, AR 438 -3-(4-AE R KA ) | Hoork Fo i X,
LR = F R AR, F34741L44. ESMS [M+H]™: 382.0.
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¥ &4k 29

[3-(4-FH A R 2)-4-(4,4,5,5-19 F 2 -1.3.2- = R J A0 4 KIR-2-2)-1H-7b 7
-1-38] ZBR 1,1-— F A TS

BB AR 5 W ETIR A9 IR, & [4-38 3-(4- A A KA 1H-hmk - 1- 5K
CER 1,1-=F R THABS, FE4744LE4. ESMS [M+H]': 430.2.

& R4k 30

[3-(4-FE IR KA )-4-(1 H-"th o3 [2,3-b] ke -4- 2K )- 1 H-vtb g - 1 - AL | T AR

TR EA 6 FATAM T, EAB-A-AEARE)4-(4,455-9F K
1,3 2- RN B RIR-2- ) 1 H-vked - 1- K T BR 1,1-—F X A Bs, 13347
AikA4. ESMS [M+H]T: 364,

¥ A4k 31

[3-(4-{[CR A VAN B VR )-4-(1H-7b & FF (2 3-b] ot "2 -4- A )-1H-
o 1R

i [3-(4- A 2 K 3 )-4-(1H-vtb o8 7 [2,3-b] P o8 -4- B -1 H-wtb o -1- R | T 8%
(31.0mmol). TE 4 K(5.30mmol). 6.0N B AKIZI&(5.3mL)Fe 42 T BE
(5.3mL)#93F 39 5 RAM A 70°C F 44 1h, ¥z s i@ id Celite 18, A
TR, FAERGEEET LR AOmL) ¥, FE e F F B K B8
(11.17mmol). ¥R ERAMAETBTHHF sh. A ERY S, @id Gilson R
A8 HPLC #4%, 152] 84 €& BAR 4710 54(93%). ESMS [M+H]T: 453.2.

¥ 4k 32
1-CRAC A B 1L )-4-(4,4,5,5-09 F A -1,3.2- — A A0 2 RIR-2-2)-1H-Ab %
F[2,3-b]7H PR :

B3 A E T 408 (KA AR BL A )-1H- o & [2,3-b]
(11.48mmol; WOO03/000690A1). & B2 47(34.43mmol). B4 BR — 37 %f B% &5
(bis(pinacolato)diboron)(13.77mmol). 1,1-3(=F £ ) = X 4k — ffb4e(lD)
ZRAF R A M(0.46mmol), MBI FK 1,4-= %z (115mL)iRA. HE AR
A 100°C FHEH 45 o04F, REANEFR. EF LK TE(SOmL)FHE
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J&, JFilid Celite AL, WRBRAL SRS, KA WHBILRIKEEX
(Analogix, 20-50% B8 T B8/ i)k, 1534 & BAR 474 = #(92%).
ESMS [M+H]*: 384.0,

F 94k 33

N-[4-(4-8 -1 H-otbm -3- HO R -N- 5 Mk -

FRF K31 FATIE GG H IR, 128 4-12-3-(4-FH A K EL)-1H-7bed, 153
A4 . ESMS [M+H]T: 357.0,

F 64K 34

N-{4-[4-18-1-(W9 £-2-"k v Ak T A)-1H-vthrd - 3- K PR -N-SRE Bk

6440 E 0°C 49 N-[4-(4-32 -1 H-vthrde-3- )R A J-N-3 £ Mk (0.28mmol )&
K NN-ZF AT BEAR(OML)E R T A A 1.0M & T B 47 69 @ £k
(1.12mmol iR iR . 4 B iAW KR T B84 15 o4, [ H e Sokvh
2ALH(0.28mmol). HRERAYETIRTHIE 18h, FE Fi0fot) R ibss
R E(mL)4aE, R R4 A KGmL)HE, # 8 LK TS 3% IR
(3x5mL). & H 698 WE L RBRAET IR, JFA EIK%. 2 Gilson A48 HPLC
WAk, 1FBAFAAEY(53%). ESMS [M+H]T: 4414,

J @] 4k 35

4-(4,4,5.5-79 ¥ 3K -1,3.2- — B L 42 R IR-2- 2 )-1 H-stbe& 5F[2 3-b )L

BB 4K 32 FATIE 6 T IR, £ 4-18 -1 H-vthe&FH[2,3-b]010%, 13347
HMALS4 . ESMS: [M-(CH;),CC(CH;),+2H]+: 302.2; HNMR (400 MHz,
ds-DMSO0) 11.63 (s, 1H), 8.2(d, 1H), 7.5 (d, 1H), 7.27 (d, 1H), 6.66 (d, 1H),
1.32 (s, 12H).

F &4k 36

N-{4-[4-1£-1-(22.2- = . T A)- 1 H-rtbrd -3- 2 1K 2O - V-2 0k

R34 F ARG TR, 10 = ) F AR 2,22-Z R LA ES, 133
ARAL = 4. ESMS [M+H]T: 439.2.
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F &4k 37

N-{4-[4-3% -1-2-{[(1.1- = F R A= F R F AR A RA TA)- 1H-o
3R RN R AR

WRF R 34 FATEG IR, A Q-2 TERK)-RT AT AR,
1332458 4. ESMS[M+H]t: 515.4,

& 7] 44 38

N-[4-(4-78-1-T 3 -1 H-vtb o -5- 2 KA ]-N'- R A Mk

FRPFEMR 31 FATEMT I, 128 4-8-1-THR-5-(4-A AR L) 1H-1
o, 153 4RA10A4 . ESMS [M+H]t: 385.3,387.2,

+ 84k 39

1-(1,1-=F 3K T 3)-5-(4-A5 AL K H))- 1 H-vstb e

LR FRER L FAIEFIR, ARTAMERE, 53 2 2FHMK8
FrALAL B4 (80%). ESMS (M - C(CH;); +2H): 190.0; HNMR (400 MHz,
ds-DMSO) § 8.32 (d, 2H), 7.7 (d, 2H), 7.48(d, 1H), 6.25 (d, IH), 1.42 (s, 9H).

¥ 184k 40

1-(1,1-= F A& T A)-3-(4-AE 2 R ) -1 H-wbo

BB Rl PR, AT AMERE, 1553 254K
WAALA . ESMS (M - C(CH;); +2H): 190.0; HNMR (400 MHz, d;-DMSO)
5 8.20 (d, 2H), 7.86 (d,2H), 7.7(d, 1H), 6.55(d, 1H), 1.25 (s, 9H).

¥ E 4R 41

4-i2-1-(1,1- = F 2L TA)-3-(4-FH A KK )- 1 H-vthosk

ZRFER 2 FEEGHTR, 48 1-(1,1-=F AT K)-5-@-AAXR
A)-1H-wtkrd, 1334781444 . ESMS [M- C(CH;); +2H]: +: 268.0,270.0;
HNMR (400 MHz, d,-DMSO) § 8.35 (d, 2H), 8.2 (s, 1H), 8.15(d, 2H), 1.4(s,
9H).

¥ AR 42
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N-{4-[4-38-1-(1,1- = F R T H)-1H-ott e -3 RN Mk
R EK 31 FATIR T IR, 1 4-8-3-(4-F A KA 1H-otm, 133
WALASY . ESMS [M+H]T: 4154,

F A 4K 43

4-38-1-(1,1- = F & T 3)-5-(4-F R K ) -1 H-nthode -

BREEAR 2 PAHAGTR, #8 1-(1,1-ZF A THE)5-@E- AKX
A)-1H-sed, 1334741044 . ESMS [M- C(CH;); +2H]: +: 268.0, 270.0,
HNMR (400 MHz, d;-DMSO) § 8.38 (d, 2H), 7.7 (m, 3H), 1.4 (s, 9H).

F &) 4K 44

1-(1L,1-=F A L H)-5-(4-F AR HE)4-(4455- W F E-132-— R L4
SR IR-2-2)-1 H-rtb o -

R P RER S FATE TR, 12/ 4-18-1-(1,1-= F AR TH)-5-(4-AH K
H)-1H-vkod , 133 4741054 . ESMS[M-C(CH3)3+H]+: 315.2. HNMR (400
MHz, d;-DMSO) § 8.28(d, 2H), 7.65 (m, 3H), 1.42 (s, 9H), 1.05 (s, 12H).

¥ B} 4K 45

4-11-(1,1- = F 38 TH)-5-(4-AH 3K F IR )- 1 H-wh»d -4- 3K -1 H-th w4 57 [2,3-b)

R YA 6 FAHEGER, A 1-(1,1-=F R TH)-5-@-MEK
AK)-4-(4,4,5,5-99 F 5K-1,3,2- Z R 5 A 2 R IR-2- K )- 1 H-otb e XA 1- 2 4K-3-(4-
FH AR I)-4-(4,4,5,5-19 F -1,3,2- = B I 2 R IR-2-2)- 1 H-ntbod , 1354740
.44 . ESMS [M+H]T: 362.2.

P )4k 46

4-38 3-(4-FH K H)-1-2-F M- 1-25)- L H-vth e -

wRA A3 FATAGBR, SAKALE, FEFMLESY. ESMS
[M+H]*: 308.2.

P I 4R 47
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3-(4-FE A KA )-1-2-FA M -1-2)-4-(4.4.5.5-79 F & -1,3.2-= A L 70 2 /53R
-2-A)-1H-vthm -

wRE A S TR TR, A 4-2-3-4-AEFE)1-Q2-FHH-1-
A)-1H-wtm, 132 47840E4. ESMS [M+H]t: 356.2.

¥ [8]4K 48
4-[3-(4-FH 2L K )-1-2- A M -1-3K)-1H-vtb ¢ 4- 2 -1 H-vtb ok F [2,.3-5]°1

py .
A .

BRYEIK 6 FAHEGHTR, 48 3-4-HEFKKL)1-Q- 7 H-1-
A )-4-(4,4,5,5- 09 F A -1,3,2- = F A B R IR-2-28)-1H-wthmk , 43 3] AT AAL A
4. ESMS [M+H]T: 346.2.

4 8] 4k 49

4-[3-(4-FHE A FEH)-1-Q-F M -1-F)-1H-w o -4- A - 1-CR A BB R )- 1 H-w
o5 - [2,3-b]PH R :

FRAER 6 FATEG TR, 128 408-3-(4-FEKR)-1-Q-AMH-1-
AO)-1H-vtbvde Ao (1- K HL 3R B 2 )-4-(4,4,5,5-79 T 2 -1,3,2- = 8 2 A0 2% /R R -2-
A)-1H-wo&-F[2,3-b]H2, B 471044 . ESMS [M+H]*: 486.2.

¥ 84K 50

3-{3-(4-FE A R F))-4-[1-CRE A B - 1 H-ot 28 51 [2,3-b]tb 2 -4- AL |- 1 H-vtk
1R -1-RBE

©) %30 £ 0°C #9 0.5M #9 9-A0 2 —3K[3.3.1]F % 49 w9 Srk v (6.16mL )5 &
F AN 4-[3-(4-FH K )-1-Q- A M- 1-)- 1 H-stbmd-4- 2 |- 1-CR A AR BL R )-1H-
she& F[2,3-b] 752 (2.06mmol ) 49 W9 Sk (14mL) SR . HF R RA WA T iR
TABWAF TR 4.5h, FREBRSHE 0°C, MBEAK(.7TmL)L L,
£ 0°C THH 15 547/, #EiAn 6N S AALANKIER(1.24mL), FJE A 30%
i AL SR (0.865mL). F R R4 A 0°C FHAE 1.5h, F 6N EEK
BRF A, FFRERE. FHARAOmL) AR BRY T, FFIERA LB LB
(BxI1SmL)F I, #$AHHHIEZRBAET IR, FATRE, B3 HFA0E
#)(84%). ESMS [M+H]T: 504.2.
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¥ E 4K 51

3-[3-(4- Al A K B )-4-(1H-7b "8 FF[2,3-b]70 "2 4- Fh )-1H-wtb 4 -1- A ]-1- &

BB EAR 21 FATERGT R, 28 3-(3-(4-ARFRK)-4-[1-CRA B
F)-1H-w0-3F[2,3-b] o2 -4- AL - 1 H-wtbrdk - 1- 2K ) - 1- A BF, R 2 ARAAL A9 .
ESMS [M+H]t: 364.2.

g @4k 53

4-(3-i8 -2-Rp 3R )-1-[(4-F AR R VB AL |- 1 H-wi ok 51 [2,3-B]7H 2.

RPN 6 FATRG TR, 128 1-[(4-F AR LB ]-4-(4,4,5,5-19
F R -1,3,2- B A0 e R IR-2- 2 )- | H-stbo& FF[2,3-bP"R Am 2,5-— ik vk, 1%
B AR A4, ESMS [M+H]T: 434.2.

¥ E] 4R 54

{4-[2-(1 H-"t- 57 [2,3-bH % -4-24)-3-Ep MR AV AA T B 1,1-—FA
&%

©) 4-(3-3%-2-2E g A )-1-[(4- F A KRB B AR |- 1 H-wth 2% 51 [2,3-b] 7072
(5.3mmol) & 40mL #) 1,2-=F 8 LA F 6458 F Im N\ 4-(N-Boc-E )R A&
BB (13.8mmol). w9 (= F ) A 42(0)(0.17mmol). 7K (16mL)F= & £ 1L 4N
(21.2mmol). LKA F 80°C FAn#k 36h. A& iZ 12-—F ALK, H¥
EAMAET LB TE T, FAKGOML)%, 7 98 it IR €485 (0-50%
LB LB/ TR shik, 132 470104-4(40%). ESMS [M+H]*: 392.2,

F 84k 55

4-[2-(1H-7kE F[2,3-b]othoz -4- 2 )-3 -2y 2L | R B

BB PR 21, FREIRBEESL 11 PAIEGTR, £/ 1,1-—FXL
T A {4-[2-(1 H-7to8- 51 [2,3-b ]k -4-2)-3 -8 KR KL, F 3478164,
ESMS [M+H]*: 292.2,

% [E] 4K 56
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2-F 2K -A-(4-FE A R )-1 3w mk

¥ 3-8 -(4-AH A K- TEA(2.5Smmol ) F=ARAX, T BEAE(3mmol)E N,N-—F
A F B (20mL) ¥ 6918 % £ 65°C T An#k 8h, v LB LES(40mL), FHIFE
B K(3x20mL) %, & =4 o BE P 4E dh ok sbAb, 1F B4R 4(80%). ESMS
[M+H]T: 221.2.

T I 44 57

5-if-2-F A -4-(4-FH AR AL)- 13-

H 2 (6 mmol)i&AnB] 2-F F-4-(4-F5 K K I)-1,3-E74(5 mmol)#) R AF (20
mLYER Y, FWERTIR4h, RELEH, FH¥ T hstb ke, F
B AR A4 (60%). ESMS [M+H]t: 300.2.

