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N- (4-VR-2,5- " EIL) -6- F &L - TH-IEM& 3 [2, 3-b] inE - 3- sk i
6-F-N- (5- L JAidk-3,6- ZHMLIE -2-3%) - 1H-Mg|W - 3- Ttk Ji

N- (4-¥R-2,5- Z50RAEL) -6- (SR REIESRL) - 1H- 5|k - 3- R A&

N- (4-1R-2,5- 5K -6-50- 1- A IFMRm - 3- R L

N-[4- (CHEFEE) -2,5- “H IR -6- (I MEEEEL) - 1H- 15|k - 3- R Pk e
6--N- (2,4,5- =G AR%E) - 1H- 5|k - 3- Tt e

N- (4-50-2,5- 9 IEIL) -8-F2HE- 1H-NHE g I [3, 2-h] ek - 3- Rk ok ik
6-50-N- (2,5- & -4- I FEIREL) - 1H-mEg IF: (2, 3-b] ML - 3 - R ik e
6-5-N- (4-F-2,5- FHIRIE) -7-FHE - 1H-F5| k- 3- Tk e

6-5-N-[5- GRIEFIE) -3- A AL e - 2- 28] - TH-M5| Wk - 3- Tt i

N-[4- Q-FFELE) -2,5- “HIKIE] - 1H-MLIE I3, 2-h] k- 3 - FsE A%
6-5-N-[4- R IL) -2-HOK ] - 1H- | - 3- Tt i

N- (4-FUHE-2-FARHE) -1,6,7, 8- DU IR I H L] M1k - 3- Fsf ok fix
N-(2,1,3-ZE 18 s -4-F5) - 1H- A% 3 [3, 2-h] WEibk - 3 - Rk Pk i

N- (4-50-2,5- 5 RE) -6- (ZH L) - 1H-MEr% I [2, 3-b] Hb e - 3 - i i
N- (4- Z BBk -2- R HL) - TH- NIk 35 [3, 2-h] Wmbh - 3 - sk ok i

N- (4-VR-2- G0 A L) -6- 50 - 1H- 15| - 3- Fgh ok fie

6- ¥R -N- (5-5-3-FML e -2-F5) -7~ FF 3L - 1H-Mg| W - 3 - fil i i
6-5-N-[4-%-5- (P AL -2- 5] - 1H- M|k - 3- Tt ik
N-(2,1,3-ZKHmE e -5-3) -6- 50 - 1H-M5| e - 3 - T P iz

5-1R-6-5-N- (4-FUHE-2-F R L) - TH-Mg[P - 3- T P fi

6- (FFHLAEEE) -N- (4-5FE-2,5- IR IE) - 1H- 15|V - 3- ik e

N- (6-%-2,1,3- A FFME W -5-58) - TH- 2RI [g] M|k - 3- Tt i
N-(2,1,3-ZKHmE e -4-3) -6- 50 - 1H-M5| P - 3 - T P iz

6- 5 -N- (3,6- 5 -5- FHJEMLRE - 2- 55) - TH-Mg[P - 3-fisi P fix

6- 5 -N- (4-FIEARIL) - 1H-W5| Wk - 3 - T I i

6-50-N- (5-5-3-FALNE -2-3%) - 1H- 15|k - 3 - R kit

N- (4-5-2,5- KL -6- FF 4 I - 1H- 15| - 3 - fis ik e

N- (4-50-2,5- Z5CRE) -6- (&) - 1H-MEr% I [2, 3-b] RHb e - 3 - fif Ik i
6- 5 -N- (3- 5 -4-FIEAAL) - 1H- 15| - 3- Bl ok fix

T-5-N- (5-5-3-9-6- FH A FENMEnE -2-3E) -6- 9 - LH-W5| Wk - 3 - T I i
6-5-N-[2-%-4- (AL -M~6~-Tkeds) ZR ] - 1H-ME g I [2, 3-b] b ie - 3- B ok fi
N- (4- SRR L) - TH- 2RI [g] Wl - 3- Rt i

N- (4-50-2- 5 R 5E) - TH- Mg 5 [3, 2-h] mEmbk - 3 - fis P fi

6-50-N- (5-5-3-%-6- F A LML T -2-3L) -5,7- F - 1H-W5|WE - 3- Tk i
N-[5- (FUIEH 2E) -3- 5 -6- H AU JENE I - 2- 5] - 6- il 22 - 1H- MWk - 3 - Ik Ji
6-5-N-[2-%-4- (ZFH L) ZKIE] - 1H-mErg I [2, 3-b] Mg - 3- ffk i
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6-50-N-[4- (FUIEFAIL) -2,5- R - 1- H IR Mg - 3- Tk i

N- (4-5-2,5- “H KL -6- 503 - 1H- 15|k - 3 - il e
6-F-N-(2,2- =5 - 1, 3- 2RI AU IA MG -4 - 25) - TH- 15[ - 3- R Pk fic
6-5-N- (4-5(-2,5- “FARIE) -7- (F AL LAHEIEEIL) - 1H-M5|WE - 3- Ttk i
6-5-N-[3,6- 5 -5- (N-2-3) MERE -2-F& ] - TH-M5] W - 3- Tk Ji

6-5-N- (4-F-2,5- ZHOREL) - 1- ZRFFIRmG - 3- Ik i

T-F-N- (4-5-2,5- 5K -6- (FAIELERIE) - LH-M5|WE - 3- T Ik i
N-(2,1,3- 2K g -4-55) -6- G- TH-MER% IF (2, 3-b] At - 3 - fisf I e
6-50-N- {(5- [ (g H 48 3E) FFI L] -3-GUhtme - 2- 2k ) - 1H- 15|k - 3 - Rk Pk e

N- (1, 3- 2K AR M - 4-F5) -6- 5 - 1H- Pk - 3- Tt e

6- (WILEEIE) -N- (4-FIE-2- A L) - 1H- 5k - 3- sk ok i

6-5-N- (3,6~ 9 -5- I JENLIE - 2- FL) -7 980 - 1H-F5| Wik - 3 - Tt e

N- (4-FUEEIREL) -6- RPN 2 - TH- M|k - 3 - Ik Ji

6-5-N- (5-F-3- 98 -6~ FH A FEMERE -2-FE) -5- % - LH- W]k - 3- T I i
7-5-N- (5-5(-3- % -6- F S LML g - 2- 55) -6- F 4 3 - 1H- 5]k - 3 - ffe ik e
6- 5 -N- (4-FHE-5-5-2- A SR IE) - 1H-MEng FE (2, 3-b] ke - 3 -t ik
6- 5 -N- (6-9i-3-FA-1,3- =& -2- R IFEMRNEG -5-55) - TH-Mg[Px - 3 - fisi P fi
2- (6~ {[ (6-5 - 1H-Mg|Mk-3-2%) MESE | &2} -2, 5- 3Ubne -3-28) PR e IR £ T
N-(2,1,3- 2K HmE e -4 - J) -6- 50 - 1H-W5| e - 3 - T P e

6- 3 -N- (4-FUIEATL) - 1H-MEn& 4 [2, 3-b] ML RE - 3- he fb i

6-50-N- (4-50-2- A IL) - 1H-MEn& 3 (2, 3-b] MnE - 3- sk i
N-(2,1,3- 08 k-4 - 55) - TH-MERg I (3, 2-h] wemk - 3- ik i

6- 5 -N- (4-5-5- 90 -2- AL AR L) - TH- 19| - 3 - Bl Tk fi

6-5-N- (4-F-2,5- ZHOREL) - 1- ZFFME) - 3- T Ik i

6-5-N-[4- (FUIEFHAIL) -2,5- “HOREE] - 1-HFFmemy - 3- Tk i
N-(2,1,3- 2K FME -4 -FE) -6- 91 - TH-MER% 3 [2, 3-b] ML ne - 3 - Tk A%

6- ¥ -N- (4-FUIEREL) - TH-ME& I [2, 3-b]MEngE - 3- Ik i

6-5-N- (4-FHE-2,6- ZFAKE) - 1H-Mg[ Wk - 3- R ok fix

6-50-N- (5-50-3- % -6- FF A LML g - 2-35) - 1H- AR I [2, 3-b] Akt - 3 - Fil ok e
N- (5-7R-3- ML mE -2-3) -6- & - 1H- W]k - 3 - T o i

6- 5 -N- (4-FHE-2-FFKIE) -5- 5l - LH- W] Wk - 3 - T o i

N-(2,2- 25 -1, 3- 2R A AR M - 4-25) - TH-mb g 3 [3, 2- h] mas ik - 3 - s Tk fic
N- (5-5-3,6- " ALNE-2- %) - TH-NH% 3F [3, 2-h] ik - 3 - ik e

N- (4-JR-2-Fi R 3E) -6 3 - 1H-H5| ek - 3 - Tl i

6-¥R-N- (4-5-2,5- HOREL) -4- 5 - 1H- 15|k - 3- B Tk fi
N-(2,1,3-ZKHmE e -5-3) -6- 50 - 1H-M5| e - 3 - R P iz

N- (4- I -2- FZE L) -6- F A JE - 1H-F5| e - 3 - T i

N- (4-50-2,5- 5 EIL) -6- & FE - TH-MEM& 3 [2, 3-b] Mng - 3- ik i
6-F L -N-[4- (CHPAIL) -2,5- R EL] - LH- 15|k - 3- Tk iz
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N- (4-50-2,5- Z9ORHR) -6- (FH AR IRt JL) - 1H- P - 3- hs Ft i

6-50-N- (6-%-2,1,3- K FF M - 5- FL) - 1H- N8|k - 3- Fik Pk

6- 5 -N- (3,5- 9 -6- FH LML IE -2-3%) - TH-Mg| W - 3-ft i Ji

N- (4- B -5-5-2- AR IR R L) -6- FE 42 - 1H- 9| - 3 - s Pt i

N-[4- (AR -2,5- ZHoRIE] -6- (o 5L - TH-mEng 3 [2, 3-b] b e - 3-fifi

N- (4-FUHE-2- FARHE) -6- (MEWy -3-55) - TH- M|k - 3- Ik Ji

N- (4- BRI -2- ORI -6- 5 - 1H- 15|k - 3- R Pk fix

6-5-N-[2-%-4- (U AL REE] - TH-MEn& I [2, 3-b] mbng - 3- ik i
6-50-N- (2- 9 -4- PR IE) - TH-IEn& 3 (2, 3-b ] MmE - 3- ik ki

N- (5-7R-6-GMLmE -2-3E%) -6- & - 1H-H5| Wk - 3 - T i

N- (5-J8-3- F A JE L -2-F5) -6- 52 - 1H- M| - 3 - Fik e e

6- 5 -N- [3- F 42 -5- (4 28 mibng -2- 2] - 1H- |k - 3- Tt fie
6-5-N- (2,5- U AHE) - 1H- 5] - 3- B ok fix

6-5-N- (5-%-3- (-6 FH A SENMENE -2-38) -1- R IFFMEm) - 3- Tt %
6-F-N- (4-F-2,5- “HIKIL) -7- (FHIEMAMESL) - 1H-M5|We - 3- Tl Ik i
6-5-N- (4-F-2,5- ZHOREL) -5- (- 1H- 19|k - 3- B Pk fix

N- (2- % -4-BIORES) -5H- [1, 3] AU AR I (4, 5- €] M| W - 7 - T ok Jig
N-[4- GEIEHEIL) -2,5- HIKIE] -6- % - LH-B5| Wk - 3- T Ik i
N-[2-%-4- (S 5FEL) R3] -6- FF A 2L - 1H- 15|k - 3 - Fil e e

6- 5 -N-[2-%-4- (FLg-M~6~-Bike ) - Hk ] - TH- 15|10 - 3- R Pk fic
6-12-N-(2,4,5- =4 IEIE) - 1H-AEI% I [2, 3-b] ARk - 3- ik iz

N- (2- 9 -4- TR IE) -6 (FF I MG JE) - 1H- 15| - 3 - Rk ok iz

6-5-N- (T-5-2,1,3- A FFME Wk -4 - 58) - TH- M|k - 3- Ik Ji

6-5-N- (3,6~ 9 -5 H JEMEmE -2-F8) -7- (=5 FH L) - 1H-W5| Mg - 3 - T P
6-4-N- (3,5~ 9 -6~ H A FEMEIE - 2- %) - 7- 96 - 1H- P5| e - 3 - s P i
6-5-N-[2-%-4- (P AL REE] - 1H- M)Wk - 3- Ik Ji

6-5-N- (5-%-3- -6 FH A FEMENE -2-38) - 1- R IFFMRIR - 3- Tt i
6-5-N- (5-5-3- % -6 FF JEMEIE - 2-F5) - TH- 15| - 3 - Bl Pk fic

N- (5-5-3- 98 -6- A FEML g -2-35) -6,7,8,9- VU - 1H- 2K 3 [ o] 5] - 3- Rk ik fic
6- VA -N- (4- Z R FEFEIE) - TH-ntE g I [2, 3-b] Mk - 3- Rk ik fie
6-F-N-(2,2,6- =% -1,3- R IF A I )A -5 55) - TH- Ik - 3- Fis ok Jig
6-5-N- (4-5-2,5- “FFIL) -7- (3,5- HISE-1,2-MEme-4-FE) - [H-M5|Wk - 3 - fil ok iz
6-5-N-[5-%-3-%(-6- Rl &L) Mbre -2- 58] - 1TH- M|k - 3- Ik Ji

6- 5 -N- (391 -5- F &tk e - 2- ) - 1H- W5 Wik - 3 - T o i

6-5-N- (2,5- 5 -4- F AR B IKIL) - 1H- M|k - 3- Tt fie

N- (4-5-2-F R IE) -6 F 3 - 1H-F5| gk - 3 - Tl i

N- (5-50-3,6- MtIE-2-55) -1,6,7, 8- VU IR R 0 3 [] 51 - 3- Rk ik fie
5-YR-6-F-N- (4-5-2,5- FAIEL) - 1H- 15|k - 3- R ok ez
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6-50-N- (5-50-3,6- “FMLIE-2-55) -7- (3,5- —HIZE-1,2- WMk -4- 5L) - TH- 15| IW% - 3- ik
P friz

6- VA -N- (2-50-3- A IL) - TH-MEn& 3 (2, 3-b] MnE - 3- ik ki

6-5-N- (5-5-3,6- HALNE-2-35) - 1H-MEg I [2, 3-bntk e - 3- A Pk i

6- 2 AL -N- (4- - 2- AR AE) - TH-Wg| W - 3- R ok i

6- (FFZEMAMESL) -N- (2,2,6- =5 -1, 3- K S 230 M - 5-28) - TH-M5| Wk - 3- Ttk iz

6-50-N-[3,6- 9 -5- (A -1-45-2-FL) At -2-FE ] - 1H- 15| - 3- Rk ok fie

N- (5-50-3- A IE -2-35) - TH-REE g I [3, 2-h] Wbk - 3- Rk ik fie

N-(2,1,3-ZKHmE e -4-J) -6- 55 - 1H- W3] o - 3 - R P

6- 3 -N- (5- - 2- A HL) - TH-Mg| W - 3- ek i Jie

N- (4-50-5-90-2- AR R EL) - TH-Z89F [g] MWk - 3 - Ik Ji

6-5-7- (& EHL) -N- (3,5- 46 -6- H LA IE - 2- 5) - 1H- 15| - 3 - fis ik e

N- (45 -2- R IE) -6- (A IEMAIEIE) - 1H- 15|k - 3 - R ok ez

6- V2 -N- (2,5- “FAEIE) - 1H-nt g I [2, 3-b] itk i - 3- Rk ik i

N- (1, 3- 2K F AR M - 4-25) -6- 3R - 1H- ML 3 (2, 3- b ke - 3- Tt ik

N-(2,1,3-ZKHmE g -4-FE) -6- (=4 FL) - 1H-V5] Wi - 3 - Rl i i

6- S -N- (2-5-3,5- 5L - 1H- 15|k - 3- fif 5k frix

6- % -N-[5- (B EL) -3-%(-6- FH A LML nE - 2- 3] - 1H- |k - 3- Tt fie

6- (LT AEMERL) -N- (4-50-2,5- RN EL) - LH- M|k - 3- Tk iz

6-50-N- (3,6- HALIE -2-FL) - 1H- 15|k - 3 - Fil ok i

6- 5 -N- (2- 9 -4- F IR IL) - TH-Pg| W - 3- T Pt e

N- (4-R-2- 5 ORIE) -6- FF A 2 - TH- 5] - 3 - fif Ik e

N- (4-GUH-2- 5K HL) -6- (2,2,2- =LA - 1H- 15|k - 3- Bl ok i

N- (4-FUEEREL) -6- (FF R IEAL) - 1H- 19| - 3 - B Tk fic

N-(2,4,5- =5 2K3E) - 1H-MErg I (3, 2-h] wEmpk - 3- Tt i

6- 5 -N- (5-fHlnth g - 2- %) - 1H- W5| g - 3 - T P i

N- (4-F - 2- G R IE) -6- RPN FEAAIE) - TH-Mg| W - 3- st Ji

N- (4- ZHdt-2- G 2K 3E) -6- I 0L - TH-IEn& 3 [2, 3-b] Mg - 3- sk ik i

6- 9 -N- (25 - 4- TR L) - TH- MWk - 3 - Ik Ji

6- 58 -N- (5- Gk -2- %) - 1H- M|k - 3 - Tk i

6-50-N- (4-5UHE-2-FHEIE) - 1H-ntE g I [2, 3-b] ik i - 3- Rk ik i

6- 5 -N- (4-FHE-2- AL IRE) - 1TH- 19| - 3- s Tk fix

6-5-N- (3,5- % -6- AL NE -2- %) -7- (P EL) - 1H-M5|WE - 3- ik i

N- (4-FUHE-2- FARHE) -6- (bR -3-255) - TH- M|k - 3- Ik Ji

N-(2,1,3-ZKHmE s -4-FL) -5l - TH-NHE 5% (2, 3-b] nb i - 3 - fisf ik i

N- (4-5-2,5- 5 AH) -6- (2,2,2- =LA HE) - 1H- 15k - 3- R ok e

6- 5 -N- (2-5AX-2,3- =& -1,3-FRIFREME - 7- ) - TH- 5] - 3 - fis I fie

6-F-N-(2,2,6- =9 -1, 3- K H A FFA MG -5-38) - TH-Men& 4 [2, 3-b] Atk A - 3 - ek ik
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N-(2,4,5- =5 ARHE) - 1H- 2RI [g] W]k - 3- R Pk ik

6-5-N- (6- 4 2E-2,1,3- FIFME k- 5-3) - 1H- M|k - 3- Tt fie
N-(2,1,3-ZK M e -5-3) -6- 50 - 1H-MERE 3 (2, 3-b] ML iE - 3 - T L i

N- (4- ZHdt - 2- G 2R IE) - 6- FF 4005 - 1H- 15| Wt - 3 - s ok i

6-5-N-[3,6- % -5- (2- A FE 258 50) Mbie - 2- 551 - TH- M|k - 3 - Ik Ji
6-50-N-[4- GRPAZEF A IL) -2,5- R EE] - LH- 15|k - 3- Tk i

N- (4- £ T3 -2- ORI -6- 50 1H- 15|k - 3- R Pk e

6- 5 -N- (4-FHE-3- AL IRE) - TH- 15| - 3- Bl Tk fic

6-50-N- (3,5- HALIE -2-FL) - 1H- 15|k - 3 - Fil ok i

6- 5 -N- (6-FAE-2,2- 98- 1, 3- R IF I M - 4-25) - TH-Wg] 0 - 3- R Pk fic
N- (4-5-2,5- 5K -2- 5 -6- B 405 - TH- 19| - 3- Fs Tk fi

6-F-N-(2,2- 291, 3- 2K A R R -4-35) - TH-mbg I [2, 3-b] Mk e - 3-fis it [
N- (4-GUHE-2- F R IE) -6- F k- 1H-15| W - 3- Rk Pk fie

N-(1,3-ZKFF IR0 -4-F5) -6- 50 - 1H-TEms 3 [2, 3-b] ke - 3 - f ok i

6- 50 -N- (4-FUIEAREL) - 1-ZKHFmEmy - 3- ik iy

6- S -N- (4- T FE AL - 1H- M|k - 3 - Fiek ik frx

N- (4-GURERIRL) -6- (FF L WD R R IE) - 1H- 15| 1u - 3 - Fll ok e

6- (FFFLRAMEIL) -N- (2,4, 5- =& AHE) - 1H- 15|k - 3 - Fl ik i

N- (4-FUEEREL) -5- - TH-nb g 3 [2, 3-b] ik i - 3 - Fsf ok fix

6-50-N- (2,4,5- =4 IEIL) - 1H-AEM% IF[2, 3-b] ARk - 3- ik il

6- S -N- (6-9-3-2AK-1,3- Z&-2- R IFBRIR -5-J%) - TH-MLg I [2, 3-b] MERE - 3- Fed Pk

6-5-N- (5-%-1,3- A IFFMEME-6-F5) - TH- 15| - 3- B ok fic

6-5-N- (T-9-2,1,3- K FF0gE Wk -4-J5) - TH-MER& 5 (2, 3-b] ML ne - 3 - Tk %
N- (4-5-2,5- 5K -6- (WEM) -3-25) - TH- 5] - 3- Bl Pk fix

6-5-N- (2,4- ZFAHE) - 1H- 5]k - 3- B ok fix

6- % -N-[3,6- % -5- (3-FRFEPIIL) MEmE -2-F& ] - 1H- 15|k - 3 - s Pt fie
6-50-N- (2,5- AL - 1H-nt g I [2, 3-b] itk i - 3- Rk ik i

N- (4-50-2-5ORIE) -6- FF 4 2 - TH- 15[ - 3 - fif Ik e

6-5-N- G-%-1,1- —5-2,3- “F-1-FIHBEWy -6-FE) - 1H-15] % - 3- R ok e
N-(2,2- 251, 3- R FF 40 -4-58) -6- (FH BRI L) - TH- Mgl W - 3-fs i Ji
6-VA-N- (2,4- i FEIE) - 1H-ntg I [2, 3-b] itk - 3- Rk i

6-50-N- (3,5- EUALIE -2-FL) - 1H- 15|k - 3 - Fil ok i

6-5-N- (6-%-3-FfX-2,3- & - 1H- 57M5|W -5-F5) - 1H- 154k - 3 - Rk Pk e

N- (5-yR-3- F A JEMEIE -2-FE) -6- 5 - 1H-MEMg 3 [2, 3-b] ML - 3- ik A%

N- (4-5-2-F R IE) -6- I - 1H-H5| Wk - 3- T i

6--N-(2,4,5- =G ARKE) -1 - FH BRI - 3- hiek 9k fix

6-F-N-(2,2- 25 -1, 3- 2RI AP -4 - F8) - 1- R IFRRIR - 3- Rt fi
6- 5 -N- (4-FUIEREL) - 1- R FF g - 3- Ik i
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6- 5 -N- (3-%AAK-1,3- Z&(-2- AR IFFRRIE - 5- JK) - 1H- 15[ - 3- R Pk fic

6- 5 -N- (2- I -5-FARIE) - 1H- 15| - 3- Bl ok fix

6-5-N- (5- 5 -4- F S JEmE e - 2- FE) - 1H- 15|k - 3 - R ok iz

6-4-N- (3,5- ~H AR FENME e -2- &) - 1H- 5] W - 3 - fis ok i

6-4-N-[6- (5 FF4EIE) -3,6- FMEmE -2- 3¢ ] - 1H-M5| R - 3 - T P e
N-(2,1,3-ZKHME e -5-F5) -6- (=4 FL) - 1H-F5] W - 3 - Rl o i

6- R -N- [5- (GRIEHZE) -3-%6(-6- H A LML mE - 2- 55 ] - LH-W5| g - 3- T I i

N- (4-8UHE-2,5- AR -1,6,7,8- VU IR R 0 [] 51 - 3- Rk ik i
7-VR-6-50-N-[5- UL L) -3- 960 -6- FF A FE Mg - 2- 3 ] - 1H- 15| W - 3 - Ffl ok e
N- (4-FJE-2,5- FAIE) -6- 960 - 1H-F5| Wk - 3- T fiie

N- (4-FUIERIL) -6- (S 2L - LH- W5k - 3 - T i

N- (4-%FE-2,5- FAEL) -6- B 3L - 1H- M5k - 3 - ik i

6-¥R-N-(2,2- 291, 3- 2K A R M -4-25) - TH-mbg I [2, 3-b] Mk e - 3-fis ik [
N-(2,1,3- 2K IAifi M -5-3L) -6- 5 - 1H-I5| Wk - 3 - ik i

N- (4-FUEEIREL) -6 H 2k - 1H - | ik - 3- Tt e

6-5-N- (6-9-2,1,3- K FF0gE Wk -5-38) - TH-MEA& I (2, 3-b] ML ne - 3 -k %
T-3R-N- (4-FHE-2,5- RARHE) - 1H-Mg| Wk - 3- B ok fix

6-50-N- (3,6- % -5- H IEMEAE -2-3L) - 1H-AERE I [2, 3- b AL - 3 - il e
N- (2,5 % -4- F A IRIE) -6- (F SR WP EESE) - LH- 95| - 3- Tk %
6-%-N- (6-%-2, 1, 3- KM Wk -5-3E) - 1H-M5|Wk - 3 - T e

6-50-N- (4-FH-2,5- FAEL) - 1H-MErg (2, 3-b]MLnE - 3- k%

N- (4-5-2- L) -6-FR A 3L - TH-MEn& 3 (2, 3-b] MmE - 3- sk i
N-(2,1,3-2RHmE W -4-58) -6-G0-7- (o H L) - TH-Mg[P - 3 - fisi P fi
N-(2,1,3-FIFmE Wk -5-38) - 1H- K IF [g] W] - 3- T ik i

N- (4-FUHE-3- AR -1,6,7, 8- DU IR I H L] W[k - 3- Fsf ok fix

6- VA -N- (4-GUIEF L) -5- I 3k - 1H-15{ 1M - 3- il e

N- (4-GFE-2- R HL) -4, 6- 96~ 1H- 15|k - 3- Rl fic

N- (4-FHE-2,5- Z50RES) - 1H- M|k - 3- T Ji

6- 5 -N- (4-FUHE-3- ORI - 1H- M|k - 3- Tt e

N- (4-FUEEIREL) -6- %6 - 1H- 9] - 3- Bl Tk fic

N-(2,1,3-ZKHmE e -5-3) -6- 56 - 1H- M5| e - 3 - T P i
N-(2,1,3-2K M —m-5-05) -1,6,7,8-TUSE IR 15 3T (o] W51 - 3 - fisk ik e
6-5-N-[5- GRIEHIE) -3- 9 -6- H FEML g - 2- 3 ] - 1H-H5| gk - 3 - T i
T-F-N- (4-FHE-2,5- RAREE) - 1H-Mg| Wk - 3- B ok fix

6-5-N- (4-5-2,5- ZHOREL) -7- (EnE -2- FEH 428 - 1H- M|k - 3- Tt i
N- (4-50-2-FREL) -8- (U EL) - 1H-MER% 5 [3, 2-h] bk - 3 - ik i

N- (4- SRR HE) -5H- [1, 3] AU MG IF (4, 5- £ 1 W5{ Wk - 7 - R e

N- (5-1R-4-5-2- 52K 3E) -6- 5 - 1H-M5| Wk - 3 - fil ok i

6-5-N- (4-F-2,5- IR -7-FEIE - 1H-W5|Wk - 3 - T I i
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N- (4- UL -2- F AR IE) -6- K5I - 1H-F5| Wk - 3 - T i

6-50-N-[4- (2,2- " LEEIE) -2- &P 3E] - 1H-5W - 3- R Pk i

N- (4-50-2- 9 RE) -5H- [1, 3] 5 230 s FF (4, 5- £ 1051 P - 7 - fisi P fi

N- (4-¥-2-98-5- FH BEZRHL) -6- 50 - 1H- W5k - 3 - Rk Ik fr

N- (4-50-2- R -6- A T Hi-3-58) - IH-MERE I [2, 3-b] ke - 3- Tk A%

N- (4-FFE-2-FFHL) -6- (3,5- HIFE-1,2- e -4-55) - 1H-F5| e - 3 - ik ok e

N- (4-F 2 -2-FAIE) -6- (MEiE -4-38) - 1H-M5|Wk - 3 - T A

N- (7-9R-2,2- Z 51, 3- R FF AR -4- 55) -6- - 1H-M5] 0% - 3- R ok fix

N- (2,5~ ZFAEHE) -5-F- TH-IERR J (2, 3-b] AN - 3- Bl e iz

6- 5 -N- (2- 5 -3-FOKIE) - 1H- M|k - 3 - T e

N- (4-FF-2,5- & AREL) -4,6- 5 - 1H- 5|0k - 3- ik g

N- (4- 5 -2-F A L) - 1H- W8] e - 3 - Tk ok e

N- (5-50-3- JBUPH IE - 2- 3iE) -6 - FF 480 I - 1H- 151U - 3 - Ffl o e

N- (4-50-2- L) -8-$2 3L - 1H-AE% 3T [3, 2-h] WEmbk - 3 - il e

N- (4-F 0 - 2- FRKL) -6- (DS - 2- JE A0 58) - TH- 5[ - 3- sk fie

N-(2,2- 8- 1,3- K IF 5 AR 00 -5-38) -6- (HFZEMRIESE) - LH-W5| W% - 3- Tk i

6- (5-FMEWY -2-FE) -N- (4-FHE-2- UK IE) - 1H- 15|k - 3 - T e

6--N-(2,2,7- =5 -1,3- IR FF S JIR M - 4-28) - TH-M5| Wk - 3- Tt i

6-5-7-FHEILE-N-(2,4,5- =5 AFL) - 1H-V5|Wk - 3 - H o g

6-G-N- (4-5-2- % -5- F AL RIE) - 1H- 5| - 3- Tk &

N- (4-50-2- A L) -6- %6 - 1H- 15| - 3- Fgh ik fie

N- (4- 2R FEFRIL) -6 (FABLREEIL) - 1H- MWk - 3 - fes ok A »

B 2% F ATz £k

23 BRI R 1-14.16 18 20 FH224F — T[4 S ek H 24 % EnTesz sk, 2 b —
ﬁjiﬁ Q (a) HC, 13N, 150’ 18F’76Br , $D124I$D/Ei (b) 99mTC , IIIIN’Ssz , 137CS , 1231 , 1251 , IBII ,67Ga ,
AIRANPTT [ A K, HAE A BIE A T (a) PETAI/BK (b) SPECTHR A% »

24 BURIZESR 1 -224F — T Ak A B L 242 b nT 252 (1) R A 1 £ 20 i i

25 BURNZFER - 224 — T AL S B I 24 % bl 822 ) S e il & 25 i g, Brid
2y IR I E BE RS R RS A 5 i 2H 250 A DR I B AR B A AE (I B S Bk 2R A E

26 BRI ZLR 2510 FHig , b FriR 25 S AR SR 5 0k 5 2 R MERELL (MS) , FRAR B HE 4
18 1 5 R M 98 IEVEAAR 2R 58 , PR REICE o BiE 2% , S H I o 1 BT 6 (AHL) , o =
SRR, 93 B3 B B RS 51 S 1 0 BE 2R 5 P 7 R R M S A A S bR T B M A 2 21
P00 51 ) vt , o S R AR R BRI B o T S T I BB B o T R R T AL
B SR P B B ONS B3 3% 3 B0 0l B AN , A 2K A , 20 B Co MR AEAL, , L7 SR A s , P22
AT PRI RGP 5 2408 , RURHRR S , FNAh J] Rl TP OB

27 BRI EER 2611 FH i , F b Firid # 20B AT PR g ik L2 4 M &= 4k (ALS) , Bif JR 7%
MG ER (AD) , 2 R ZELE , WA , 6 BE /i PEIL B 2R U8 (SCA) A7 0

28 BRI EE SR 2614 FH g , FoHp By A i il 4 T2 i e i i i A TUE R A R, B # &
i TEIEN - RIB MR S AE AR - T B - R = EO

28
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29 . BUANZER 1 -224F — TN AL B W) Bl 24 2 B RT3 52 1 S AE i & 20 W) b 1K) 3%, i
LW TR YT 2 R ML (MS) .