¥ JA] 4k 58

4-[2-F A -4-(4- PR A 1378w 5 - 1-[(4-F AR R OB BEAL |- 1H-o
%31 [2,3-b]7o% |

BB PR 6 F AT TR, 18 5-08-2-F K -4-(4-A K H)-1,3-780
Fo[(4-F AR A )FEBA]-4-(4,4,5,5-79 F 4 -1,3,2-Z 8 2 90 2% K IR-2-2)-1 H-vlk
&I [2,3-b]5E, FFEAFAALAH. ESMS [M+H]H: 491.2.

¥ ] 4K 59

4-(2-F 2L -5-{1-[(4-F A R IR BE A -1 H-7tb ok 51 [2,3-b] 1L 52 -4- 2L} -1.3-
e 4 A KR

AP RR T FETR G TR, AR 4-[2-F R-4-(4-FHA K H)-1,3-28 v -5-
A-1-[(4-F AR )RR B - 1 H-otbes 50[2,3-bP072, 13 3| 47401044 . ESMS
[M+H]t: 461.2.

¥ E 4K 60
N-[4-(2- F 2K -5-{1-[(4- F A& F B ) Bx Bt AL |- 1H- vk & 5F [2,3-b] vib 92 -4-
A }-13-F -4 O FOR N AR
WRERG 1 FAAAGER, £A 4-2-FK-5-{1-[(4-F ARKL) 8L
H -V H-ooE 1 [2,3-b]7HE -4- 25 ) -1 328wk 4- O K e, 130478 % 4. ESMS
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[M+H]*: 581.2.

F 64k 61

N- LK -N'-[4-(2- F 25 -5-{1-[(4-F K KAVt A - 1 H-mik 8 51 [2,3-b] 007
-4-35}-1,3 -7 4- 2 KKk

LAY | FAAEGTER, A 4-2-FA-5-{1-[(4-F AR )Et
- 1H-s s 57[2,3-b] g -4- 2 ) - 1,328 o -4 RO K B o - U8R LB, 133474
4. ESMS [M+H]T: 532.2.

F 8] 4R 62

NN-=F R -N-[4-(2- F J-5-{1-[(4- F H R 2 VBB |- 1 H-b & 5 [2,3-0]
pbeE 42Ky -1,3-2 ek 4 ) R Kk

BB LM Sa PAEG TR, 8 4-Q-FHE-5-{1-[(4-F £ F )8
K- 1H-stbe&- 31 [2,3-b)7 o -4- 2 } -1, 3-8 4- K ) K fo 2M — F 69 W9 Svk
MR, FEAFALAY . ESMS [M+H]T: 532.2,

F F 4k 63

5-i8-2-F AK-4-(4-FH AR )-1,3-"Kmsk

=B I #K: Synthetic Communications 2003, 33(9), 1611-14; J. Org. Chem.
1977, 42(8), 1476; Synlett 2001, 10, 1563; Organic Letters 2003, 5(16), 2911-14
WEFE O HR, R 4-PARARTE (TT MRS, FRHFRLEY.
ESMS [M+H]*: 284.

F 84K 64

4-[2-F H-4-(4-FH A R )-1.3-"8ed -5 25 - 1-[(4- F A R A )R BE K )- 1 H-nib
oA H[2,3-b] 1

BRPRA 6 FATIE MY T IR, AEA 5-18-2-F A -4-(4-AH R H)-1,3-78 e
Fo[(4-F 2K L )VRBLIL]-4-(4,4,5,5-09 F K-1,3,2- = B A0 4 K IR-2-2)-1 H-vik
%51 [2,3-b]7 2, FF3ARAALA 4. ESMS [M+H]t: 476.2.
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¥ &K 65

4-2- F K -5-{1-[(4- F A K X VA B A -1H- ot & HF [2.3-b] ok "R -4-
Hy-1.3-"%e 4 2OV K R

MR AR T ¥ T e IR, AR 4-[2-F B -4-(4-AE AR A)-1,3-78w4 -5
AL-1-[(4-F A KB BE R |- 1 H-vt o 51 [2,3-b] %, 1324748 = 4. ESMS
[M+H]*: 445.2,

¥ 5] 4K 66

N-[4-(2- F A -5-{1-[(4- F 2 K ) 2% Bt A )-1H- vt 2% 5F [2,3-b] it % -4-
A y-1.3-7Rek -4 2V KRN RO M

BREF AR 31 FAAM TR, A 4-Q2-FK-5-{1-[4-F AL )s8
A1 H-w o5 F[2,3-b]tk g -4- 2 ) -1,3-"8 ek -4- ) K e, 1324747 4. ESMS
[M+H]*: 564.0.

+ 74Kk 67

N-Z K -N-[4-(2-F AL -5-{1-[(4- F 2 A s Bt AL |- 1 H-vib o 51 [2,3-b] 78k 5E
4 A }-1,3-"%md -4- HO KR A

BB MK 31 FAEMFR, A 4-2-FA-5-{1-[(4-F AR L) s
H]- 1 H-eo- 57 [2,3-] oo -4- 1 }-1,3-"Re -4- ) R M Am 3 BUBR LB, 753474
4. ESMS [M+H]T: 516.2.

¥ [8]4K 68

NN-=F 3 -N-[4-(2-F 28-5-{1-[(4- F 3K ) B Bk AL - 1 H-vik 8- 77 [2,3-b]
oo -4- 2 - 1,37 -4 2O R A Pk

WRY A 31 FATAMNFR, A 4-Q-FA-5-{1-[(4-F AR )mBk
AR ]-1LH-wbP% 51[2,3-b] e -4- 2 ) -1,3-" % 4- HO) K B e — F R R A FBLA,, 17
FAFALF . ESMS[M+H]T: 516.2,

¥ E] 4K 69

4-78 -1 H-"tbo% 5+ [2,3-b]° 5. 7- Bk 4%

BERAT, AFERT, ¥ 4-2-1H-7% 5 [2,3-b] % (25mmol) &9 7. Bk
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(400mL):& & F Ao A 8] - B ALK F BL(40mmol). % B HEHE 2.5h. A R4
IR AL, FFAA TE(SOmL) %, 1FE KA & BAR AT S W (87%).
ESMS[M+H]t: 213.2.

F 84K 70

4-3% -6-F -1 H-7th"&- 3 [2,3-b b7 :

BERAT, £ 50°C T, ) 4-38 -1 H-3% 5[2,3-b]H7Z. 7- B4k 4% (27mmol)
A NN-ZF K FBAR(S7mL)F ¢ &% 8 P m A F A BLE(67.5mmol). £ 7 A&
MNJG s FiZ REAE 75°C FHEAF 1R b2 £ 5%, F+ 8 K (60mL)
ik, RE, ¥HLAIE 5°C, HimA 6N £ AL RIE pH A5 7. BE
ki, FHEAERGEALETRTHHE 3h, TIEZAE, AKGOmL)®, FF
EHEZT TR, 13324 & B4 74 (89%). ESMS [M+H]+: 231.0.

¥ E 4K 71

6-R-4-[1- T A -3-(4-FH AR B 1 H-sthmd -4- K - 1 H-7tb & FF[2,3-B]7H 2

BB F AR 6 FATE G F IR, A 4-12-6-R.- 1 H-ob& 51 [2,3-b] " Fw 1-
T -3-(4-PH K IN)-4-(4,4,5,5-09 F 3-1,3,2- = AL A0 42 R IR-2-2)- 1 H-vtb
#3470 A4 . ESMS [M+H]": 368.2.

¥ 184K 72

{4-[4-(6-8- 1 H-tb 7% F[2,3-bob o2 -4- 25 )-1- T A - 1 H-vbed -3- B IRV B

R AR T FETE G H IR, 4 6-F-4-[1- TA-3-(4-AH AR )-1H-w1k
-4 - 1H-ow& 51 [2,3-b]1 %2, A7 2)47R010 44 . ESMS [M+H]T: 338.4.

¥ 184K 73

[4-(4-38-1-T A -1 H-sibe -3- 30 KA B

R AR T PTG B IR, AR 408 -1- LA 3-(4-AE A KA1 H-mbo,
3 A0S . ESMS [M+H]H: 266.0.

o [ 4R 74
[(4-{4-[1- T A -3-(4-FH HL K 2 )-1 H-vth ™t -4- 2 )-1 H-vpb & F[2.3- b7 "2 -6-
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AVEAF A= F AR

R F AR 6 FATE AT IR, 128 6-F-4-[1- LA-3-(4-AH AL KAL) 1H-71t
4K -1 H-7 oA FF[2,3-b] 152 A= NN-= F 2 B F 2R K -4- 40 B SR R B
BE, 1F3|% & BRI M(37%). ESMS [M+H]t: 467.2.

¥ E 4K 75

[(4-{4-[3-(4- B I K )-1- T K& -1H-vb ok -4- K -1 H-wb 74 FF[2,3-b] 7% -6-
AV T A= F Az

BRP R 12 FATE T IR, R [(4-{4-[1-TE-3-4-A AR L)-1H-
o -4- A -1 H-ob e 50 [2,3-B e -6- 2 ) R ) TR = T i, 524741054,
ESMS [M+H]*: 437.4.

¥ E] 4K 76

4-[1- T A -3-(4-FH L KA )- 1 H-otrd -4- 2 - 1 H-vtb o SR [2,3-AH R 2- 2 B

B R 6 FATE AT, 125 TE 4-8-1H-"1E F[2,3-b]"e-2-2%
B Fn 1- T Ak -3-(4-FH A K )-4-(4,4,55- 09 F 3 -1,3,2- = 8 22 o0 22 X IR -2-
A)-1H-wteed, 13 3)47810E4. ESMS [M+H]t: 378.2.

¥ 184k 77

4-[1-T A 3-(4-FE R KA1 H-whod -4 K -N-[2-(4-"B ok ) T A |- 1 H-vk o
F[2.3-b]orE -2- F B A

P8 EB) 15a F AT AR BB, 128 4-[1- L AE-3-(4-AH AR KA1 H-stemk
-4-FR)-1H-Hos FF[2,3-b]P 2 -2- R B Fe 4-(2-F K TH)-"Bok, 34780106
#. ESMS [M+H]T: 490.4.

¥ A4k 78

4-[3-(4- BRI R 1- T - 1H-A k-4 H-N-[2-(4-"Bobk A ) T A |- 1 H-rH
F[2.3-b]oH o -2- F BLAE:

BB A K 12 F BTiR 69 3R, AR 4-[1- TA-3-(4-FH 23R )- 1 H-sthrk 4-
AR]-N-[2-(4-"Bok 5K TR -1 H-wte- 57 [2,3-b] 1% -2- F B, 13247810540,
ESMS [M+H]*: 460.4.
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¥ 84K 79

4-[1- T & 3-(4- A A K A 1H-wb ok 4- L -N-[2-4-F A -1-% 2 £\ T
- LH-vtb e H[2.3-b]7 2 -2- F BB

ERAT, ¥ 4-[1-TA-3-(4-F R FI)- 1 H-othmk-4- K -1 H-vieo&- 57 [2,3-6]
g -2-R BR(0.331mmol). 2-(4- F 2-9k%-1-)- T3 1% (0.993mmol)F= N-(3-
¥ RBARL)-N- A I e 3 AR 2 (0.397mmo) /£ N, N-=F & ¥ Bt
FR(ImL)F 695 R AT B THE 17h. ¥iZREETRE, #iEid Gilson &
#8 HPLC #6414, 133] B4R 6947881064 (20%). ESMS [M+H]*: 503.4,

7 J8) 4k 80

4-[3-(4- B KA N-1- T A -1H-wh v 4- A J-N-[2-(4- F A -1-% 2 E) T
- 1H-wkeE FF[2.3-b] 2 -2- F B

B PBP AR 12 b PTiE 69 5 3R, AR 4-[1- TA-3-(4-FH KA )- 1 H-vtbrd -4-
H-N-[2-(4-F K-1-"kB R LR )-1H-obo& F[2,3-b]ome-2- F B, 133|474
.44 . ESMS [M+H]T: 473 4.

F [E]4% 81

4-[1- T3 -3-(4-FHZL RN ) - 1 H-vbrd -4- 2K )-N-[2-(F AR LA -1 H-steg
[2,3-b]70%2 -2- F BLAZ:

B AR 79 ¥ TR 6 TR, 12 2-(F AR T, 153471064,
ESMS [M+H]t: 451.2,

F 6] 4k 82

4-[3-(4-BHE EH)-1- T A -1 H-wb o 4- L |-N-[2-(F AR T A - 1 H-"lb s 5F
[2,3-b]7172 -2- F BhBEE :

B P AR 12 P AT R B IR AR 4-[1- TR -3-(4-FH AR KA )-1H-vikrd-4-
H-N-[2-(F AL T A )-1H- -5 [2,3-b]rtbee -2- F Bhie, 133478106,
ESMS [M+H]t: 421.2,

¥ )4k 83

126



200680053408. 9 B P Z119/15617

4-i8 1-(F A AR B A 1 H-slbv& 51 [2,3-b] Ptk oe -2- F B (carbaldehyde):

AERAT, £-78°C TF, ¥ ETHELEQSM ) TIER, 3.56mmol)id e
3 — & A A (3.56mmol) £ KK W Sk (SmL) ¥ 89k . KR A
-78°C FHEAE 30 o04F, HRBEILIES B iHAn 418 -1-CRABRBLA)- 1 H-otb%
F[2,3-b]# 72 (2.97mmol ) 49 K 29 frk vl (ImL)is ik . % 24 A 89 R f2-78°C
THH 2h, FREEITESHBHI NN-ZF A FBELM(11.88mmol) 4 w9 A7k
F(1mL)ER . #iZ R A-78°C T+ 2h, JFABE Atedfath RabseKisrk
(10mL)#4 1k, FRAW A LB LES(2x20mL)F IR, A4 FH 698 HUE 2 BBR
TR, A AT RYE, @i IR & 38k 4510 (Analogix IF280, 70-100% CH,Cl,/
TIL), 3G E BIRGGFFAEH(66%). ESMS [M+H]T: 365.0.

F |84k 84

1-(R 2 Bt A )-4-(4,4,5,5-79 F 2 -1,3.2- = B2 A0 42 R IR-2-25 )-1H-7lb 7
F[2,3-b1okoR -2- F B4

PR 32 PR TR, 28 48 1-CRAAABLE)- 1 H-lbeg F
[2,3-b]ftoe-2-F &8, 13347201644 . ESMS [M+H]t: 330.2.

¥ 84k 85

N-(4-{4-[2-F B -1-CRA A BN )- 1 H-wth s 5T [2,3-botb R -4- K ]-1- T &
-1 H-rbe -3V K- V- R AR Pk

RPN 100 FATA TR, 1E8 N-[4-(4-38-1-THR-1H-wkeg-3-5)
RAELN-F A MAe 1-CRAAEBLIL)-4-(4,4,5,5-79 F 3 -132- — R LA 2= /IR
2-3K)-1H-tb & 51 [2,3-b] 7t -2- F &, 13 247481844 . ESMS [M+H]:
591.4,

F 8] 4 86
N-(4-{1- T A -4-[2-({[2-(4-"5ok ) T A2 A F - 1-CGR A B )-1H-
s (2,357 R -4- 2L J- LH-sbe -3 - 20 KO- V- Pk
ERAT, H N-@-{4-[2-FBLA-1-CRA BB )- 1 H-otbe& F[2,3-b]71 %2
4-FK]-1- T A -1 H-ster -3- 0 KO- V- AR (0. 1mmol). 4-(2- 22k T2 )-"Bak
(0.2mmol)#e = ZBL A AN EAL41(0.2mmol )£ = R F 4 (1mL)A= B (0.25mL)
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¥ EIRE R TR 30 247, HiIE R AR IN R A4 AR (SmL)4& 1L,
I A LB TEE FE I (3xSmL). ¥-EF 698 HLE A 2K (SmL)k, LABREET IR,
FA R, 153476484054 . ESMS [M+H]: 705.6.