30. 29 G, W E BRI R - 224 — WU S B 24 5 B n] 352 i) 2, Ao b
AIHRAZ A

29
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(ZUAY) MR - A HHEERT} - ROZK FHRRAR - 3 - it B 26

[0001] s

[0002]  G-#& AR SZ 44 (GPCR) #4) A 4 B A fe K IS Rk S e . e AT T AU AME 5 5%
AP RS, FE H P L2 ARG, IR R T 245 20 s LA, RE B
BT A B ) — /N4> GPCR.

[0003]  GPCRMA N % FhEC A4 o tH T N BFER A F Rt x5 T e g% wr#id400F
GPCR (N ELHEIR HEGPCR) H 1) 2925 % , AT ARSI = #7810 A2 B 22 FH O BC AR o 1% 26 52 AR R
“DUJLGPCR” o THHA “Mi A 2 A4 P A FH ) 65 7 s ] B BT 140 TR T AL 1) DR A 58 () 2454
bR GPRITRE B RIXFANILZAEIIAZE — MR AERGEKE F, CPRITHZHIR
P2Y 52 A4 RN b 2Bk (1 =4 (CysLT1,CysLT2) B2 4k S5 UIHHIE , & IERR 7 HIl A — M 43 i v &)
30% £ £135% .

[0004]  Z4H 8 1 FEIIZEFIRT - PCR AT R BIGPRITIEHAX M 248 (CNS) H L AR IE
(Ciana%f N\ ,2006,EMBO J 25(19) :4615; BlasiusZF AN ,1998,] Neurochem 70 (4) :1357)
I H S AME O E RS R IEE 2 DT E i SR I g B I B RIS B e TR A
GPR17[RIFPAL, B AT THIN- AR 3t K BEAN[E] S GPR1 7 [R] Fh B g i B AT L TR0 55 41 Jo 7 25 I s 3k
JPI339/ N R IR - TR BB O - KR AP R gt 2 A 28R MR K HIN- R 524k (Blasius
%N ,1998) GPRITAE B HESIM P Fh b 2 i BEAR 57 1) (5 /N RATEK BB R FNRPII & 5L R
3 B12990 % [A] — 1) , X A RERI RRLE 25 R B 5t B /N FIERAR sl i R
FIRFIE .

[0005]  7E& I AR 15 , GPR1 T4 %5 58 9 IR s e A% HF R A LBt B =M (cysLT)
LTCAFILTDA ) S EE 5244 , 4 53 T-3°SGTP v S&E & Hlc AMPI 13 56 L K BA 441 o 4% jli 1%
(Ciana®¥ N\ ,2006,[A]_|) -GPRL7IIRE R UEHE AEAN [F] 1) 40 ffe 5 St rp 324t , 51 4 1321N1, COST,
CHOATHEK29341 i (Ciana%é A\ ,2006, [F] 1) o f5 , — DML A FTIESE T GPR1 718 it JK s i
MR IO (B AR BEE I CysLTHEFE I 5 (recapitulate activation) (Benned-Jensenfll
Rosenkilde,2010,Br J Pharmacol, 159 (5) :1092) . X1 , f 4T F AN i 55 (MaekawaZs A\,
2009 ,PNAS 106 (28) ,11685:Qi%% A\ ,2013,] Pharmacol Ther 347,1,38;Hennens A,
2013,Sci Signal 6,298) & #Efa @ ik GPR17 (1321N1,CHO, HEK293 41 i) [ AN [) 4H it i
H PG W PRI B A% R FICY sLTHIGPR 71 B P . 42 H T GPRITH B BV 1 -
GPR17—5CysLT1 32 AR S RIERT —fF G CysLT1 32 At FL N P M A JlRLTCARILTDAJE
Lo AR, T BN RN AR T IR N HBARIIGPR 71 2538 22 R Th R

[0006]  RFIGPRI7yEPEMI 254 mT HAA &R 9, Pr & bk /8 FH, ) emT FH-F ¥R 97 W
O A 5k i AT HR XL (W02006/045476) , A1/ H T Bl X L i Pk 2 BonfantifE N,
Cell Death and Disease,2017, 8,e2871) .

[0007]  GPRI7iAT BN NS 5 WAL, 92 25 AU a1 OB, BR] b 78 R L A A R
fEIR YT TR EAA1E A (W02011/113032) .

[0008] Ak, A 5EA SR UEE R BIGPRI7TS 5 RE5H I s 72, H H A GPRI7IE T 71 Gt
FUBR A7) v LAAE iR TT SR MR RE T ke 15 a0 22 Jk MR AL SR S8 4545 1 A A0 18
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5% (Chend: N\ ,Nature neuroscience 2009,12(11) :1398-406;Ceruti®$ N ,Brain:a
journal of neurology 2009 132 (Pt 8) :2206-18;Hennen®$ N\ ,Sci Signal,6,2013,298;
Simon et al J BiolChem 291,2016,705; FumagalliZ$ A\ ,Neuropharmacology 104,
2016,82) o L fikys GPRITIRIE A 410 1] 2 5 Jg Joia 4 J iy 4 400 it (OPC) Js 2, AT RHL LA 25 1
BEFHIZ R (Simon&E N, [A] 1) o Rtk , A R A 60 FIGPRITHE 77 Bl A B3l 7 ) 4 e
W AEBERATE B AG HRVayT H BAA EES

(00091 & J LA™ B 1) i 9 2 s 9 R A2 e B8 28 T2 ) 5L 5 R 1), B 2 el T RERE AR
(13 2k GEH RN RE ) AN/ B2 B T SR A REIE B E BOBERE G CF7 I R O B 5 P R
1) o BEEHTE B AT RE A RE A MR B4R R T e fih i A 451 - 4 M I 453477 B0 7
SR BERETE A 00 TT e S BRI AKX A RS (ONS) H AT Re 5 B #HE RAH K.
28 T ESCR o R ) 0 6 22 R MR AL, , AL AR 2 T BB R (BRI ELE S 6 (Devic s) Jiw) , i H
JF AR -EL R (Guillain-Barre) SEGAEAIVF 2 e, 4 R SCik— B4R 1) (&
Z W tnLove,] Clin Pathol,59,2006,1151,Fumagalli%s A\, A L) &R 47 M
B JR IR HE BRI, F SE WU » W <B AR , WL 4 R AEAL (ALS) M1 R&GiZE 48 (MSA) it 5
/D BE R B DIAR DS (B LB InELt1e%E A ,MolNeurobiol 53,2016,3046;Jellinger
FiWelling, Movement Disorders,31,2016;1767;KangZs A\ ,Nature Neurosci 6,2013,
571;Bartzokis,Neurochem Res (2007)32: 1655) o

[0010] 2 A VEAEAL (MS) A2 — i@ VEEAT MR o Tt — PR MEH 5 % Fm, 9l DR
B2 5 40 B 45477 ot e A A e 24 P B R Qe 2k, AT 3 R B AR R G IR I ) R AR AE A
R BIGn, 9557 5 Skw , AN AIAT & i) R, 5 0 AN A A, 0 A NS 2 MR HE
K& AL RAE (BRI Bbf A5 I 8] B HER IR i Gt e 20 o B AR FEEESEAR
A RELEINALIN AR 8] e T R AB = B R8I0 B 38 5 AT AR A7 AE , o il A& 4 il
BRI FE AT R e R AR YR SE E 2 R MR B ST, 2 E K ZF 400,000 A 2
Wr NS, et 23525075 N Al EEAEAESEE 2 M 10, 000 B8 i 91 . 2 KRRl AL AE
R L B2 B = A

[0011] T2 A A AE AL BVE 22 L e BT B , O A R G T BRIk 06
7 I H S AR, I BE R i e i SORE R 73, BEIE R AR B DIRe I 7 18 %
VE o X L G 2 77 24 W O A A8 R ) T SR e B , E AT R BCAT IR O HL
P A, RZEAT 259, tnB- 403, 46 hr BRI 2 6 5is 7 AR A LAVES TR
TR HE AN/ BUAN AR OB I RRE B3 T AN & B AR O i E g . FL e 2%, an p o 2R [ e,
N H A S AN B R B BT Sz i H R rT e S B EEIE A, BRI PRk SR &
fiE

[0012] PRIl s U7 2 — Pl A RN 25, F T 1897 RESE ok, nMs, Aik A T id
RS 2500 2540  BRAR M, SXAF 1 251K Je e a2 ot 5 28 AR/ e a1 3 52 2 i () i 42
TP Bl A R BRI 2 A R ARGPRL 752 ARG 1 F AL 5 A m i 2 X B K
[0013] AT, &40 R D EAE VAT A ROHTIGPRI T

[0014]  W02005/103291%% i N ¥l 7> 75 2k A WE A IR (5-ALA) FIAHE K5 (PBG) 1F N
GPRITHIEECAR , A TF 7 GPRITESN A EIRAE H, IF48 A FHGPRITHBh G I7 #h &2 1
PEIRAE JIGPRITH K 56 (Y T SR, #TE 1K 5 - ALAFIPBG 4 2% A1 Ay AR K, I HAE I
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SE T 5 (M) B A 3 1Y), RO FES - ALARY = A7 Z i BE /R Y el N B = 72 PBGA mMA 6] P, X A
B E PERANE & T s e 5 5 2 TR 9T . b Ak, PBGE — P b ANER e
s G, fE R T8 ARG LR G 1s o) A , A 45 5 AAL BR AR 1S AT br o PRI, 1X 28
BV BESEHET V6 TT B I FAGPRLT I 15 I A A BB 1 A5

[0015] & e A1 & A R S V2 VRN B =@ S RIS LRI R 1, Bl RILE A1 AE
FHT-GPR17524& (CianaZs A\ ,EMBO J.2006,25, 4615-4627) .4RT , b Jo (1) T AE I 5 45 5 %)
FHEFNRFETER (HennenE A ,2013, [7 &) , 1 & 546X GPR17 1) 25 B 22 0] {2
7 JEAL /N (Hennen®s A, 2013, [@ F) KR (OuZ N, J. Neurosci.36,2016,10560-
10573) /DI TANML 734k o O R RFEE 2 0] DU ARGPRL 740t 75 Jag Ak 4 o B8 245 40 475 1fi. Y
MR TR IV FH DR D GPR L7 s B N7 W) Rl A 3 A R/ RSB 7 R e 1 e e A
Ou, [A] |) X Ee2s BA Jjti SCRE 7 GPRITHISHIFI G T NISLRERS Hmit el /1.
[0016] AR, & & 45 A1 =) 45 X GPR17 ¥ S5 A A AE = BE R Va9 (KoseZE A,
ACS Med.Chem.Lett.2014,5,326-330) .5 T WM (&M S EA RL S LHWEENE
Z BN KT e B B B 1) eIk B LS & N RIBIT IR 45 A GPRITZ2 4K b4k, T
EATINE CYSLT1AZ 4 LA 15 FE 5 A1 77, DR G DA fe B FH I e tb S ITE AR N 3R #3110 45

[0017]  US8,623,593 A [ F=Lbng|k - 2- FHIRAE AGPRITI BN 7 S HAE TR ik ial5s h i H
AR, IR LT AR ) 430 A SR SN, I HANIE A IR T BE B Y R 15 anMS H B /&
(1) F WGPRITEVE o JLAh , IX TS GPRITIHE 77 FH T3 & T FL B8 B R B 1 AN B 78 43 3a 3ot 1 ik
e, Btk BAAEMESHEDRTAEAGPRITIHY M. &2 WBagi s AN,
Med .Chem.Commun. ,2014,5,86 1 Kose 25 A\ ,2014,[q] F.

[0018]  WO02013/167177 4% Hi H- b I = f4 3 —%( 4% (benzodiazepine) L& WIMEN
GPRITHEHLH SR, T AT E WA T EALIm G 45 Rk d%, 3F HAR AR ARt A
SRR AR FIE I R N TCVEUESE 124 R 1EZAE /T & R B 1 4E 3 5 B I AT 4] B s e A4
[RIGPRITHEDLHA 5951

[0019]  [AI, 75 2245 5 GPRITHI AR 015 771, tiak (577, Hepe e AP IRGPRI T 14,
Mrade i i I ARG 24

[0020]  MehraZs A (Eur J Med Chem,92,2015,78-90) AFF 7 £ B H KT 2 Bt i
FEBGHMHIE P40 &9, B FE DU R HCR L g 5 (2, 3-bIntbre - 3- RafE i 2 GRSTHI AL
EW20(N- (3,4- “FIRILIH-ME 1% 3 [2,3-b]MLmE - 3- st A% ] , 32 [N- (3,5- HI 4L IR
IH-mEg I [2,3-b] mknE-3-fEmEE] 1 &937IN- (2,5- AL IH-n% 3 [2, 3-b] iLnE -
3- ML) AL A Y43 IN- (3,5- A FE IH-MEng - [2, 3-bI ki - 3- it A%]) X PO AP
FM WAL IITESE ) B S AR B AT S P AE T-Mehra (19 044 W51 Wk 1% O oK 9 3t
— DR BB  Mehra%s NEA $2 AT AT 1% L4k A ) I GPRL 74 14 o A/ s e A 1 4k &
YIFTI6IT7 BESSTE A5 10 AR 4] 3% o M 5, Mehra%s NATF TALE IV NI Pi4
o

(00211  [f$14:

[0022] P& 1E 778 8 1 Joi B 328 W 5 v AR DR 20 R S Jo 240 L jl S R B S AP 8 Tl TR i 12 2
H (MBP) [t 33k o 7E it FH T~ /D SR 4R B AH 4R A (OPC)  Ji5 , 5 B My S/ AR L , A% BA 1)
ey, B R & T-112,1- 185, 1-108F11-116HIIBAMBPFIA .
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[0023]  [E|2.E R T A K KA &Y (T-116) XF HIOPCEEIA (K] BEMS I K FE I 5200 o 78 it F T
OPCJ& , 5 BN NN JE FOPSAHLE AL & 11161555 5 K1 BEFS T o

[0024] K3 R T AE/NRH I N 45 25 JE AR R BB ST - LI I A i 2 5% .

[0025] &4 R 1 7 F$UPLP - Judk @i AT e A 234k 2 e Jm , fE /DR B PR AR IX
B, X1 (B4 1) FIIX 32 (4. 2) HPLP (BEBENEAR1CY)) B934T o 1% B H T I & A K B
A G R A AR Y (S5 R B IRTERIG ) .

[0026] |5 R 1S S Sk - G ol & ) AR BRI AL &4 (T-228) K M4 2= b 2
PR TR /N BR A PLPR IR [ 520 o 78 1) /N BRIkt A7) 2 A 6mg/kg A120mg / kg T-228)5 ,
BB NG AHOCH I PLPAE RS/ BRI X Hp LU AR At AN 40 5 Y 3 5 PRt P 3

[0027] R EAHEIR

[0028] AR EHM K —FAZALE YD, EAT T2 GPRIT IR 5.

[0029] XEEAAEWEA XTI — R4

[0030]
R8

o R9

R10 3‘(‘
[0031] H+h
[0032] X1 WNEKC R7) ,
[0033]  X2J49NH,SEZO,
[0034] X3 ANELC (R12) ,
[0035] R4k &L, HAAUEE AR 3, SRR, BALE AL,
[0036] RS [1%0, 42, WL, C, Jidk,C, JR3E,C, JE,C, ki SUE.C, bedbBist.C
B kAL, C e AR WAL ANC, bt R , b A Joe 2k by 80 AT DA 6 b Ap Y
R—kBZ 0GB B E MR, C, e, 53, SREE B, C e a BN (C,,
B dk) BAEMC,  fe b m F kA L PRI Pk e e b k2 AR s B R &R
MIC, JeddL) , B WA SCHTIARSFIR6— L,
[0037) RG34 Fibk , 15 36 , UL, B RHE L AL C, M C, MK, C, 3K, heR
$E,C, BRI, C, FRMIE,C, JERRE HE,C, ATRMREE, B, C | AT C, | AR, -
ORx, -SRx, -SORX,SOZRX,—ﬂﬁﬁmf—ﬁ%(‘pentafluorosulfanyl) yNRyRzz,- NRyCORx, -
NRyCO,Rx, -NRxCONRyRz , -NRySORx, - NRySO,Rx, -CORx , -CO,Rx, - CONRyRz , H: H1R6 H f] 4>
b Mk B R bR PG AR, R IR AR IR I RO 05 BRI AR R A W A 2
AR B B — AN B 2 AN BRI, ik ik IR B o 3=, FedE , AR, JUEE, B AU,
RIE,C, BTk, 1 AR (C, ) BidE,C, BSUIE (C, ) bidk,C, BRI, C, AeFhbit, 2 I,
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C. o (RIEC, ) 2255, ORx, - SRx, -SORx, SO,Rx, - LB 4t 2L, NRyRz, -NRyCORx, -
NRyCO,Rx, -CORx, ~CORx, - CONRyRz,

[0038]  H.r'Rx,Ry,RzFlRzz MMk H &, C, Kidk,C, Fhke 2&,C, FAMEE,C, IRkt
(C,_o) Wtk , I RIE (C, ) Jehk, O, AR Ie st , C,  AFRBEdE (C, ) bidk , C, (805 FE A Y
B (C ) bidk, ZEEPIRER — DA LU AR B S — A a2 N BRI, frid B
Heik 5 a0 BRI ER e , 3f B Rz LEAN T T

[0039] =Ry MRz Ry MRz 2 5 EA1 —F Prif e M A B 17— n] BUERO7 IR aE 55
TR AR BRI C (238, HEAPER IR ik B a0 _E ik g G

[0040]  BURGAMIRSELRT 5 A I AT IERL A B I I B B6 e 77 ik Bl AR I R, FL R LA
I EH A EEZ RS, OMNIY 2 I 7, 3F B A Brad 36 a] U AR BRI sl — A
2 2 AN BUREE UL,
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2f,11g,11-2g,111,111-2, 1Ila,I11-2a,111b,111-2b,111¢c,I1I-2¢,IV,IV-2,V,V-2,VI,
VIa,VIb,VIc,VId,VIe,VIfERVIg, HAR5 AL, HIEH BUA S AT .

[1362] 5 —AMLIE RIS 7 R AR HIED), B AR T BA &M
Mo, 1,1-2,11,11-2,11d,11-2d,11e,11-2¢,11f,11- 2f,11g,11-2g,1V,IV-2,V,V-2,VI,
VIa,VIbaiVIc, K R7, AL, NE, HH BEPUREMA ST AT .

[1363] 5 —AMLIE RISt 77 R AR HPIED, B AR T BA &M
$e . 17,1-2,11,11-2,11d,11-2d,11e,11-2¢,11f, 11-2f,11g,11-2g,1V,IV-2,V,V-2,VI,
VIa,VIbaVIc, K R7, WARAFELE, o, HH BEPURE AT AT .

[1364]  F—AMLIE RIS 7 W AR HPIED, B AR T BA &M
we,1,1-2,11,11-2,11d,11-2d,11e,11-2¢,11f,11- 2f,11g,11-2g,1V,IV-2,V,V-2,VI,
VIa,VIbaVIc, Horfr R7, NRAFLE, NC, biA R 8 (C, ) be et , ik - . = - =5 H
A, B R WA ST AT .

[1365] 5 —AMLIE RISt 77 R A R H LAY, B EAR T BA &M
Mo, 1,1-2,11,11-2,11d,11-2d,11e,11-2¢,11f,11- 2f,11g,11-2g,1V,IV-2,V,V-2,VI,
VIa,VIbaVIc, HH R7, WNRAFAE, AH A, H H EHUIE WA ST A JF

[1366] 5 —AMLIE RISt 77 R A R I A, B AR T BA &M
we,1,1-2,11,11-2,11d,11-2d,11e,11-2¢,11f,11- 2f,11g,11-2g,1V,IV-2,V,V-2,VI,
VIa,VIbEVIc, Hr R7, tNRAFLE i 3 A, Tk, o, &0 IR, AR, U0 P U
CAGE, L, £ HE B IE, G A, PR D A O, i R S P R TR SR , B R i i AR R
FEmEEL AL, HH BRI AT AT

[1367] 5 —AMRIE RIS 7 R AR H A, B AR T BA M
Mo, 1,7-2,11,11-2,11d,11-2d,11e,11-2¢,11f,11- 2f,11g,11-2g,1V,IV-2,V,V-2,VI,
Via,VIbakVIic, HH R7, W RAFAE, A S AEIESE , J M e 2L , FF 2 e S a2
T hs e, B e BRE A SR A T .

[1368] 5 —AMLIE RISt 77 R A R H I A, B EAR T BA M
Mo, 1,1-2,11,11-2,11d,11-2d,11e,11-2¢,11f,11- 2f,11g,11-2g,1V,IV-2,V,V-2,VI,
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Vla,VIbaVIc, Hr R7T A= H 2, H I BRI WA AT A T

[1369]  F—AMRIER St 77 B RA KA EY), BFEEARTEE MG i
#6.1,1-2,11,11-2,11d,11-2d,1Te,11-2¢,11f,11- 2f,11g,11-2g,IV,IV-2,V,V-2,VI,
Via,VIbEVIc, HH R7, inSRAFLE, NESEE , BAE R B A A 2, A URE A X
Fr Ao

[1370]  F—AMRIER St 77 W KA KA IWEY), BFEEARTAEE &G i
#6.1,1-2,11,11-2,11d,11-2d,1Te,11-2¢,11f,11- 2f,11g,11-2g,IV,IV-2,V,V-2,VI,
VIa,VIbaVIc, HrH RTARELE, ik , H I e AR IE A L AT .

(13711 F—AMMRIER St 77 B LA KA IEY), BFEEAR T AEE FEmmi
#e.1,1-2,11,11-2,11c,11-2¢,11d,11-2d,1Te,11- 2e,I1If,11-2f,11g,11-2g,111,111-
2,1V,1V-2,V,V-2,VI, VIa,VIb,VIc,VId,VIe, VIfa{VIg, HrPR8IE H &, ., 5, W, 6, i
AL, BRI =5 2, B e BB WA LT AT

[1372]  F—AMRIER St 77 B KA KA IEY), BFEEAR T AEE &G i
#e.1,1-2,11,11-2,11c,11-2¢,11d,11-2d,1Te,11- 2e,I1If,I11-2f,11g,11-2g,111,I11-
2,1v,1v-2,V,V-2,VI, VIa,VIb,VIc,VId,VIe,VIfaiVIg, H: R8I H &, &, F &, FEHE
AR A, H BB A S AT .

[1373]  F—AMMRIER St 77 B KA KA IWEY), BFEEAR T AEE &G i
#6.1,1-2,11,11-2,11c,11-2¢,11d,11-2d,1Te,I1- 2e,111,111-2,1V,IV-2,V,V-2,VI,
VIa,VIb,VIc,VId, VIe,VIfaVIg, HrFROME H &, i, &, IR, B, H AU, /0 U A =
SRR, HARE R, W, AR, HHE e B IA ST AT

[1374]  F—AMRIER St 77 B KA KA INEY), BFEEAR T AEE ~Emmi
#6.1,1-2,11,11-2,11c,11-2¢,11d,11-2d,1Te,II- 2e,111,I111-2,1V,IV-2,V,V-2,VI,
VIa,VIb,VIc,VId, VIe,VIfakVIg, HethRONE,, HH B BRI A ST A TF.

[1375]  F—AMRIER St 77 B KA KA IEY), BFEEAR T AEE FEmmi
#6.1,1-2,11,11-2,11a,11-2a,11b,11-2b,11c,II- 2¢,11d,I11-2d,11e,11-2e,11f,11-
2f,11g,11-2g,111,111-2, IIla,II11-2a,I11b,I11-2b,111c,III-2¢,1V,IV-2,V,V-2,VI,
Vla,VIb,VIc,VId,VIe,VIfEVIg, HrPRITEH S, B, &, 53, M, B AL, G PP A8 0, /P 0,
TG 2, Ui =5 2k, H Lkt B &, FE SRS, g0 400 P 2 3, ORI, B
HEBARRE A ST AT

[1376]  F—AMRIER St 77 B KA KA EY), BFEEARTEE &G i
#e.1,1-2,11,11-2,11a,11-2a,11b,11-2b,11c,II- 2¢,11d,I11-2d,11e,11-2e,11f,11-
2f,11g,11-2g,111,111-2, IIla,I11-2a,I11b,I11-2b,111c,I1I-2¢,IV,IV-2,VERV-2,H
FIX3J9C-RI2MIR1 21 H 2, 980 5 8, i, FRARCHE, PR, A 460 (C ) e, e =3 T 3, B
FEARIE A A, FEGE , BB AR UIA ST A  AERE LG 1 St 77 2, R12 9 A
%

(13771 F—AMRIER St 77 B KA KA IEY), BFEEAR T EE MEmmi
#6.1,1-2,11,11-2,11d,11-2d,11e,11-2¢,11f,11- 2f,11g,11-2g,111,111-2,111a,I11-
2a,111b,I111-2b,111c,III- 2¢,IV,IV-2,V,V-2,VI,VIa,VIb,VIcHIVId, HrhR6A[E T
A, BB MA ST AT
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[1378]  F—AMMRIER St 77 B RA KA INEY), BFEEARTAEE &G i
4. 1,1-2,11,11-2,11d,11-2d,11e,11-2e,11f,11- 2f,11g,11-2g,111,111-2,111a,I11-
2a,11Ib,I111-2b,111c,III- 2¢,IV,IV-2,V,V-2,VI,VIa,VIb,VIcHIVId, HHR6:E H
B I EE PRI R R AP AR R ORI BRI C bt B AR BB IR,
P, R BRI BRI R 3, , 3t Sk, nae oy, FR R S At g 0 , R DLt i RO BA P 32
HE AR AR AT

(13791 F—AMMRIER SLTt T B KA KNG, BFEEAR TR BA 40
ritk&49:1,1-2,11,11-2,11d,11-2d,11e,11-2e, IIf,I1I1-2f,11g,11-2g,111,111-2,
I1la,I11-2a,111b,111-2b, IIIc,III-2¢,IV,IV-2,V,V-2,VI,VIa,VIb,VIcHIVId,3
REIE H 6, &, 1R, AL, IS, 258, 2k, BRI 38, % 38 RS0, 2- ey, 3 -1y, —
A, e BURE A SO ATF.

[1380]  — MLk SLiti 7 S0 A K AL &, BFREEAR T EE F4EM:1,
1-2,11,11-2,11d,11-2d,1Te,11-2¢,11f,11-2f, IIg,11-2g,111,111-2,111a,I1I-2a,
II1Ib,I11-2b,111c,I11-2¢, IV,IV-2,V,V-2,VI,VIa,VIb,VIcHIVId, HHR6 AL ¥, H
HE BB A ST AT

[1381]  F—AMMRIER St 77 B KA KA IWEY), BFEEARTEE FEmmi
4. 1,1-2,11,11-2,11d,11-2d,11e,11-2e,11f,11- 2f,11g,11-2g,111,111-2,111a,I11-
2a,111b,111-2b,111c,I1I- 2¢,IV,IV-2,V,V-2,VI,VIa,VIb,VIcHIVId, HHR6Ky &, H
HE BB A ST AT

[1382]  F—AMRIER St 77 B KA KA EY), BFEEARTEE MG i
#6.1,1-2,11,11-2,11d,11-2d,1Te,11-2¢,11f,11- 2f,11g,11-2g,IV,IV-2,V,V-2,VI,
VIa,VIb,VIcAIVId, HAR6IEH K%K, B3, C hidk,C Sk, C, FALTEMC, Ik
FEAURE, LA B AT DT e M ek AR B SR IR C e SR R I B R AUAR

[1383]  F—AMRIER St 77 W KA KA EY), BFEEARTAEE FEmmi
#6.1,1-2,11,11-2,11d,11-2d,1Te,11-2¢,11f,11- 2f,11g,11-2g,IV,IV-2,V,V-2,VI,
VIa,VIb,VIc, FeHiR7 1% H &, 0 3R, B, C, bedk, C Sk, C, JALEHEMC, Fh fidk
SR LA B AT DA 228 M 328 AR IR SRR IR C e 3 R B AR

[1384]  F—AMRIER St 77 B KA KA INEY), BFEEARTAEE FEmmi
4. 1,1-2,11,11-2,11a,11-2a,11b,11-2b,11c,11- 2¢,I11,111-2,1V,IV-2,VFIV-2,Hr
X3HC R12) , A EH REEWMASHT AT

[1385]  — MLk SLiiti 7 S0 A K B AL &4, AR EAIR T R0 BLesEM - 1,
1-2,11,11-2,11a,11-2a,11b,11-2b,11c,11-2¢,111,111-2,1V,IV-2,VAIV-2,F1X3AN,
HHEERAIEDA LA

[1386]  F—AMRIER St 77 B KA KA EY), BFEEARTAEE FEmmi
$6.1,11,1Ta,11b,11c, ITTERIV, RS, R1I0F0 RI1HR [ 2 /D —ANR[E F E A0 A BRI K¢
5,

[1387]  F—AMMRIER St 77 B RA KA EY), BFEEARTAEE FEmmi
$.1,1-2,11,11-2,11a,11-2a,11b,11-2b,11c,I1- 2¢,11d,11-2d,11e,11-2¢,111,111-
2,111a,111-2a,111Ib,I11I- 2b,I1V,IV-2,V,V-2,VI,VIa,VIb,VIc,VId,VIe,VIfE Vig,}
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IR0 F &, i, 50 IR WL, C ke ks, iR (C L) Je 3, PRIETR (C, ) bidik, C, el , AR
B, CEEE, RS, AR (C, ) bedk s EE DU (C, ) bR , R B (C, )
Bed B (C ) bl dE, R, JUEE AL, B R, s b B AT 2k, HOL SR an A se
TIAPI

[1388] 55— MLILI SEiti T W ARG E Y, BFFEAR T BA TS50
$6.1,1-2,11,11-2,11a,11-2a,11b,11-2b,11c,I1- 2¢,11d,11-2d,1Te,11-2¢,111,111-
2,11Ta,111-2a,111b,111- 2b,IV,IV-2,V,V-2,VI,VIa,VIb,VIc,VId,VIe,VIfEE Vig,
HRI0ME H X 3, §UEE, C, JidE, C, JidE, C, Ik, C ek gk, C, FALeHEMIC, FAkt R4
B, 1% H AT DRI H R B AT AL C, b S B ) R B A

[1389] 55— LIk SEiti 7 R A KW HIGEY), BFFEAR T BA TS50 8
$6.1,1-2,11,11-2,11a,11-2a,11b,11-2b,11c,I1- 2¢,11d,11-2d,1Te,11-2¢,111,111-
2,11Ta,111-2a,111b,111- 2b,IV,IV-2,V,V-2,VI,VIa,VIb,VIc,VId,VIe,VIfEE Vig, &
HR103E B FAE, FUAE B, o 3, B AL, CFuE:, Tl el , O EE, o A, =
AR, ZHE A =T JE, BB A SR A TF

[1390] 55— LIk SEiti 7 R AR KW HIGEY), BFFEAR T BA TS50 8
$6.1,1-2,11,11-2,1Ta,11-2a,11b,11-2b,11c,I1- 2¢,11d,11-2d,1Te,11-2¢,111,111-
2,11Ta,111-2a,111b,111- 2b,IV,IV-2,V,V-2,VI,VIa,VIb,VIc,VId,VIe,VIfEE Vig, &
HR10AFIE , FUAE O, FUk 2 B a F UL A S, B e BUREE AR A T

[1391] S — LIk SEiti 7 2 AR KRG E Y, BFFEAR T BA TS50
$6.1,1-2,11,11-2,11a,11-2a,11b,11-2b,11c,I1- 2¢,11d,11-2d,1Te,11-2¢,111,111-
2,11Ta,111-2a,111b,111- 2b,IV,IV-2,V,V-2,VI,VIa,VIb,VIc,VId,VIe,VIfEE VIg, &
HR10A %, HH BB AT AT

[1392] 55— MLk SEiti 7 2 A KRG EY, BFFEAR T BA TS8R
$6.1,1-2,11,11-2,1Ta,11-2a,11b,11-2b,11c,I1- 2¢,11d,11-2d,1Te,11-2¢,111,111-
2,11Ta,111-2a,111b,111- 2b,IV,IV-2,V,V-2,VI,VIa,VIb,VIc,VId,VIe,VIfEE VIg, &
HR10A5, HIH BRI A ST A TT

[1393] S — LIk SLiti 7 2 A KRG EY), BFFEAR T BA TS5 88
$6.1,1-2,11,11-2,11a,11-2a,11b,11-2b,11c,I1- 2¢,11d,11-2d,1Te,11-2¢,111,111-
2,11Ta,111-2a,111b,111- 2b,IV,IV-2,V,V-2,VI,VIa,VIb,VIc,VId,VIe,VIfEE VIg, &
HR104R , HH BRI MA ST AT

[1394] 55— MLIL SLiti 7 2 AR HIMGE Y, BFFEAR T BA TS5 88
$6.1,1-2,11,11-2,11a,11-2a,11b,11-2b,11c,I1- 2¢,11d,11-2d,1Te,11-2¢,111,111-
2,11Ta,111-2a,111b,111- 2b,IV,IV-2,V,V-2,VI,VIa,VIb,VIc,VId,VIe,VIfEE VIig, &
HIRIO HL - - B =, BB R A ST A T .

[1395] 55— LIk SLiti T 2 AR KW HIMGEY), BFFEAR T BA TS50 8
$6.1,1-2,11,11-2,11a,11-2a,11b,11-2b,11c,I1- 2¢,11d,11-2d,1Te,11-2¢,111,111-
2,111a,111-2a,111b,111- 2b,IV,IV-2,V,V-2,VI,VIa,VIb,VIc,VId,VIe, VIfEVIg, Jr
R1049 5 £ %4 (-0CH,CHF,) , B EBURE A S AFF.

[1396] 55— MLIL SLiti 7 2 A KRG EY), BFFEAR T RA TS50
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$e,1,1-2,11,11-2,11a,11-2a,11b,11-2b,11c,11- 2¢,11d,11-2d,1Te,11-2¢, 111,111~
2,111a,111-2a,111b,I11- 2b,IV,IV-2,V,V-2,VI,VIa,VIb,VIc,VId,VIe,VIfEy VIg,H
HIR109 = L (-0CH,CF,) , HILE R INA ST A T

[1397]  F—AMRIERI S 7 R AR HPIED, B AR T BA &M
$e,1,1-2,11,11-2,11a,11-2a,11b,11-2b,11c,11- 2¢,11d,11-2d,1Te,11-2¢, 111,111~
2,111a,111-2a,111b,I11- 2b,IV,IV-2,V,V-2,VI,VIa,VIb,VIc,VId,VIe,VIfEy VIg,H
HR10M 23, H I e BRI WA SCRT A FF o

[1398] S — ALk St 7 S0 AR R BB &4, FFRR10E B AR AR AL, AU
O AN, CRER R, RO, R RNE, R R, PRI, H
AENIEER, LRI B, CEIENIREL, FERE RS, FASEN I, B E 3,
HAH 3 258U AR IR , R BE , R AU, 5 SETN S R AT S S R 4
B, HE AR ER Z ka1, B ERUREImA ST AT

[1399] S —AMRIE B SLitE 7 S0 RA K B G4, A R10 F AR T 28 8R40 4
BN HE, HHEBUREE A ST AT

[1400] 53— ANKERIOLIE B S8 0T S8 08 ROAR R AL &P, tn A S il — 28 #R iy, Horh
RS, RIOMIRTTIAN A T4, A e B IASTT 2~ TT-

[1401] S —ANFp ORI 0 St 5 R0 R A R HBIGE Y, BFEEAR T AR FAEH
[RIRLE . T, IT, TTTERIV, A SOt — SRR, Hoh R6,R8AIRIOAFAE T4, HIL e B
MRS AT

[1402]  S—ANFp ORI I St 7 R0 R AR R HBIGE Y, AR EAR T BA AL
(PR T, 1T, TTTEIV, anASCHE—BHIAR R, o R6,R8,RIOFRI 14 HAE T4, HHE
HAREE AR SCRT AT

[1403]  S—ANsiti 7 R KA K LG, WA SCHE— iR i, . R5, R6FIRTH
2 D—ANAFETA B EBRE WA A F.

[1404] 55— SLitihy R0 RA K B G, A SCHE— DR, . HR6ARTHF &
S ANAREFE, B EBRE A SR AT

[1405]  F—ANsiita 5 i e A R TTTE ML &Y, AR SCE— DR &1, HHR6 A
REHF ) & /b — AR F A, B e R A ST AFF,

[1406]  FE—AMRIER)SEHE T S, SEAR KRB AL G4, R10LL KRS, R6FIRTHI[1) 2 /b —
AR FE BT HE | A SCE— 0w A [

[1407]  FE— AL St 7 S, fEAR R AL G900 REFIR10AN [A] T4 Hd 7 th ik
H WA — 0w SRR

[1408] £ —AMLIL ) SEt T b, FEAR R A&, R6,R10LL J R8FIRT 1) 22 71>
—MARITE B H A SO E X A

[1409]  7E— ML St 7 b fEA K AL G99 ,R6, R8F1 R11AXEBANA T4, A
GV 11w = B/ 1P NS i s A= G N B 1 B

[1410]  7E—/MRIEM ST B EAR K-S Y+

[1411]  (a) R5,R6FIRT, W SRRTAFAE, H I 2D — A, i

[1412]  (b) R8,RI0FIRI1H ) E/b—A
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[1413]  AN[EFH .

[1414]  FE—/MRIERI ST B, FEAR K BG4 ,R6,RT, WA {775, R8,R1I0FIR11
AN T B e AN A S — P X AR

[1415]  FE— AL SERt T b, EAR R A& R4S, F1 R6,R8,RIOFIR1 14>
AN T B ik 5 AR sct—2bw U .

[1416]  FE— MR S 77 R, FEAR R HIALA )+ R4, REAIR9 4B EL, FIR6,R8
FRIOA AN A T A B ok 5 WA Scdt— 0 5] .

(14171 fE— Rk St 77 S, FEAR R LA+ ,R4,R5,R9 FIR12, WIERAFAE , 4=
HONE, ARG, REFIRIOA A A T Bl 7k B anAScdt—0 e M EH .

[1418]  #E—/MRIERI S 7 B TEAR K AL &P RAFIRL2, 40 SRAFAE , 35 94, R5
AR AT H S ELHR  FIR6 ,R8, R1I0FT R1 1A EBANA T & H AR btk H 4 A Sk — 2 e X
(1 3E 4]

[1419]  FE— MRk St 77 S, FEAR R HIALA )+ ,R4,R5,R9 FIR12, WIERAFAE , 42
A, FIR6,R8, RIOFRI LA EAF T & H AT B anA st — 208 M E A

[1420]  7E—/MRIERI ST B FEAR K AL &P RAFIRL2, 40 SRAFALE , 35 95, R5
FIROM A7 b 9 S B 6L, FIR6,R7,R8,R10 FIR114s¥ANE T H AR S ik [ nA it —25 ¢
PEINE- Sz

[1421]  #E—/MRIER ST B TEAR K AL &9 ,R2,R4, R5,RIFARIZ, WIERAFAE,
2 NE, FIR6,RT,R8, RIOFRLL A=A [F] -5 HASZ %k B anA st — 28 8 R
[1422]  F—AMRIE RIS T R AR HPIED), B AR T BA &M
Be . T,TT, TTTERIV, H P RAFIRGIYNE RO B, X3 HCR12, ROFIRL 1 ¥3k H 1% 25, fhi%k
B, FNH AL, R10 0 A, &, 3 I, 08 B 2, B AR, O AL, O, 3O
B, =R ORI =5 PR, FIROFRI 2 N A

[1423]  S—ANFe ORI I St 7 80 R AR R HBIGE Y, AR EAR T BA AL
AREE . T,11,1Ta, ITb, ITc, ITTELIV, A — BHRARET, HAHRSFIRIE EA 1 AT IERH
W2, 1,3- 2 FFme — e, HH e BB A ST A T AR 1% S 5 i — AN J7 T
R10, RILFAR124=3H4 .

[1424] 55— ANFe ORI I St 7 800 R AR R BIGE Y, BFEEAR T AR FAEH
[RIARLEE: T,1T, 1Ta, I1b, ITc, ITTERIV, inASC#E— SRR, HPRIOFIRIL BEATHTERR
W2, 1,3- 2 FFme — e, HH e BB A ST A T  fE 1% S 5 i — AN J7 T
RIOAT RITMNE HRIZNE, LA .

[1425] S —AMRER SLit 7 200 LA K S BEFEEAR T RE N4
w6, 1,1-2,11,11-2,11a,11-2a,11b,11-2b,11c,11- 2¢,11d,11-2d,1Te,11-2¢,11f,11-
2f,11g,11-2g,111,111-2, 1Ila,I11-2a,111b,111-2b,111¢c,I11-2¢,IV,IV-2,V,V-2,VI,
Vla,VIb,VIc,VId,Vle, VIf&VIg, HLEE WAL AT GV —HFRiIm IR 71
fir B EA S AR OFEA R AR AR BRBIESL ], 7R A ST A TR A6 - S -N- [2- % -
4- (AR ZK3E] - 1H-IEms 5 (2, 3-bl ke - 3-fmEAZ  , S AR I 20— A1 LU
&Y B CFREA B RN AT LA A E Y R PR R AN S A T AT -
6~ -N-[5- (FIEH IE) -3- 96 -6- FH S FEME e -2-FE ] - TH-M5] W - 3 - R i o 0 3T A el —
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TR PR AT - E RN R, R — R P8 A& R PET B4 I X R R i
T ASOHR I & mA & X 5 PRI AL S e] % FIEPET R 5571

[1426]  F—MLE) SLit 7 0 A A KA EEFEAR T BE T4 M008
#6.1,1-2,11,11-2,11a,11-2a,11b,11-2b,11c,II- 2¢,11d,I11-2d,11e,11-2¢e,11f,11-
2f,11g,11-2g,111,111-2, IIla,II11-2a,I11Ib,I11-2b,111c,III-2¢,1V,IV-2,V,V-2,VI,
VIa,VIb,VIc,VId,VIe,VIfEVIg, HAREAEMMA ST R R E a5 2 —AC
[l fir % X e & CHIAL STk F VEPET/R 5771 o

[1427]  F—UE SLit 7 0 LA KA EMEFEAR T BE T4 0008
#6.1,1-2,11,11-2,11a,11-2a,11b,11-2b,11c,II- 2¢,11d,I11-2d,11e,11-2e,11f,11-
2f,11g,11-2g,111,111-2, IIla,I11-2a,I11b,I11-2b,111c,III-2¢,1V,IV-2,V,V-2,VI,
VIa,VIb,VIc,VId,VIe,VIfEVIg, HLIEE WA R FHyrrEassb—14
I T e P TR A AR AR S ], FE A ST A TR S YIN- (4-FRE AR IE) -5- Tt -
TH-FHE % 3 (2, 3-bI Ak mE - 3- R Ao, AT LU el 20, 20T e P T R R AR 3 X R R T
A TR T S A Y X e 55T, P Ta P ik ST ik B VESPECT R EE 7o
[1428]  — ANt T7 SR S AR SCEAR A FF AT — FhA R BRI

[1429] AR SEHETT S0 ik 3 UL R 4 &4«

[1430]  6-%(-N- (4- LB FEATE) - 1H- V5| Wk - 3 - ek Pt e

[1431]1  6-5(-N- (5-FUIEMLIE -2-F%) - 1H-Mg| W - 3- Tk Ji

[1432]  7-&(-N- (4-5-2,5- 5 OKIL) -6- (FFIE P RAEIL) - 1H- 05|k - 3 - ik i

[1433]  6-%(-N- [3-96-5- (AL JE) mb i - 2- Jk ] - 1H- s Wk - 3 - ek ot i

[1434]  6-%(-N- (5-fL-3- I FEnL A - 2- FK) - 1H- W Wk - 3- ek o e

[1435]  N- (4-5-2- % IKFE) -6- (=G H L) - 1H-W5|Wk - 3 - fisi ok e

[1436]  N- (2,5- 9 2K3E) -6- H 3 - 1H- W] Wk - 3 - il ok i

[1437]  N- (4-5-2- 3R HE) -6- (VUM -3-5) - TH-MLng JF: (2, 3-b] Ak mE - 3-fif M
[1438]  6-F(-N- (4-8-2,5- “HORHEL) -7- (MEwE-3-28) - 1H- 5|k - 3- T i

[1439]  N-(2,2,6- =% -1, 3- 2K HF ZRUAFA A -5-55) - TH-MLg I [3, 2-h] wEmpk - 3- sk
i

[1440]  6-%(JE-N-(2,2,6- =5~ 1, 3- R FF A NI G -5-58) - LH-I5|Wk-3- T %
[1441]  6-%(-N- (7T-FHE-2,1,3- S FHME k-4 -J5L) - TH- W)W - 3- i Pt e

[1442]  N- (2,1,3- 30 W -4-35L) -7-J8 - 1H- W5 - 3- Fisk Pk e

[1443]  N-(2,1,3- K FFME M -4-FE) -6- B 483 - 1H- 5] Wk - 3 - Tl ok i

[1444]  6-G(-N-[2,5- "% -4- (ERE -2- FEFE A 0E) 2RI ] - TH-Mg| P - 3 - sk Pt iz

[1445]  6-%(-N- (3-%-5- F JEm g -2-35) - 1H- L& 31 [2, 3-b] ALIE - 3- Reli ok i

[1446]  N- (4-5-2- 9L -6- B-FRFER - 1-45-2-55) - 1H-mEng I [2, 3-b Ak mE - 3-fifkk
iz

[1447]  6-5-N- (7-9-2,1,3- AR FFME -4 - FL) - 1H- 15 Wk - 3 - il Fok it

[1448]  N- (2,5- 5 ARE) -6- (F IEREMESL) - 1H- 5]k - 3 - i Pt i

[1449]  N- (4-FFE-2,5- “HIEIL) -6- (2- FHEIE L5 FL) - 1H- V5| Wk - 3 - Rl ok fi&

[1450]  N- (4-5-2,5- "5 AH) -6,7,8,9- VA - 1H- K I [g] W51k - 3 - Rk Pk e
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[1451]
[1452]
i Pt e
[1453]
[1454]
[1455]
[1456]
[1457]
[1458]
[1459]
[1460]
[1461]
[1462]
[1463]
[1464]
[1465]
[1466]
[1467]
[1468]
[1469]
[1470]
[1471]
[1472]
[1473]
[1474]
[1475]
[1476]
[1477]
[1478]
[1479]
[1480]
[1481]
[1482]
[1483]
[1484]
[1485]
[1486]
[1487]
[1488]

6-F-N-{2-9-4- [ (1E) -3- IR - 1- 0 - 1 - JE ] AR FE ) - 1H- Mgl - 3-fisi g i
N-(2,2- 75 -1,3- I “H AN KM -4-38) -5-l- TH-me g H: [2,3-bI itk me-3-

6-50-N- (4,6- &UMLIE -2-3L) - 1H- V5] - 3- il ok fiie

6-5-N- (2,3~ U ARHL) - 1H- 5] - 3- Fsf ok e

N- (2- 38 -4-BORIE) -6- (5 28) - 1TH- M|k - 3 - T Pt fie

N- (1, 3-FFF AR I -4-FE) -6 FF 3L - 1H-Mg| Wk - 3 - fil 5k i

6-50-N- (2- 5K 3L) - 1H- 5| Wk - 3 - fik ik i

5 -N- (4-FFEIRIE) - 1H- M|k - 3 - T gk fie

N- (4-1R1-2,5- "4 AREL) -6- 5 - 1H- 5|k - 3 - ik i

6% -N- (4-FHE-2,5- ZHARHL) - 1H-g]W - 3- FRf ok e

6-5-N-[6- (FUIEF L) -3-5(-6- FH S SR - 2- J5 ] - TH- 15[ - 3 - ek gk e
N- (4-5-2,5- &K - 1H-MEn% IF: (3, 2-h] wEmpk - 3 - ik fiie

N- (4-JR-2,5- &KL - 1H-MEn% IF (3, 2-h] wEmpk - 3 - il fiie

6-5-N- (4-%-2,5- 5K - 1H- MWk - 3- Tt i

6-50-N-[4- (ZHFFEEL -2,5- ZHIRHE] - 1H- 15| - 3- Tk iz

N-[4- EIEEHIE) -2,5- F ] - 1H-ME g I [3, 2-h] mnpk - 3 - Rk Pt e
6-¥-N-[3,6- 5 -5- (3- AR BE P 2E) MEmE -2- 25 ] - TH- 5]k - 3 - Fef ot i
N- (5-¥-3,6- " 4RHLnE -2-5) -6- 5 - 1H- 15|k - 3 - ik fi

N- (4-JR-2,5- KK -6-50- 1H-MLg 3 [2, 3-bIMLnE - 3- sk Pk iz

6- 5 -N- (5-5-3- 9 -6- F S LML e - 2- F8) - 7- 5 - TH- |1k - 3 - T Pt fie

N- (4-5UFE-2-FUFEIE) - 1H- 2K 3 (] 5] - 3- hsk ik iz
6-5-N-[3,6- % -5- (3- AR BE T 2E) MEmE -2- 25 ] - TH- 5]k - 3 - Fef ot e
5-YR-6-5-N-[5- (B EL) -3-%(-6- FH A FEMLmE -2- 28] - TH- 5[ Wk - 3- s T fi
6- % -N- (5-5(-3,6- _FUMLHE-2-3E) - 1H- 5| Wk - 3- T Pt i

6- % -N- (4-5(-2,5- ZFARIE) -7 56 - 1H- W5 Wk - 3- he Pt fi&e

N- (4-8F-2,5- RAEL) - 1H-Z85F [g] Ik - 3 - Tk A

N- (5-%50-3- % -6 FI AR JE A g - 2- 58) - TH- ZE 3 [ V5 W4k - 3 - sk e
T-¥R-6-5-N- (5-F-3- % -6- H A JEME e - 2- 55) - TH- M|k - 3- T fr
6-50-N- [4- (FUREFAEED) -2,5- K HE] - 1H- 15| - 3- Tk fize

N- (5-5-3-%0-6- FF LML - 2-38) - 1H-EI% 35 [3, 2-h] wEmpk - 3 - fif e e
6- 5 -N- (4-FUHE-5- 95 -2 - HH AU R JL) - TH- Mgl Pk - 3 - T Pt fi

6-5-N- (5-%-3- (-6 F LML NE - 2- 3) - 1H- MWk - 3- Tt fie

6-%-N- (5- £ HE-3,6- ZRMLRE -2-F5) - TH-Mg[PRk - 3 - T Pt fi

6-50-N-{5-[ () -2- LA I L IR ] -3,6- ZRAMLNE-2- 3L} - 1H- WM - 3-Fiff ok fi
6-5-N- (4-5-2,5- R -7 H A IE - 1H- W5 - 3 - T

6- 3 -N- (4- 20 -2- AR IE) - TH-Wg| W - 3- Tl 5k Ji

3-(6- {[ (6-% - 1H-Mg|Wk-3-3) MM AL ] S L) -2, 5- —HUbie -3-55) NI 41
6-F-N-[2,5- =9t -4- (L) 2R3E ] - TH-Mg| W - 3- Tk Ji
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[1489]  6-¥-N-{3,6- =9 -5-[ (1E) -3-FHA BN - 1- M5 - 1 - FE ] ML AE -2- 55} - 1H-Mg] Pe-3-
Ttk Pt e

[1490]  6-%-N-[5- GRIEHIE) -3-%-6- FH ML e - 2- 9k ) - 1 - 2R FF ey - 3- TG %
[1491]  N-(2,1,3- 3 e -4-3L) -6-JR - 1H- 15| - 3- fisk ik e

[1492]  6-%-N-[4- (2,2- “HLEI) -2,5- ZFARIE] - 1H- M|k - 3- Tk i

[1493]  (2E) -3- (6- {[ (6-% - 1H-MgWk-3-FL) M eIt 1 (0t} -2, 5- ke -3-28) N-2-
&R L. T

[1494]  N- (5-5-3-FMLNE -2-5) - 1H-4 5 [g] Wk - 3 - ikt e

[1495]  N- (4-5(-2,5- & REL) -8- (ZH L) - 1H-ME R FF (3, 2-h] wemph - 3- e i
[1496]  6-%(-N- (4-&-2,5- %K) - 1H-MEms I (2, 3-b] e - 3- Tt i

[1497]  6-%-N- (5-F-3- 9 -6- LML NE -2- %) -7- F S0 0k - TH-Mg| W - 3- et Ji%
[1498]  6-G(-N-[5- (FUIEH L) -3-98-6- FH S JEMERE -2- 28] -7 -5 - TH-P5| Wt - 3- T Ik fix
[1499]  6-&-N- (2,5- "% -4-BAEIE) - 1H- 15|k - 3- Rl i

[1500]  N- (4-F2&-5-%-2- AR - 1H- I [g] MWk - 3- Tt i

[1501]  N-[4- (FEEFH AR -2,5- %R ] - TH-MEn% - [3, 2-h] mEnbk - 3 - fif ik fi

[1502]  N- (4-FHE-2,5- G AR -6- (S L) - 1H- 5|k - 3 - R i

[1503]  6-%(-N- (6-%-2,1,3- 7 HME W -5-J) - 1H- M| Wk - 3- i Pt e

[1504]  6-G(-N-[4- (ZHFER) -2,5- ZFARKE] - IH-MEMEIE[2,3-bIMLne -3- 1 I fi
[1505]  N- (2,1,3- KAl Wk -4-35) -6-5 - 1H-M5| Wk - 3- T Pk i

[1506]  6-%(-N-[2,5- 96 -4- (o AR) JR5E] - TH-Nkng 5 (2, 3-bI b e - 3-fisi e iz
[1507]  6-5(-N-{3,6- =9 -5-[ (1E) -3-FH A BN - 1- M5 - 1 - FE ] ML AE -2- F5) - 1H-Mg] Pge-3-
Ttk Pt e

[1508]  6-%(-N- (4-FFL-2- A IE) - 1H- NG|k - 3- fli ok i

[1509]  6-%(-N- (2,5- & -4- H JEIRIEL) - 1H-M5|Mk - 3 - Fek ik g

[1510]  6-%(-N-[5- (2-Z A ILZIE) -3,6- - FALNE -2- 5] - TH- 15| - 3 - sk ok ik

[1511]  6-5(-N- (5-5-3,6- " ANE-2-3E) -7- F A8 3k - 1H- NG|k - 3 - fif ik i

[1512]  N- (4-FFE-2-F L) -6- (MEmsy -2-FK) - 1H- 15 W4k - 3- Rel Pk e

[1513]  6-50-N- (4- ZHedk-2- G K IE) - 1H- V5|1V - 3- Fifl ok e

[1514]  6-5(-N-[3-%(-5- (=5 25) MLme - 2- 2] - 1H- 0|k - 3 - s Pt fie

[1515]  6-G-N- [2-5-4- (=50 5E) JR Ak ] - 1H- 15[ - 3- Rt i

[1516]  7-1R-6-5(-N- (4-FIE-2- G K IL) - 1H-15]IM% - 3- il ok e

[1517]  6-JR-N- (4-FFE-2- AL - 1H-MEREFE (2, 3-b] ML nE - 3- i ot %

[1518]  6-%(-N- (4-FFE-2,5- G FKIL) - 1H-M5|Wk - 3 - fil Bk iz

[1519]  6-PH-N- (2- 98 -4- T HL) - 1H-Atng 3 (2, 3-b] At g - 3 - Tk i

[1520]  N- (5-R -6~ -3- H SE Stk e - 2- %) -6~ 5 - 1H-M5[ e - 3 - g i iz

[1521]  6-50-N- (2- %6 -4-BHIKIE) - 1H- 05|10 - 3 - i ik e

[1522]  6-%(-N-[5- GFIEH L) -6- 5 -3- H A SENE e - 2- 25 ] - TH- M|k - 3 - sk fr

[1523]  6-JR-7-5(-N- 4-5-2,5- AR - 1H- 5|8 - 3- Tk ok ik

[1524]  6-JR-N- (6-%8(-2,1,3- ZJF18 —M-5-J) - TH- 15|10k - 3 - i Pk fie
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[1525]
[1526]
[1527]
[1528]
[1529]
[1530]
[1531]
iz