¥ E 4K 87

N-(4-{4-[2-({[2-(= F R EI) CAVRA L FA)-1-CRABBL AL ) 1 H-wthk
F[2.3-b]7k 2 -4-21-1- A -1 H-vtbrd -3- 0V R RO - V- Bk

R PR 86 FAT A M TR, AQ-AATH) =ik, F3 /A0 s
4. ESMS [M+H]T: 663.4.

¥ &) 4K 88

N-{[4-18-1-CRIAA BB )- 1 H-PH & 51 [2,3-b]7 58 -2- 2K | F 28y -2-(F A ARt
Y3

R IR 86 PAT A TR, 12 2-BA A FRAME R, @it
FEJ% @78 % (Analogix IF280, 25-80% L B T 8BS/ TR 4hAL, 133 BlAK 69474 7~
#(34%). ESMS [M+H]T: 472.2.

F 8] 4k 89

N-(4-{1- T A A-2-(Y2-(F A EBMAVC A 1RA YT ) 1-(K A Bt
- LH-tko& 51 [2,3-b]oth %2 -4- 2K |- 1 H-ribede-3- 20 KO- N- R Mk -

3B AR 32 W BT 69 IR, AE A N-{[4-38-1-(FR AR B )- 1 H-otok 5F
[2,3-b]7o-2- 3 | F 30} -2-(F AL AR ML) Tl 48 ) 3200 = 4 57 3 BB P 18] 4K 100
ARG R, FEAARS Y. ESMS [M+H]': 698.4.

¥ ] 4K 90

{[4-18-1-CERE AT )- 1 -8 FF[2.3-b]7tn2 -2- 2 | F AL ) = Ak

B P IR 86 FATIA GG IR, A —F QM W Erkrhisgk), il
iTAE IR 8,78 7% (Analogix IF280, 0-10% FEH/ —&#.Fit, 24 10%E AM4%)
shAt, 153 BlR 69474 F #(46%). ESMS [M+H]T: 394.0,

¥ JE] 4K 91
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N-(4-{4-[2-[( = F AR F A 1-CRAABIL)- 1 H-mtbe& H[2,3-5] M5 -4-
H-1-T A1 H-ohed -3V KO- N Bk

TR IIR 32 FATIR IR, A {[4-72-1-CRAAEBLIL)- 1 H-7lbeE
[2,3-bPtboe-2- AR | F ) = F fe. AR %0 = M HF4 8 F R4K 100 F ATk 64 4
B, 1F3)47A04. ESMS [M+H]T: 620.6.

F B] 4R 92

2-({[4-78 -1-(F AR BE A )- 1 H-otb b 1 [2,3-b)r 02 2- L | F ARV AL ) LES

R AR 86 F AL &G IR, AR R TEBEIE, 433 BlAK 69 4721 = 45 . ESMS
[M+H]T: 409.2.

8] 4k 93

N-(4-{1- T A -4-[2-{[(2- 2 TA)BIL | F A} -1-CRA BB ) 1 H-vikb & 5
[2,3-5]77 -4- 2 - 1 H-wb 2 -3- 2 VR AO)-N- R A Bk

AR AR 32 AR MG BR AR R 2-({[4-38 - 1-CR A A BE A )- 1 H-stk o
[2,3-b]etne -2- 2K F A BN ) TBF . 4% A 240 = My -4 B F 1Al 4K 100 P AT id 64
S, 132478154 . ESMS [M+H]": 636.4.

F 6] 4k 94

N-{[4-i8 -1-CRI AR B8 )- | H-o 8 FF[2,3-b]oH 52 -2- R | F A }-3-(4-F Ak -1-
vk A)-1-A L

R 86 F AT AT IR, 8 1-G-ALRL)4-F Aok, @i
FERR &3 0k 454 (Analogix 1F280, 0-10% FEZ/ —R Fix, 2H 10%EAF 4L
i%), #F3 NS, ESMS [M+H]T: 505.4,

F 84k 95
N-(4-{1- LA -4-[2-({[3-(4-F A -1-9% % ) A AR 18I L F AR )-1-CRA A B
H)-1H-wHPE 5 [2,3-b] 758 -4- 25 - 1 H-rib e -3- 2V R 30)- V- K A Pk
ZR T 4K 32 FETIE MY B, A N-{[4-12-1-CRIAAEBLA)- 1 H-vibeb 5F
[2,3-b]7oe -2- 2K | F ) -3-(4-F - 1-9kB K )-1-R . 1B F Tt R &
B4R 100 F Frid 695 3R, 38| A7A4LE4 . ESMS [M+H]T: 7324.
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¥ (84K 99

438 2-(3- F BEA K- 1- R A BB - 1 H-wthek FF[2,3-b] ke

EBIHENE TN 4-38-2-5-1- K KB B A -1 H-wb & 51 [2,3-b] 7t 2
(2.1mmol; A WOO03/000690A1 F A F & F &4 &), 3-F BLE KR
(2.1mmol). N,N-=F & F BB (15mL). 18408 BR E40 /K& (SmL)Fr 9 (=
F A )YE-42(0)(0.1mmol). iz R E A A A Kk42, & LEFHF 1000C HitH
16h. 2 HEFRE, ¥EREAELZKRE, BTTLHRTEYT, AK. HK%E,
ZRBATIR, SEFEATTEALET. BiLREARELX0-4%T 8
LEE 8 — R F s k)i, 1588 & BRI 6-40(77%). ESMS [M +
H]t: 441.2,

7 1] 4K 100

4-[3-(4-FEH RN 1- T A -1 H-wth ot -4- H)-2-(3- F B A KAL) 1- K A AR Bt
A -1H-wt & F[2,3-b]HE :

BEFHEANE TN 4-82-G-FBLARA)-1- KA BB -1 H-vtho& 5
[2,3-b]*t?€ (1.6 mmol). 3-(4-FHAFKIK)-1-T4K-4-(4,4,5,5-19 F 3K-1,3,2- = A %
B 2 SER-2- 35 )- 1 H-wtbo (1.7 mmol). N,N-=F 2 F BLAE(15 mL). 405044 5% B8
FANKIE (4 mL)F w9 (= F M )E-42(0) (0.09 mmol). ¥HiZ B A F AR
12, ZEEZFHF 1000C 4t 8h. AHEZRE, BERHEAEZKRYE, &
FCLBRTEEY, AK. Kk, @BBMNTIR, SRAFAEATTARLET.
WIT AR MR B8R (5-10% LB LB/ — R T I )sh ik, 1335 & Bk e 474
154 (81%). ESMS [M +H]*: 578.3.

F 8] 4 101

4-[3-(4-PH IR AN 1- T A -1 H-othod 4-30)-2-[3-(— F AR A F AR A)-1-
FAARBEA - | Hovthek 51 [2,3-b]oH T

B LAY 4-[3-(4-FH A F A )-1- T Ak - 1 H-vtbod -4 2K )-2-(3- F BLA R )-1-
R A B A - 1H-tb 7551 [2,3-b] 7t %2 (1.3mmol ) 49 ¥9 S ok " (20mL)IA R Am A\
2M = W B 69 w9 SLrk v (2.0mmol) i i, MLE m N = LB R AN S 4l
(1.9mmol)., HiZRHEAETRTHHE 4h, HAEATTREEZT. $ELAYDE
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TLB By, ARk, FREEM), Tk, FAETRL. BTk
% &R (0-5%(5% A A s, FER) A Fin)sit, 3% & B eg4rsae
£#1(87%). ESMS [M +HJt: 607.4.

+ 84k 102

4-[3-(4- B A KA 1-T A -1H- o 4-H12-B(=F LA RALF HHIEK
- 1H-wk P& FF[2,3-b]H o

B SoAF o4 at 18], &) BE R84 4-[3-(4- FH R R B )-1- T A -1 H-sik o4 4-
A J2-[B(=F A RA T AR A-1- R R AABL A -1 H-wh s 5 [2,3-b] b o (1.1
mmol)#HOAc (20 mL) &&F a#AeA4F4 (8.0 mmol). HFZA M £ EiR

FTHH 1h, BiTCelitedfittidie, MBIk, AEAT TREET. ¥

B FTE/FREBRERLSZAANREZ AT, BT FEGBS mL) ¥,
F A6 NEAAA (1.5 mL)R&E, KR E RSHILH, FTF700CHh#8h, 4
HEERE, FEREATRYE, RAANKME, Lk, AKXk, FELZTRE,
FEEAEE BIRGGHZ4, ESMS [M+H]T: 437.2.

F 18] 4K103

4-[3-(4-FE KN 1- T A -1 H-ote 4 -4- 2K 1-2-[3-(N-"Fobk 2L F ) KA -1-K
A AR B -1 H-olbo& 5+ [2.3-b] otk 2

R EAARI01F AR e T IR, LA Dok, FRIFLAR, FEIFHML
44 . ESMS [M+H]t: 649.6.

J 8] 4104

4-[3-(4- B R H)1- T A TH- oo - ]-2-[3-(N-"Boph B )R A )-1H-
sthek 1 [2,3-b] 7o

35 B8 P AR 102 % BTiE 69 F 3R, 42 4-[3-(4-AH A K- 1- T A -1 H-vtb e -4-
FJ-2-[3-(N-"Hopk 2L F 20) R 2 )-1-F AR BE N - L H-on 57 [2,3-b)otne, #5347
b4, ESMS M+ HJt: 4794,

& [E 4K 105 .
4-78 2-(4-TBLE G R ) 1-F A B A - 1 H-vthe& F[2.3-b]otbee
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BB FERIOOF A6 B, 1EH4- T RLAREMER, 1334 IS
#. ESMS [M +H]T: 470.2.

¥ 8] 42106

4-[3-(4-FE I K )-1- TN -1 H- 8 -4- 3K )-2-(4- TRE AL R ) 1- K L Ak
Btk -1 H-PeE FF[2,3-b]7t R

38 P RAR100F FFd 69 F 3K, 12 A 438 -2-(4- LBARA R A )-1- K A st
F -1 H-vth o F[2,3-b g AR A 4- 38 -2-(3- F BE A R A)-1- R A Bt A -1 Hovik g
F[2,3-b]Pl7E, FE)#FAE 1A%, ESMS [M+H]T: 607.4.

¥ #4107

4-[3-(4- B K H)-1-T A - 1H- 4 -4- K 1-2-(4- TBERE K E)-1- KL &
Bk A - 1 H-mtb 7% 55 [2,3-b] Pt

H4-[3-(4-AH K F)-1- LA - 1H-wtbod 4- K ]-2-(4- TBER A K A)-1-XK

H A BRI -1 H-wh & F[2,3-b]P1 22 (0.8 mmol ) F220% £, Bk 48, (11)/3 (0. 1g) 44 Bt 4
BRATEBTRARKEMIK, K2R LB T Celited AL iR, K LB TE
Ak, FHEZRE, F3REEBDIRGIFRETM(52%). ESMS [M + H|*:
577.4.

F |84k 108

4-[3-(4-N-F A B F 8RB RN 1- G- 1H-wbvk -4-K)-2-(4- TLRLR
A X 1R AR - 1H-8 SF[2.3-b]HR

R EAB P PRI, 12 A 4-[3-4-BAEFE)-1- T -1H-7tbod-4-
AT-2-(4- TBER AR A )-1- F AR B A - | Hovtbn& 54[2,3-b]owe, 13 2| 4788404
4. ESMS [M + H]t: 696.4,

# 7] 45109

4-78-2-(3- LEAEIE ) 1- R ag B A - 1 H-vib e F[2,3-b]oHb e

BRROP A AROOT FTIE 8 B, A& R 3-LEBLRA KA MER, FR) AL
4. ESMS [M +H]t: 470.2,
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¥ &) 4110

4-[3-(4-FH A K AN 1- T A - 1H-t4- £ )-2-C- LB AL FHA)-1- K A58
Bt A -1 H-vtbn& JF[2.3-b] otk o2

BB P RAR100F Prid g F 3R, 12 A 4-78-2-(3- LA R R A )-1- R A s Bt
A-1H-beE 51 (2,3-bbee, 1F 2474144 . ESMS [M + HJt: 607.4.

F 84K 111

4-[3-(4-B A KA 1- T A - 1H- 4-2)-2-3- LB AL KA 1- KA 55
Bt AL -1 H-mbe& 5F[2,3-b]otk o :

R OP RR107F BTk o F 3R, 48 8 4-[3-(4-AH A K H)-1- T -1 H-otbmk -4
AK]2-(3- TEARAFI)-1- F A BB A - 1 H-oleg 5 (2,3-b]wk s, 15 20 4748 = 49 .
ESMS [M + H]*: 577.4.

F I8 4R 112

4-[3-(4-N-FE IR U F B R 2K ) 1- TR -1 H-obv 4- 10 )-2-(3- L BL R,
FOR -1 KA w1 H-mth & FH[2,3-b ot o2

R ERLFIAG TR, EA4-[3-4-BAKE)1-THE-1H-nhrd -4
A)2-3- CBLEA R A)-1- KA AR -1 Hontbo& 5 [2,3-b] "2, 1334741 = 40
ESMS [M + H]™: 696.4,

F &) 4K 113

4-[3-(4-N- LA ZHE F BRI RA)-1- LA -1 H-wtbmk 4- K )-2-(3- T LA,
AR 1-F A a1 H-vth & H[2.3-b]o e

108 FEBIASP TR T IR, AE4-[3-(4-RAEKHE)-1-T A -1 H-nthrd 4-
A1-2-3- BB IE KAL) 1- KA AR B AL - 1 H-Plb & 57 [2,3-b P Ao - £UBR T B
133474144 . ESMS [M +H]T: 648.6.

¥ a4k 114
4-i% -2-[4-(=F A B F AR 1- R R s B A -1 H-ol o8 51 [2,3-b] o
BB RAR9F ATIE A H IR, ARA4-[(VN-Z=F R EA) TR PRAME,
FR) 4TS . ESMS [M +H]*: 470.0.
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+ E 4k 115

4-[3-(4-FH IR H)-1-T R -1 H-ott o -4- K )-2-[4-(— F AR FHOVEA]-1-
F A B - 1 H-oR FF[2.3-b] ko2

FRR T AAR100F FTE 69H3R, A4-IR-2-[4-(=FERARELFH)FK]-1-
ARIARBR -1 H-olo& 51 [2,3-bI, 43 2 A2 40-A- 4% . ESMS [M + H]T: 607.6.