[1532]
[1533]
[1534]
[1535]
[1536]
[1537]
[1538]
[1539]
[1540]
[1541]
[1542]
[1543]
[1544]
[1545]
[1546]
[1547]
[1548]
[1549]
[1550]
[1551]
[1552]
[1553]
[1554]
[1555]
[1556]
[1557]
[1558]
[1559]
[1560]
[1561]
[1562]

N- (4-VR-2,5- G IL) -6- FF 4035 - 1H- 15|16 - 3 - Rk o i

6- YR -N- (4- T -2- FORIE) - TH- 5|1k - 3 - T Pt fie

6- 0 -N- (4-FHE-2- 5 - 5- AR IR AIE) - 1H- 5|k - 3- ik fi

N- (5-5-3,6- FMLnE -2-3) - 1H- 2K FF [g] W] - 3 - Tl I i

6- S HE-N-[5- GILH ) -3- 5 -6- H S LML e -2- 56 ] - 1H-W5| ok - 3- T k%
6-5-N-[3,6- 5 -5- (2-F L) MEnE -2- 58] - TH- Mg Ik - 3 - T Pt fie

6-5-N- (6-%8-1-F 3 -3- A0 -1,3- =5 -2- A FFRRMG -5- ) - TH-Bg[R - 3-fif ik

N- (4-%0-2,5- Z5RHL) -5H- [1, 3] ZURIA M I (4, 5- £k - 7- R i
6- ¥ -N- (5-5-3- FULNE -2-3L) - 1H- 15| - 3 - Ff Pt e

N-[4- GRIERSEIE) -2,5- “HIKIE] -6- (o F L) - 1H-H5| Wk - 3 - Ff i
N-(2,1,3- R HFmE M -4-J) - 1H- 2K [g] W]k - 3 - Fek ot e

6- ¥ -N- (4-5-2- FAEL) - 1H-MErg I [2, 3-bIMLnE - 3- Rk A%

6-5-N- (4-&-2,5- @A) -7- (2,2- “F LA - 1H- 15|10k - 3- Pk fie
6- YR -N- (4-FIEAIL) - 1H- W)Wk - 3- Rk ot fiie

N-(2,1,3- KM e -5-J) -6- 75 - 1H- M5| Pk - 3 - Fss P i

N- (4-F2E-2-F K IE) -6- (-2-2) - TH- M|k - 3 - T Pk fie

N- (4-FFE-2-FIEIL) -6- (ZF T IE) - 1H-M5]0E - 3- fif ik i

N- (4-F-2,5- FAEL) -6- F A8 - 1H- 15| - 3 - Rk it e

N- (4-VR-2,5- 9 A IL) -6- FF 4RI - TH-mEg 3 (2, 3-b] nH i - 3 - Rl i i
6- % -N- (5- L Jfdk-3,6- ZHUILIE -2-F%) - TH-Mg| W - 3- Tl Bk Ji

N- (4-¥-2,5- Z50RAE) -6- (FF AR RATESL) - 1H- 5|k - 3- Rk ot fiie

N- (4-1R1-2,5- “5ARHL) -6-50-1- A IFMRmg - 3- Rk g

N-[4- (CRHER) -2,5- “HIRKE]-6- (LW RERERL) - 1H-15]ms-3-f% Fikhg
6-%-N- (2,4,5- = FAHE) - 1H- W5k - 3- Fe ot fi&e

N- (4-5-2,5- 9 AIL) -8-F2 I - 1H-n & 3 [3, 2-h] Wsmbk - 3- Rl fic
6-50-N- (2,5- Fi-4- I IEFEHE) - 1H-mEng 31 (2, 3-b]Mkng - 3- sk i
6-5-N- (4-5-2,5- KAL) -7-FIE - 1H- 5|k - 3- ki

6-5-N-[5- GRIEF L) -3- ML mE - 2- 28] - TH- 5|k - 3- Tk i

N-[4- @-FFELHE) -2,5- “HIEIE] - 1H-MEM% I (3, 2-h] k- 3 - ik i
6-5-N-[4- GEUIEFIE) -2- A IE] - 1H- W5 - 3 - T

N- (4-FHE-2-F AR HE) -1,6,7, 8- WUEIA L I H L] M]Wk - 3 - Fef ok i
N-(2,1,3- Km0 —me-4-35) - TH-ME% 3 (3, 2-h] mek - 3- ik ik i

N- (4-50-2,5- 5 RE) -6- (&) - 1H-MEmg I [2, 3-b] ke - 3- ik i
N- (4- 2 HedE-2- ORI - 1H-IEn% 9F: (3, 2-h] wmpk - 3 - fik ik e

N- (4-JR-2- A IE) -6- 50 - 1H- 15| - 3- Fsh ik iz

6- ¥R -N- (5-5-3-FaML e -2-FL) -7~ FF 3 - 1H-Mg| e - 3 - fil i i
6-5-N-[4-F-5- (P AR -2- 5] - 1H- Wk - 3- Tt
N-(2,1,3-ZRFME e -5-FE) -6- 5 - 1H- 15|k - 3 - T ik fiz
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[1563]
[1564]
[1565]
[1566]
[1567]
[1568]
[1569]
[1570]
[1571]
[1572]
[1573]
[1574]
i
[1575]
[1576]
[1577]
[1578]
[1579]
[1580]
[1581]
[1582]
[1583]
[1584]
[1585]
[1586]
[1587]
[1588]
[1589]
[1590]
[1591]
[1592]
[1593]
[1594]
[1595]
[1596]
[1597]
i
[1598]
[1599]

5-¥-6-F-N- (4-FFE-2- G R IL) - 1H-Mg| W - 3- Tl Ik Ji

6- (LA EE) -N- (4-5FE-2,5- ZH L) - 1H-15W: - 3- Tk iz

N- (6-98-2,1,3- K F e g -5-3) - 1H- 2K I [ o] W51k - 3 - Rk Pk e
N-(2,1,3- 2K M e -4-J) -6- 5 - 1H-W5| Pk - 3 - Rss P i

6- 3 -N- (3,6- 9 -5- FHJEMERE - 2- 55) - TH-Mg[Pik - 3 - T Pt fi

6- 5 -N- (4-FIEARIL) - 1H- W)Wk - 3- Bk ot fiie

6-50-N- (5-5-3-FULNE -2-3L) - 1H- 15| - 3- Ff Pk e

N- (4-5-2,5- 5 AHE) -6- FF1 48 3L - 1H- 15|10 - 3 - s Pk fie

N- (4-50-2,5- Z5RE) -6- (&) - 1H-MErg I [2, 3-b] itk - 3- ik i
6- 5 -N- (3- S -4-FIEARAL) - 1H- 15[ - 3- Fef ok e

7-5-N- (5-5-3- 8- 6- H S JEMENE - 2- 58) -6- 5 - 1H- |1k - 3 - T Pk fie
6-5-N-[2-98-4- (- A ~6~-FibrdL) RKEE] - 1H-ME g I [2,3-bIMLmE -3~ ffE

N- (4-FUEEREL) - 1H- I [g] MWk - 3- it fie

N- (4-50-2- %R 3E) - TH-MEg 3 [3, 2-h] Wbk - 3 - itk o i

6-5-N- (5-5&-3-%-6- FH A LML g -2-55) -5, 7- % - 1H- 15|10k - 3- g Pk fie
N-[5- (LR L) -3- 5 -6- FH A SR ML IE - 2- 5] -6 - i 2 - TH- M|k - 3- G i
6-5-N-[2-%-4- (&R K] - 1H-mrg I (2, 3-b] kg - 3- fifkik i
6-5-N-[4- (FUEFFAIL) -2,5- ORI - 1- A FF 05 - 3- ik i

N- (4-5-2,5- 5K -6- 503 - 1H- 15wk - 3 - il i

6-F-N-(2,2- =5 -1, 3- 2RI AU PA A -4 - Fk) - 1H- 15[ - 3- R Pt i
6-5-N- (4-5(-2,5- “F AR -7- (F L ILAEIEIL) - 1H- 5|0k - 3- Tk
6-%-N-[3,6- 9 -5- (N-2-3) MERE-2-F& ] - TH-Mg| W - 3- Tl Bk Ji

6- 3 -N- (4-2(-2,5- ZHARIE) - 1- 2K FHFMRIR - 3 - s Pt fi

T-5-N- (4-5-2,5- AL -6- (FAEBEiiE) - 1H- |k - 3 - T It i
N-(2,1,3- R FFHE M -4-FE) -6- 5 - LH-MErg I [2, 3-b] ML ne - 3- I A%
6-50-N- {5- [ (F 4 3E) I HE] -3- G ne -2- 3L} - 1H- 15| - 3 - Fk Pt e

N- (1,3-F3F AR - 4-55) -6- 50 1H- 15| - 3 - s Pk ik

6- (R LA EE) -N- (4- 5502 - 2- UK SE) - LH- W5k - 3 - s fr

6-2-N- (3,6~ %5 -5~ H JEMLIE -2-FL) -7 960 - 1H-F5| Wik - 3 - T e

N- (4-FUIEIREL) -6- PPN 2 - 1H- M| - 3 - s fr

6-5-N- (5-F-3- -6~ F A FEMEE -2-3E) -5- 5 - L1H-W5| - 3 - T o
T-G-N- (5-5-3- 95 -6- FH A FERL g - 2-FE) -6- FF 4803k - 1H- 15| 1Mk - 3- fill Bk it
6-5-N- (4-FHE-5-5-2- AR - 1H-MEmg 3 (2, 3-b] b - 3- Tt i
6- 3 -N- (6-91-3-FAK-1,3- =& -2- R IFEMRNE -5-58) - TH- [Pk - 3 - T Pt fi
2- (6- {[ (6-5 - 1H-M|Mik - 3- 58) Mt 2 ] 20k} -2, 5- gk e - 3-28) AT e H R

N-(2,1,3- A HFmE k-4 - ) -6- 50 - 1H- V5| - 3 - Fik ok iz
6-50-N- (4-FHEIEEL) - 1H-0ng I (2, 3-b]AHknE - 3- sk i
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[1600]
[1601]
[1602]
[1603]
[1604]
[1605]
[1606]
[1607]
[1608]
[1609]
[1610]
[1611]
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[1614]
[1615]
[1616]
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6-50-N- (4-5-2-FAEL) - 1H-MErg I [2, 3-bIMLnE - 3- kA%
N-(2,1,3- 0 — e -4 - 35) - TH- ML % 3 (3, 2-h] mek - 3- ik Pk i

6-5-N- (4-F-5- 98- 2- F A IR AE) - TH- 15[ - 3 - ek ok e

6- 5 -N- (4-2(-2,5- ZHARIL) - 1- 2R FHMEW) - 3- s Pt fi

6-5-N-[4- (FUEFHFAIL) -2,5- ORI - 1- H FFmemy - 3- Tk i
N-(2,1,3- R FFHE -4 -FE) -6-JR - TH-MER& I [2, 3-b] ML ne - 3 - I A%

6- ¥R -N- (4-FFEAREL) - 1H-MErg I (2, 3-b ML nE - 3- kA%

6-5-N- (4-FH-2,6- ZFAIL) - 1H-g]W - 3- FRf ok e

6-5-N- (5-& -39 -6- FH S FEML e -2-F5) - 1H-MEn% 5 [2, 3-bI L mE -3l ik fi
N- (5- 78R -3-FRMLmE -2-3E) -6- & - 1H- M|k - 3 - T I

65 -N- (4-FHE-2-FIRIE) -5- % - LH- W]k - 3 - T o

N-(2,2- —%-1,3- 3 A 4R M -4-55) - 1H-ME % 3 (3, 2-h] ek -3- ikt i
N- (5-5(-3,6- - FULIE-2-55) - 1H-HEng I (3, 2-h] wEnk - 3- ik i

N- (4-78R-2- G5 IE) -6 HH 3 - 1H- 5| Wik - 3 - Fff o e

6% -N- (4-5-2,5- 5OREL) -4- (- 1H- 5] - 3- Ff ok e
N-(2,1,3- 2K M e -5-3) -6- 5 - 1H-M5| Pk - 3 - REs o i

N- (4-F 2k -2- F oK 2E) -6- B A2 - TH- Mg |k - 3- Tt I i

N- (4-50-2,5- ZFFEE) -6- F A IE- TH-IER% 3 [2, 3-b] At - 3 - s Pk ik
6-FIE-N-[4- (R FAIL) -2,5- FAEE] - 1H-W5]WE - 3- Tk A%

N- (4-50-2,5- 5K -6- (FF R RAIESL) - 1H- 5|k - 3- R ot fiie

6-5-N- (6-%-2,1,3- F I e -5-FL) - TH- NG| - 3- Fili ok iz

6-5-N- (3,5~ % -6- H A JENEIE - 2- 55) - TH- M|k - 3- sk fr

N- (4-F2E-5-5-2- AL KAL) -6- HH A 2 - 1H- W)Wk - 3- Tk ot e

N-[4- (CHFAERL) -2,5- “HIRI]-6- (AR - 1H-MEIEIE[2,3-b] AEmE-3-

N- (4-FUHE-2- F AR HE) -6- (MEWy -3-25) - TH- M|k - 3- Tk fr

N- (4- BRI -2- 5 RFL) -6- 8- 1H-M5] k- 3 - Tk fi

6-5-N-[2-%-4- (=P EIE) L] - 1H-MEng 31 (2, 3-b]mkng - 3- ik fi
6-50-N- (2- - 4-HUAEL) - 1TH-MEng 5 (2, 3-bMLnE - 3 -k A%

N- (5-78R-6-GMLmE -2-3E) -6- & - 1H- M|k - 3 - T I

N- (5~ -3~ H A FERE g - 2- ) -6 -5 - 1H- 15|k - 3 - fi ik fi

6-5-N- [3-F 424 -5- (U 55 mibng - 2- 28] - 1H- M|k - 3- it fie
6-5-N- (2,5- AL - 1H- 5] - 3- Fef ok e

6-5-N- (5-F-3- % -6- F A LMENE -2- ) -1-FIFFMEN - 3- Tt %
6-5-N- (4-F-2,5- " KRIE) -7~ (FF LML) - 1H-M5|WE - 3 - T
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N-[2-%8-4- (U FE) AFE ] -6- FF 48 3% - 1H- M5 gk - 3 - T ik fi
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[1641]
[1642]
[1643]
[1644]
[1645]
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[1648]
[1649]
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N- (2- %8 -4-BORIE) -6- (FF SRR L) - 1H-Mg|we - 3- Tk i

6-50-N- (7T-9i-2,1,3- K e e -4-3E) - 1H- 15| - 3 - Rl i iz

6-2-N- (3,6~ % -5- HIJEMENE -2-38) -7- (=5 FFAL) - 1H-Mg|k - 3-Fsl ik i
6-2-N- (3,5~ %5 -6- H S FEMEIE - 2- %) - 7- 560 - 1H- M5| Pk - 3 - s o i
6-5-N-[2-%-4- (U 2L AL ] - TH- M|k - 3- sk fr
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N- (5-%50-3- % -6- AR LA g -2-55) -6,7,8,9-VUA - 1H-ZE 3 [g] MMk - 3- e fik
6- ¥R -N- (4- L RFIEFEIL) - 1H-MEE I (2, 3-b] Ak - 3 - Rk e

6-F-N-(2,2,6- =% -1, 3- R FF ARG -5- 55) - LTH- M|k - 3- s iz
6-F-N- (4-5-2,5- "G RIL) -7-(3,5- “HIFE-1,2-WEme-4-FL) - 1H-Mg|WE -3-Fiff
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6- 5 -N- (3- %5 -5~ F Stk i - 2- 35%) - 1H- W5k - 3 - T

6-5-N- (2,5~ 8 -4- FAEFEIR L) - 1H- MWk - 3- it i

N- (45 -2-FARIE) -6 I I - LH-F5| Wik - 3 - Fff o e

N- (5-5-3,6- “FMnE-2-%5) -1,6,7,8-PUE IR 453 (] 5]k -3-fisk ik fix
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6-5-N- (5-5-3,6- FMtnE-2-3%) - 1H-IEE (2, 3-b] ML IE - 3 - Fsl ok fi&

6- B AAE-N- (4-FIE-2- FARHE) - 1H- 5] - 3- Fe ok e

6- (FHARREBERL) -N- (2,2,6- =96~ 1, 3- A FF A A M5 -5-55) - TH-F5] Wk - 3-fisk

6-5-N-[3,6- % -5- (- 1-J-2-2) MEmE -2-FE ] - TH- 5] - 3- Fek ok e

N- (5-50-3- 9L AE - 2- 55) - TH-NHE& 3F: [3, 2-h] msmbk - 3 - sk Pk fie
N-(2,1,3- 2K M -4-J) -6~ 55 - 1H- M5| Pk - 3 - sk P i

6- 3 -N- (5- 2 -2- AR IE) - TH-Wg| W - 3- Tl ok Ji

N- (4-50-5-980-2- AR R L) - 1TH- 2K 9F [g] Ml - 3 - sk fr

6-5-7- (“HHEHL) -N- (3,5- 4(-6- H LML nE -2-5) - 1H-M5]mk-3- fiffik i
N- (4-50-2-50RAEE) -6- (FFSRMRIESL) - 1H-Mg|wk - 3- Tk i

6-¥-N-(2,5- “FZK3L) - 1H-MEE I (2, 3-b] Atk i - 3 - Rk A

N- (1, 3- K IF AR -4-F5) -6-7R - TH-MEM% I [2, 3-b itk - 3-fifk Bhfi
N-(2,1,3- 2K I gk -4-35) -6- (Z50F FL) - 1H- 15k - 3- R Pk e

6-F-N- (2-5(-3,5- 5L - 1H- 5[k - 3- fif Ik fix

6-Z 3 -N-[5- (FUAEFEL) -3- 90 -6- A LML g -2- 3] - 1H- |k - 3- Tt i
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[1674]  6-%FE-N-[5- (UL ) -3-%(-6- FH S FEMEnE -2- 35 ] - 1H- 5] Wk - 3-Fes it fi
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[1677]  6-5(-N- (2-%-4- F B HE) - 1H- 5] - 3- Fef ok e

[1678]  N- (4-1R-2- 5 AR IE) -6- FF 48 3E - 1H-N5| gk - 3 - T ik fi

[1679]  N- (4-FFE-2-FAIH) -6- (2,2,2- =H LEAIL) - 1H-15]Wk - 3- T ik iz

[1680]  N- (4-FIEAHL) -6- (F ILAATHESL) - 1H- MWk - 3- Tt i
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[1683]  N- (4-F 2 -2- %K) -6- ORI AL - 1H- 0[P - 3- Ff ok i

[1684]  N- (4- Zo B2t -2- 5K AE) -6- 482 - TH-MIEM% 9F: (2, 3-b] AHb I - 3 - s Pt i

[1685]  6-46-N- (2- %6 -4- WKL) - 1H- 05|10 - 3 - i Pk e

[1686]  6-5(-N- (5-SMbHE -2- %) - 1H- M|k - 3- Tk fr

[1687]  6-&-N- (4-FFt-2- AL - 1H-MEREIE (2, 3-b ML nE - 3- ik %

[1688]  6-G(-N- (4-FJE-2- AR REL) - 1H- M|k - 3- Tk fr

[1689]  6-%(-N- (3,5- 5 -6- F A EMENE -2-38) -7- (=5 F 28) - 1H- MWk - 3- 1l A%
[1690]  N- (4-F 2 -2- %K) -6- (MLmE-3-25) - 1H- 5] - 3- Ff ok i

[1691]1  N-(2,1,3- 2K Wk -4-5E) -5-f- TH-NHEI% 35 (2, 3-b] nHE - 3 - i ik fie

[1692] N- (4-5-2,5- ZHAH) -6- (2,2,2- =L AFL) - 1H- 15 - 3- fisk ik e

[1693]  6-5(-N- (2-%f-2,3- =& -1,3- A FFMEME - 7-JE) - 1H- 5|k - 3- Rl ok e

[1694]  6-F(-N-(2,2,6- =% -1,3- R IF AR IE-5-28) - 1H-MEig IF (2, 3-b] AHLIE -
3- T ot &

[1695]  N-(2,4,5- =% FK3E) - 1H- K IF [g] W5 Wik - 3 - Fil ok e
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[1702]  6-G(-N- (4-FHE-3- AR EL) - 1H- M|k - 3- T fr

[1703]  6-%(-N- (3,5- HULNE -2-3&) - 1H- MWk - 3- it fie

[1704]  6-F-N- (6-FHE-2,2- =5~ 1, 3- R IF ARG -4-55) - 1H-W5|Wk-3- Rt
[1705]  N- (4-5(-2,5- “FAEL) -2- 50 -6- FF 4 3L - 1H- 15| Wik - 3 - fik e e

[1706]  N- (4-5(-2,5- Z5CRHE) -2- 9 -6 - F A2 - TH- P[Pk - 3 - fis Pt fi

[1707]  6-%(-N- (2,2- =5 -1, 3- R A M -4-38) - TH-MEg 3£ (2, 3-b] itk wE-3-
ik Pt e

[1708]  N- (4-FHE-2-FARIE) -6- 7RI - TH- M5k - 3 - s i e

[1709]  N-(1,3- 2RI S A 00 -4-28) -6- %0 - TH-MErg I [2,3-bImbng -3- 1% Hihk

[1710]

6- 5 -N- (4-FUILAIE) - 1-F2IFMEW) - 3- REIE
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[1711]

6- 5 -N- (4- A LA HL) - TH- 5|1 - 3 - Tl ot fic

[1712]  N- (4-FIEARHL) -6- (FF 2L AL SL) - LH- M|k - 3 - T fr

[1713]  6- (FFILMmAMESL) -N- (2,4,5- =4 EIL) - 1H-M3|E - 3 - Tk e

[1714]  N- (4-FEHEL) -5-1- TH-ME % 3 (2, 3- b ML i - 3 - Rk i

[1715]  6-%-N- (2,4,5- =HIFIL) - 1H-MEPE I [2, 3-b] A - 3- Ak iz

[1716]  6-5(-N- (6-9-3-AAfN-1,3- =5 -2- K FFMRIR -5-J%) - TH-Me& - [2,3-b] MLAE-
3- Tt &

(17171 6-%-N- (5-9 -1, 3- R FFMEME -6 - 3L) - TH- 15|k - 3 - fif ik fix

[1718]  6-%-N- (7-%-2,1,3-ZFFME W -4-3L) - TH-MER% I (2, 3-bI Ak mE - 3-fiff BhA%
[17191  N- (4-5-2,5- Z9RAHE) -6- (8EWy -3-3L) - 1H- 15| 1Mk - 3- il ok e

[1720]  6-%(-N- (2,4~ —5URAL) - 1H- W)Wk - 3- Rk ot fiie

[1721]1  6-%-N-[3,6- 9 -5- (3-FRIEPIIL) Nk -2- ] - 1H- M| - 3 - T

[1722]  6-&-N- (2,5- ZHAHL) - 1H-0Eg 35 (2, 3-b] nt g - 3 - R ik fi

[1723]  N- (4-5-2- 3 A 3E) -6- B 4 3 - 1H - 5] W - 3 - s e 1

[1724]  6-&-N- (5-9-1,1- —5-2,3- "4~ 1-AFFBEN) -6- ) - 1H-W5| ok - 3- T L %
[1725]  N-(2,2- =5 -1,3- I A RN M -4-25) -6- (FF AR IEAL) - TH-M Wk - 3- fiffi sk
iczs

[1726]  6-JR-N- (2,4- ZHAEL) - 1H-0EI% 35 (2, 3-b] ntiE - 3 - R ik fi

[1727]  6-%-N- (3,5- ~&MLnE -2-3&) - 1H-H5| Wk - 3 - fif Bk iz

[1728]  6-4-N- (6-%-3-AA%-2,3- & 1H- 50| Wk -5-35) - 1H- W5|E - 3- Tk i

[1729]  N- (5-R-3- FH AR JEmEng - 2-3E) -6- 5 - TH-FHEmg I [2, 3-b] ARk - 3- ik ik

[1730]  N- (4-5-2-FFKIE) -6~ F Ik - 1H- 15| - 3 - Fgk o ez

[1731]  6-5(-N- (2,4,5- = AKIL) - 1 - F W - 3- Tk

[1732]  6-5-N- (2,2- 8- 1,3- 2K IF S AP 00 -4- 58) - 1- SR IFmkmg - 3-TE i
[1733]  6-%4-N- (4-GUIEFRL) - 1-ZF FF Mg - 3- ik i

[1734]  6-5(-N- (3-%AX-1,3- =& -2- F I MR - 5- 5E) - 1H- 15[ - 3 - Rk ok iz

[1735]  6-%4-N- (2-&(JE-5-F AL IE) - 1H- 15| - 3- Fsh ik iz

[1736]  6-F(-N- (5-%(-4- H A FENE g - 2- 55) - TH- M|k - 3- Tk fr

[1737]  6-%-N- (3,5- H S FEMLRE -2-3&) - 1H- 5|k - 3- i Pt &

[1738]  6-5(-N-[5- (G HEIE) -3,6- ke -2- 3% ] - 1H- 15|k - 3 - Rl Pk fiie

[1739]  N-(2,1,3-ZKFF0gE Wk -5-38) -6~ (=980 FF 3) - LH- M|k - 3 - T

[1740]  6-¥R-N-[5- GFRILH 3L) -3- % -6- H AR LA e - 2- F5 ] - 1H-W5| W4k - 3 - T i

[17411  N- (4-F3E-2,5- &K -1,6,7,8- WS 4 L] W51k - 3 - il i
[1742]  7-7R-6-8-N-[5- GRAEEF L) -3-5-6- AL e -2- 28] - TH-W5|WE -3 MEf%
[1743]  N- (4-FFE-2,5- “HIKIE) -6- 50 - LH-M5]0E - 3- fif ik g

[1744]  N- (4-FIEFKIEL) -6- (= FHHF FE) - 1H- 5] - 3- Fsf ez

[1745]  N- (4-%F(FE-2,5- oK) -6- H 3 - TH- M|k - 3 - T Pt fi

[1746]  6-7R-N-(2,2- Z4-1,3-F I R A NIR -4- ) - 1H-AEPE I [2,3-bIMt BE-3-
Ttk Pt e
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[1756]
[1757]
[1758]
[1759]
[1760]
[1761]
[1762]
[1763]
[1764]
[1765]
[1766]
[1767]
[1768]
[1769]
[1770]
[1771]
[1772]
[1773]
[1774]
[1775]
[1776]
[1777]
[1778]
[1779]
[1780]
[1781]
[1782]
[1783]
[1784]
[1785]

N-(2,1,3-ZEFE0l M -5-3) -6- 5 - 1H- M| Wk - 3 - Rk e
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N-(2,1,3- K FF1E W -5-35) - 1H- 283 [g] 1Mk - 3- R i

N- (4-FUE-3- R E) -1,6,7, 8- DU EUPR R 4 I [g] W1 - 3- ik e
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6- 58 -N- (4- B -3- HIHLIRIE) - TH-15|b - 3 - fid Pt i

N- (4-FHIEIRHE) -6- 55 - 1H- 1k - 3- Tk e

N-(2,1,3- 28 JF1E e -5-5) -6- % - LH- 5[ - 3- sk Jie

N-(2,1,3- % e -5-35) -1,6,7,8- VA FR IR 0 I (o] WIM: - 3- skt iz
6- 5 -N- [6- (UL HTIE) -3- 9606 F L MIE - 2- 3L ] - 1H- WA - 3 - b e
T-S-N- (4-TFk -2, 5- FREL) - TH- M0 - 3- R e

6-F-N- (4-F-2,5- 5 RHL) -7- (Lre -2- FEH 5 2E) - 1H-Mg|me - 3-fisfi g fi%
N- (4-5-2-F ) -8- (& L) - 1H-MEM& 33, 2-h ] Wbk - 3- hf ok e

N- (4-FHEE2REE) -6H- [1, 3] A A IR I (4, 5- £105] W - 7 - Rk Pt fiig

N- (5- ¥R -4- 5 -2- T A IE) -6- 5 - 1H- W[ - 3 - B L

6-50-N- (4-50-2,5- "5 EIL) -7- 4 I - 1H- 18wk - 3- T Tk i

N- (4- UL - 2- AR IE) - 6- 48 L - 1H- 1|1 - 3- Tkt e

6-50-N-[4- (2,2- "L IE) -2- “HAIE] - 1H- 15| W - 3 - Rk i

N- (4-50-2- 3R 5L -5H- [1, 3] AU M I [4, 5- £ 1MWk - 7- BT

N- (435 -2-98-5- F B IRIE) -6 G- TH- 5| e - 3 - fos oL [

N- (4-5-2-FUREL) -6- RN T e -3-58) - 1H-HEn% If [2,3-bImbie -3- Rt
N- (4-FH-2-F ) -6- (3,5- —HIHL-1,2-MEme-4-3L) - 1H-F5| W -3- T Pk fig
N- (4~ -2- AR IE) -6- (HEE -4-F) - TH- 11 - 3- b Pk i

N- (7-9-2,2- 401, 3-SR A AR IR -4-3) -6- 50 TH-T5 M- 3-8 WA
N- (2,5- 4 IKE) -5-fl- TH-IEnK 3% [2, 3-b] Ik uiE - 3- k%

6-50-N- (2-5(-3-FIKHL) - 1H- 5| - 3- f ok fic

N- (4-F2E-2,5- ZHOKIE) -4,6- % - LH-F5|Wk - 3- k%

N- (4- 53 -2- G AR 3E) - 1H- W] - 3 - Ttk e

N- (54~ 3~ JRUIHLAE -2 ) -6 1 435 - LH - 5| - 3 - sk e
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[1786]  N- (4-F-2-FAKHL) -8-F L - 1H-MEI% I [3, 2-h] Masipk - 3 - el Tk i
[1787]  N- (4-FJE-2- 5K IE) -6- (Y SRR -2 - FE F AR J) - TH- N5 - 3 - Rl ik i

[1788]  N-(2,2- =9 -1, 3-8 H 5P M -5 - F8) -6- (FF LR e L) - LH- P Wk - 3- sk
iczs

[1789]  6- (5-GMEWy -2-J) -N- (4-F(Hk - 2- AR IL) - 1H- 15 - 3- Fi Pk e

[1790]  6-%(-N-(2,2,7- =% -1,3- 2RI 5 AN 80 -4-28) - 1H-Ng|k - 3-fk i i

[1791]  6-&-7-H AL -N- (2,4,5- =5 AIL) - 1H- 8|k - 3- T e

[1792]  6-&-N- (4-5-2-9 -5~ F FE K L) - 1H-W5| W - 3- s ok e

[1793]  N- (4-50-2- 9 R L) -6- 9 - LH- P[Pk - 3 - T Pt fi

[1794]  N- (4- 2B FEIRIEL) -6- (F EREIEIE) - 1H- M|k - 3 - fif ok fix

[1795] AR BHEIAG B AT AR A FR U SEEGES 73 A T 7 1145

(17961  Va¥7 A2 W v

(17971 fE—AT5 1, AR B A SCHTR FAEAT —Fi b &40, R T 780z, Fl
s H eI s, ik A .

[1798]  HH T"BEAIMIGPRI T REME , AR AL S v LLRAEZ Y, IF BT LA TR YT
FH/ BT CNS R S ) 25 Fh5 9

(17991 PRIL, A AT — AN 7 R A SR I &40, HRAEZG 9, e o0l =2 FAE
YRIT AN/ B TR GPR17 A IS IR I 259, Bl 5GPR17 {5 514 T 2R IIREENS , WGPR1 7324417
R AR /Bl BEVE A 0% I « AN Ay B2 AR 3R (1) 4, GPRLTI % 14 W] DA AE FR At 2]
ZArp N e 2> 5 o 40 A AHL 40 L (OPC) H B AR 2D S8 Joii 40 Af sl A S TR) 386 o, A Bl DA
‘B 7 AR, IX AT R A BT EOE PR IS A an 58 RE IR 3R 3 mT ERH 1k 2 98 s AT A 1)
S AT R RESH T B, TR 33t B8 T O i 1 H It — 28 K & (2 W.Chen%E N, [F]
) B, BGPRLT RS 7 Al @ i B R B O P GPR1 73 14 FF ik SCHFOPCRY, 24 R 7= A= R o
RE B 58 2 Jii 4 Al (o1igondendrocytes) SRAEHEERIE AL (S WA WISimonZE N, [A] F) .
[1800]  #E— ML T, A K AW AR SRR AR — Mk &4, e AT 67 e
W < - TR BRI Ik [ BE T R AG A/ B S Z AH G RS ELER AR R A A R
RGN FEIG LR G AL

[1801]  HEAHTE NG T 73 0 — KK

[1802] - fifE&H[= A5 (demyelination disorders) , H:rh fEws Ag W] -5 I, {HH T3
6 5 DRI i AR BGR AL

[1803]  -BEMSIEZ SRS (dysmyelination disorders) , HA BRI BERENGE = & HIhfE
WA (540 el T S e BE TR IR 25 A 1 R AR) I HoT e R4k, Al

[1804]  -HEEHTE B /DR (hypomyelination disorders) , HAFMEE T /D ENIHE
{07418

[1805]  REHHIE RG] — T 2 R B TS FRAR .

[1806]  HEHFHIE kiG] — Mo 72 il M55 (Pelizaeus Merzbacher disease) s
[1807]  MifE¥HRE SRR 1 F T H & DhRe P w0 401 07 5P A 2 B0 Rl 5% ] | Bk i
(PR 2 o B A B DRI AT DL 2 S5, FF HeT DA 4540 s 1 A0/ B & s e i 72 (Bl 2 K
PEREAL) S B G (Bl 7L 2 a5 R EE T 2 v B BUe) AU 2R EL (1) b e fivg
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MrBEAH ISR » 5 1 ULk 1 ) AR R IR A o 5t i A 5 1 T R A A AE R A R A T 2H 23
H,

[1808]  fifr #H&RIBAT PR S5 BE FHE B 2 2R B AR PR B IR BE I 2D AP I i 4
Jf AR B I T Re 2 TR B R AR Ju AR VR B Se e ok 1 (B Ll inEttleSE N R B) o
DRI, B GPRL7 1 15 77 AT ARRAT AR i B B9 R A A R VR 7 I8 3%, (R AHANBR T 5 I i Al /
BUAZ S () BE Y BORE DG IR PR AR AT T » 4914, ALS  MSA, BRI HE BRI, 5 S 40 B
M 4 AR

(18091  fE—NMREAIILIE R I 10, A4 K B AL G 0 R w1305 A/ sld o7 40 Ja sl 4K
BB 0, DU It B AR 1S, AR AL X ph e RGN I RSP AG o 72— N7 ), A
KA Pk D RG 25 T 697 A/ BT A/ 502 W R S T R I, D 3G T A e
5.

[1810] AR BHAFFHIAE WG TT A1/ BT B Fh i A T R 05 (1) SE RS il A2

(18111 -Z KA L (MS) , ELFEH & A,

[1812]  -FWHHE B HE R (PR AEYE )

[1813] -5 K 1t S MEVEA AR SR 58 , S FR S o 8 ¢

(18141 -2 HH fi 4 Ao 3 52 %8 (AHL)

(18151 - = AL 3 ke,

[1816] - g BRI L5 4 (H HTV 5| 2 1) 8 3 » Bt A7 1t 2 M 1 B i

(18171 & &85 , (5| 4 i #8655 (tabes dorsalis) (MF&14HEE)

(18181 - S it AT M 4/ 1) i e s i

(18191 - bl T~ Gl 45 ek o 4 2R 45 097 5 | Ak 1 Pt B8 8 , B0 4 e 15 S RO a8 , 45, s ok e
I »

[1820] - e J87 e A, F JXU i Je S s af. i R o L 7 i P i e 24

[1821]  -PA B FR T A Ahk S el B ONSEE 2= S 2L ML B8

[1822]  -#5/Rf8J5 (Schilder disease),

[1823]  -EL¥% (Balo) [Al.CoPEAEAL

[1824] - [l ™ HA M i ,

[1825] -2 iBAT 10 , o ol L5

[1826]  OWIZEA MR ALS)

(18271 O /R¥HEER I (AD)

[1828] OZ R4 %40,

[1829]  OM&F%NW,

[1830] O ff/MPEILEF I (SCA) , NFRAHE/ N Z 4,

[1831]  O=F &,

[1832] - k& H 4% L kG w40 ZLRE DB RS (2 L iFields, Trends Neurosci 31,
2008,361;Tkachev et al,Lancet 362,2003,798) ,

(18331 -4 JEIBEHHIE B , a0 1 B8 AN R, A1 i i Rl A R 20 05 , 18 SR g - RIS
(De jerine-Sottas) ZEAEEE £ -5 B - E =K% (Charcot-Marie-Tooth disease) »
[1834] b Ak, AR B EIAG-E Y PT FHT-6 97 BEIRPT e rh RIAGPRI TR ZH 2 45 4o I B MU
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() DIRERE RS , B FEAE AN PR T-¥6 97 BT B AL OO R Sl ofn 1A f 75

[1835]  y& 97 BRI CNSHE T , Uit 7l 2 Rl 4 T2 B » AR e IR BB R e, I 38697 51X
Tl I3 A O R ARAE RREIR o BRI, AR B BIAL & id ml B T-36 97 5 M 4 234049 , i o 57 e
TG, FNELL 5 BB B A QB DS ) S 28 1R AT PR 0 AH OC B B 5 B SR B AT o

[1836]  fE—ASLti 7 R, AN KB A W) 13697 1/ 8L TRPTMS I F i i 45697
A/ BB SMS AR SG AR TE FVEERR , Wt LU R i g2 ol AR P (R 03k, &40 , B i
(R R) , B2 A REAR CEZEME Jo ) /NwdE g (ANl i S e hs , X2, A RIRERS) , I
MIZAT (] LB E L) B A = P& o (i 8 R AR B /) , LRI G 1 (a2 40, 1% ot
S gTEE ], 2E) , BRSSO B R, o dl AR, AR R I e RS, & 5
VAE %N

[1837] DRI, AR B BIAG-& Y0 FH 1697 BE AR e s an 22 R MEREAL I AR AR FIREAR ,
X ELARAE AR B FEAR AR T4 538 5, WL I00S, S0, I 2 sl din 35, i 95 1= 25
RE 55, 38 AN U, BL a2, DN FEERS , T RRAS , 50208 , A IR B2 40, 55 18 3240, I Dt A1/ B
i FE S, 2, AR, FE RS 1 LA P0G, SRR AR 55

[1838]  fE— /ML SLHt T S, AR HEIMLE P AT I09T 2 KRR A0 MSH 5 i i
BHTY R 9% s ELAT LA CLAS FioAS [R] 8 AR Be R B0 HE R, R EANBR T8 Kk - S BUNS,
IR R RIMS, I ke et Fe ZMS , it e 2 RIS, 25 B T P e s gt g

(18391 53— J7 1, A K BH BA-& 4 m] FH T 105 Ava s 8 s 47, BB =30 s , o X, i
ol T B T 9209 » B FH T B X S AR R I 2

[1840]  FE—/NTJ71HI , A K BHPS S Pl A1/ 836 7 S BE BT B i A ORI 25 &A1k Bl A BY,
L5100 2H 24 AH S I B S B SR A R 7 v, TR 48 T A 7R 20 B E G T A AE N 1o
ARG T LIXFEIT R B AT DL T 52 i 2 230 05 oAUk, 4627, i B Bl
BRMERAET S &

[1841]  FE—ANT5TH, AN K BV S 1B A/ 86 T 55 RE S T R 5 A 5, 0 308 5 Mo i A e
T AH O , B 5 RN o 5 I A OC I B S B SR B AR A R B SR A AR BB G 1 7 7, HAL 4
T H LR B B IRIT A NER WA ARG A IR ER B E LR RIEA
PR st /o GRS AR ART A3, AT B 2 ph 491 G 26 kA 5 BRI I S 50 A A TR i P 2E i S ik
TR .

[1842]  — 771, A KAWL GV TI697 /BT A2 B R (HFRONEELE s nlipE 4k
FLERETE)

[1843]  WLANZEE HE A A — M MRS , FURFAEAE T AL PR 2 FE BB 28 RE AN e g 28 o F
Z AHIREAR SMSAHALIE HAAFE LR TG 77, e A SR A, St ol R 0B I s il 2k

[1844]  #E—ANJ7 I, A K B AL &Y F T Pl Al / 876 97 ALS . ALS B 11 5 /b SR I J5T 4 i
AR R UG B A 8 0 AE O , R BHALS &2 FGPRI7/ 15 77 #8558 (Kang%§ N, [F] I ;Fumagalli
£ N\, Neuropharmacology 104,2016,82) »

[1845]  #£—ANJ7IHI, A& BA AL &4 FH T 100875 A1/ 8R I7 7 5w . F5E e 7 70 fi ik
N5 52 S ) BE RS T B G (Bartzokis®§ A, A | ; Huang A ,Neuron 85,2015,1212) .
[1846]  #E—ANJ7IH, A K AL G T i A/ 800697 2 RG240 - 1T, MSA S i f
SHE YA (Ettle, [A F,Jellinger, [ ) ,$&7xi0 97 BUIPTMSA R fiff ¥ 75 A2 SR HE
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(18471 HE—ANJ7TH, AR BB & P F T 30005 A/ 536 77 B SR U HEBR W « BT WL 5E FIAD
55 /0 R I J5 4 Y P 24 L A6 T 38 A ey A P B A G IR ARRAD P R B AR (M tewsE
N ,Acta Neuropathol 119, 2010,67) .

[1848] A KB — A J7 T AR IT A SC BT IR B AT AR — g s BB AT, o5 J01) 2 BE 8 T
PRI AIMS , MR AH 08 A, ALSECH B m B AG1Y J732:, Bridk 7 vEd it 45 7 /5 2200 521
AN EE BT ESE WARAKAEYIRELT .

(18491  HR4f %% Ml iE , GPR17 () A7 9 57wl e A Bl T4 il & M AnyG o7 IRk (Z 451
IRen%% N ,Diabetes 64,2015;3670) o K[, A W) —ANSEHE 7 R LA GV T
T A/ a7 NEHEAE R PR AT Y897 IR R 7 V2 o

[1850] ARG A K BHHIIR ST AT 54 T A K AT E Y2 —VENCNS B , H5 0l 2 B
BHTY 895 95 B S AMS BRALS (1) “FRAE” 697 - BL 3, A LA TR E YT L S H e H HI
)RR ESITIET S 2,

[1851]  fE— AN FERRIPESE Gl , KR &Y 5 55— P TR I BERS T8 RO IR GnMs
W29 &, ik Fe e 2 B AR E D720, 1 ande R 2 . [F e, an SR 6 97 R Rl
BT O IE , A K &Y W SEURAH S I H, A RQ I EIGE Y RT LL S HUHAL 2452
HAEHEL FEENEIT 56T W A I RE T BSOS OB E H

[1852]  FEAH -Gy kb, PR e BE 22 i M Bl mT LUIE e AR ] ) i) 77 e 9t Rl S it B
FE B d 4G B e A S A8 A« AL, IS APESE 2 s PR B A K T EIA S, TR
) B B JE 25 T R, N, 78 TR BT VR . S AN 254 el BLIE kAR ) 1 5 SRECAS [F] 1 45
2577 gy 259000, AR W GPRLT 5 7 AT LA I IR 24, 1M 28 — Fh 2wl LAl ad fe
VNIRRT

(18531  FH-TVRYTMSHIEE Ry Myml e B , 9140, B e[l i (Blhnik e Fa, shZEK) ik
FALNE , THRERB-la, TILERB-1b, BARIEH E 5, R4 TP HRB- 1la, IR EREPL, KL
B, S sl F R M, E SR Wl O B, KRR, B Bk R B
(ocrelizumab) , HSA IR ELAT S HAE W) SRR B A M) il 24

[1854]  fE—ANJ7iH, AR WAL G WA T2 W F /s il A S — 28 /iR IGPR17
FRIEIN » o ol & U AR ST 3 DT B0 B A s D0ce B T2 AN 0 22 A PR A4

[1855]  fE—ANJ7iHL, ARG AT F RN flan B8 2l A, s B 73
TR R, SAEARSL , B AnE K B AT T AR AS iR YRR H 3213 4123, SRa2 W A/ 56
WEMGPR 1752 AR 35 0 A A/ BUFAL « GPR1TIFE 1 « 223k A1/ 5 20 A1 (R AR AT 1620 5 7]
T, WA/ s (a) QAR SR I GPRL7 A SR IR AS FIBE R, R 0l A2 Bl R T ol
P » CFEAHANR T4, 22 A P AY , /81 (b) 553X FRGPRL7AH IG5 AH IR I VG T B DAL
A/ BGE MR/ B0E S 7 &

[1856]  fE—ANJ5 I, A KBB4 & 97T LA FHVEPETEUSPECT /R B3 7], anA Lt — B AT
(40, DLEAT A4S N 12 W R/ B s M o JE LS M 7 20, GPR1 732 A% () 23 I A A/ 43 A v
PAELEAESZ A &, ), 385 A6 i P AS & B IR GPRL7TPET B SPECT /5 B 751 i b N 2 £
H BT BB X AT DU RE B B IR A2, AT DA B E 1 IR T ik A/ s LA T
R U0 9 3 JR P/ s 0 G Y 2 S PR By, LA 2 NI 4 1 i FH A/ s 25 7R 9T
251
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(18571  [Rlith, A BH (1) — > SETit 7 5802 A K B PETESPECT /R 771 A2 W A R T
ITGPRLTAH IR AE , V0 0e B8 HH 0 e i , LG (H ANPR T-MSHI FH ik

[1858] 7 %% BH ) —ANSLiiti /7 R M2 WiGPRITAE G IE 1S, (LI BERS T B P hg , ALFH(E AR
PR TMSHI 7V, Brid 7B FE LA R AP IR : () LS A 20 ) 52 1 35 it FH AR B I PET Y
SPECT /R EE A, (b) Mid H 57t H I PETELSPECT 7~ B 7111 45 & K i 72 52X 5 h GPR1T I &
/8% oA, F (o) ¥ 45 R 5 X0 b 52 3 B s a3 A i) 45 AT LU R

(18591  WymtAAd H , BUAENAERE S W77, DL IR/ BP0 B ik ¥6 97 2590 AR 8 2l
) THRORN /B2 A, B AS T 2 I i 24 5F =

[1860]  —/ANSiiti 7 20 Jo A B PETBR SPECT /R B 7, H 589725 W—i FELERE 24
Yo 54K BRI PETELSPECT 7~ 551 — &S A I ¥8I7 29T LAk H = (a) RERICHI A& B 1)
&Y, (b) ANETAKE S YRIGPRITIETT LAY, F1 (¢) BT VA T B 84 T 5% 6 1)
25y, AFEEAR T HT 2 KT 258, HASZGPRITIF T 7.

[1861]  — ANt )7 =W ol &, He &

[1862]  (a) VE N EE—4H 40 M) A R W I PETE SPECT /R B2 ), B AR T AR B AL & 1)
PETEYPET /R 7, AR EAR T HA T, 11, 11a,I1Ib,I1c,11d,ITe,11f,111,111a,I11b,
ITTcBIVAHAE—A MBI EY), AR S — 20 2 R, BUR A AR SCA T AT AT
— R SRS HE BN E /D — Rl TPETESPECT G 1 U % &, ik ik B
18F,11C,1231,IZSIﬁnlgllﬂ@ﬁﬁﬁj"l‘i*Z%,

[1863]1  (b) fE NS A HIIRIT 254, Hik B

[1864] i . AKHAKMEY), BFEAKR T HERT,11,11a,11b,11c, 11d,1Te,I1f,11T,
[1Ta, 11Ib, ITTcEIVAIE—ANW LTI E P, WEAR St — 20w U, 3038 A A
ANTFEEA] —Fh gl SR8, 3F A BNBUS R,

[1865]  ii.GPRITUTTALEH, HoAR T (1) HE LA K BHEIE ), i

[1866]  iii.HTVGITREMHIE BER 258, BEEAR T HT 2 K6 7 EAR
HGPRITIRHTIEPEII 259 o

(18671 B , AR ALE AT T ARSI , a0 A 523K 35 1 & @i,
W ATARAAT KPR GPRLT A I PR AN/ B0 A (R I 0, L3R, AR, Ve R Bl i 5 A8 V7K o
[1868]  — NS 7 ¥ IR YT GPRITAH IR , 455 ol & BE W R s, M0 ot A8 i e 15
AFEARAR T 2 KA 0 77325, Horb ik 7778 F5LL A 3R : () W 5E 32 & (I GPR1 752
PRBZRIE EEA /B A, (b) LLEL AT IR 32 H GPR1 732 AR B 318 IE A1/ 8 A 5 —
ML MBS B AR R GPRLTSZ AR Rk E AN/ B0 A, (o) 2&T Pk =2 i (1)
GPRITHIZRIE Ik M AN/ 850 Ay S FE 52 3 BRI i 22 >R 0 8 X B 52 10 1 = 2208
J7 BTG I 75 22, A (d) Y697 B GPRITSZARI ZRIE I 1 A1/ 5870 A0 i 22 1 52 33, J8 ek 1)
P AR S T 9697 GPRL7AH G2 3 B G V6 9T 299 5 ol 2 38 i it A GPRL7 TS
A5 L% e e e FH — Pl 2 oA R BRI AL S PR AT A — NSt B, Af AR B
&Mz — B e FAS K B PET BRSPECT 7 58 771, BRGE i A FH A % BH i PET B SPECT /1 %
FASL D Bk 32 WA B 21, EAT GPRLTIM R IE EMEA/ B A BE (a)
[1869]  fE— /ML T TH , AR AW R GWEEY), LA EWA AR 1G22
TR A .
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[1870] Xt FAENAMIRI G 2] A G T UL TS AR A TGN 2G5 Bl 52 1) %
RGP, inARSCHE— 2 8 U X M ST Lo A0 0 1k, kN
WA, 2T, B B, DS 8E B4 2, 3F BT LA 255 B Rl 8252 0 ik, B, #ioks
LA BRI

(18711 FE—ANSEhti 7 =, A AR Hil 1 S, A R BB UL ks 25, fan, DA
Jrifls REE  BEA AL, A A, ok T 3, BRDAM AR B AT 2, B 36 0 b, B i, FLl
BRI

(18721 5 4n, A% B B A& 0 mT LAVE g2 I, T8 B Gl s FH T AR S 700 B i 57
W BRI A G L AFE AR T AR K, RO = W, CF, M, N S5 IR ¢ N R A .
AR S EIEE i, 237 L KA PRI 71 (3 7K F5 06 78] 4 88) BROK A v 1
VTR CankE A3, A R T R H I vy S0 D IR i AR TR ) AR R v S TR AR BRI
| 7R AT AL AE AT AR5 RS I, B anis g ), SEB), s, FLA TR, B AT R )
(18731 7] ASR AL AR BH A AL P i RN RS T8 B AR BT

(18741 ORI FR) L 45040 750, mT LA S (EANBIR TR SR T8GR, AR R, JE 78770, T3 771, £
SE S5, BUEAAL TR PR TR, 23 HGR FER T, 2% R Gk EORAE R o i AR TR R R A 5 2
AGIHFARN R F 1, IF BAEHE LR AJF, fliiRemington (“The science and
practice of pharmacy” ,Lippincott,Williams&Wilkins,2000) .

(18751 j e 771 0 AE B sl 12k S B0 366 TR AL Ve # , 2 2k TR VE K BN, Tl bl AF4E 25, R 2
2F 22K (CMC-Na) , ZZHROMC -Na FVIREUA R I 2 £F 4k 5 M HIR G W) -

[1876] & i&HERIARE & FIEFE AR TR A 4R B RF4ER A B CoKali—K
EH) BT Rk ek (B0 FOKTE Ry B SR e » TIRALUERD , Mk, FEw , Ao e b, i
RNE, e B, 220 MR, L AR, FUAEEE A RERE , AR S AT 4E R IR A
WEER S8 KA, KGR 8y, < EBREL, ARSI ES ¥.

(18771 YR A, UKL B FRIAN/ B B 7R A 355 A IR IR, A T PR, B R 45, T e B IR
W, EALTEY I, SACE R, BRI E SR, RO B, Wi L e R AR VA, TOKTE
o, AN B REY.

[1878] MY ()R SR TR A2 48] 0 55 7K 22 ok ) Y5 T P IR L8, 5 5 2 0t g e B, 2 &,
PYER PR LT YE R B A E R B, ik, TR AbTE s, R NG IREE , R LR LI
s, Tl AT 4E 2, M R BE A e IR &4 B R SR TIGRI T LA 2 1T LA AN D RE 1 A
[P AS L ,  HLT 1E 3 P s 2o AN 7SO PR A i A/ BSORE TS o o] AT DR A B AR Ak 771) ) SI2 )
ST IG TR G 2R 4 R ATAEY), WES R FR N 2L F AR 4h 4 R AR RN, RN 241 4
R OEEANR, CMROIGEIERTAEY, R OGNS Bl , 5 LR L HsE , BRI, R IR
RERA a2 NGIRERIL IR

(18791 7l ml LA dnid it an R R il & o 20— MR Kb & 52 b—MIEER
255 bR R R ARG G 7], SE 7 00 /AR, R R, S8 2R R SR AT A% B ) OK M
AR RS R E I AR A BRI R 4g , Tk HDRL, W v HIDRL , W5 25 g Bl s b 45
H R TTERBR SN TR 7. e L R EARH, BUi s O AR, DL &4 A
AN R I8 25 N R PR TE , BAE IR G 1 B 7E B e ) A AR

[1880] A& B A 4 th ] e i ek v 5, 8 donid i ey sy ok B e 2. A
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TR A YaT CLRE I SR AL, IF H o] DR S ani 1 oK RN P rh BB i, T ER
FL I, BT CLEEWRIE 7, 46 an 55, R 0E 550, 7 J 50 R0 / B8 2 B« 3, 3 1
B AT L R RIS, T AEAE AT E S & 18 B - P dn Je s e s /K B AE 3 Eh K
i

[1881]  Sf T~ B oh 2 Bl e N 45 24, A R I AL S mT LUV SIE IRmE S5 57 r e 07
{5 4 DL 0 s, 2R s 55 2% 1 s 2, A0 A i@ e 770, 48 — & 9 b, g — &
ft, VU O, AR A E R AR SARIR G .

[1882] X THRABIA 2, AR BH A FH AL G mT LLOT R I s S8 2 1, pHIA 15 ) o T
R OR b B, B B BT R a0 2R BB SRR AN AR IR R OR , /AR R S
RS TR A O - B, M T IRRHA 2, 4 & 40T DAL i e 30E tn LAk

[1883]1  XtT Emea %, T A K BB P ] LLJ7 5 Hiu e i) e 751 o 1% 26 m] DLd i K%
PEZH 53 5 G & W o R RO 7R & ok 2%, Ik B RIE =08 T & BHA R AR B iR e
AR, R AE B R IS AL DL RO T 2H 2y o X e R L HE 5 anmy Rl W RN SR 2
T,

[1884]  fE—/NSLJti 7 R ALE YT CLE 45 24 X P e 257 AT ik 17 PTiB R D ikgG 24
(1 86— E R i B e VAR R E G I 2R K F X R L R 2 R A A .
B B ert, g sl gl B e EOE K RS a0, W sl PR B 2 ARSI C
HH),Z Wl anPrausnitz flLanger,Nat Biotechnology 2008,Vol 26.11 pl261;
W02001/47503;W02009/000262;W099/49852.

[1885] Ak BHIIAL & PRI DLk 1 & /K~ HU ik T 2 FhER 2R, (045 B B RE AR, KR e
P AR T, A, 2R 2RI B A AT DU AU AR N D& 2 e 45 . 7 & Fh sk
T 7 e A S it FH RN 4 K0.001-10mg/ke A &, B4F K 0. 03- Img/ kg4 5 . M4
B LN BRZA0.1-1000mgif R 5, £10.2-750mg /K, £10.3-500mg/ K, 0.5-300mg/
R, BE1-100mg/ R o FIE AT LA —REG A — IR, Bl— R4y JLIR BRI 452

[1886] A B ) —J7 2 i &, A S A S iR ) s 5 A &9, K HALTH
Ui

[1887] & X

[1888]  [rAE A BA#AUL A , 75 WX ARk BH AL S WD BT AT 32 SOR A diX Lefh & 2
2 bR AW, RIS R SRS AR (e adEEAT,1-2,11,1]1a,
I1b,IIc,I1d,ITe,IIf,11g,I1- 2,11-2a,11-2b,11-2¢c,11-2d,11-2e,11-2f,11-2g,111,
I1la, I1I1Ib,I11Ic,I11-2,111-2a,111-2b,111-2¢,1V,IV-2,V,V-2, VI,VIa,VIb,VIc,VId,
VIe, VI FIVIgUA S AE Ut B 5 F1 /8RS Bs #84r vh AR AT B & MG D AL R T AR
WA & SCRE e B ARG OL T, B B AR A F8 5 A A SIS (1) I L4 5 4 - 151
wn, ARG HRI2HAEARTE SCHARAE H T HARI2A S AMEERLEY, 1
n, VL& AR 72

[1889] R “24% bl Hesz 87 W S A R B AL & mT LU AR 36, IF Hid& & T
XTSRS R NS IR A 24 IR S AR EAR TR InsER , H 5 HLRR iR mg , E iR
R, BRIR , iHIR , BRI ST B B ANLR IO TR, NIR, IR, M IRIE N IR , L BEIR , TN
BE, LR, N IR, BRIOIR , SRR, LoRIR, & IR, AR AT B, RATIR,3- 4- AR
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F L) R F G, IAVEERS , i BkS , R R, ZRETR, 1,2- Zhi- IR, 2- e IE IR , R Mk
R, 4- SR IR, 2- Z5REIR , 4- FH ORTETR , AN IR, 4- L 3R [2.2.2] F-2- 0% - 1- W,
HPRERR ,3- RIENIR, =28, BT MR, IR MR, MiRR , B &R, I ZEH
2, KR , B R AR R S5 T . e sh 452, 2- "R MR, & IR L, B £k, PiIR
MERE:, RAEMREL,2- AW EFEFIRE:, IR E:L, IR, MR £, IF O L E LR
i, AR IR L, £ TR L, IR EL PR L L RRIR Er, R AL, JAHRR £, SR ER £ A A
PEER AL, R A R IR 2L, A R SR, B IRIR 2L, FUME IR 3 , 28 IR 2k, B 28R &L, IR
i, IR L, TSGR L, B EL AR B, XURZEIR £ LB AR £, W & K IR L, 28 R
P TRRE MERER L, T ORIR A B R A R AF TR M R 1 T T B AR
BRI ER, gl &R RR, VORI, T8, 85, IEm, 520, AW, O, LR, L
Ji&, w1 R, HRR , S A, DR, 2R, 85, 72 L BRIk, RIS , B, IR ARG B, — O I
f&, BT el B AR R 2.