¥ A 4R 116

4-[3-(4- RA KA )-1-T A -1H-wb o 4- A ]2-B-(=FHAEALAF A VK
Z)-1H-vrb % FF[2,3-b] ot o2

R R R102F BT K 69 F 3R, A2 ) 4-[3-(4-FH 2 K A)-1- T 3k - 1 H-tb k-4
A-2-[4-(= F AR TR - KA BB A - L H-be& 51 [2,3-b] 7=, 473
}rAELA4 . ESMS [M + H]T: 4374,

7 A 4R 117

4-78 -2-[4-(N-"Bopk AL B H )R A -1 R A B A -1 H-otb s 51[2.3-b] o2

AR P AR AR 6 F 3R, 42 A 4-[4-(4,4,5,5-09 F 313 2-— A a0 4
IRIR-2- ) F ARk, FR A4S . ESMS [M+H]T: 5122,

¥ e 4K118

4-[3-(4-PH AR ) 1- T A -1 H-vtkvk-4- 2K ]-2-[4-(N-"Bopk AL F )RR - 1%
A FR B IS - 1 H-rtk e FF[2,3-b]oH o

B F ER100F BT £ 69 5 3K, A2 4-18-2-[4-(N-"Bopk L F )R A )-1-K
A EEBLA 1 H-oe A F[2,3-bleE, 5247481054 . ESMS [M + H]: 649.2,

¥ [ 4K119

4-[3-(4-BHE R HA)1- T A - TH-vH e -4- 2 1-2-[4-(N- ok A W 2O R -1 H-
P eg FF[2,3-b]oHh R

R AR 102 BT 6 B B, A% ) 4-[3-(4-FH B KA )-1- T A -1 H-stb ik -4
A ]-2-[4-(N-"Gopk 2 T 2O K A - 1- K A B -1 Hovlb w8 51 [2,3-b] b2, #2347
AfbA4. ESMS [M+H]H: 4794,
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F E 4R 120

4-i2-2-[2-(LEABKIA)- T-1-H]-1-FK s B K - | H-vie ek [2,3-b] b2

EFFHENE T N 4-782-A-1- KA B -1H-sb & 5+ [2,3-b] ") %2
(5.4mmol). A ER LES(7.6mmol). AAF(25mL). =& & 3E(8.0mmol)f» —
L ER 42 (11)(0.11mmol). ¥ K E A fAk4a, & L& -F3F-F 1000C #it ¥ 16h.
AHEFRRE, WiZRHEALZRYE, 2T CBRTET, AR, Kk, 25
BRANTIR, TRAEATTALET, Bilteidk K &85 (0-5% LB T A8/
ZR Tk, 1338 & BRI (22%). ESMS [M + H]F: 435.0.

FHE4K 121

4-[3-(4-PE AR AN 1-T A -1 H-oto -4- - 2-2-( L REHEA)-T-1- K- 1-
F AR - | H-vthoE F[2,3-b]t e

IR P AR 100 ¥ AT 6 TR, A 418 2-2-(TEAHKAL)-T-1-H]-1-
A BRI -1 H-othe&- 51 ([2,3-b]oI ", 4 2| 47401054 . ESMS [M + H]*: 572 4.

J 8 4R 122

4-[3-(4-BAF ) 1- TR -1 v 4- R )-2-[2- (T RA ) 1-T A ]-1H-
stb ek H[2,3-b]PH T

B4t 69 4-[3-(4-FE AR K R )-1- T -1 H-vtb e -4- K - 2-[2( TRAHE A )-

T-1-451-1- K A B -1 H-mnE 5 [2,3-b] P %2, (0.77mmol ) £ ZBR (15mL) 7 49
R P A ANAER(6.1mmol). I 18hE, MmN F SN E 4ER (6. 1mmol), FHHF
B ELF400CHE#24h. B ERRE, ¥z R H AT CelitedAtdik, A THK
Fik, FEAEETAEET. BEAWET A FTREomL)T, A INKBER4S
Kisik, Bk, ZABMTIR, BE, FEEATTRELZT. BB YRR
21% ik 69 8%, 1F 2474084 . ESMS [M+H]T: 404.4,

¥ 84Kk 123
4-[1- T A -3-(4-FEFL R - L H-wthmk -4- 2K ]- 1-(CR AR BE L )-2-[4-(1-7H 8 0%,
AT HO) K- 1H-stb & A [2.3-b] 1R
6 4-[4-[1- TE-3-(4-PH AR -1 Hovtbod 4 K - 1-CR A BB AL )- 1 H-vtkeg
F[2,3-b]7" -2- 2 1K F 85 (0.52mmol) #) ™ £ rk v (SmL)IE & F An A 1%
135
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(2.08mmol), MLE N = LELEAM EAL4H(2.08mmol). 1h &, ¥R RA
Y1 A K (SmL)& Ak, A LB LB (SmL)# B, ¥ K E R LB B85 (4x10mL)
I, FHEFHERYEABMTIR, L&, HRERE., BEAHiBL
R EEES%TE/ AT, 2F S%RAGIE )L, 1F348E 6 BK
8 B & 10 a-41(93%). ESMS [M+H]t: 633 .4,

F 84K 124

4-(1- T K -4-{2-[4-(1-b & 3 AL F K )R A |- 1H- vk o 5F [2,3-b] b "% -4-
A -1 -3 O R B

©14-[1- T3 -3-(4-AH A R A1 H-mbo -4- A J-1-CR A BB L )-2-[4-(1 -7
WA T RO R AR )-1H-w 78 31 [2,3-b] 777 (0.48 7mmol ) 44 7k B 8% (4mL )& & F Ao
N (3.41mmol). 1hE, HiZR Hitik, FHELGER LBy k., Kk
BOBERIRYE, AL 1FE/FREBRALRARERLNG T, R KRE
FHEE Y, H6N NaOH(1.46mmol)&t 3, FHAe# £70°C. ShE, H R R4
WRJE RS, HEEAMBETFAKE, FRASE, TEKERRE, £
HEAETTHREES, F348444. ESMS [M+H]T: 463 4.

F A 4K 125

4-[1- T -3-(4-FE R ) 1 H-othod -4- 3 1-2-[1-(4-"Fok R 3 -1, 2, 3, 6-
9 S-4-7eg K- 1-CR A AR B AL )- L H-wb 78 HF[2, 3-b] e

¥ 4-[4-[1- TR 3-(4-AHFEF )1 Hoothrd - 4- B - 1-CR A AR BL A )- 1 H-vth ol
F[2,3-b]7tm -2-3K)-3,6- = - 12H)-"E R BR 1,1- = F 2K Z 2K B5(0.38mmol)#9
ZHRFR(ImL)A R 4N 28869 — Rl (1mL) AR L 32, 52 T8 T #3E 1h,
BiZREAELEETREG, HAZAFTREAL—K, BERNEEMWEF T
s (SmL)¥, A 4-"Bok F BLA(3.00mmol)&L 2, FFHtH 48h, FHiZ R MiIK
%, @it Gilson R48 HPLC 4L A4, 1F324781L6-4(55%). ESMS
[M+H]t: 668.4.

¥ 84K 126

N-[4-(4-38 -1- T2 -1 H-vtbed -3- 2O K -V N-— W A& Bk

%M KA Sa FATIE T B, AL 4-(4-12-1- T -1 H-otho 330 K e o
136




200680053408. 9 W B 1 2129/15617

2M ZF ke Ak wis R, FEARAAS Y. ESMS [M+H]T: 337.2.

P R 4R 127

N-{4-[4-i%-1-(CR A B 8L )- L H-nbs 51 [2,3-b] b -2 AR R ) F A Bk i

R AR 99 b AT G TR, AR (4-F A AEBLE SRR )MBER, 153
R 4. ESMS [M+H]T: 506.2.

+ 44 128

N-{3-[4-8 - 1-CGRIL B BE R )- 1 H-vtb & 51 (2,31t o2 -2 - A R K ) F AR B A

He BB ¥ 4R 99 W AT R 69 K, 4£ 8 N-[3-(4,4,5,5-19 F £-1,3,2- = E 4
e RIR-2-A)- KA Faabeie, 132474~ 4. ESMS [M+H]T: 506.2.

¥ 84K 129

4-i% -2-[3-(4-"Hopk )R- 1 -CRAE AR BN )- | H-otb e 51 [2,3-B) w2

e FF LK 99 F AT M R, A 3-(CRIR) R AN, EATAL ).
ESMS [M+H]*: 4984,

F J5] 4K 130

4-i2 -2-[4-(4-"Bo )V KA )- 1 -CRAL AR B L )- L -tk e 57 [2,3-B]0H 2

B PR P 1A 4K 99 P BTk 4G 5 3R, 420 4-CHHAR) KM EL, 13547 4.
ESMS [M+H]+: 498.4,

¥ E] 4K 131

{3-[4-i8-1-CGRA A BE ) - 1 H-vto& HH[2,3-b]oth o -2- A R A ) = F e

BB P RJAR 99 ¥ AL 0 TR, 1R 3-(=F ARL)RAMEL, 1F2AFA
4. ESMS [M+H]H: 456.2.

¥ 4K 132

{4-[4-78 -1-(RAA BB AN )- 1 H-vth oS- 31 [2,3-b]othoe -2 - AL 1R Y — F e

B AR 00 FATA K H IR, 2 F 4-(Z FREER)RAME, 1FE 474
4. ESMS [M+H]T: 456.2,
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¥ A4k 133

4-i% -2-[6-(4-"G ok J )-3-ot s AR |- 1-CRARAE B AR )- 1 H-vHh ok 51 [2,3-B]oHoE

B AR 99 F BTIE e HR, 1A 4-[5-(4,4,5,5-19 F 2-1,3,2- — R LN
Ze RIR-2-2K)-2-wtko K vhek, 13 B AR = 4. ESMS [M+H]': 499.2.

+ 54k 134

N-{4-[4-3-(4-{[( = F A B A VKA TR A YK K)-1- T A -1H-vtb 7k 4-
- 1-CRAFRB AL )- 1 H-otb o8 51 [2,3-b "0 -2- A | 3R K F b fe .

R AR 32 FATIA M IR, AR N-{4-[4-18 - 1-CR A ABBLAL)- 1 H-slb %
F[2,3-b]rtbre -2- 2 KA T AR B, A 8 200 = M 4% BB P 4K 100 W ATk
BF R, 128 N-[4-(4-12-1-T - 1H-toe -3- ) KA J-NN-ZF £, 13347
A =4 . ESMS [M+H]t: 684.6.

F ] 44 135

N-{3-[4-3-(4-{[( = F AR VKA TR A} K K)-1- T -1H-vk 4 4-
A )-1-CRA B BRI - 1 H-vib s 51 [2,3-0] 7% -2- AL 1R K ) F AR B .

BB AR 32 FATIR A9 T IR, A N-{3-[4-12-1-CRAFEBLE)- 1 H-oib ek
FH[2,3-btke -2- A KA T A B, A2 R 200 = M) 4 R A 4K 100 F AT ik
B F B, AEH N-[4-(4-1£-1-THR-1H-ooe 3- )R AN N-ZF £ Mk, 13347
A 4. ESMS [M+H]t: 684.4.

¥ B4R 136

N-(4-{1- T -4-[2-[3-(4-"Bok ) K A - 1-CR A BB )-1 H-vtkoh 57 [2,3-D)
P -4- K- 1 H-vpkrd -3- ) ) - N V- = B Ak

FERROP AR 32 P AT 6 F R AR 4-8-2-[3-(4-" Rk A RO - 1-CR A AR
BEA)-1 H-ve& F[2,3-b]Poe. . 4% ) 1% 48 = 4 57 42 B8 o Ja] 4K 100 b P ik 44 5 3%,
1£ ) N'-[4-(4-i2-1-TE-1H-vtbe-3- ) KK -NN-Z F KMk, R4~ 4.
ESMS [M+H]*: 676.4.

¥ 84K 137

138
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N-(4-{1- T35 -4-[2-[4-(4-"Hok 2 )R K- 1-CRAA A B IR )- 1 H-vie & 31 [2,3-b]
b oE -4- 2R -1 H-sthed 32OV R D) N N-— F A Bk

APE P IA AR 32 P AT 69 H IR, 12 A 4-18 2-[4-(4-"Bok 2 ) R A )-1-CR A 74
BRI )-1H-"lb7&-F1[2,3-b]7t o . 48 B iZ 40 7% 4 51 3 BB F 18] 4K 100 F AL 49 F 3%,
1) N-[4-(4-12-1-T -1 H-vbed 3- KKK -NN-—F £ Mk, 3247874,
ESMS [M+H]*: 676.4,

F [E] 4k 138

N-(4-{4-2-3-(= F ARV KE - 1-CRA BB A )- 1 H-ot & H[2.3-b]707%
-4-A81-1- LA -1 H-vbo -3- 2KV K-V N-— T Ak

R AR 32 FATIE AT IR, AR (3-[4-18-1-CGR AR BLAL)- 1 H-wtrg 5
[2,3-b]Pboe-2- AR ) — F e, AR %40 = 4 53 B o 4K 100 F ATk ey 5
B, 1 N-[4-(4-12-1-TE-1H-otbr2 3- ) KA NN-ZF Ak, 152478 7*
4. ESMS [M+H]*: 634.6.

F JE) 4K 139

N-(4-{4-[2-[4-(= F A EI) R 1-CRAA A BN )- 1 H-vth & 5 [2,3-b 1R
-4-31-1- LAV H-wte e 33V KO- NN-— F A

Bl AR 32 FATE M H IR, AR (4-[4-2-1-CRARBLAL)- | H-otbwb 5
[2,3-b]otro-2- )R} = F e, A& 8 3Z40 75 M 45 B8 o A 4K 100 F Arik ey &
B, AR N-[4-(4-38-1-T A -1H-ome 32O KA - NN-ZF 20k, 1554748 =
4. ESMS [M+H]': 634.6.