[1890] Ak HATE HVu N BLHE A S0 LA & a0 . “BRlE W7 2l it
H RN 5 G TE R S, JLPA ST UE IR N ONRR 1% S35 5 & P mT LA
FAY A MUAFITE R, B0, & 2RI, W2k ol i 28 AL i 771, & 0 i — &0 e s B
VA, R, 2B T s TR SSTAT, Wn Z Th E DU SRR s BERSSIA TR, W LR T . BR
H AR A B FIE YA LK R FEIX R LR BN & KA.

(18911 Ak BH I A 45 78 Va4 A 3 i o RAE “JL 7 TR v 7 4 DAifisE
2Tt B AR T 45 S A B B DL 2590 3L S 1) 2% (695 RE 8 s PR 25 W R o 1) 485
e S EATAB M, 1X S SR AT A RS S AL 2 1 o i AN L P AR e T L
TR oy — AT LA 1 SR R S B FEL - BUR IR , AR IR, IR = TR
PIRERR , Bk IR , R 2% AH I .

[1892] AR WIEEFEA K A E DN FTE &M FEAL =B R AR K& YmIE
PR E SN 2 /b — AR A A R T 4 (HR T EAF @ R R
HOR LI R T B ) SR BRI AR R, Horp B 32 1 R 2 2 I 1 T LB AN A R B 1)
e E R R 0 B S22 I A B R SR B AU R 25, il °H, L e,
e, M, N, 10,10, %S, PRAICT L S ERAR , TR DAL I B BAE AR T AR R I R A
2, B0, 5T, FTRA 51 N R B A6 A4 DAV = L Jo 40 A R A 2 A ks A
kR IRTE B DR, 9, FE AR BB AR A R BN R LG 208 % & TERT iR
A eb R AR TR ST B o A i BA B s ] 4 35 AR AR, B n e 4B N U R 47 5 Bn°H
5 O TR LS, W] BT 25 RN/ BRI 2 AR RS S (BIPH) g - 14 (BRMC) 8] 47 2% 8 5
T4 RUAT AR T T 00 226 o U A, PR B S [ i 25 (BIPH) BUR T LA st iy
B8, T T BB R AR i A v P, B, A P P 3 I AE K, 770 R 75 R sk 2>, TR I 7 i e
N AT RE R IR A R B A MR 1R 7 2 AR Al m DL I H R V248 A 3E 5
3 AR KA AR % o

[1893]  AKBAM 73— 7 2 Lt &4, b B/ — NP3 AR SR [8)5E 1780
PEFAL 2 RO ML ) BUR, FomT PR SR R, a0 50 7 2 3 1 F S LT J2 421 4
(SPECT) , IEHL TR S W7 Z 434 (PET) , WAL IRPEIE VRS) Bl PR A ORT) o

(18941 ] Fl-T-SPECTHI 93 [ 1k 2 FCS 1 GPR 1 78 45 FURTAE W s2 5 (A SCHh b2 ik &4
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%fﬁ?y“SPECT%E,%ﬁIJ”) %/ﬁ\:ﬁh Ejl]\gngc,HlIn, 82Rb,137CS,1231,1251,1311,67(}&,19211‘52201]‘1,
ek P THIt & WL B1tn, 9 T B A K B AL &4 FRVESPECT R B 741, AT LK T fir % 5
NUNAS ST A FFIGPRI T 5 757 A ARBR Hi 24, 9 7 Kb &4 FAESPECT R B5 571 »
TR 0T, TR L AR T U A 2R BN A R B RIAL B b o AR — A SEE
L AR SPECT 7 53 711 AT DA 28 T~ A ST A JH I 2 BIGPR L7V 5 I & 4, Forp JUR
175 SRR | R A v A It &= DA Y Rt aL A

[1895]  [Ah, RiE “A KA ISPECT/REZ A ¥ AR KA A, & FHRAT,1-2,11,
ITa,IIb,Ilc,11d,1Te,11f,11g,11-2,11- 2a,11-2b,11-2¢,11-2d,11-2¢,11-2f,11-2g,
I11,11Ta,I1Tb, I1Ic,I1I1-2,111-2a,111-2b,111-2¢,IV,IV-2,V,V-2,VI,VIa, VIb,VIc,
VId,VIe, VIfFAIVIgHE— MWL BIMLE Y, AR ST #E—20 8 LA S R AR A FFI
HAPEA3INT E D —FiEAT SPECTHAZ I BUN PEFIAL & X AFFEARR 7" Tc, ' In
,82Rb, 137Cs,1231,1251,1311,67Ga,192IREi201T1,Eﬁiiﬁ?ymlo

[1896] W] F-FPETR FMIGPRL7 T FIAT A4 CRSCH RN “PET/REE FI”) 15 )2 Ho
BIANTC, PN, 0, R, OBral M TR A . I, 9 T RS FIAEPET R BRI, AT UK OF
[F AL &= LLEAPET UG E GINAR A&+ A — A S 9, PET/REEF A LA
SET AR SCA TR & IRGPR LT I 45 4, FL P AR R TR R R PP BN RUR T fir
B AR AT b, TR SRR R BN R BRI A T A R R X R B
FAHFIANZE DA T, NP0, OBrak T, AR “RARICH” 5%, & A e R T, BR
HARE T RE I W R DG A A . (U A = B AR L e R T e . (S W,
Pimlott#ISutherland,Chem Soc Rev 2011,40,149) .

(18971  [H Sk, RiE “REHFIPET/REF W KA LR EEH RS ¥, HRAEA
KPR — M S 48, 8551, 1-2,11, I1la,IIb,IIc,I1d,Ile,IIf,11g,11-2,
I1-2a,11-2b,11-2¢,11- 2d,11-2e,11-2F,11-2g,111,111a,I11b,I11c,I11-2,111-2a,
I11- 2b,111-2¢,1V,1V-2,V,V-2,VI,VIa,VIb,VIc,VId,VIe, VIfFIVIgHIFRLik &4, tn
ARSI 20 52 R WA S AR A TF, Horp 5IN T 2 /b —FiE F T PETRE 1
BRI E X AR AR T, N, 0, R, O Bra T, HAR %A,

[1898]  HITMRIAMRSHIALA ML 2 HA A 1& &R WG RS R A R E
q:@oﬁlzlb:‘b@.j:ﬁlgc,IH,18F,19F,14N,170,31P$H 338,ﬁ4319Fﬁ13C%ﬁE1‘ﬁE"]0

(18991 Ak BHFEH VG P9 BLFE A R AL A VIR 24 85 IR FIRT 2 RASCRTiR b &
VIR ThEe AT AE Y, SLAEAR P, 1 Wid i i sl i 00 YRR , 5 T 55 A0 A SCRT IR 1 B
FGPRITURANTAL AW FH Tk A 4 G @& I 0 2517 LE I 8 J0 7 1L 8 F ) De s i gn
of Prodrugs, ed.H.Bundgaard,Elsevier, 985,81, gi#in] DL EA &&E I &, Fop
ety SR A LA RR TS A i B IRV R GPRL T4 Bt 7)o

[1900]  Huwk FHEACEA , AR A T UL B F ARG —A 2 A2k
Oy I HL AT BLEAS DAAS [R] (10 56 Bkt S5 A0 R B S B SRR A7 AE o AT AT S AR (140 Xof Pl S ) e,
X B S A AR B e B AT AL FEE AR BT R Y

[1901] AU A AL G Wt o] LA CUAS ] (1) & A AE , RIME N 2 dm U, BT A IR e B 6 7
KR

[1902] KK HKIIL ST LS ELH AN Z 2 H AR UL B8 2% ]
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PRz A

[1903]  “Zj2% Bl s2 B EUAR” R Fa M B A), Ban, O fleia ik, s AR &Y
— et I By, I HAR SRR N GO B 24575 BT R M E AR B i@ A A
Wl 1 E TR

[1904] WA SRR , Ak BRI AL & 0 mT T 5 A/ 506 97 300, Rl 2 N R B de e
T FIPIAE

[1905]  “¥iifii” (preventing) B¢ “HiRi” (prevention) & 4&IFEARIKAGF IR EEfE T KUK
(B, S EB R 1) 2 20— Fhilfs AOCRE R AN TE 7T 58 58 B 5l m) T o (H v R 8 D BRI 2 0
IREAR ) 283 el NRZRE R B .

[1906]  fE—/Nsjiti =, “Ya97” (treating) B “VRY7” (treatment) (LA Jp B RS (L
S o B 0 (R, BEL (b sl /D i i Ok R B 22 Dok /b 5w IR ARER 2 —) o fE S —
ST R, YRITT ECNRITT A tR e 3 2 — M EE 24, HonT DL BT DLAS & 2
LR N2 E ATHER , (E R B T REA T I B S BY S AR 96 AR 5 — AN St
TR, I BCRITT 2R B (i an, FEAS AT R E R BT EE AR e 1) AR
b (lan, A B AR E A T BB ARG B PR AR D — AN ST T S, “YRYT Bk
“YRIT TR IEIR R B E RS I RAEEGHE R L R L, “VRYT BVR YT AL HE X A 5 B A
AR IR SRVG T (RPE e AR) 5 LA R 3 B 15 (P AR AE AER FETVE ST OB 25 F
PEIREAR) 5 LA AT ART 5 9 B 15 B AR AR AR IR A ek A2 e 3% .

[1907]  fE—ANsiti 7 b, B Em 15 1) “i2 W (Diagnosis) , “i2 Wi (diagnoses) B}
“CWr” (diagnosing) M35 % A& 5 PR SR AHSS PARIERVEIR . “2W” , ISl B4
W BLFE AR AN/ B B A GPR 17 AR S 9 B R 15 5 78 I GPR17 5244k 5 {8 B
AR LG I8, BEINEAS IR A (91 G, ) [A) Bl 550 1R 08 S B Al fE— NS
H, GPR17HC A4 AT LA LAPETEGSPECT /R B 1 TE X T-X Bl 2, CLFE BEH T OB w2 o
[1908]  ARiE “Pips” (disease (s)) Fl“FEfi§” (disorder (s)) fEARSCHIEA Fr] H #fdi .
(19091 “HR " & 45 7E — BLIS [A] N LS80 , R hE B 22 /D — PR 22 2 4. “I Il i B 5 78
“PERE 2590 135 B N MEIR T 2 EA

[1910]  4nA A - “PEBE 127 2 45 v] L 53697 ARG 1 LG 9, B 2 e
Bk Ve IT 3000 R s B A R (a0, 72 22 At A ThaT7 T o« “FERE 120 i 48 AT 4
FES W AN D B

(19111 RAE “Bh” A1 52k E” BN RIE N, “BE” M NKZRK B AR E
e

[1912] AR BHIEW K697 Sh 5 s BB 5 ) 77325 , WA SCRE VEgRAiaR 1, e il N 2Rk
RN, ARG LIRIT AW ES TAKAME P GITASE" 218 49% T2,
AR NS IRE TR 75w i, 2 PLSEE i m X Fa i e & . “VRIT A
RE” AT UL AR B, i e H B RR S, DL SRR T B 32 Rl R NR il 1
AR, T8, AR EE, M 9 5 17 A4k

[1913]  “WrA Rk E” 218 4t H T 3260, Fe ol Nl E I, T2 WoRmm &4
1) 5 A2 A SR 9 903 PR 3 P2 T

(19141 4nARSCET FRRIE “2 KRR 72 $87E2016/71CD- 10-CMiZ I ARSI 2EG3535 7
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W R

[1915]  RiE “BEW A& (myelination disorder) 3G E EEMS (demyelination
disorders) , FE# L B [E S (dysmyelination disorders) FIEEH I B IR 2> [ 15
(hypomyelination disorders) , WA — D HIAR 1. HTIHIE A K LG IRYT B
T BRI RS AR IR R W BE RIS , R A AR A RGN o FH T A K B
A& PiE I7 B2 W) R ) DA% I B8 4 T PR 15 2 22 R PR AEAL

[1916] QA SR FH AR TE “GPRITIAFT A" EAER IR REHE I TTGPRIT 2 ARVE EIAL S,
A2 RE S PR ARGPRLTVE MR AL & W o 3X Bk “47 GPRITIA 571”145 B8 B8 FH Wi GPR1 734 3 774
FAIGPRITHEHLA, LA S RE S 0 2H 5 AL V& PEGPR17 32 A4 B2 AR AR AR GPR1T S [ B
Ao

[1917] &M% B IAE “C SRR B AR i, X+ Coi R B ER S ) 2 EEER
I8 K 1 %A [ i B 5 B R S Y L g, °CL 7 ATE(C ) T IR AN A ST E— 2D ]
AR, A 1-64ClE T

[1918]  “fed” IR AR R 2L R B T DL B B SCRER - “i B 1 Sl s B 1 -
6k SR T BB LL (“C, K dE”)  BAL-5 AT (°C e E™) , -4k IR 1 (C, b
) 8- 3B R T (FC,_be B BIRLE A ARE I 1A  3E, 288 IR 3, RN 4,
IET B P THR, R T AE BUT AR UL IR I f B B e R A R ) AR ECH BICR T
AIEA ST G5 RoR A 588 .

[1919]  “WG2E” BFE S A 20— AN NI AN IE I L I FE vT DU SCBE s ERER - M
B S BEE B AT 2- 3R IR T (FC, ML) Bi2-64 IR 1 (°C, JmFE”) B IREE 2 AR TE
¥ OIS (CIEFE) NS BT IR S R A RS T AL 2 48 B = /N EER
BRI 10 2, ARG EEE GRS DL SCRE G s/ H 2L 20 58) 214 .

[1920]  “BRAE” EFESA 20— A =80 A IR L B R mT DU SO BB BER . “Br
L7 () S 45 B 2- 6N ST (1 L (“C, JRFE™) o 2R TE B R a0 bk, e B A
2- T BRI U

[1921] AT B 3 fsi FH IR “f B 47 A “Be S (— e e (Bk) S8U) B BEHT-O0R, H
HRZ WA St — 0 e CRIZ ISR I “Be 228 o 2550k U, Rk 1 e G) AR B (3R)
AL, 2 Gh) AL, BN GF) AL, RN G &2, 1T ) U, BUT Gh) &L, T G
AL, R G UL, IR G AL, 1, 2- THIET G AL

[1922]  “p&R”BHEH, & IR 7

[1923] “B%EIEL" ZI5HEHE]-N=N=N.

[1924] AL AL 245 -CH,-C=N,

[1925]  ARSCRT RS “pi AR 3L 2 38 WA SOk (1) “ed” OF HH A3 PRkt
o C-J T H) e A R R TR, g R (C ) K dE” AR s )
FEAHANPR T-CF,, -CCL,, -CFCL,, - CH,CH,CF,#1-CH,CF,.

[1926]  RiE “GALI” 2 F5 H A — A2 AN s DR 2 A an, 43 3R 9 R B ER
SRR o i B A 0 i) B A ST I e SR bt R BRCgRUbE () AR . (R AR, SR
SRR S e ORI TR S e Y I S T e

[1927] P FHEORAE “BGe 5L 4R WA SCITIR I e 28 , ol — k24> slE 1 B
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(C,_y) BEIHEAIARFME LB ELFEH AR - CF,, - CH,CHF, #1-CH,CF, . PR3 ) “Fr 3L 2 Forh oK
i FP A — A A G T ORI B T 5 R, SR ) DD ) B9 £ 352 - CHL,CHLF , 5 1l 1L
) 9 £ 3 R FE AT - CHLCHE, , 5 il (L () =98 £ HE SR HE ] - CHLCF, 45 T 10 12 ) B 35 P 2
#& - CH,CH,CH,F, 5 A LK) — 5 A 2 7 - CH,CH,CHF, , Rp )0 146 1) = 98 P9 22 & - CH,CH,CF
[1928] A “H -, R0 AR A A B T e R e SR RS B AT AR A SR A B ]
(R4S o B, AR -, - A= LA AR M . L2, IO M = L3
(19291 ASCHT FIIA T “pa AUkE (B) S2E™ R 4R A SRR “he () S 287, Kl — 4>
22 A B R T U X AR(C ) B R R AR S ] AR E AR T -0CF,, -0CCl,, -
OCFC1,1-0CH,CF,.

(19301 ZRSCA] B A FH AR T IRl ot B S 2™ Bl e SR AR AT IR 1 e (J)
SEIET HA AN AU T R (C, ) ke ) B AR S R E AR T -
OCF, , -OCH,CHF, F1-0CF,CHF o it it f) “B-4 £ 403 /& 4] - OCH,CH.F o R I (1) — i £ S B 2
FLP - OCH,CHF, o f 0k i) =4 £ S B 2 3L ] - OCH,CF, o ML 1B 1 S N 4 BE 2 3L 1A -
OCH,CH, CH,F o $ft 6 Fr) — 5 7 48 45 /& #E (41 - OCH,CH,CHF,, £t i [¥) = 96 P 40 2k 2 2k 1] -
OCH,CH,CF,.

[1931] AR SCA] T H Al AT ARG “Gibe (O) SR A e k™ BT e SR R e 7 2 R A5 plbe
() SRR e S () S L L b AR e S R 4 — el AR U AR SE 4
{HANPR - CH,CH,0CF,, - CH,0CF,,CH, I -CH,0CHFCHF

[1932] AR SR LA FH AR AR “Ga e ik SRk e SR Bl U R A e R 7 R R T e
T M EEAFE R S, S AR e s B — e AR T R AR R S
ALHE{H AR - OCH,0CH,CF,, - OCH,0CF,CH,F1-0CH,CH,0CHF, .

[1933] PGB FRIE" R IEI] -C (=0) - b dk , Ferpe RE nA SO E SCo S (K Seil2C, ¢
BEFRIREERIC, e RHRE , 12 L Wi, (-C (=0) CHy) .

[1934] g () S FEBRIE" R ARFE N -C (=0) -0-fedk, Fepe e A ST g Lo R4 51
THRC, JERSIRIMC, b il & F 48t Bk (-C (=0) OCH,) -

[1935]  “petMLAAMLAL" 2 F5 3] -S (=0) -Fidk , Fp e BAnA ST BT sE 3. SR ] 77
C, Je Bk I A , AR5 ol A2 FH AR A 5 (-S (=0) CH) .

[1936]  “feKbmam AL 6 IEH] -S (= 0) - feddk , b e S AnA SO 3o 3 R 472
C, B BERIEAE , i J3) A FH ST L AL (-S (=0) ,CH) .

(19371 “C, Jefaldk (C, ) bedk” AR LM -C Je k-0 (C, ) bekk, Horpe FEanA SCAT &
o

[1938]  “C, JKeédldk (C, ) e A" R HIEH]-0-C bedk-0- (C, ) bedk, Ho gk A
P 3L

(19391 ASCHT AR “FAke 7 R F AT A B AR (1 4 R 1T, FLRT L 2 RO B
A WA P15 M BRI ke 2708 2= D3 B2 HI T4t
BRI T (°Cy AREdE”) , 36> AR T (C, JFAKEAE”) o Sl M A be ik B3R Y 3, 34 T
B, N B, ORI Pk IR e B LR A SR, (E ] LA IS MREXCA [T, il
B UK P 2 o PR e S AT LA — AN AR 2R 4], FLaT DU 0 Yk sl A B S 1 3k R i
FEIXFIBOLT » B0 B PRIk FHAE” Bl “PR Y HYARAE™ o B0 A P2 W] DA, 91
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R, SR R S e S R S BRI FEIX AT DL T BN BRI AL B e A
HRIEFRPIIE” AN, 2SR FEFREE I TN A7 B 254 CH,CH,-0- C (=0) - PRy -, T 4 A 2k H
S HA S5 A 2L -CH, -0~

(19401 ZR3CHT FHHEARIE “C, A" RIS B A8 20— X 13-TM IR T
A R ]

(19411 ARSCHT IR ARTE “TRIFpe 57 248 5 H 20PN R R 72 — Mkt 5
S, BV R 2% S 7 I AR, JErh RN IR AT DA RO sk — B gl — el A
ARSI ) BREE B I @ Y AR be B AR S AR T e i, AR FR T e B L DU Ak
B, TERURIE B L R , TR b , WM B | SRR e I KR A DU S bt e DY
SUME IR | R W % , WIR PGS 256 , P bR, BN ARG , R 3R Pabe it SRR PR B E 2 , R
PEle A A R IR PG B e AL o ARE “C, AR IR AR 5 3 TAN A R
FRIAIGE JE o R BE A I 2 BB, (HA AT DL RR MR XA 21, 9 6 e it
[1942]  RSCP RS “J00 R 2™ RIS H 20— DX, B E BRI T2
DAk B A SRR I R R TR, i ASFRATRL R AR IR bt A SCt
— B AN B AN HUREEH AR 553 1 A% P07 i G 47 T P R B , S M AR, R e b
B, MR MR, U BN A R R C, IR I RIBRLE3-TA AR T
F A MR AR SR AR IR L AL 9 B

(19431 ASCR FIRIRTE “ 05 27 R fa A 7 e R ], B A 205 ST, BTk ik
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H A& AE R,
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R101E A &M 2=, PLideik B &, IS
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[2179] RILEES, X &, =% FFEMFE, HIRiENA,
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B
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OB AT, 3F H L&A PET I/ 8 SPECTRAZ I BAFAE , I T2 W7 Al /5 Fl T-PETELSPECT Y,
B

[2183]  21) #R¥EHTIA T H AL — I &), FHTI7.

[2184]  22) WP FTIA T HAL— DAL &9, T TR VR IT ik B BB Al B IS A1 5 fiw i
A5 A O IR R IS B 25 B A I B S B SR A LT

[2185]  23) MHFEITH 220940 &4, Horh Frid 25 A E B AG1E 5 2 KRR {6 (MS) , B s I
BFE A, AR BE 28 (FEYE v mR) AR VER AP EMEMAE R, SRR ECE e 58 %
SV PR B 28 (AHL) B = JE ] 1 B R Ad , s R g | AT i U i A S Ao 7 e e A A
AMNEEEE TSR, BT 1 i 2 2R 5040 1 D I R A SR AR AR RGBSR I B RO
PRIRMICRESS, B T 88 T Sk F e e ONSEER TR BBESS , A7 /R fi5 , B2
RO PEREAY , P~ BARG G , APRIRAT YRR , ELFE L2 48 N ZR A4k (ALS) , B JR 9% i R 9
(AD) , £ RBZE4, MR, B HE/M M5 I (SCA) A1 W5 , K5 #RFEAS , Qs f
I3 ZLREFUSURH RS , A1 AR SRS B s, AN . BUEFRAR , PRI & , f L 4 -
RGN A E AL - S HE - =K.

[2186]  24) WRYEHTIA I B AL — I A&, TPl A/ 80697 2 K ERE 16 (MS) .

[2187]  25) FT-Tills A1/ 83697 4 B BE S5 A 05 A 5 B 4l 20 A DG 1Y) B fig Bl 2 & 41k
(2% A BB IS 1 7 v, ARG AT BN EES T BT A NENRERT R E £ —
&Y.

[2188]  26) MR ¥ W H 250 J vk, Horb g A AE B 15 S HEHE I SIS A O, ik 83 2 KA
1 (MS) , CLFEH A PO AL AR BE 28 (BB e 9) M2V R MR SORE AR 4, S %
B B a4, 20tk e B R (AHL) |, i s R A4k, , 9 B I L 5 RS 1 ot Bd A
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R AR IR R IAE I 46 , 76 A R e L e R n ST s PR P T 600 R 8 2 G e 4 A7 7
N FEN PR I AR, FE130°C R Rl .

[2243] B3, HorPR6Z -S (0) Rx HRxJ2C, SR AT S a] IR At RN 72
KT A g ikl AL HPREESRx HRx B A 5 _ IR A 1 R A 0k il % o
HREZSRxII I B LA HHR6Z K R IE T IR IR NI &I, fE L b B
g A = (AR L ER) — 48 (0) , B f& WxantphosfEE T, FEMRMEIE RN, N- — H
SEFER R R, 15 S R AR SRl &

[2244]  A-T1.455 /I

[2245]  Ac:Z.PRESE:

[2246]  ACN: Z.Ji§

[2247] /K MIAE AL B K AR

[2248] nBu:IF | %

[2249]  tBu: T %

[2250] Cy:¥fC 4t

[2251]  dba: WP R HE P

[22521  DCM: & Fi ke

[2253]  DIPEA:N,N- — N3 2 1%

[2254]  DMAC:N,N- —HI 3t 7, W i

[2255]  DMAP:4- — FF L& JLnt g

[2256]  DMF:N,N- — H J F i Jiz

[2257]  DMSO: —HH VAR

[2258]  DPPA: R AL S B

[2259]1  dppf:1,1 - X (- FFEREIL) ik

[2260]  ES™: W% IEHL B

[2261]  ES: HE I 55 6 e B

[2262]  EST.:HL M 2 HL B

[2263]  EtOAc: Z PR Z I

[2264]  h:/NE)

[2265]  LC: ¥ AH {1

[2266]  LCMS: Y AH o i i

[2267]  Me: FH 3

[2268]  MeOH: iz

[2269]  min: 4 4

[2270]  MOM: FP 42 Jk Y L

(22711 mw: fp P

[2272]  NBS:N-JR AR HE T

[2273]  NMR: #%H639R

[2274]  Pin:#iiMlEE 4 (pinacolato)

[2275]  PMA:T§4AER
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[2276]  PMB: % H 48 3 3

[2277]  rt: =R

[2278]  TBAHSA: U | JEfi R S

[2279]  TBAF: U T JL 41k 4%

[2280]  TBS: /R T FE - H JE ARk fe

[2281] TEA: =Z.1%

[2282] TFA: =H L

[2283]  THF: PY& kN

[2284]  TLC. i E {0l

[2285]  Xantphos:4,5- X0 ("3 REIL) -9,9- —FH LN

[2286]  A-TIT.43#f 7572

(22871 3 A58 FH e b s 77 Ak ) T T8 75 3 — 2P alidb, 1& U i B AR TEOKIE A B R E
Aldrich Chemical Companyf¥jSure-Seal=fEikH ACROS OrganicsiJAcroSeal™) . il
R ST R R SR AR B TS AT

[2288]  LCMSHR T % o ui il &= A FH an A | ) 7 v A SR AT

[2289]  -BIELCMS 541 -

[2290] QDA WatersH#PURGAF LA FLOMS M o 1% 06 I FR AT BSTYE A LG — W/
BRI #S (20042400nm) fYJUPLC Acquity Helass. B LA 5E £MSTIHEMm/z 7042800LL B
B PR e e IR 3R A 3 S AE45°C N AEH T B E Y Waters Acquity UPLC
BEHC18 1.7um (2.1 X 50mm) A _E#E4T . FH7K /ACN/ F i (95/5/63mg/L)  (#71A) FIACN/ 7K /
R % (95/5/63mg/L) (FFIB) BEAT B FELEI S & IuL MSAifE.

[2291]  FEAFEF “4min” (FE1)

[2292] %1
[2293] i 1] (min) A (%) B(%) JitiE (mL/min)
0 99 1 0.4
0.3 99 1 0.4
3.2 0 100 0.4
3.25 0 100 0.5
4 0 100 0.5

[2294]  -BHHIELCMS /5722

[2295]  JGiil (MS) 1% &1 78 EL A FE 5 5 L 39 (BST) HULCMS-2010EV %4 (Shimadzu) Fid
3¢, H 518 FHXbridge C18-2.1x30mm,2.5um (Waters) FEHJHPLC modular Prominence
(Shimadzu) fHEC. yE AT N3uLFE S, HR N 29 Img /mL o Bl PE 25 AR I IR B AH 2
A) 5mMH B2 45+0 . 1% Z /K VATRB) 5% I ZhAHA+0 . 1% S 1 Z KGRI TR-E) o A8 PR kR 4
N :fE4minN5:95 (B/A) 2295:5 B/A) If HAE T KA Imin N fR+£95:5 (B/A) .

[2296]  -Hp{HLCMS /57253

[2297]  f§ UL R AR AELCMSAX 2% (Applied Biosystems API 2000 LC/MS/MS,HPLC
Agilent 1100) it i (MS) el oBHALAILL 1.0mg mL IV I AR AEACN (VA FIA) B
K (EH2mMLPREL) : MeOH 90:10 GAFTIB) H, 7 H.an 5 75 ZH 5 AL B H 2 58 2 2R
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JG , B 10uLiA W 7 F N Phenomenex Luna CIS8HPLCAE (50X 2.00mm,$v4%3um) 1, 3 FHPL
FEEAT BRI - 7K ACN (B B A) 5K :MeOH (Bf 5 B) ££ 10min A M90: 1030 100, Imin /5 JF 4 HF
FE SR G AR A A LI A A300RL min ' A IATE e M 1 Omi no A5 F =4 B4 F1 K 2 (DAD) M
220 400nmAs MUVIK L -

[2298] gkl r DL IEAH Sy, (B Bhs i) [ AR o ik vk ol B 45 vk 4lifh.

[22991  fifi FHEERRHE (100:200 H F: ik F T Pk €43 RSE A, il sk [ Biotage® g
Teledyne Isco CombiFlash®fjIsolera™ Four) #:47 IEAH(A .

[2300] i F P FlAS R PRI AC R AR LA TR 5 v AT i) % Y e A it «

[2301] -k il 8 U LOMS T ¥ 1«

[2302]  LCMSZiifbfd FHSQDELQM Waters = E PUARAT IS HEATMS A I o %6 1A AL A EST
JEAIPrep LC controller WatersVUJtZE , 7y A AR M HKG 2% (210-400nm) -

[2303]  MSZ ¥ :ESTBINE H 5 3kV o 4 FLAN R BUHE FLEL R 10 Y536 1HIRE120°C o £ 77
PRI EA300°C o HEFL AR ES0L/h (BR) », FIEFIML SRR E650L/h Hidis Lhm/z 1005
TOOM AMSFARE LA IE A58 2l in PR 1 sl ol 1k e e 3545

[2304] LCZ#: A BEEZEIR FEXBridge prep OBD C18fF (5um, 30X 50mm) (B4 ¥k
fii) EEAT . 7K G FRIA) , ACN (JE7IB) » 7K BB R S #4 8¢ /L+500uL/L NH,0H 30% (V57
C) (pH~8.5) HEATHE Vet - HPLCIR & : 35mL/min 2 60mL/min, VESH AR : ImL. 5 Jikb &
N+/-1/6000%EMS (£2) .

[2305] 2.
(23061 [yt ] (min) A (%) B(%) C(%) #E (@l/min)
0 85 5 10 35
1 85 5 10 35
7 5 85 10 35
9 5 95 0 60
12 5 95 0 60
12.5 85 ) 10 35
16 85 5 10 35

[2307] v {4:RP-HPLCJ712:2:

[2308] FFf# FHHRP-HPLCAH: (Knauer 20mm i.d.,Eurospher-100 C18) ] Knauer
Smartline 1050HPLC R4t b HEAT B & F=WIIHPLCAAY, o W4 F= Wi i AE B EE (20mg/8mL) 1,
34T SOFHHPLC, N FHH B /7K (70:30%100: 0, i 24min) HIKHE .

[2309]  NMRYE ISR AEANE AL 2S L

[2310]  -BRUKER AVANCEITI 400MHz-Ultrashield NMRYGHEAX , H WC4%iE47Topspin 3.2
BAFEHIWindows 7TProfessional TAES,Fl5mm X3R5 #5454 (PABBI 1H/19F-BB Z-GRD
782021/0075) B 1mm= JLHR#R%EF (PATXT 1H/D-13C/15N Z-GRD 7868301/004) o

[2311] - B REERTH (at) =2. 08>, iR LR (d1) =2. 0 FIZ N5 (1b) = 0.5Hz [
Varian 400MHz NMRYGIEAX .

[2312]  -Bruker Avance DRX 500MHz NMRY(iE{X

159



CN 110121499 B W OB P 131/347 1

[2313]  -Bruker Avance III 600MHz NMRYGitE{%

[2314] b2 A0 #2255 H ARV 771 (DMSO-d6, %% - d6ECDCL,) B AR B 7 &5 A
Rr# L H J3 53 2 (ppm) MAEEH 8 () 46 1, BBALA FR2E (Hz) - B iE 2 1% 45t D v
(br) , BLEUE (s) , X EEVE (d) , —H V& (1) , U () A EIE ) .

[2315] 77 il W R Ao AT Z BT E 52 R TR 95 2 A

[2316]  A-TV:SEhtifiltb &G L

[2317] DL MMLEWIH 4R 2 HBiovia Draw Version 16.14FXF2(X, XTI, XTIH)H[E]4&F]
HACDlabs version 14.03%FXFsUTIM L BIik & P04 BRI TUPACKFK .

[2318]  rhija)fk

[2319] fQXEI’J HH TR B R

[2320]  A.1.4-%-2,1,3-RJf0E k-7 JigX- LI & AL

Sl
NH,

N~

F NH, CAS: 1122-83-4 NG _N  H,SO,, HNO;,
¥3K, EA, 16h 0°C, 2h
o g 3 ,.}.F- 2 1"F‘£?!-2

(2324] CAS: 18645-88-0 4 3% -1 X-1a S
N~ N~S
F\‘ jf j’;, Zn, NH ,Cl F\QN

NO,  MeOH. B %, 2h NH,
X-1b FR-3 X-1

[2322]  BUB-1:4-9-2,1,3- K38 —MEX-1aff) & 1%

[2323] i) 3-9R A -1,2- % (1.00g,7.94mmol) f) F % (20mL) AW InoN (V. ish P ik 4
H) B (10mL) , ¥ [ BAIR-S Y i El i 16h 8t TLC M I S AR « SRS 4 IR S TR A )
B SRR IR A Y@L Mt (&, 100-200H , 2% Et0Ac O e k) 2l
1, 15204 #-2,1,3-KIFFME X -1a (1.06g) , AR R4

[2324] Y%K :.87%.

[2325]  'H NMR (400MHz,CDC1,) 87.21-7.25 (m, 1H) 7.52-7.61 (n,1H)7.83(d,J=8.80Hz,
1H) »

[2326]  DIR-2.4-5-7-f43E-2,1,3- K FHME — X - 1bI & Y,

[2327]1  #£0°C N IFjH,S0, (12.0mL) Hi in & HAHNO, (8.00mL) , J&-44 s B V- P 76 AH e iR 2
THEHE10min, 7E0 Cﬂﬂﬂiwahm%ﬁﬁbuiM W-2,1,3-RIFME —MX-1a (0.80g,
5.19mmol) H o K R BV G ITE0C T HEFE2h, LLTLCI'WWJ&F“ R TERUE S R SR A
YUK K kg, FIH,0 (250mL) Pk IF £ H A R, 1S B4- 9 -T-THAE- 2,1, 3- 2R IR0
TEX-1b (0. 80gH ) 5 T L 44K

[2328] ZtbEMIARGH —DAEFEAT T2 RN,

[23291  'H NMR (400MHz,CDC1,) 87.43 (t,J=8.56Hz,1H) 8.69 (dd,J=8.31,3.91Hz,1H)
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[2330]  DIE3:4-%-2,1,3- 2 FF0E — M -7-FiX- 1 &%
[2331]  [4-F-7-f3E-2,1,3- 8 FEmE —MX-1b (0.50g,2.51mmol) (] MeOH (50mL) ¥
JAZn (0.82g,12.5mmol) , ¥R J5 MIANH,C1 (1.34g,25. 1mmol) oK s B VR A 90 in#4 42 5] I
2ho @I TLCAN LOMSH il J L HERR o T8 BT 4 S TR A id i w2 8, 9F R IE
WY  FRAZ R P Y i A i (AR RE, 100-200H , 10% EtOAcH] O be AR 4t , 15
F0. 13gMI4-9-2,1,3-ZFFME -7~ JX-1, APt a4k,
[2332] % :30%.
[2333] B IELCMS /7VE2 (ES) :169.85 (M+H) *,97 % 4li JiF .
(23341 'H NMR (400MHz,CDC1,) 84.53 (brs,2H) 6.52 (dd,J= 8.07,3.67Hz,1H) 7.05-7.14
(m, 1H) »
[2335]  A.2.7-YR-2,2- 5~ 1, 3- R IF ARG - 4- e X- 210 6 R

Br

O_F
o)
o>< F NBS, DMF w<F
[2336] ’ o F
NH NH,
CAS: 106876-54-4 X2

[2337]  fEOC FIA2,2- —4-1,3- K ARG -4-1 (0.11g, 0.66mmol) FJDMF
(15mL) W 2 FE I AN-RACHE FAEE IV % (0.10g, 0.59mmol) , 44 [ MR S WIE =R T
PEFE Lh oG8 TLCAILCMS M I s B2 3R % o 58 i » 9 S B2 78 & FH V2 H,0 (15mL) ¥ K 3 H
EtOAc (3 X 10mL) ZEHL KA HUZE 50 B, FITEKNa, SO, T IF A5k 45 o SRS AR =i i
il (CAAEE, 100-200H , 2% EtOACHI T edi i) 44k, 43300 1gH97-9R-2,2- —%(-1,3-
HI TR -4- B X-2, NER A

[2338] % :60% .

[2339] Bl PELCMS /5¥2:2 (BS) :250.00 (M-H) ,99% 4 JE .

[2340]1  A.3.5- K [c][1,2,5]mE —me-4-FeX-3) & %

oY
CAS: 1122-83-4 )8
NH» N
FE, SR H,S04, HNO;
- F i~
F

B R HE-2
CAS: 367-31-7 X-3a
[2341]
B B
¢ X H,, Pd/C o
MeOH
/ NO, B3 L NH,
X-3b X-3

[2342]  PBR-1.5-5KIF[c][1,2,5] B —MeX-3alt) &K
[2343]  [A]4-4A5-1,2- % (1.50g,11.9mmol) A 2 (20mL) YA F In N (P A ik 2k 41
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55) 28 (0.40mL, 35. Tmmo1) , FF44 [ MR AW N el 16h o 38 TLCAILCMS B I s B g A2
FERE  F RN IR SR WAE K R ) FHH,0 (150mL) ﬁé%,%ﬁﬁﬁmo;\c (3 X 150mL) %
B BANZ7 8, FJE/KNa,So Hﬁ%ﬁ;élzw‘ﬁ FrAS =i Puk A Ak (023%
EtOAcH b 4lith , 43 51.36g 5-%-2,1,3-2% JfHE ZEX-3a, ik i Ul 4

[2344]  WHK:T74%

[2345]  'H NMR (400MHz , DMSO-d,) 67.67-7.73 (m, 1H) 7.92-7.95 (m,1H)8.15-8.19 (m, 1H) .
[2346]  JDBR-2:5-F-4-fH3E-2,1,3- K FEME X -3 & K

[2347]  7£-10°C FRI5-%-2,1,3- A F1E —MX-3a (1.00g,6.49mmol) fI¥K H,SO0, (2mL) ¥
WIS A Y (InL) , FEK R SR GRS T Hidt3ho i i TLCATLCMS i I sz S gk
P SEE K R BHR A (BNVKYA B0 (50mL) 7 3 FHEt0AC (3 X 50mL) ZEHL KA HLJZ 5>
B, F 767K Na,S0 $I§'§%‘1E S UG o FRAS R P 3d e o A 15 (0Z28% EtOACH) kit
VW) Alifk, 183)0.66g 5-FR-4-FEHE-2,1, 3-8 FF ME X -3b, Fks 44

[2348] W% :51% .

[23491  'H NMR (400MHz,DMSO-d,) 87.56 (d,J=9.78Hz, 11) 8.20 (d,J=9.29Hz,1H) .

[2350]  JDUR-3:5-98-2,1,3- SR JFME k- 4- JX- 31K &k

[2351]  [m)5-#-4-fH3E-2,1,3- 25 F1 8 X -3b (0.65g,3.26mmol) ] MeOH (20mL) YA R
IIAPA/C(0.30g) FAEESIE I T ¥ RMIRGYE il N HHE16h o il TLC I I e )37 i3t
o R B R BIRG 8 TR B KRR S R A, 15 510, 27g 5-9-2,1,3-
IRFFE W -4 - X -3, R L A

[2352] Y% :50%

[2353]  'H NMR (400MHz ,DMSO-d,) 86.09 (brs,2H) 7.16-7.20 (m, 1H)7.56 (t,J=10.52Hz,
1H) .

[2354] A.4.7-8F:-2,2- “5-1,3- K AR - 5- X -4 &

0 NO
F 2 0] HoN
X<e % HyPdc OXF
(0] H,S0;4, HNO, o F  MeOH o F NaNO,, HCI, KI
0~ “OH H# 31 0% ™SOH # -2

0% oH %3
CAS: 126120-85-2 X-4a X-4b
[2355]
! o}
CN
<! s
g F DPPA, TEF’\z ><F Zn(CN 2, Zn, (Ph oP) - =% 3%, ><F
=, =7 ,(dba) 3,DIPEA, DMF, 80°C O
0% “OH 54 NH,
g $ %5
X-4c X-4d X-4

[2356]  JBE-1:2,2- ZH-6-M3E-1,3- K AR % -4- HERX -4al & R

[2357] FEOC FIM2,2- —9-1,3- It A% -4-H S (10.0g, 49.5mmol) I
H,S0, (70mL) ¥ I AT AR AP GRH, SO0, : & HNO,,6:5) , H-4g R BLIE A YITE0C T Hi#
3ho ﬁﬁTLC%HLCMS "HJHJ&M&% o ﬁizF,h)ir“/ AW EINFEUK S UE, L0
(200mL) P B2 T, B 312, 2- Z9-6-AH3E-1,3- K I MR JE-4- HERX-4a
(9.80gHHfh) ,ﬁfél@lles,/\ﬂxzﬁ—”:é@%ﬁﬁ? K.

[2358]  BlMELCMS /5¥2:2 (BS) :245.75 M-H) ,73% 4,

162



CN 110121499 B W OB P 134/347 7

[23591  'H NMR (400MHz,DMSO-d,) 88.42 (d,J=2.45Hz, 1) 8.62 (d,J=2.45Hz,1H) 14.34
(brs,1H) »

[2360] HIR-2.6-2H-2,2- “H-1,3-HIF A HRIE-4- FEEX-4bIE& X

[2361]  [0]2,2- & -6-HH3E-1,3-KIF AL LE-4-HERX-4a (1.00g, 4.04mmol) f
MeOH (25mL) ¥ ¥ 1 IMAPd/C (0.10g) DT L TR BIRAEWEZER T HidE2h.@id
TLCANLCMS M5 I s B 3R o SE R 5 5 K S S VR A5 47 3 ek e 1= #8408 , FIMeOH (40mL) ¥,
B EAWRYE, 5516-2FE-2,2- -1, 3- I A SR -4- HERX-4b  (0.76gHH
i) > AR A [

[2362]  BfPELCMS /5¥2:2 (BS) :216.00 M-H) ,97 % 4,

[2363]1  'H NMR (400MHz,DMSO-d,) 85.16 (brs, 1H) 6.48 (s, 1H) 6.70(s,1H) 7.28 (brs,2H)
[2364]  JPHR-3:2,2- H-6-H-1,3- IR FF ARG - 4- HIRX -4 & 1

[2365]  7EO0°C FlH6-&IE-2,2- —%-1,3-FH A LMK E-4-FERX-4b (0.75g,
3.45mmol) 6N HC1 (25mL) ¥ * i ANaNO, (0.75g, 10.3mmol) ¥EH,0 (10mL) H [11¥& K , I
¥ I NLIR AP E MR R 3 #30min. 7E0°C R NKI (3.40g,20. 7Tmmol) JH,0 (5mL) ¥
W, 3 B SRS AR AR BIR FE F BEE40min B X SRS WITE =i FHidE 16h. @it TLC
WS B SRR - SE R G RS IR S FEt0Ae (2 X 25mL) AL A HLE 73 5, A
Na,,S,0, VW (2 X 20mL) ¥l , £ 67K Na, SO, T IF H A5 W As , 43512, 2- — 98 -6-flt-1,3- 23
TSR FRRIE-4-HERX-4c (0.41g) , AR T ] 4

[2366] ZALEVIARGH —BANEFEHT 2R,

[2367] Y% :36% .

[2368]1  'H NMR (400MHz,DMSO-d,) 87.70 (d,J=1.60Hz, 1) 7.91 (d,J=1.60Hz,1H) .
[2369]  JDHR-4:2,2- . -6-H-1,3- IR FF NI IR - 4- 12X - 4d I & Rk

[2370]  [M)2,2- 9 -6-M- 1, 3- K I A MG -4 - FHERX -4¢ (0.40g, 1.21mmol) H)—
¢ (5mL) W P NN =2 % (0.50mL,3.65mmol) , 4R J& N — 28 FE s e 0k & B AL W
(0.78mL,3.65mmol) K S SRS YN #Z A3 Lho 83 TLCANLCMS M I s 37 3348 » S RS
¥ RS &4 FIH,0 (20mL) #8 , #4130mindf FEtOAC (2 X 25mL) ZHL K HHLZ 503, H
T67KNa, S0, 1t H A k4 A BRI S A A 3 MR, 100-200H , 5% EtOACH] Cbe
WD ik, 13 310.21g 2,2- = H-6-Ml-1,3- K IF A IR -4 - X -4d, A TE ([
N

[2371] Y& :57%.

[2372]  BfPELCMS /5¥2:2 (BS) :298.00 (M-H) ,84% 4 JE .

[2373]  JDBR-5.7-&HE-2,2- 5 -1, 3- K I I -5 - I X -4 A Ak

[2374]  []2,2- 5 -6-Ml-1,3- 2K A 4R -4- %X -4d (5,0.20g, 0.66mmol) [¥JDMF
(3mL) ¥ A Zn (0.002g,0.03mmol) , Zn (CN), (0.08g,0.73mmol) , (Ph,P) , %%k
(0.04g,0.06mmol) A1 DIPEA (0.11mL,0.66mmol) , 3 sz MR &9 & W3 10min. % N
Pd, (dba) , (0.03g,0.04mmol) F45 [ MR A 7E80°C T n#k2h . I8 I TLCHE M s M REFE - 58
S B R SR A ) FHE0AC (25mL) i R, e iod ek g8 = B 8 3 FHHL0 (2 X 25mL) Beidk KA
BUZr 85, TG 7KNa, SO, T-H I B2 W4 o i FH20 % EtOAC I CL e i i S /A3 B . 7438
o AR (100-200H) ,530.07g 7-FFE-2,2- . -1,3-FKIH EIEIRNE-5- IEX-
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4, NIRFEEE R

[2375] Y% :53%.

[2376]  'H NMR (400MHz ,DMSO-d,) 83.72 (s,2H) 7.80 (s, 1H) 7.87 (s, 1H) .
(23771 A.5.5-3-2,1,3-ZFF M M -6- L X- 51 Bk

NH
OZN:@E 2 SOCL, TEA OoN _,N\ SnCl, HoN _N
[2378] F NH, - UN'S B2 :O;rxfS
P %1 F F

CAS: 113269-06-0 X-5a X-5
[2379]  DUE-1.5-%-6-f5dE-2,1,3- A M )& X -5a
[2380]  [a) & JEE et b N4 - -5- 45 -1,2- 1% (0.40g,2.30mmol) , & 7KDCM (10mL)
M= (TEA, 1.4mL, 1.00mmol) « ¥ FEIFTR E R LT 2R - 7£0°C T 3 hi 7 it 15 5
(ImL,13.70mmol) o SR JE K5 . MVR A WIINHAEA0CHARFE3h SR G IR A A HIE =I5 )
PR 4 IMNIK , 28 f5 FIDCM (20mL X 3) ZEHUR AW« &3 AHLZ, I MgSO, T8 . A K
7, A3 305- 580 -6-fig%E -2, 1, 3- 2K HME X -Ba, Ny B4 (0.37g) .
[2381] g% .95%.,
[2382]  HH{ELOMS7¥E3 (ES) :200.0 (M+H) *, 89 % 4l FE
[2383]  JBUR-2.5-%-2,1,3- K FF08E e -6- fEX - 510 & %
[2384] fFrt NaI5-F-6-A43E-2,1,3- & JFME —M:X-5a(0.35g,1.75mmol) 7F M
(TmL) AW (TmL) VR &40 A 1R R I K [ 448SnCT,  (1.8g,9.50mmol) , 8K J5 IHAIK
(0.35mL) K¢ S NIR AR ES0°C FEHRE30min, A HI & I, KRG I 1E L TR B AN
NaOHZ [f] 73 o FHIN NaOH, /K MER KB EA HLE » S8 5 NSO, T8 . 28K WK i &
YIERE IR b4k, FA g /EtOAc (3/1) B, /3 25- % -2, 1,3- R FfME M -6-1&X-5, 4
HEMA (0.217) .
[2385] W Z.68% .
[2386]  HH{ELOMS7E3 (BS) :170.1 (M+H) *,93% 4l FE
[2387]  A.6.4-%JE-2,1,3- 2K FHAE =X -6114 1%

HNO; (65 %),  'NO2

NH
> 8e0,, EtOH _N_ H,SO, (conc.) _N
. Se - \Se
NH =

2 FRA N %2 <\’
CAS:95-54-5 X-6a X-6b
[2388]
NH2 NH2
SnCl, /HCI (conc.) ©:NH2 SeO, , EtOH ﬁN\S
- - y e
FB-3 NH, F -4 N

X-6¢ X-6

[2389]  JDIR-1:2,1,3-2KF-Aili X -6aff] &
[2390]  ¥4RA — % (10.5g,97. Immol) A1 44kl (11.85¢,106.8mmol) £ Z % (100mL)
HH VR A PR 10mi n o B [ MR A 078 Bl B = 08 2890 % (M8 57 B J5 , 8 in A
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K (50mL) f#12, 1, 3- R FFA X - 6aiie , HAEJE T g, 33017, 8g K Auffl 1k .

[2391] % .85%

[2392]  'H NMR: (500MHz,DMSO-d,) 8:7.99-7.69 (m,2H) ,7.60- 7.43 (m,2H)

[2393]  4fifF>95% , H1'H NMREHE 4.

[2394]  HPIR-2.4-fl3E-2, 1, 3- ZE Il —MEX-6bIKI & Rk

[2395]  ¥52,1,3-FEIFM —MEX-6a (6.7g,36.6mmol) IEMEAEIRIRIR T IFVA AIE0C.BE G,
HIN65% FHEE (3. 8mL) FIVKHRIR (7.23mL) FIVRA Y. W E AR =R T HiFE30min, 28 5 L
EIVOKFRE JE B AT A-WEEE-2,1,3- 2K IR =) X-6bIF FI/KPE G . B R E R
W RAT

[2396]  Yg#%:100% .'H NMR (500MHz,DMSO-d,) 8:8.44 (d,J= 7.3Hz,1H) ,8.27(d,J=
8.8Hz,1H) ,7.77-7.68 (m, 1H) »

[2397]  4fifF.80% , H1'H NMREHE T4,

[2398]  IR-3:1,2,3- =& HEFEX-6cE K

[2399] W45 4b45 (ID) —/KEY) (2.22¢,9.84mmol) B VRAEWEL IR . 1A% B IZW 4 #t
IONA-TEHE-2,1,3- =3l —MEX-6b (200mg, 1.1lmmol) . IN5EE , BHESWIEIi5oh. bE G
eI IR TR . IR H R =R R IR AR R (1,2, 3- R R R
X- 6c¢) RIS e, BRIt T4, B30 . Lg% Yk &l — 5% FEEHTF—
[2400] Y% :58% .

[2401]  PIR-4.4-%3E-2, 1, 3- ZE A0 —MeX -6 1 & B,

[2402]  fE= ¥ FAllg (5.0mmol) 1,2,3- =& FRK IR X -6c7E/K (10mL) ¥R+
ASe0, (555mg, 5. 0mmol) (7K (15mL) ¥ IN5Ef5, B RN IR G P+ 15min, 2R 5 H
30 % NaOHE VR /K T VRsAL, » [FT IS 72 VKIS v 300 98 368 H AT A P8 € R4, DK PR i T
{5 B et — b Al Rl 4 S BE) L 15 3560mg 4-EHE-2,1,3- KA
T,

[2403] Y% :56% .

[2404]1  'H NMR (600MHz,DMSO-d,) 8:7.26 (dd,J=8.9,7.2Hz, 1H),6.93(d,J=8.8Hz, 1) ,
6.35(d,J=7.3Hz,1H) ,5.98 (s, 2H,NH,) .

[2405]  4fifF>95% , H1'H NMREHE 14,

[2406] A.7.2- (4-FFE-3-%-FKI) LEX-THI AR

NO, NH,
3 Hy PdIC  ©
[2407]
EtOH
CN
CAS: 503315-75-1 X-7

[2408] 7= 3% N 1A B J Be S N NEtOH (5mL) F13-%-4- iR 4 (0.05¢,
0.28mmo1) M110% 48 - 7% (8mg) o 4 S MR A YIAE35psi N HIH, AL B 2h, B Jim i i fef 5 4 2
JEH FAEtONPR I B VR B 2 IR 4 =2~ (4-F 3, - 3-8 - 2 3E) 2 BEX-TR Gt — b4l

165



CN 110121499 B W OB P 137/347 W

RITAHT T —4.

[2409]  Uf%:100% .

[2410] P PELOMSTT1%:3 (BSY) :151.10 (M+H) *,98% 4fi %,
[2411]  A.8.2- (4~ FE-3- - %K) WIEX-8HI& %

NO,
F o RTﬁ%ﬂ‘l Hy, Pd/C
e \O + \r 2
Cl DMFHXTPEf EtOH
F k-2
CAS: 1493-27-2 CAS: 1617-17-0 %1

[2413]  JBBR-1:2- (3-%6-4-hds- 2K 3E) THHEX -8a k) & ik

[2414] [ FHEA B N2 . 35g (24 . 45mmol) AT B4, 5mL AU T BE A1 5SmL DMF o 44 45
TEWAE VKK IG TR A H) L A1 A TR WP N . 24 (8.85mmol) 2- R AHIEZE AL . 10g (12. 30mmol)
2-F A NETE3mL DMFHR BV - (TSR A 75 -10°C R R M2.30min, S8 5 E A 50mL 1IN HC1
IR - FH B8 218 (50mL X 3) ZEHL & /KIR G, FE IR BR 85 T8 . 28 RIEH G , R R
FERERR b4tk , A g /EtOAc (95/5) Yellit, 45 F2- (4- 2 HE-3- K ) NG (0.65g) -
[2415]  'H NMR (600MHz ,DMSO-d,) 68.22 (t,J=8.2Hz,2H) ,7.69 (d,J=14.0Hz,1H)7.52
(d,J=8.5Hz,1H) ,4.52(q,J=7.2 Hz,2H) ,1.59(d,J=7.3Hz,5H) »

[2416]  4fifF>95% , H1'H NMREHE 144,

[2417]  JPPR-2.2- (4-5HE-3- 5 - R 3E) T JEX -8/ A Ak

[2418]  FRAEXIX-THTRM 7 iEA K2- (4- 25 -3- 98- R ) INAEX-8. 0 . @ B % .
[2419]  FrPELOMS5¥2:3 (EST) :165.1 (M+H) ©,95% 46 )& .

[2420]  A.9.3-%Hk-6-8IEKIF-2,1,3-BE —MEX-989 & 1k

NH,

NO» . ,L+ NO, NO, NH2
<:L dh N2 soct, TEA A =M
[2421] NH, - =N Py =\
CN 31 - ' CN CN
CAS: 87376-25-8 i X-8b X-9

[2422]  JDER-1:2,3- & FE-4-fH2E - R H X -9al & &

[2423]  FE=E T A RER2- 2 25 -4 - iR H G (0.1g,0.613mmol) f¥] DMSO (6mL) %K 1
—AMEIINT, 1, 1- = B sSALYr (0.124g, 0.613mmol) , SR J5 20 b N AU T B4
(0.21g,1.84mmol) ¥ R NIR G MIFEZ R N AR NS 4 I NI A PIMEI N UK/ 7K
F1, A 10 % HCL/K R A ZEpH 3FF FHDCM (20mL X 3) ZEHL K A IR I ML JE4MS0, 118
HZEREER, I i R —EARE L aife, A BE/EtOAc (2/1) Pl , 3 312,3- =&
Fe-4- T FEE - KHEX-9a, NAMR K (0.06g) .

[2424] W% .58% .

[2425]  HPELOMS /5923 (ES) :179.1 (M+H) *,98% 4t i .