¥ 8] 4R 140

N-(4-{1- T 2 -4-[2-[6-(4-"G ok 2 )-3-stb oz A |- 1-(CR A A B ) - LH-7ib & 5F
[2.3-b]752 -4- 25 ]- L H-vrbme -3- BV RO -NN-= F 3 Bk

AR AR 32 F AT 6 T IR, AL R 4-12-2-[6-(4-"Hok AL )-3-mtbm AR ]-1-(K
AR B )- 1 H-ote&- 3 [2,3-b7 1o, AR %40 = ) F- 3 B F AR 100 F AT ik ¢4
FE, 4EH N-[4-(4-12-1- LAV H-tbed -3- FO) KK )-NN-— F 2 Mk, 133474
4. ESMS [M+H]t: 677.4.
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¥ 84K 141

3-(4-FH A KI)-1-(2-2 T2 )-4-(4.4,5,5-99 F HL-13.2-— A& 22 IR 3R-2-
Y- 1H-vtbm

EEHRHENEF N 3-(4-FHEKK)-Q-F T A )4- 2 -1H-vth v
(11.1mmol). BLAER — SRR EF BE(13.8mmol). B ER4¥(35.6mmol). = HALR(=
FHE MY E-4e(1D)(0.5mmolyFo =P FA2(60mL). HiZ B A KA x4z, £ LEF,
BAFHF 1000C Aok 8h, AHEFTERE, BEARLAAT TALET, &
FTLBRLEY, LRREREY, FALZRE, BidaikiRig E#%5(T75%C
BR L BE, E )AL, FEIR G & BRFFARNAH(45%). ESMS [M+H]T:
359.2,

¥ 84K 142

4-[3-(4-FH A KA )-1-2-%2 T A - 1H-o o -4- 2 1-2-[4-(N-"F ok 2L F ) K
A ]-1- KA AR A - 1 H-vth e FF[2,3-b]wb o

BB EAR100F AL 69 F IR, ARM 432 [4-(N-"Bok i T A)R AT 1-K
H B BE A -1 Hovtb ok - [2,3-b]Png Ao 3-(4- A L K2 )-1-(2-5 T 1 )-4-(4,4,5,5-19
¥ -1,3,2- Z R F AN A KR -2- A )-1H-wted, R AR AL A 4. ESMS
[M+H]: 665.2.

P #4143

4-[3-(4- B FHY-1-2- 2 LA )-1H-wtb ok -4- 3 1-2-[4-(N- "otk £ F )
- 1H-7b&- 51 [2,3-b] o2

ABoP EAR102F Frif e T IR, AR 4-[3-(4- A AR K )-1-2- B T A)-1H-
P 4- 2K ]-2-[4-(N-"opk AR F 20 RO - 1- K A B A - 1 Homte& 5 [2,3-b] e
%3 478154 . ESMS [M+H]T: 4954,

F 8] #4144

4-[3-(4-AH A AN 1-T A 1 H-wbod 4- 2 1-2-[3-(N-PHB b 2 F ) KA -1 -
F AR -1 Hovb s 51 [2,3-b] P2

RF RARI01F T eh TR, & A esdn, 2478154 . ESMS
[M+H]t: 633.6.

140



200680053408. 9 o B 1 ZE133/15611

¥ E 4K 145

4-[3-(4- B A K AY)1- T A 1H-wb ok 4- 12 B-(N-h & lm A F AKX
AR )-1H-b 8 51 [2,3-b] o

AR A AR 102 PT L 6 5 3R, 48 8 4-[3-(4-FH A K H)-1- T AR - 1 H-vthod -4-
AR)-2-[3-(N-Plb 830 2 F A R A - 1- R R s Bt A - 1 H-mtho&- 57 [2,3-b], 31474
14a-4 . ESMS [M+H]T: 463.4. ‘

T &) 445146

NN-=F 3K -1-{4-[1-CRA BB )-4-(4.4,5,5-79 FH-132- = A 5%,
P-2-F)- 1 H-wtb R FF[2,3-b]oho2 -2- 2 R ) F e

A BIR 32 o AT e S, R (4-[4-R-1-CRABBLA)- | H-oto 5
[2,3-b]7tbg -2- A R F )= F iz, 2 A7 A4 . ESMS [M+H]T: 518.4;
[M-(CH;),CC(CH;), + 3 H]: 436.2.

¥ A 4K 147

4-38-1-F A -3-(4-AHE K H)-1H-wb v -

B RF A3 P RTR M H IR, AT, FEKE & B RS
4. ESMS [M+H]t: 282.0.

F E] 4K 148

[4-(4-38-1-F F -1 H-stbose -3 2 ) R B

R EMR T b ATE A TR AZH 4-12-1-F A -3-(4-FE L FH)-1H-vtbwd,
F3)FA 5. ESMS [M+H]: 252.0.

¥ 84K 149

N-[4-(4-38-1-F A -1H-wbrd -3- B KA -NN-= F Ak

R EHA) Sa FATERA TR, 1EA[4-(4-12-1-F 2 -1H-wthrd-3- 30K K]
Jefe 2M — F f e v Sk iR R, T3 ARAALA 4. ESMS [M+H]T: 323.2.

¥ E] 4K 150
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4-381-(1-F A 7 A)-3-(4-FH K A )-1 H-vthrk -
LR IR 3 PR TR, A FRAH, FRRALE Y. ESMS
[M+H]+: 310,

¥ A4k 151

{4-[4-38-1-(1-F K LA )-1H-vibmd -3- AR AR Ve

B ER 7T AR TR, £ 4-8-1-(1-F A TH)-3-4-AHE K
HE)-1H-wkd, 1334781044 . ESMS [M+H]T: 280.2.

¥ 844 152

N'-{4-[4-:8-1-(1- F A& T 2)-1H-sbod -3- 2 KA V-NN-= F 2 i

#R Y Sa FATIEM TR, A (4-[4-8-1-(1-F K TH)-1H-ribed -3-
AR A OM W 6 W Sk rhiak, 13 3 AR AL A4 . ESMS [M+H]T:
351.2.

¥ E4k 153

NN-=F 2 -1-(4-{4-[1- F A -3-(4- A K- 1H-wt v -4- 2 - 1H-wtk 7% 5F
[2,3-b]otoe-2- 2V R F A

He R P AR 100 Fo i 14K 21 & BF 3K 64 3R, 4 NN-= F 2 -1-{4-[1-CK
FEEBL A )-4-(4,4,5,5-19 F 2-1,3,2- = B4 A 42 K IR-2-4 )- 1 H-wtho&-FF(2,3-b ]k
2RI} T e Ao 4-02-1-F AR -3-(4-FH AR A LH-wik e, R B ARAR LA 4
ESMS [M+H]+: 453.2,

F 844 154

[(4-{4-[3-(4- B K H)-1-F I - 1 H-vpb v -4- 2 -1 H-7tb oK 5F [2,3-b] bk 7 -2-
AR F A= F A

BRA AR 7T TR TR, A NN-ZF K-1-(4-{4-[1-F 2-3-(4-54
R H)-1H-wthod -4- 2 )- 1 H-on% 0 [2,3-b] o m2 -2- R ) RO F i, 13 3047440
44 . ESMS [M+H]t: 4234,

¥ (64K 155
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NN-— % -1-(4-{4-[1-(1-F A T H)-3-(4- AR K- 1 H-otho-4- 2 -1 H-
P31 [2,3-b1 s -2- A VR F A

3P AR 100 Ao b 4R 21 F ATIE 69 3R, 18 F) NN-—F 2-1-{4-[1-CK
AEEBLIN)-4-(4,4,5,5-79 F K-1,3,2- = BB A0 42 R IR-2-2)- 1 H-w o4 57 [2,3- ]t
RE-2- AR T e Ae 4-2-1-(1-F R TA)-3-(4-A KR )- 1 H-vibok, £33 4740
fe4-%. ESMS [M+H]t: 4814,

F 74k 156

[(4-{4-[3-(4-B I F H)-1-(1-F 2 TH)-1H-wtb o -4- 2 |- 1 H-vwik 2% - [2.3-4]
e -2- KV RO R = F

R FEAR 7 YRR TE, 1428 NN-ZFA-1-4-{4-[1-(1-F LT
H)-3-(4-AH EF - LH-wtbde -4- 3 - 1 H-wtonk 51 [2,3-b]0m2 -2- 2 R ) F e, 7%
4 A4. ESMS [M+H]T: 4514,

F 94k 157

1- 9 A -3-(4- A A K K )-4-(4.4,5.5- 79 F A -132- = 8 2 A0 4 /% 3R -2-
F)-1H-vrm

R P AR S F AT TR, AR R 42 -1-F R -3-(4-AH A )1 Hovtkrd,
#3484 . ESMS [M+]+: 3294,

¥ A 4158

1-(1-F A T A)-3-(4-AH AR R A )-4-(4.4,5.5-79 F A -1.3.2- = B 90 & RER
23R )-1H-rthok

HRBAEKR S FAEGTR, £ 4-8-1-(1-FATHK)3-@-FARK
H)-1H-stbed, 133045884064 . ESMS [M]+: 357.2,

¥ [8]4K 159

4-[4-3% -1 -(FIEFEBRIR)- 1 H-73] "R -2- 3K | K F 85

He R AR 99 F AT K 9K, £ (4-F BLAK R )MBR, 133 AFAL A
¥ . ESMS [M+]: 441.2,
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F 84K 160

4-[4-[1- T A -3-(4-AH FL K IR -1H-mtb ok -4- 2 ]-1-CR A A B AL )- 1 H-73] °& -2-
AR T B

BRP K 100 F ARSI, A 1-TA-3-(4-A R KIK)-4-(4,4,5,5-
09 ¥ AR-1,32- Z R ML RIR-2- )1 Hovtkrd e 4-[4-38 - 1-CR A AR BLAL)-1H-
k22K KW BS, FFE|FRALS 4. ESMS [M+H]+:

F 84k 161

4-[4-[1-F 2 -3-(4-FE A R H)- 1 H-vtbod 4- A 1-1-CR A A B 2 )- 1 H-73 " -2-
ESES S

B IEAK 100 ¥ AL 69 F 3K, A2 4-[4-38-1-CR AR B )- 1 H-75|%-2-
AR FBA 1-F E-3-4-A AR E)-4-(4,4,5,5-19 F 2-1,3,2- = B0 2% K IR
2-H)-1H-wked, 1F3)ARA A4, ESMS [M+H]+: 564.2.

F FE4K 162

4-[4-[1-(1-F K T)-3-(4-AH AR ) -1 H-vtt o 4- 2 - 1-CR AR BE R )- 1 H-
k-2 AR B

BB A 100 P ATE GG F B, 42 4-[4-38-1-CRAAEBA)- 1 H-73| R -2-
APRF B A 1-(1-F A TK)-3-(4- A KK )-4-(4,4,5,5-09 F 4 -1,3,2-— A Z 40
2% RIR-2-2)-1H-wt=k, 13347881044 . ESMS [M+H]+: 5924,

F 8] 4k 163

2-(T A {[4-[1- T A -3-(4-AH A R A - 1 H-stb sk 4- 2 ]- 1 -CR A AR B AL )- 1 H-vik
&I [2,3-b17te -2- A F AV AL ) LB

R F AR 101 ¥ AT HR, A2 4-[1- TH-3-(4-AHF R )1 H-vtbm
4- AR ]-1-CR AR B )- 1 H-wten& 51[2,3-bPhne -2- F B fm 2-( T AR A TEE, 43
3 & & Bk A7 AL A% . ESMS [M+H]T: 651.4,

¥ 4K 164
2-[({4-[3-(4- B E K E)-1- T A -1 H-wb o -4- A )- 1 H-7th 2% FF [2,3-b ] 7% -2-
AVF ENTH)BIN T B

144
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R IK102F AT 6 F 3R, A 2-(TA{[4-[1-TH-3-4-A AR
A)-1H-7t o -4 2] 1-CR A BE A )- L Hootbns 51 [2,3-b) kg -2- £ | F A AR T
B, 1334741044 . ESMS [M +H]t: 481.2.

% a4k 165

2-[4-({4-[4-[1- T A -3-(4- A R ) | H-sthede -4- 240 1-CR A B L) - 1 Hoot
% [2,3-b12 - 2- K IR AV P A )- 1%k AR LB

R AR 101 FETR AR, 42 4-[1-THA3-(@-AH AR K)-1H-rikes
4-F - 1-CRAFERBLA)- L Hootho& 57 [2,3-5] 22 -2- F B e 2-(1-95 ) LB, 1%
. ESMS (M + H)t: 6924,

¥ 4K 166

2-{4-[(4-{4-[3-(4- B KK )-1- LA -1 H-stb ok -4- K -1 H-vtb & 51 [2,3-b] 71k
E-2- VRV F AR -1-%kR A T8

R A ER 102 FAAEGTE, A 2-[4-({4-[4-[1- T H-3-(4-FE K
F)-1H-vtbrd4- 2 )-1-(CR AR BN )- | H-stbn&- 57 [2,3-b ]t og -2- B | R A F 36)-1-
vkok R LB, 1FRAFALAH. ESMS (M +H)T: 5224,

¥ E4R 167

4-{1-T A -4-[2-[4-(4-"Hor AR F )R A ]-1-CRAA SR B AL )- 1H-v1b o4 51[2,3-b]
PR -4- 4k |- TH-mb e -3- 250 R B

BT AR 102 FATIE G HR, A 4-[1- TAR-3-(4-AH A K A)-1H-stbmk
4- 2 ]-2-[4-(4-"Hopk 3L F 3O A ]-1H-ote8- 51 [2,3-b]wkm, 13 34784054 .
ESMS [M+H]": 479.0.

F 84k 168

4-[1- T A -3-(4- A KA 1H-s 4 -4- 3K - 1-CR A AR B AO)-2-[3-(1 -7 & 0
A AR - 1H-7k 8 FF[2,3-b]vikee.

P K 101 F ATE IR, AR A 3-[4-[1- T A-3-(4-FH A R A)-1H-w1k
o4 H - 1-CRAFE B )-1H-wb % 57 [2,3-b] ot -2- K | K F B otk di, 457 2
AR ka4, ESMS [M+H]™: 633.0.
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F 184k 169

4-(1- Tk -4-{2-[3-(1-wb o& t 2L F 3R ) K K )-1H-wb 9% 51 [2,3-b] Wk " -4-
A -TH-wbme -3- 0 K

R P AR 102 F ARG IR, 128 4-[1- LA-3-(4-AH A K H)-1H-stbod
-4- - 1-CGREAEBEIL)-2-[3-(1-b o8 2L T )R A )- 1H-"b 4 51 [2,3-b]oit 2
3471 A4. ESMS [M+H]": 463.0.

F 84k 170

4-[1-(1- F 3K T 2K )-3-(4- A K K 2 )-1H-vb ¢ -4- A J-1-( R 3L A8 Bt
%)—2-[4-(1—%[:%%7%"‘Ff&)zl—\z%]-1H—°tb"%ﬁ[2,3-b1"tt"/’£:

BRFEMIR 101 FATEGTIE, A 4-[4-[1-(1-F AL TH)-3-(4-AHE K
A)-1H-vter 4- K- 1-(R A AE B AL )- 1 H-othnd FF[2,3-b]P o2 -2- 2 | K F B Amob
%, FFE|AFAILA4. ESMS [M+H] = 647.6.

PR 4R 171

4-(1-(1-F 2 TH)-4-(2-[4-(1 -8 07 2L F AR A -1 H-wtb o8 1 [2,3-b]71 72
4-F Y -1 H-ste -3- 20 R

FR PR 102 PR T I, 148 4-[1-(1-F R T HE)-3-4-AH K
HO)-TH-stb o -4 - 1-(CR AR B - 2-[4-(1-9b Bt 2 B ) R A -1 H-vth & H
[2,3-b]°72, 33| AR#1LA-4. ESMS [M+H]t=4773.

g &) 4K 172

3-i%-4-F KT B

B B A93-18-4-F A F82(4.43g, 22mMol)#) CHCl3(100mL)% % F An
MnOy(15g, 172mMol). #iZ & K HEHFF = #(700Ch4)18h, A EFIR,
B 1L Celite®iLj®, MCHCl3 2k, H#EAZE TREET, @da/tkik &8
i%(10%EtOAc, Ti)4hil, 52478~ #(3.0g, 68%). 1HNMR (400 MHz,
CDCl3) 89.98 (s, 1 H), 7.75(d,J=1.5Hz, 1 H), 7.73(d,J = 8.1 Hz, 1 H), 7.57
(dd,J=8.1,1.5Hz, 1 H), 7.28 (s, 1 H), 2.50 (s, 3 H).
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¥ 8] 4R 173

4-F R -3-(4455- 9 F A 132 — A a2 KIR-2- 2K F &t

AR RS ATE 6 IR, 1R A 3-8 -4-F AR FEE, FE4RAMLEY.
ESMS [M+H]+: 246.4.

+ #5174

3-[4-18 -1 (R A AR )- |H-"l 7R FF[2,3-b]rthrg -2- 4 ]-4- T K P i

B RAR 99 FETIR Y BR, 128 4-F K -3-(4,4,5,5-9F £-1,32-= &,
Ze A2 RIR-2-EO)R T B A 3-F Bt A -6- F 3 - K H 4 B2 47 I B% B8 (boronate
pinacolato ester), #F#|471L44. ESMS [M+H]+: 455.0.

¥ 4K 175
3-[4-[1- LA -3-(4- A8 L F 3 )-1H-stb o -4- 3K )-1-CRA B BE ) - 1H-wt g HF
[2.3-b]ot o2 -2- 2 ]-4- F AL K F #t
PR AR 100 F Arid 69 53R, 12 A 3-[4-12-1-CRAABLIL)- 1H-7E F
[2,3-b]oitoe-2- K -4-F K F 8, 53478154 . ESMS [M+H]+: 5924,

¥ 84K 176

({3-[4-[1- TE-3-(4-AH A R H)-TH-stbme 4- 2 |- 1-CR A B8 8L A )- 1 H-mib ek 5
[2.3-b]tboe-2- A ]-4-F AKX AVF ) — T i

EBE K 101 F ATiE 69 H IR, 2R 3-[4-[1- TA-3-(4-FH A K H)-1H-4
4 2 - 1-CR AR BEAL)- TH-7 8 57 [2,3-b]wb e -2- 2 1-4- F A K T &L, 133045
A4 . ESMS [M+H]+: 621.6.

¥ E 4R 177

[(3-{4-[3-(4- B K H)-1- T H - 1H-vtb 4 -4- K ]-1H-vik & £ [2.3-b] b2 -2-
A 4-FARBFRI = Fix

B A AR102F FTE 69 B, AL ({3-[4-[1- TE-3-(4-A L K A )-1H-
e 4o - 1-CRAAEBE 2L )- 1H-7to& FH[2,3-b] ke 2- K -4- F AR A T )=
¥ i, 133478444 . ESMS [M+H]+: 4514,
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F 64k 178

(2-{4-1£-3-[(1E27)-1-F T -4- A -2 4- R = Hh-1-2K]-1H-Ab4-1- K3 T
AVFRAEA TR 1,1- = F R A B8

MR AR 3 FATIEG T IR, A 2-(N-R T AAZAN-FEARAL)TE
2, 133444, ESMS [M+H]+: 425.2.

R 179

{2-[3-[(1E27)-1- & T A& -4- B AR -2.4- /X = M -1- K 1-4-(4,4,5.5- 09 F A&
-13.2-Z BN R -2-2) 1H-wked- 1 RNV P ARA TR —FAL
A B

BRY MR 5 F ARSI, £ Q-{4-1£-3-[(1E,2Z)-1-T TH-4-FH 1
2,4- K= M- 1K) TH-te- 1 SO T AR T8 1,1-= F A TR, 152)
A4 . ESMS [M+H]+: 472.2.

% 7] 4K 180
(2-[4-[2-{4-[(= F A HSOF A IFEA-1-CRA BB )- 1H-7"% 5 [2,3-b]
PR -4- 2R |-3-(4- A A KA ) IH-wbrd - - A CA FARALA TR LI FA A

Bg

BB P 4K 100 ¥ BTiE 69 3R, 428 (2-[3-[(1E,2Z)-1- T T & -4-F 2 -2 4-
R H-1-2£]1-4-(4,4,5,5-79 F K -1,3,2- = R LA JR R IR-2-20)- 1H-stbe - 1- K] T
AVFRAATER 1,1-=F A B Ao ({4-[4-8-1-(R AR BLA)-1H-tb & 5
[2,3-b]rtbu -2- AR K F )= F i, 524781084 . ESMS [M+H]+: 736.4.

F &) 4K 181

(2-3-(4- B AR K E)4-2-{4- (= FARI)VFAIRA VI CREARH
A)-1H-7t7% 51 [2,3-b]tog -4- A - 1H-wb e - 1- AV T AP A AL P8 11-— F
A T K B

B ARI102F BTid g 3R, 12 {2-[4-[2-(4-[(=F AR F AKX
A -1-CR A AR BE A )- 1H-wth o8 FF[2,3-b] "2 -4- 2 ]-3-(4- A8 A KA )- 1H-vth vt -1
AT FARATRLI-—F A AR, F3 4410404, ESMS [M+H]+:
566.6.
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F 5] 4k 182

4-[4-8 -1-CRAFE B )- 1H-rH & 57 [2,3-b]thow -2- 3K )-2- SR F &2

B ER 99 F TR 695 3R, 12 (3-#u-4-F BL AR RONER, 153|474
A4 . ESMS [M+H]+: 459.2,

F 8] 44k 183

4-[4-[1- T 3-(4-AH A FH)- 1H- o 4- 2 - 1-CR A A B A )- 1H-vth o4 5F
[2.3-b]othrz -2- 2 1-2- K T i

R IR 100 F ATE T, 42 4-[4-38-1-CRAARBLL)- 1H-"1&
[2,3-b]rtbog-2-AK)-2- AR F 8, 2474444, ESMS[M+H]+: 596.2.

F 8] 44 184

4-[1-T A -3-(4-FH A K ) -1H-vth o -4- 2 ]-2-[3- A-4-(1-b i b A F RO R
A -1-CR A AR B A -1H-7thoE F[2,3-b]7krz.

B AR 101 F TR 69 B, 18R 4-[4-[1- TH-3-(4-AH 2R H)-1H-"1k
o4 H - 1-CR AR BE I )- TH-w w8 57 [2,3-b] Pl mT -2- 2 ]-2- UK T B Fo v 0%,
1% 3| 471064 . ESMS[M+H]+: 651.4,

¥ J8) 4k 185

4-(1- T -4-{2-[3- F-4-(1-wthe& r K F HO) RN ]- 1H-wt "% 51 [2,3-b] 7% -4-
A - TH-vtbrd 3O RO e

A A AR 102 P& 6 3R, 48 A 4-[1- T A -3-(4-AH K 2)- 1 H-vik e -4-
H]-2-[3- Fl-4-(1-sthi bt 2L F 20 R A - 1-CGR A BE AL )- TH-tb 4 57 [2,3-b ]
334781054 . ESMS [M+H]+: 481.4.

+ 84k 186

5-[4-i8-1-CR A AR B )- 1H-vtb 28 F[2,3-b] oo -2- 2 -2- AKX F i

R TR 99 b ATIE 9 F B, 12 (4-A-3-F BLA R R )NEE, 3454
1eo-4. ESMS [M+H]+: 459.2.
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¥ |64k 187

5-[4-[1- T 2 -3-(4-AH 2 A - 1H-vtb o 4- B )-1-CR A AR BE 2L ))- 1H-wk o4 FF
[2.3-b]skme-2- 4 1-2- K T &

B R 100 F TR 69T IR, 1E 8 5-[4-12-1-CREAARBLIL)-1H-7tb &5
[2,3-b]7bo -2-4K)-2- K F 8%, 24721054 . ESMS [M+H]+: 596.2.

F A4k 188

4-[1- T 2 -3-(4-FH A K A 1H-stb o -4- £ )-2-[4- F-3-(1-e B A T RO K
A -1-CRA AR B ) - 1H-w & 52 3-b]r.

BT AR 101 F TR 69 IR, 128 5-[4-[1- THR-3-(4-AH A F )-1H-v1k
o4 - 1-CR A AR BE L )-1H- 8 F1[2,3-b] g -2- 2 | -2- AR T &85, 1335474
44 . ESMS [M+H]+: 651.4.

¥ E} 4K 189

[4-(1-T.Fk-4-{2-[4- #-3-(1 -7 &I A F ) AR - 1 H-wbb ek 57 [2,3-b] k72 -4-
Y- 1H-steoe-3- 20 K A B

BB P AAR102% BT i 6 F 3R, AR 4-[1- T A-3-(4-AH 2 K AR)- T H-stbok 4-
AR ]-2-[4-#-3-(1-mtd bt AR F A0 KA - 1-CRAAR B AL )- 1 H-wHo- 51 [2,3-b e
1% 2|44 A4 . ESMS [M+H]+: 4814,

¥ [E] 4R 190

(3-[4-38 - 1-(F A BB - 1H-w1os 5 [2,3-b]boe 2- K R L ) T B2

BB P AR 99 FATIE A TR, RAB-(BATEA)VFRAME, F3)474
A4, ESMS [M+H]+: 443.2.

+ 84k 191

{3-[4-[1- T A& -3-(4-FH L F A - TH-vtb e -4- 3L |- 1-CR A A B AL )- 1 H-wih ok 5
[2,3-bletkoe -2- A R ) F B2

BRF RAR 100 ¥ ATE &G T IR, 1R (3-[4-12-1-CR AR BLIL)-1H-vb 4 5
[2,3-b]tbre-2- 2R ) T B2, F2 47481044 . ESMS [M+H]+: 580.4.
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¥ 84K 192

(3-{4-[3-(4-BA KA )-1- T A -1 H-vthod 4- -1 H-odbobs 51[2,3- 1otk o -2- 2 )
FA)F B

BB P AAR102F FTiE 69 BR, 48 {3-[4-[1- LA -3-(4-FH R R A )-1H-v1k
o 4 - 1-CRAFEBL AL )- 1H-w28 51 [2,3-b]rtbrom -2- L | R ) P 82, 13 5 #7401k
&4, ESMS [M+H]+: 4104,

¥ 4K 193

2-[3-(4,4,5,5-79 F 2 -1,32- = A I 4 KR 2-F) KA | T B2

BRF RS TR 6 SR, BR2-G-E XA LB, R AR,
ESMS [M+H]+: 249.4,

F [8] 45194

2-{3-[4-i8 -1-CEA BB A )- 1 H-wkeB FF[2.3-b) e -2- A | E A 28

3B 1A 4R09F BTk 64 B, 12 1 2-[3-(4,4,5,5-09 F A -1,32- = F Je 2
RIR-2-FVF K TEE, FEArAE4. ESMS [M+H]+: 457.2.

¥ 8] 44195

2-{3-[4-[1- LA 3-(4-AH A KA 1 H-vbod -4- A - 1-CR A BB )- 1H-7 %
F[2,3-blteom-2- 2L R A} LER

BB AAR1009F AL 69 T 3R, A2 A 2-{3-[4-18-1-(CR A A B A )-1 H-vtb %
F[2,3-b]me-2- KK AR} LB, FI3FAIA 4. ESMS [M+H]+: 594.4,

¥ 844196

2-(3-{4-[3-(4- B K H)-1- T - 1H-wtb ok -4- 2 -1 H-mth o 51 [2,3-b] 7 7 -2-
AVERAVL AR

B P AR 102F BT 69 3R, 488 2-{3-[4-[1- T A& -3-(4-RE A K KL )-1H-
el 4o K- 1-CR AR AR BE 2L )- L H-stn& [ 2,3-b]otmr -2- 2 | R R ) T B%, 133|474
A4 . BESMS [M+H]+: 424.2.

¥ 84K 197
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{2-[4-[2-[3-(F& K F ) KA 1-CRA A B A )- 1 H-vib & 51 [2,3-b] b 9% -4-
A]-3-(4-FEA R )-1H-wbrd - 1- RV F R R T AR 1,1- = F L T X A8

R EAR100F ATiE 69 F B, 12 (3-[4-8-1-CRAEABLAL)- 1 Hovtbohs 51
[2,3-b]7tk52 -2- )R I} F B Fo (2-[3-[(LE,22)-1- T T A -4-FH L -2,4- R = M- 1-
A -4-(4,4,5,5-09 F K -132- — R 45 RIR-2- K )-1H-otbed - 1- R T A F A
RATFTERLLI-—FATHKAE, F2474814564. ESMS [M+H]+: 709.2.

F 8] 45198

[2-(3-(4- 2K KK )-4-2-[3-(FF K ¥ A ) KA -1 H-vh ok F[2.3-b] 7t %2 -4-
AY-1H-wrd - 1- ) TR F AR Fat1,1- = F AL T Ag

B EMRI102F PRk ag TR, AR {2-[4-[2-[3-(F A F AR 1-(KA
FRBE A )-1 H-otr& 3 [2,3-b] 0o -4- 25 ]-3-(4-AH A K - 1 Hootbrd - 1- R )T
ARATER - A T ABE, 15347814484, ESMS [M+H]+: 539.5.

F 84K 199

(2-3-(4-{[(=F A EINVE A FI VR )-4-[2-3- F BLA KA )-1H-vtk o
F[2.3-b]bem -4- 2] 1 H-othed - 1- 2V O F AR T AR 1,1-— F A LB

WA [2-G-(4-{[(= F ARL)BEA]RA ) FTE)4-2-B-(FATFH)X
-1 H-s S 7 [2,3-b] 72 -4- 2 ) - L H-wib o - 1- BV TR ) F A R A TR 1,1-—=F
A THABE(1.24g, 2.0mMol)# CHCl3(100mL)& & F Av A& MnOy(2.5g,
28.7mMol). #iZ B $HH ) F(700C ib36)8h, A#EFR, @it Celite®
AR, B CHCly Wik, HFEATTALEZT. Bk &S
Z 10%MeOH #9(1: 1)EtOAc/CHCIl3 & )44k, 153X & & B4R 69 47214
#(0.94g, 77%). ESMS [M+H]+: 608.6.

F [ 44 200
{2-B-(4-{[(=F A TR ZA VR IE)4-2-3- (= FAEAF AKX
A -1H-o B [2,3-b) " 4- 2 - 1H-sibrd - - R AVFP R A A PR 11-—F
A LB
R AR 101 F AR IR, AR (2-3-@-{[(=F AR H AR
FE)-4-[2-(3- F BE AR -1 H-vthns F[2,3-b] 7 -4- 2 J- 1 H-vtbed - 1- ) T L)
152
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FEEATR L,I-ZFATHAB, [F347481564. ESMS [M+H]+: 637.5.

+ 84k 201

4-[1-(R A AEBE I )-4-(4,4,5,5-9 F K -1.3.2- = B 2 RIR-2-4)-1H-71
w1 [2,3-b]HboE-2- A R A

BRF AR 5 FRRAMTIR, 148 4-[4-8-1-CREAAABLIL)-1H-71bo& 5F
[2,3-b]P72 -2- 2K R F B o — RAL[L, -3 (= R A B ) = R4 1421, 13347
4. ESMS [M+H]: 488.4.

4K 202

N'-(4-{4-[2-(4-F Bt K I)- 1 H-h8 F1[2,3-b]h52 -4- 2 ]-1- F K -1 H-vtho
3- VR AE)-NN-—F M

BRF AR 6 RSB IR T R 21 FATE TR, 42 A 4-[1-(CR A AhBE
#K)-4-(4,4,5,5-19 F 3K -1,3,2- = B A0 5% R IR-2- 2)- 1 H-vtko& 57 [2,3-b] Ptb o -2-
AR F B A N-[4-(4-78-1-F -1 Hootbrd -3- RO R R ]-NN-=F £ Mk, 153 474
44, ESMS [M+H]+: 4654,

+ E] 4R 203

4-38 - 1-(F A AEBEIL)-3-(4-FH K I )- 1 H-tbrd

BRI MR 3 ARG, B8 TR, F3FA0EY. ESMS
[M+H]+: 347.8/345.8.

F E 4k 204

N-{4-[4-i8-1-(F HABEA ) | H-tbodt -3- KA - NN-= F

BBE AR T B ATRBR, AR 4k 1(T R )34 A K
A)-1H-ed, FFREIB R0 47 FAAAMT R, 18 _F ik, F3)i748
Y4y, ESMS [M]+: 387.2.

¥ [a] 4K 205
N-(4-{4-[2-(4- % Bt 2 K )-1H-vtb & F[2,3-b17b "% -4- AL -1 H-vrb e -3- 2
FIN)-NN-— F Mk
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PR AR 6 HRBILB PR 21 ARSI, 128 4-[1-CR L8
H)-4-(4,4,5,5-19 F K-1,3,2- = B Z N 42 K IR-2- -1 H-t 7% 5 [2,3-B] "R -2-
AR T B Fo N-{4-[4-18 - 1-(F AAABLL)- 1 H-slbr -3- R )RR -NN-— 9 £k,
1F3)4RA10 54 . ESMS [M+H]+: 380.2.

F 84k 206

2-{4-[(4-{4-[3-(4- B KA )-1-(1- F 2 LA 1H-vtt o -4- 3 |- 1 - o o
[2,3-b]70 o -2- K VIRV F AR -1k R ) TEF 89 41 &

ZRF K 101 FFRSEB P AR 102 FATE G F K, 28 4-{4-[1-(1-
¥ A TH)-3-(4-FE A KA )- 1 Homthrd -4- K )- 1 H-sbe8 512, 3- b ot -2- 2 ) K F 8%
Fo 2-(1-%% AR TB, F24F4A1L44. ESMS [M+H]+: 536.4.

F 184K 207

2- LB -7-(4,4,55- W9 F Jh-132- — A L A0 2 R 3R-2-£)-1234-9 A%
ok

R EN 32 FETEMS R, A 7-18-1234- 9 AFhk bR
(Ennova MedChem Group, Inc) , #F2|47#1L54. ESMS [M+H]": 301.4.

+ 84k 208 |

2- LB -7-[4-38 - 1-CR A AR B AL )- | Howth o FF[2,3-b] "R -2- 28 1-1,2.3.4- 19
S JF"E %k

BB ER 99 F AT LG H IR, 12 2-TBEA-T-(4,4,5,5-09 F #-1,3,2-=
FUARAN 2 R IR-2-5)-1,2,3,4-W9 A A47E0%k, 1FRAALA4. ESMS [M+H]"
510.2.

¥ 5] 4K 209
N-(4-{4-[2-(2- T8 -1.2,3,4-v9 £-7-F "ot SR )-1- (R AL Ak B AL )- | H-nit ok
F[2,3-b]#b R -4-21-1- T A -1 H-vterd -3- 0V K ) -NN-= F R Pk
AR AR 32 P AR 6 F IR, AR 2- LB A -7-[4-18 - 1-CR AR B R )- 1 H-
hed I [2,3-b]0H 7R -2- 2K ]-1,2,3,4-V9 S A "Bk AR A 1A 5 M 745 B 194K 100
BRI TR, AR N-[4-(4-12-1- T -1 H-otbod -3- 2O KA -V N-= F 2Bk,
154
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FHEHE 4.5 0, 1FBARAALAY . ESMS [M+H]": 688.6.

F 4K 210

7-38-2-F #-1,2,3.4-19 S 750k

B P ER 3 PATIR TR, 1A 7-1£-1,2,3,4- 9 EF 0ok 8L 2 ok
Wit, FFFARAALAH. ESMS [M+H]": 226.0.

F 4K 211
2- T’ %-7-(4,4,5,5-@ ‘? £—17392-:‘i#\—5ﬂ}] T}Ib\. )&4}2:'2'%)'1,293,4"23 %%p}i\
o

BB P AR 32 P ATIR AT IR, AE A 7-18-2-F K -1,2,3,4-19 S SFmek, 17
B FrA A4 . ESMS [M+H]": 273.4.

R 4K 212

7-[4-i% - 1-(RI AR IR )- 1 H-ot ok 51 [2,3-B] ik -2- 2K )-2-F 25 -1,2.3.4- W9 5
Sk

R AR 99 FATA M B ER, 12 2-F K -7-(4,4,5,5-9 F E-132- =&,
BB R IR-2-25)-1,2,3,4- 09 £ A "Bk, 1F3A7ALA 4. ESMS [M+H]":
482.2.

¥ A4k 213

N-(4-{1-TH-4-[2-2-F 4123 4-00 5-7-Fobobh 2 )-1-CRA BB ) 1H-
P& 1 [2,3-b]70 %8 -4- AR - 1 H-vik e -3- A KK ) NN-= F ke

ZR PR 32 FATIR TR, AEA 7-[4-12-1-CRIRFEBL AL )- 1 H-sto& 5
[2,3-b]7Hb 72 -2- 2K 1-2-F 2K -1,2,3,4-W9 S8 ok, A5 204 7 4 532 B8 o a4k
100 F ATk ¢4 3., 128 N-[4-(4-18-1- T -1 H-othod-3- 2K A -NN-— F 5
Wi, FF8E3F 4.5 b BF, FRARAELA4Y. ESMS [M+H]: 660.6.

& 84k 214

1-[2-(4-38 KA ) T AR el

ERAT, ATRT, @iEM 6 4 K LH(2.54mmol)fest- T R
155
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BEAU(2.74mmol ) 7K — 8 F B (SmL) ¥ #4380% F iE v = LAE(2.74mmol)., ¥
TR EERTHE 16 DT, HRE &R, % IN HClL AR (SmL)Am A 2|
BERY, BREZARRZ. 0 BEE, FHHEAIER IS0 5B S 40 KE
R(SmL)#k, ZABAETIR, FAETRE, FRaE6EK, ARAT, @it
AT F A&t (1mL), R IZ R R E 50°C FHHF 90 947, R LM
AHEERR, FEZRE. BAERGERRYET LR TEEQOML)Y, FRA
F 7K (20mL)Fate o 64 2K BE BAN K IZ R (20mL) %k, Z2ARBR4ET IR, FA T RE,
B it AR IR & 7575 (20-100% L BR TR/ T shib, 153 @ & B4R AR89
(80%). ESMS [M+H]": 254.2.

F A4k 215

1-{2-[4-(4.4.5,5- 79 F K -1,3.2- Z S A0 5 RIR-2- )RR T A Y oibedods

B R 32 PRSI, A 1-2-(4-R R R TR, 73
FAIe4. ESMS [M+H]": 301.4.

F 8] 44 216

4-78 - 1-(FR A A B 2K)-2-{4-[2-(1 -t e& b ) TR IR A ) - 1 H-wtho&- 57 [2,3-5]

AR P AR 99 b ATIA 4 H B, 4P 1-{2-[4-(4,4,5,5-29 F H-1,3,2-Z A%
A2 IR IR-2- )RR TR oeidn, R B ARAMLA4). ESMS [M+H]™: 510.2.

P 18] 44 217

N-{4-[1-T A -4-(1-(CR A AR B AR )-2-{4-[2-(1-rtb &t ) A TR Y- L H-vtk
P& F[2,3-b]PH T -4-F)- L H-vtb e -3- L RO -V N-— F 2k

R AR 32 P AT M BB, AR R 4-38-1-CRA BB )-2- (4-[2-(1-7th&
I TR A -1 H-ns 312,307, FF AR BB T 4R 100 F ATk ag &
B, A2 N-[4-(4-i-1-TA-1H-wod 3- B )V KA - NN-ZF £ Mk, 83 45
DB, FFEARAMLA4. ESMS [M+H]™: 688.6.

F A4k 218
2-[4-({4-[4-[1-F A -3-(4-F KA 1 H-ntbod -4- 2 1-1-CR A BB AL )- 1 H-vtb

156
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& 1[2,3-b]oH o - 2- A IR F ) - 19k R ) T8

R F AR 101 F ARG TR, 128 4-[4-[1-F 2-3-(4-AH A K A)- 1 H-w1k
4 - 1-CR AR B )- L H-obws FF[2,3-b] e -2- A )R T 8 Ao 2-(1-9kB )
LBE, 133474054 . ESMS [M+H]": 6784.

¥ E 4K 219

2-{4-[(4-{4-[3-(4-FIL K H)-1-F A -1 H-vb o -4- K |- 1H-vb 8 F[2,3-b]71
-2V RO T A1k R A LB

RP AR 102 FAAEGTE, 8 2-[4-({4-[4-[1-F L -3-(4-FHE K
A)-1H-ried-4- 2K )-1-CR AR BRI )- 1 H-othn&- 51 [2,3-b)rt o -2- L R 2 7 K)-1-
vkok R LEE, 1FEAFAME M. ESMS [M+H]": 508.4.

¥ J8) 4k 220

N-[4-(4-38-1-F A - 1H-wtbod 3- BV KR - 1wk 88 F 8L

HB LB 4T FETIE TR, 1A [4-(4-78-1-F Fh-1H-vtbe-3- HO) K K
M Fevtbel bt FFB|ARARLA 4. ESMS [M+H]": 349.2.

¥ JE] 4K 221

N-(4-{4-[2-(4- F Bt AL K A )-1-CK A s A )-1H-w 2% 5 [2,3-b] "% 4-
AL-1-F -1t -3V RO )- 1wk efods F B

R EIR 32 P AT TR, 12 4-[4-8-1-(FR A ARBLL)- 1 H-otheg 5
[2,3-b]rtr 2- R R F 8, R B3R b AR 100 F A7k 644 3R, 12 A N-[4-(4-
2 -1-F -1 H-vte 3O KR )-1-0 8 0 W BRI, 13 3 A7 A-4 . ESMS
[M+H]": 6314,

¥[8 4R 222
N-(4-{4-12-(4-{[ T A Q2-#Z THA)VFRILF ARV R E)-1-CRA A B - 1H-71
& F[2.3-b]7k 8 4- 25 1-1- F A -1 H-vtbrd -3 VKO- 1 vtk ek 0w F BB
R K 101 FATR T IR, A N-(4-{4-[2-(4-F B A K H)-1-(R &
AR B )- | H-otbo& FF[2,3-D ]9 -4- 2 - 1-F 2 - L ot -3 KR )- 1-vthe& s F
B 2-( LA R LB — R LR B A TRk, 1334784054,
157




200680053408. 9 o B 1 ZE150/15617

ESMS [M+H]": 704.6.

¥ [E 4K 223

2-[Z A ({4-[4-[1-(1- F K T A )-3-(4- A A KA )- 1 Hoothod 4- K ) 1-(CR A AR
BrAR)-1H-53 -2 A IR T AR T8

R EIR 101 F AR HIR, A 4-[4-[1-(1-F A TH)-3-(4-AH K
A)-1H-wtb-4- - 1-CR A BB )- | H-o5 - 2- R R T B e 2(TARR)TE
(18.8 mmol), #F3|4rA1t54. ESMS [M+H]tT: 6654,

¥ a4k 224

2-[[(4-{4-[3-(4- B K H)-1-(1- F A T K- 1H-vtb ok 4- K -1 H- b ok
[2,3-b]ottr-2- VR AV PR (T H)RA) T B

A 4K 102 W AT TR, 428 2-[TA{4-[4-[1-(1-F A TH)-3-4-
FH AR A)-1H-tb o -4- 2 - 1-CR AR BE)- 1H-7 R -2- A R A T AOHERA T
B, 133|441 44. ESMS [M+H]T: 4954,

¥ A 4K 225

4-i% 1-CRAEERBE L )-2-(3-nth o ) - 1 H-vth e FF[2.3-b )7t

¥ 4-8 2-mh1-(K A AR BE A)-2-(3- T A )-1H- s vE 5 [2,3-6] L
(0.44mmol). 3-vHoe A AN (0.3 5mmol)Fe w9 (= 3K F B )A-42(0)(0.013mmol ) /&
4: 165 1,4-="8%}(4mL): 48740 64 B BR 40 (1mL)IE R F 498 0% JE 100°C /531 H)
F Pt 18h. AT RG S, HHEAWAE LB LES(SmL)F/K(SmL)Z 19 4Fe.,
PR AER 2 K(xSmL) %, AR TR, RS, @ idkik &7875(0-20%
LB TB /=28 Fiho)shth, /3 FH EDReAFAILASH(50%). ESMS
[M+H]*: 414.8.

¥ [E] 4R 226
4-[1-(1-F J& T AR )-3-(4-AH K SR FO)-1-CGRAA A Bk 2K )-2-(3-wt o 2K )- 1 -1k
% 5[2.3-b]7H%E
B RIAR 100 F ATE 69 B3R ARA 1-F R AR-3-(4-FH KK )-4-(4,4,5,5-
v9 FE-1,3,2- R AN AR R IR-2- - L Hostbod e 4-38 - 1-(CR AR BE R )-2-w"2
158
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-3- -1 H-rbeg51[2,3-b]0%2, 1R 2| A7 MLE4h. ESMS [M+H]T: 565.2.

¥ 8] 4k 227

4-{1-(1-F K T )-4-[2-(3-7tb 5w 3K )- 1 H-vthof 57 [2,3-b]Pt o7 -4- 2 |- L H-vib o
3- AV KA

B AFEA 102 FATRGTR, B8 4-[1-(1-F AR TA)3-E-A K
A 1-CREAABEI)-2-(3-71 s B)- L H-otbn& 51 [2,3-b]otm, 13 B ARA LS4 .
ESMS [M+H]*: 395.1.

F [ 44 228

NN-=—F K -2-[3-(4-F R K- 1 Hotbmd - 1- R T

BeRF AR 3 P AT TR, 428 3-(4-AH R KA )- 1 H-s7(2.4 mmol)Fe
2-B-NN-—W R Tl B 8, F3 4741044, ESMS [M+H]t: 261.2.

F 184k 229

2-[4-78 -(3-(4-FH A KA )- 1 H-wtbok-1- K - NN-— F A T

¥ NN-—F K -2-[3-(4- A8 2L K H)-1H-w ok -1- £ ] T B2 (1.9mmol) Fo 18
(2.9mmol)E A5 (10mL) ¥ ¢4 R R E TR T 2h. AT REE, HFELAY
B LB LB (SmL)Ae 1: 1 6988 B 544 (SmL): FAXALEL4A(SmL)A & X 18] 4Bt
BAAER BAK(XxSmL)%, RABAET R KRE, A KRAEF TR, 17
B AR AR A H(89%). ESMS [M+H]': 339.0/341.0.

F 8] 4k 230

NN-=F 3 -2-{3-(4-FH A R )-4-[1-CRAFE B )- 1 H-vik e 51 [2,3-b] 712
4-A -1 H-rthmg 1200 T

LRI 100 FAESG TR, 428 1-CRARBLL)-4-(4,4,5,5-9 F &
-1,3,2- = R AN 42 R ER-2- )1 H-vtb o 5 [2,3-b] P2 Ao 2-[4-782 -3-(4- A ALK
A)-1H-Ak-1- KN N-ZF R T, 452471064 . ESMS [M+H]: 517.2,

¥ Ja] 4K 231
4-[4-78 - 1-(F IR A B )- 1 H-vtb & 5 [2,3-b1obmg -2- L 1-4-F A -1 -k A B
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1,1-=—F A LB

®) 43 £ -78°C # % & H B (5.5mmol) 4y THF(15mL)% & F i /w iE
-BuLi(2.5M #j T #&, 5.5mmol). F-78°C F# .+ 20min, Fiw 4-38-1-(K
A ERBEIN)-1H-wtn- 51 [2,3-b]7t52.(5.0mmol ) ¥ THF(5.0mL)&E &, ¥4 & 6945
&k T-78°C FHtd: 2h, MEHM 1,1-=F A T H-4-F4K-1-7% "2 £ B85 B
(6.1mmol)#y THF(5.0mL)i&%& . F-78°C FH#LH 1.5h B, ¥R RS
HEFIR, FAEAE NHCICRER)L L, A EtOAc(3 )F IR, B ki,
F B (Na,SO,), ik, HAZTRSE, FEH =4, FHLB kg E#%(120g
Si0,, 0-5% EtOAc % CHCL w44k, 153 & & B AR 472154 (85%).
ESMS [M+H]": 536.0.

+ A 4R 232
4-F2 A5 -4-[4-[1-F A -3-(4- A KK )1 H-rtbe 4- K |- 1-CRA B B AL )- 1 H-
e S [2.3-b] R -2- A - 1k A BR 1,1-— P A RS
B F AR 100 F AT R 695, A2 1-F A-3-(4-A KA )-4-(4,4,5,5-
w9 F H-1,3,2- R4 4 R IR-2- ) 1H-sib vk e 4-[4-78 - 1-CR A AR B )-1H-
ek JF[2,3-b]b 7 -2- K [-4- A - 1k R BR 1,1-—F A TARS, 1334741k
A4 . ESMS [M+H]": 659.2.

% 8] 4k 233

4-{4-[3-(4- B HE FE A)-1-F K - 1H-wb vk 4- K 1-1H-7b & 51 [2.3-b] 7t "2 -2-
AV 4R 1-REARER 11— F A AR

ZR PR 102 FATEN TR, 28 4-FE-4-[4-[1-F L-3-4-AH AKX
F)-1H-stbod-4- 2 - 1-(CGR A AR B A )- 1 H-vtbn& 57 [2,3-b] ot "2 -2- 21 - 1-9R v 22 B
L1I-—F A B, 334781044 . ESMS [M+H]": 489.2.

¥ A4k 234
4-(5-78 -2 K )-1-9k B AR B 1,1-— F IR LB
¥ 5-12-2-F 72 (5.17mmol)F= 1-9R KRB 1,1-— F & LA EE(11.4mmol)
B 1,4- =% (10ml)F 6 RS MR ER 2 I iF, ANETIRE, BAAER
A4 1 7K (100ml)Fe T BR TEE(100mDH#E, 5 BAIE, THRMgS0,), Tk
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FEZ R, ALY, HLBid4IKE#KE40g 4K, CHCL/EtOAC)
WAk, 1538 & BIR AT SM(58%). ESMS [M+H-Boc]": 245.0/243.0.

P 84k 235

4-[5-(4,4,5.5- 09 F A -132-— A 2 M £ KIR-2-2)-2-8 2 £ 1- 1% A B B
1,1- =% & 2 A B

¥ 4-(5-i8 -2 K)-1-%k B A B 1,1-=F £ A FE(3.00mmol). BEMEL
ZJRAR BE 85 (3.30mmol ) Fn B 85 47(9.00mmol )49 R4 A 1,4- ="k (10m)#
B, A RARA 10 540, e N Z RALI(Z F A )E-42(11)(0.15mmol), F
¥ A& AR RAMERAT T 95°C Auihit &, A 403 EtOAc(100ml)## 5,
BRAMEZ BRI 10 o4, @i BALA Y (pad)ilik, FEATKE,
1332| BR S AY, ¥ HE A& 40g A1 (CHCl/EtOAC w/ 0.1% MeOH) L 454k, &
LB/ TIRE 4 T, 3G EATRGATA #(44%). ESMS [M+H]": 391.2.

¥ 5] 4K 236

5-38-2-(4-F H 19k g

B AR 234 FATIA T IR, 42 5-iR-2-F %A N-F k%, #
5\ FrAifa 4. ESMS [M+H]": 257.0/259.0.

¥ 54k 237

2-(4-F B -1-% 5 2 )-5-(4,4,5,5-79 F A -1.3.2- = R 50 2 KER-2-2 )85z

R AR 235 FETIE IR, AR 5-i8-2-(4-F A-1-kHm A g, 7
A A4. ESMS [M+H]": 305.2,

¥ [E] 4K 238

4-38 - 1-(CRAFEBI)2-(Z F A F A A)- 1 H-rtb & FF[2,3-b]7H0 %2

ARAT, ¥ NN-=F R &MB(3.6mmol)#) THF(9mI)iA & 440 £-78°C.
B 3 4T egatia), iEAeE-BuLi(2.5M # TRE&, 3.3mmol)iaii, A 30
EVE, 9 AT RS B Ae 4432 - 1-(CR A FRBL A )- 1 H-wth o5 F-[2,3-b] 712
(3.1mmol)#) THF(Oml)iz & . £-78°C T HILH 2 DB, B 1 947498 ) E
M B E T A% (3. 1mmol). F£-78°C T | DB, HiZ R AL oAty
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NH,CIGKZER)(10m)#& 0k, BAZE TR, HAEKF EtOAc Z R, HK
At —F B BtOAc F I, FH&FAAE, ARk, FHRMgS0,) K%,
il i ARG &k R (AL M, CHCL)# ik, 133 é €& BRI 474 =%
(82%). ESMS [M+H]": 410.8.

F E 4K 239

4-[1-F A -3-(4-FE A K HN - 1H-otb e 4- K- 1-(R A BB A2 (= F A F o
M- L H-wth & 3£ [2,3-b]7HE

B 42 (R ABBLA)2-(Z F AT 407 3)-1H-vb 7% 5 [2,3-b] 1K
(37mmol)Fe 1-F K -3-(4-#H 2 K K )-4-(4,4,5,5-79 F &-1,3,2- =8 LA 4 R
2-F)-1H-tk4 (37mmol) & 1,4- =% (300ml)F=48424) NaHCO;(aq)(100ml)
FH RS NyRA 10 947, LB A (Z R B )542(0)(1.85mmol),
A Ak b RAA WA 105°C FAn AT R SR B 3% R R 48 , Al CHCl3(200ml)
Fo EtOAc(Q00m##r, B4 10 o4F, @id Celite 545 idiE, R4,
FEL R4, & 400g A (CHCl/EtOACcw/0.1%MeOH) L ¢h 1k, 1%
K KRG H(36%). ESMS [M+H]: 532.0.

F 644k 240

2-#-4-[1-F R -3-(4-FE AL KR ) 1 H-vitok -4-J 11 -CGRASBRBE IR )- L H- ot %
F[2.3-b]°H2E

F-10°C F, % ICI(IM % CH,Cl, &%, 43.3mmol)# T (250ml)iai& F
AN 4-[1-F A-3-(4-AH A R )1 Hootbode-4- R - 1-(CR AR B ) 2-(Z F A T it
I AR)- 1LH-7te%&- 51 [2,3-b 17 22(8.6 Tmmol ) &) T AF (46ml)is&., M5 4£-10°C T4
H 5 5% IR IRGE B K2 1/3 6 8RR, FF R B A EtOAC(500ml)##E,
¥ Z R A A8 Fe 69 NaHCO( K % & )(100ml) . 48 A= 49 Na,S,05( K &
&)(100ml). #HK(100ml)sk, 7% MgSO, T . & FAT RS, 1354548
&6 BN, 2R ) THF/ELO AR, 43 3|5 A548 & B4R 69 478 = 1 (53%).
ESMS [M+H]": 586.0.

¥ E 4K 241
4-{5-[4-[1-TF A -3-(4-FE A R 1 H-vtb ok -4- 2] 1-CGR A BR B A )- 1 H-st 7
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F[2.3-b]rte e -2-381-2- " A ) - 1R AR B 1,1-— F 2 2 A B8

6] 2-AR-4-[1-F 2 -3-(4-AH AR A )- 1 Hovtbrd -4 2 )-1-CR AR AR BE AL )- 1 H-vlt
%31 [2,3-b]7k72(0.321mmol)Fe 4-[5-(4,4,5,5-09 F 3k-1,3,2- = & 24 2= K 3R-2-
)2 A - 1-RA B 1,1-— F A TR E8(0.353mmol)E  1,4-="F}%(3ml)
¥ 4R F A NS Fe 69 NaHCO;(7KR &% )(0.85ml). A RAKRA 10 24755,
AN = RAL I Z KA )y A-42(11)(0.016 lmmol), FF45 4 & &9 R4 A 95°C F
AT R, AEE, FHiZR KRS, i EtOAc A= H,O Z F 48, A AL
B oKk, FR(MgSO0,), iR, 133 % &K1AY (ZE).
ESMS [M+H]": 722.2.

R 4K 242

4-{5-[4-[3-(4-B A K H)-1-F A -1 H-otb e -4- 2 J-1-(GR A AR BL AL )- 1 H-stb
F[2,3-b1otom -2- 25 ]2 A -1k A AR BE 1,1-— F A A B

) #AA4%(3.00mmol) 4y Hy,O(Sml)iR & ¥ An A4k 45 (1.66mmol), FLE Am A
4-{5-[4-[1- F F -3-(4- P K K ) 1H-sib vk -4- B ]-1-(CR A A B 2L )-1 H-otb - 5F
[2,3-b)7t7 -2- 2K )-2- 0 A ) -1-9R R R BR 1,1-— F 2K T A B8(0.333mmol )& F
B2 (10ml)izi& . ¥ £ s 09 BT 70°C it 2 BT, FiZ A 5k 8 1T celite
545 AR, R, FEREBRKRNOATASW(EE), KA E9 A
FF—F%. ESMS [M+H]": 692.2.

¥ j8) 4k 243

4-(5-{4-[3-(4- B KK )-1-F -1 H-ntb ok -4- 2 |- 1 H-vtk 2% 51 [2,3-b] k"R -2-
AR} -2 AR )- 1B ARBR 1,1-— F AR T A g

®) 4-{5-[4-[3-(4-B A FH)-1-F A -1H-wemd4- K - 1-CR A A BLAL)-1H-vlk
& H[2,3-b] R 2- K )-2-" o A - 1R BR B 1,1-— F 2L 2 2 85(0.333mmol)
9 F BZ(20ml)E & ¥ Am N 6MNaOH(KIZE R )(1.5ml). H#% & & 895% F 70°C Aa
o4 0B, AERE, AR EEERAMETRAG T . Aibfeg NH,CIORER)
ARG, BAMETIHRMeS0,), LRI KRS, FHEEBKRGFETY
(99%), FHEAHM =M /A FF—H %K., ESMS [M+H]: 552.2.

F E] 4K 244
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4-(5-{4-[3-(4-{[(=F A BIOH A VBV TN 1-F A 15k 4- K- 1H-
Pk FF[2,3-b] e -2- AR Y -2 AR )- 19Uk R BR 1,1-— F K ¢ K Ag

EEAT, £0CTF, A 3 huteatiad 4-(5-{4-[3-(4-BAFKL)-1-F
A VH-vte -4- 3K )- 1 H-ole& 5 [2,3-b] o ne -2- 2 ) 285 B)- 1R B K B 1,1-=
¥ A T A B (0.326mmol) 89 2 (8ml) A & F 4 Ae AR F 8L 7 R 5 A B
(1.31mmol), FIERIFRILEEA 0°C. K% AR ER, BiTRA0E L
$oA0, ¥t d [4RIEF THF(10ml) ¥ , FFhe A = F J&(2M 9 THF %%, 20ml).
F 50°C Anth 2 B, ARG, F3F & BRGIFAAZHQT%), FER
F it —F st @mig A . ESMS [M+H]": 623.2.

F E] 4K 245

4-[1-F K -3-(4-FH IR R IN)- 1 H-vtbod -4- 2K 1-2-[2-(4- F A -1 -9 B 2 )-5-"8 %
A - 1-CR AR B - 1 Hovthr& 57 [2,3-b] 702

ZRF AR 241 FETR IR, 12 2-A-4-[1-F HK-3-(4-AH K K 3)-1H-
oo -4- B 1-(R AR AR B A )-1H-wb 2% 51 [2,3-b] b ie Fm 2-(4- F A -1-"k %
A )5-(4,4,5,5-19 F 3-1,3,2- Z BR A B ORIR-2- ) F =, 1FR AR .
ESMS [M+H]": 636.0.

F E] 4K 246

(4-{1-F 2 -4-[2-[2-(4-F & -1-9 B )-S5 B A )-1-CRA BB A - 1H-nt
R H[2.3-b]7 T -4- SR |- 1 H-sb w3 O ROV

3B P A AR242F B R 6 B R, A2 A A-[1-F A -3-(4-AH A KA )-1 Hortbrd 4-
A]-2-[2-(4-F A- 19k 20)-5-25 72 2 )- 1-CR AR B )- 1 Hovthe& 57 [2,3-b 702,
%3 441054 . ESMS [M+H]™: 606.2,

¥ 6] 44247
[4-(1- F A& -4-{2-[2-(4-F K -1-WR " K )-5-2F %2 JK -1 H-vtb "% 31 [2,3-b] 7%
4-F -1 H-vtb e -3- 20 A
R K243 F TR G B R, 428 (4-{1-F A -4-[2-[2-(4-F A -1-%%
)52 K- 1-CR A B AL )- 1 H-wton& 51 [2,3-b P02 -4- 2L - 1 H-sthrde -3- Ry K
AV, FRAFEE4. ESMS [M+H]": 466.2.
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