[2426]  LUROFN3.4-51FE-2,1,3- K IF0gE Mk -7- FH S X-9

[2427]  KRHEXFX -SRI 724 4 -2 -2, 1, 3- K 08 - 7- F RS X -
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[2428] Y% .42%.,
[2429] T ELOMS /773 (BSY) :176.9 (M+H) ©,98% 4fi | ,
[2430]  A.10.2,1,3- 2K FFAl —Mk-5-JX- 104 F%

NO, NH, HaN N
SnCl 2 /HCI (conc.) |H,N NH, Se0;, H0 " Nge
[2431] NH - \Q =N’

a NH,

CAS:99-56-9 X-10
[2432]  {E50°C R [AISnCl, (5.6g,30mmol) ) 10mLIKHC LW AN A4 - 3k - L 2K — %
(1.0g,6.53mmol) KR EWAES0C R £E0.5hitvs B EIE )5, £ R ZIEE T I
Se0, (0.73g,6.53mmol) HI/KIE R o K15 2 A 18 (0 2 HNaHCO VK (£9250mL) H AT
F DCM (54, X 100mL) ZEHL . & FF B A HLAS I ZeMg S0, 1, i B8 FFAE IR T e 4 o i
TR IR 60 B A ity (BER : DCM:MeOH=9.5:0.5) itk 44, b Jo I £ Bk b 45 i , 15
F912mg 2,1,3- A FFAl W -5-FX-10, AR EEIRY) .
[2433] W& .71%
[24341  'H NMR (500MHz,DMSO-d,) 8:7.51 (d,J=9.4Hz,1H) , 7.12(dd,J=9.5,2.2Hz,1H) ,
6.52(d,J=2.2Hz,1H) ,6.01 (s, 2H,NH,) .
[2435]  A.11.2- (6-ZFE-5- AL -3-MEAE L) A MEX- 11 A AR

O\
2%
0o CN

Br
[2436] s CAS: 928664-98-6 A
NN~ PdCl,(dppf), KF NP
NH, . I
DMSO, H,0,
CAS: 42409-58-5 120°C X-11

[2437]  [n)5-yR-3- FH 4R L -nthmg - 2- % (0.20g,0.98mmol) Fl14- (4,4,5,5-PYF F-1,3,2-
TR AR Rk - 2- FE) SFiEEmE (0.23g, 1. 18mmol) ZEDMSO (4. 8mL) 7 VA W T N NKF
(0.17g,2.96mmol) 7EH,0 (2. 9mL) HY VA ¥ o 4 SRR &9 F & S 16min, S8 5 A
PdC1, (dppf) (0.14g, 0.19mmol) oK J Mk & H4E 120 CIH#R16h o 3B TLCRILCMSHE M J
N HEFE o 58 R 5 K I N TR A W i R v B g, SEVR FINaCT KA R (20mL) B RE .
EtOAc (2X60mL) ZHUKE . B A HLZ, H J67KNa, S0, T It B 25Kk 4q , 13 8)2- (6- =2 -5-
FHAR L -3-mk e L) 20 BEX-11(0.16g) , AR E A,

[2438] W% .94%

[2439]  HEPELC-MS /7922 (BS) :164 (M-H) ,58 % 4 J .

[2440]  A.12.4-5(-5- (CHFF AL -2- - R IEX- 12096 A
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\

o\F;fP
~, /\
Br7< 0
24411 E E Cl F cl F
CHF CAS: 65094-22-6 j@[ :@[
(@) NO O MNH-
- NO, _ KOH.ACN T 2 Hy, Pd/C, MeOH 7 y
PR F7OF FR-2 F” °F
CAS: 84478-75-1 I b

[2442]  JPER-1:1-5-2- (o RS -5-5-4- TR - 2RX- 12l & Ak

[2443]  7E0°C Flaj2-%-4-%-5- fid2E - 25/ (0.50g,2.61mmol) ACH,CN  (10mL) ¥ ¥ Hh i
AKOH (0.73g,13.0mmol) , ¥ S MRSV AR iR T Hi4E30min. /E0°C Rl - [[#
TR I - A - AL ] A LAk (3.48g,13.0mmol) B NV IR EWIEE IR N iR
3hoilid TLCHILCMS M il Sz N BERE o 58 LIS » ¥ S LV 5 ) FHHL0 (20mL) - #% B, JF FHEtOAC
(20mL) ZEHL K H HLE 73 8, I /KNa, SO, T JF 45 4a o 3R45 1R ™ P ﬂ‘fé% (=
AALEE,100-200H ,0-6% EtOAcH) O Fei i) 4ifh , /52 1-20-2- (ZH AR -5-%-4-1H
B-FRX- 12a(0.46g) , NI EIHARY)

[2444] U Z.73%

[2445]  'H NMR (400MHz ,DMSO-d,) 67.41 (t,J=72Hz, 1) 8.15 (d,J=6.80Hz,1H) 8.21(d,]
=6.80Hz, 1H) .

[2446]  JPPR-2:4-F-5- (A AL -2- 50 KIEX- 12/ 5 B

[2447] m—%—z—(:ﬁﬁﬂﬁﬁ)—5—%-4-5%%—%)(-1251(0 15g,0.59mmol) f¥JMeOH (7mL)
W IMAPA/C(0.026g,0.24mmol) HKs [ MR -G 4 £ = F AR FHHE30min, 8
I TLCAILCMS il fse St #%2 o SE B » I NV A 0l i e Yééi €I FIMeOH (10mL) BE¥ .
I WG A5 B4 -F0-5- (SR AR -2- 9 - R EX-12 (0. 13g) , NERE P A %
EMAREH— DA ERE T T 20 s

[2448] % .80%

[2449]  BEPELC-MS /7722 (BS) :210 M-H) , 78 % 4 JiF .

[2450]  A.13.4-9K-2,1,3- HEFEME W -7- BeX- 131 & %

< N~O
N~0O N~0O E )
F /Y Hyp, Pd/C, MeOH, /
Pl N HsS0, HNO, P L irte1h _N
[2451] _ I
PR NO, -2 NH;
CAS: 29270-55-1 X-13a X-13

[2452]  JLIE-1:4-%-T-f%E-2,1,3- 2K IFRE X - 13aff &k

[2453]  #£-10°C Fj4-%-2,1,3-ZKIFRE M (1.00g,7.24mmol) [F¥KH,SO, (8mL) ¥ ik +
T IS AGTR &) (H,S0 'HN03,3-1 2.40mL) o ¥4 S N TR S AR AR R BE S FHE Lho Gl TLC
ANLCMS ot I s S BERS o 56 B » H S B2 VR & ) FIHL0 (250mL) ¥ 2K I HIEt0Ac (2 X 250mL) %%
A WUZ 50 B, FITE7KNa, SO, T8 IF J 23 W4 o A SRS M 7= i pRosoA: €, 3592: (0
10%EtOACH CbeiE i) 2liA, 1 214-960-7- 18 JE-2,1,3- 2RI —MEX-13a (0.39g) , AL
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[ 445

[2454] WK :30%

[2455]  'H NMR (400MHz,DMSO-d,) 87.70 (d,J=8.40Hz,1H) 8.77 -8.80 (m,1H) .

[2456]  BUE-2.4-%-2,1,3- K FEME e -7-FeX - 130 & 1%

[2457]1  #E0°C Fla4-4-7-h53E-2,1,3- I —mX-13a(0.13g,0.71mmol) [{MeOH
(12mL) ¥ HIMAPA/C (0. 04g) , ¥ R MR EWIE R TN EESE FHFETh @S TLCAN
LOMS M5 W sz 7 3EFE « SE R G > 8 e SV A e et ek i = R I E , FMeOH (3 X 10mL) PE¥k - 44
JEE T WRYEAFR4-5-2,1, 3- R FFRE - 7- JEX-13 (0. 12gHH i) , AR 44
[2458] ZAbEVIARGH —BANEFEHT 2R P,

[2459]  BEPELC-MS /7922 (BS) :152 M-H) ,80% 4 i,

[2460]  'H NMR (400MHz,DMSO-d,) 86.18 (d,J=8.00Hz,1H) , 6.40 (brs,2H) ,7.14-7.20 (m,
1H) .

[2461]  A.14.5-5(-3,6- & -MLIE-2-FX- 1419 &R

of Gl
F~ \ 25% aq.NH;  F~C \ F
[2462] N T . N=
F — Ik NH,
CAS: 2879-42-7 X-14

[2463]  JA]3-4-2,5,6- =3 -MLIE (0.50g,2.98mmol) FIDMSO (10mL) K H I 25 % NH,
IR (AmL) , H4 I SR A YIFEA (steel bump) H1 FE100°C T i1 2h, i8 3 TLCAILCMS
WS IS SRR SE G # RSITR AP FH,0 (200mL) 8% , FIEt0Ac (400mL) ZEHL . 43 B5 A A1
JZ, FHTE7KNa, S0, T4, B2 k45 , 19 215 50-3, 6- 5 -HmE -2-F%X- 14 (0. 41gH =4 , N
T

[2464]  ZALEWIAZBE—DALERE T T — 2 R M.

[2465]1  'H NMR (400MHz,DMSO-d,) 86.85 (s,2H) ,7.80-7.85 (m, 1H) .

[2466]  A.15.3,6- Z38ALNE - 2- IiZX- 15/1 & R

Cl
F—/ \ H,, Pd/C, NEt, F/ \
F . F
[2467] N= - N=
NH, MeOH NH,
X-14 X-15

[2468]  [r]5-50-3,6- % - HkIE-2- f%X-14 (0.50g,3.03mmol) [IMeOH (100mL) 3% - Hn A
=% (5mL) F1Pd/C (0.40g) , F¥s R SR A MTE RS SE S Eparr i % - i £
10h JEIE TLCFILCMS e W s REERE o 58 G » 4 e ST & ) id aot ik v 0 98, FRR D8 v =L 2
Wi o K 5k A FHHL0 (200mL) 5 F% , I FH 10 % MeOHADCMIE R (200mL) ZEHL . 7 & H HLZ , F
To7KNa, SO, Tt A k4, 15 21 3,6- —JRMLNE -2- f2X-15 (0. 21K /=4) , AR € il 4k
[2469]  ZAbEVIARGH —DAEFEHT NP R,

[2470]  ®MELC-MSTT%2 (BST) 1130 (M) 7,91 % 4l fE .
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[24711 '{ NMR (400MHz , DMSO-d,) 86.09-6.11 (m, 1H) 6.57 (brs, 2H) 7.44-7.50 (m, 1H) .
[2472]  A.16.5-7%-3,6- "5 -MLmE-2- faX- 1614 5%

Br
P~ N\ NBS A
[2473] he CH.CN ==
NH, 3 NH,
X-15 X-16

[2474]  [113,6- ~HMEHE -2-J%X-15 (0.60g,4.19mmol) ffICH,CN (40mL) ¥ ¥ - I ANBS
(0.52g,2.93mmol) , H K [ MR & WITE =R T L6 T?ﬁﬂﬁSOmln HIANBS (0.52¢,
2.93mmo1) JCH,CN (10mL) V&V, JFRe S VR & M AE 0 T H 4 30min o 18 3 TLCFALCMS 1 il
SRR SERLG  F  REE A L0 (100mL) A%, FHEtOAC (160mL)  ZEHL KA HLE 5>
B, FHJG/KNa, S0, 18I B2 W4 A3 B ) A (i aiifl (Z %840 f%, 100-200H ,
5-10% EtOACH) CLEIER) » 1555-1R-3,6- FMIE-2- J4X-16 (0.70g) , AR [ (Ol 14
[2475] WK :79%

[2476]  BEPELC-MS /7922 (ES) :207 M-H) ,98% 4 Ji¥ .

[24771  'H NMR (400MHz, DMSO-d)86 86 (brs,2H) 7.82-7.91 (m, 1H) .

[2478] A.17.6-ZHE-5-F-3H- AR IFRIE - 1 - HaX- 17896 1%

O H,80, KNO 0 0
,Cé ooczrt, 2n NO2 Qi’opnjﬁ HaN
[2479] F O - O O
AL F D F
CAS: 700-85-6 X-17a X-17

[2480]  JDHR-1:5-%-6- 2k - 3H- 3 2K H KR - 1- BRX - 1 7a) & %
[2481]  7E0°C FIf5-%8 -3H- S 2K FEILIE - 1-Fd (0. 10g,0.65mmol) f#k H,S0, (ImL) ¥4
BIAKNO, (0.13g,1.31mmol) ¥ R MRS YIAE =R T HidE2h, LﬂLc%nLCMS"*imufjﬁjiﬁ
o se G B RN TRA W) VK K I FHEt0AC (3 X 30mL) 2Bl A HLE D B, F K
Na, SO, FH B 25 W4 o K SR A I =@ ik combi - £ lashAE (3% (15-20 % EtOACH) ki
/ﬁ?&) afifh,, 73215 5 -6- fi %L - 3H- F AR IFRRIR - 1-BHX-17a (0.063g) » A i 14
[2482] K% .48%
[2483]  HgPELC-MS/79%2 (ES) :196 (M-H) ,99% 4l i,
[24841  'H NMR (400MHz ,DMSO-d,) 85.51 (s,2H) 7.95(d,J=10.27 Hz,1H)8.54(d,J=
6.85Hz, 1H) -
[2485]  DER-2:6- G H: -5 - 3H- S IR HWRAH - 1-BRX- 1700 A AR
[2486]  [i1)5- 45, - 6~ fi§ 5 - 3H- SF 2 HF IR - 1- X - 17a (0. 06, 0. 30mmo1) ) MeOH (10mL) ¥4
W I APd/C(0.015g,0.02mmol) , 4 [ MR A fEEIR FAESSE FHHE2h. JBd TLC
AILCMS M Wl Je AR 58 B hfir“ TR A iE I e 0 )8, FIMeOH (3 X 10mL) BE% - 44
€ ?&;&%iwﬁ,?%%-ﬁ%—& -3H- F 2 MR - 1-BX- 17 (0. 054kl /) , AR A [
(NS
[2487]  Z{bEVIARGH — DA T PR,
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[2488]  BlIELC-MSJ5i:2 (ES) :166 M-H) ,95% 4l .
[24891  'H NMR (400MHz ,DMSO-d,) 85.20 (s,2H) 5.59 (s,2H) 7.12 (d,J=7.83Hz, 1H) 7.32
(d,J=10.76Hz,1H) .
[2490]  A.18.4-(2,2- “FLHEIHL) -2,5- 5 - KX 18/ & 1k
R

-

F OH
CAS: 359-13-7 .
. P F
(FE ) =THRIFH Pd/C. H H\
2491 HO F . o , Ha,
[2491] m CAS: 157141-27-0 F MeOH, 3 F .
» O F R
" ot Hi%, 100°C, 6h :@: -2 me
CAS: 120103-18-6 T F MR 2
X-18a X-18

[2492]  JPIR-1:1- (2,2- ZH LA -2,5- % -4- il -2RX- 18alf1 & Ak

[2493]  |0]2,5- —%.-4-hH3E- M (0.30g,1.71mmol) F12,2- & L. B% (0.28g,3.43mmol)
(PR 2K (AmL) ¥R I (BRI H 28) =T 2L 1ERE (0.49g,2.06mmol) , H-K e VR & 7E
ZHEE P F100°ChnFA6h. 8 I TLCFILCMS Wl j B2 o 58 RS 5 K R BEVR A5 40 FIHL0
(30mL) #i , I FHEtOAc (2 X 30mL) 8. 73 BS A HLJE , FER/K (20mL) Pl , 4 6 7KNa, S0, 1
BRFFAE A TR R R il A i (AR, 100-200H 5 10 % BtOACH]) CLE#
W 4tk BE01- (2,2- = LA -2,5- i -4- - FEX-18a (0.209) , NIRKEOIRAE .
[2494] W% :39%

[24951  'H NMR (400MHz ,DMSO-d,) 84.54-4.68 (m,2H) 6.48 (t,J =54Hz,1H) 7.65 (m, 1H)
8.19-8.28 (m, 1H) »

[2496]  JDUR-2:4- (2,2- " LAR) -2,5- 5 - ARIEX-181 A Ak

[2497]  [1-(2,2- 5. 3) -2,5- 5 -4- 4% -2EX-18a(0.20g, 0.67mmol) [IMeOH
(6mL) W H IMAPA/C(0.014g,0.13mmol) 4 [ MR EWIAE =R N AES K THiHE3h,
I TLCAILCMS M Wl fe. Bt A2 o SE RS B I VR A a8 it ek v 3k 8, FMeOH (2 X 20mL)
Vel W IEM B R YE 19804 (2,2- ZH AL -2,5- 5 - KHLX- 18(0.16g) , Nk
A

[2498] ZAibEVIARGH —BANEFEHT 2R,

[2499] W% :78%

[2500]  BgiELC-MST732:2 (ES') : 210 (OM+H) *, 68 % 4fi &

[2501]  A.19.3,6- =% -5- [ (B) -3- AL - 1- I 2 ] MEnE - 2- X - 191 & &
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O~=
0]
5/ }
(0]
Br =
F CAS: 165059-42-7
[2502] P F X
N~ PdCl,(dppf), K,CO3 |
F - N = F
NH; HA, HO NH,
120°C
X-16 X-19

[2503]  [F]5-7R-3,6- FHLNE -2- f%X-16 (1.00g,4.68mmol) [ FH 2% (26mL)  FHH,0 (4mL) ¥
Wb s s 3 -3 - FR AR - - T O SE R AR B i (1. 39, 7. 02mmo 1) HIK,CO, (1.94g,
14.0mmo1) o« FIE WA RN A 420min, SR 5 IIAPACT, (dppf) (0.34g,0.47mmol) o 4 /2
RORA PI7E120°C T ik 16h. i# ik TLCRILCMS 5 W Js2 B R o SE i fa »  ROBETE & 47 FHIHL0
(250mL) #i%E , FHIEtOAc (500mL) 25, /321G ML 2701, o 7KNa, S0, T JF a3 ik 4i . 45 21
(A = il At iy (A A0RE, 100-200 H 540 % EtOAcH S b k) itk , 15 33,6- —
A -5-[(B) -3-HIAFE N - 1- MR ML E - 2- 12X~ 19 (0.803g) , 2K A il 4 o
[2504] W #:82%
[2505] B PELC-MST53:2 (BSY) :201 (M+H) *,95% 4l
[2506]1  'H NMR (400MHz,DMSO-d,) 83.24 (s,3H) 3.98 (dd,J= 5.62,1.22Hz,2H) 6.14-6.21
(m,1H) 6.41(dd,J=16.14,0.98 Hz,1H)6.74 (s,2H) 7.76-7.82 (m, 1H)
[2507]  A.20.3,6- % -5- (3- HI AR A 2E) MERE - 2- %X - 201 & A

| |

0 o
Z
[2508] F |\ ﬂ, F I\
N A MeOH N E
NH, NH,
X-19 X-20

[2509]  [\3,6- % -5-[(E) -3- AL -1- ML kg -2- f%£X-19 (0.39g,1.87mmo1) ]
MeOH ¥ (15mL) HH ) IIAPA/C (0.10g, 0.94mmol) , ¥4 &% RIR-& W =0 FEASE
N FE6h B TLC AILCMS M I S SRR o SR E 5 e I N TR & i il ek i 0 8, B MeOH
(20mL) ¥V, I B E AW YE , 15 513,6- % -5- (3- AR ) kg -2-i%X-20
(0.368g) , T OIRAK .

[2510] b EVIAREH DAL EFEAT T2 RN,

[2511] W% :89%

[2512]  B(PELC-MS53:2 (ESY) 1203 (M+H) *,91 % 4l .

[2513]  A.21.5-%-3-%(-6- AL -MEIE -2- fZX-2119 5 1%
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Cl Cl
F—7 \ . NaOMe, MeOH /0 7 \ i
[2514] N= > N=
NH, 100°C NH,
X-14 X-21

[2515]  [A]5-44-3,6- % -HE0E-2-%X-14 (0.50g,2.97mmol) [JMeOH (25mL) ¥ A
NaOMe (0.48g,8.92mmol) , 3K [ VR -ETE 100°C T~ IN#A24h 383 TLCFILOMS i il fsz Bz
P e ¥ R BOTR S V) B SRR R R ) HIH,0 (100mL) #%% , FHDCM (200mL)  A5HL . 73
BANE, FHKNa,S0, 1, B 4GE, 15 35- 5 -3- - 6- H AL - Mg -2- ikX-21
(0.40g) , Jy A A [ 4

[2516]  Z{LGWIARGHE—BANEREH T T — 2 B,

[2517]  Yie#.72%

[2518]  'H NMR (400MHz, DMSO-d)83 80 (s,3H) 6.35 (s,2H) 7.58 (d,J=9.78Hz, 1) .
[2519]  A.22.2- (6-%HE-5-%-2- AL -3-MLRE L) 2 EX- 22014 Ak

&)
R 74 (0]
io’B_C’l'

Br Br CAS: 928664-98-6 CN
F @]
[2520] h} e NaOMe, MeOH - N| : PdClZ(dppf)! KF /O | e
F > E —_— N.= F
NH, 100°C NH, DMSO, H,0, NH,
IR 120°C
X-16 X-22a s o X-22

[2521]  HPIR-1.5-JR-3- % -6- H A LML IE - 2- f2X-22a 0 & FY

[2522] [a]5-VR-3,6- —HALIE-2-&X-16 (0.50g,2.34mmol) HIMeOH (25mL) ¥ 9 I\
NaOMe (0.38g,7.02mmo1) , F K [ iR & HI7E 100°C in#k18h o i i TLCFILCMS M I Sz Jo7 13k
Mo SERUG B OB TR G WS IR K B AR ) FHIHL0 (100mL) A% , 7 FIDCM (200mL) =5 .
KB HLZ 558, FHTE/KNa, SO, TR IF A iRk 46 . 5 %»Elﬁ*ﬂ?% A (A ARE, 100+
200H , 52 10%EtOACcHI CL ey i) 48 46,15 25- 1 -3- 5 -6 - H A LML I - 2- XX - 22a
(0.403g) , N A [f 4,

[2523]  Ug&.71%

[2524] B IELC-MST5%:2 (ES') 221 (WHH) ©,91 % 4l .

[2525]  'H NMR (400MHz ,DMSO-d6) 83.79 (s, 3H) 6.39 (s,2H) 7.63 -7.69 (m, 1H) .

[2526]  JBUE-2.2- (6-FFE-5-%-2- 4K -3-MLnEH) L IEX-2210 4 1

[2527]  [A]5-JR-3- 9 -6- F & LML IE -2- 14X -22a (0. 37g,1.52mmol) F14- (4,4,5,5-PYH
F-1,3,2- AN IR R b -2 3E) BUEME (0.39g, 1.97mmol) EDMSO (8mL) FIH,0
(4.54mL) FEBRF IINKE (0.27g,4.56mmol) , ¥4 MRS F 4R mﬂuazommobu)\
PdC1, (dppf) (0.22g,0.30mmol) , K R MVR-EWILELL0°C hnFk16h. 38 1 TLCANLCMS M I 52 i
BERE SRR B ROV IR S P FHH,0  (100mL) #0kE , I FHEtO0Ac (200mL) AH KA HLJE 7 55

173



CN 110121499 B W OB P 145/347 7

FJE7K Na, SO, 525 W4  3RA5 1R 0 1 A 0 3 (Z 2846k, 100- 200H ,40%
EtOACH O Ieii i) 2iifk , 1332~ (6- 2 F:-5- - 2- H 4B - 3-MbnE L) 4 FX-22(0.135g) ,
Vake RN R NS

[2528] W% :48%

[2529]  BR{(PELC-MS53:2 (ESY) 182 (M+H) *,97 % 4l .

[2530]  'H NMR (400MHz,DMSO-d6) 63.61 (s,2H) 3.79 (s,3H) 6.22 (s,2H)7.36(d,J=
10.34Hz, 1H) .

[2531]  A.23.2- (4-ZHE-2,5- ZHAA ) 2 EX-231 8K

CN‘-\
Br
CAS: 590-17-0 (C“ MFLAd, Hd N
[2532] Hoj@:F K,COs 0 F Fe, MeOH 0 F
F NO, DMF, 16h mez 50°C, 2h F:C[NHz
CAS: 120103-18-6 T X-23a ST X-23

[2533]  PIR-1:2- (2,5- o -4-TH%E-2REAE L) OEX-23al) 6 ik

[2534]  JA]2,5- 5 -4-4%E - 2K (0.60g,3.43mmol) [{IDMF (6mL) &3+ I AK,CO,
(0.95g,6.85mmol) R MR AR HE0-5C. ARG BIMAKRLE (0.29nL,
4.11mmol) ¥4 RIVRAWITE 2158 FHitE 16h. 8 TLCRILCMS M i i B3k A . 52 5 » 4 I
PR A BN VKA HIH,0 (35mL) 3 FHEt0AC (2 X 50mL) 2 HL. 4 B A HLZ, &K 7KNa,SO0,
TR IR L N R 19 5)2- (2,5- i -4- - OREHL) OB X-23a(0.51g) , ARl
N

[2535] ZAibEVIARGH —BAEFEHT 2R,

[2536] Y% :70%

[2537]  'H NMR (400MHz , DMSO-d) 85.93 (s,2H) 7.66-7.70 (m, 1 H)8.23-8.27 (m, 1H)

[2538]  #IR-2.2- (4-2HE-2,5- “H A L IEX-230 8 K

[2539]  [A)NH,C1 (0.63g,11.7mmol) AlFe (0.39g,7.01mmol) 7EH,0 (15mL) H )= H in
AN2-(2,5- ZF-4- AL - KAL) 4 BEX-23a (0.50g,2.34mmol) FIMeOH (28mL) ¥ « K [
TRAYTES0CNAA 2h il TLCE W fe M3 RE « 5E G » 4 I MNTR & 403 3E . Bl MeOH (20mL)
ek, IR DB B W As K B R FEt0AC (2 X 25mL) 22 KA HLJE 4 25, H 67K Na,, S0,
T FF B HAR RAF R A i (A, 100-200H , 30 % ELOACH) O Ft i
O 4ifk, 15 22- (4-2E-2,5- ZHAEEE) OIEX-23(0.17g) , iR B Al 44

[2540] WK :40%

[25411  'H NMR (400MHz ,DMSO-d,) 85.04 (s, 2H) 5.22 (s,2H) 6.62-6.67 (m,1H) 7.12-7.17
(m, 1H)

[2542]  A.24.4- GACIEH SIS -2, 5- ZHORIEX- 24/ A %
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Br »
HO F CAS: 7051-34-5 | ¢ Pd/C, H, 5 .
[2543] Ij K,CO3 MeOH, rt, 3h
F NO, »

DMF, 60°C, 24h  © NO2 e o F NFz

A R _1 X-24a X-24
[2544]  JPBR-1:1- GACIHEF AL -2,5- 9 -4- HERX - 24alf) & Bl

[2545]  [H]2,5- 4 -4- - 2K (0.50g,2.86mmol) AYDMF (3mL) A3+ I AK,CO,
(1.97g,14.3mmol) 4 X MR & WAE =R T FE20min. 7E0°C N IIAA P AL H AL IR
(0.77g,5.71mmol) , ¥ R RIVRAHIAE60C  IN#A24h il TLCANLCMS M I Jsz 37 338 « SE R
¥ I SR A ) FIHL0 (60mL) #i B, I FHEtO0AC (3 X 30mL) AEHL . A HLZ, F #hK (2%
30mL) Yk , 2 TG 7KNa, SO, TR I AE L2 N k4 133 1- OF CRERAEE) -2,5- ZH-4- Tt
ZX-24a (0.584g) , NI R,

[2546] b EVIAREH —PALFEFEAT F—P M.

[2547] (2 :89%

[2548]  'H NMR (400MHz , DMSO-d,) 80.32-0.41 (m,2H) 0.59-0.66 (m,2H) 1.22-1.34 (m, 1H)
4.07(d,J=7.34Hz,2H) 7.46 (dd,J= 13.21,6.85Hz,1H)8.16 (dd,J=11.00,7.58Hz, 1H) »
[2549]  JPIR-2:4- GACZEF AL -2,5- “HARMX- 2416 A%

[2550] [m]1- GACFEH 4 IE) -2,5- % -4-HFEAX-24a(0.20g,0.87mmol) FAMeOH
(10mL) ¥ - INAPd/C (0.05g,0.09mmol) K R MVREWIAE =i NS L M FE3h.J8
I TLCANLCOMS M i fse B3R  SE RS S » K S 37 Ve 6 4 a8 sk 8, FIMeOH (3 X 15mL)
%, HBIE E IR RN )@ 1 combi - flashE %95 (5-10%Et0Ac 1Y ke ia
B 4k, 554 GRORERFEIL) -2,5- “HAMX-24 0.127g) , NEEAFEA.

[2551] g% .62%

[2552]  FiELC-MSH7v2:2 (ES') : 200 (M+H) *, 84 % 4fi &

[2553]  A.25.3,5- " F AR ENLNE -2- fiX - 25/ & %,

CAS: 120103-18-6

Br ~0
- 1,10-ERG I N
[2554] N Ng~ CuBr, Cs,CO3 i N
NH, MeOH NH,
CAS: 42409-58-5 X-25

[2555]  [r)5- iR -3- HI 4 KL -Akng - 2- 1% (0.50g,2.46mmol) , 1,10-FEME Mk (0.13g,
0.74mmo1) FICuBr (0.21g,1.48mmol) FMeOH (25mL) ¥ HNACs,C0, (1.61g,4.93mmol)
Wi [ RER A PITEL20°C Indi24h il 1 TLCRILCMS M S 23R o 58 B > ¥ I LR A5 ) HL A5
Wi . KR AW N0 (50mL) i B, JF FEt0Ac (2 X 40mL) ZEHL KA HLE 488, FHTEK
Na, SO, F#7 F IR A AR AF IR il A il (7 4804, 100-200 H , 1-5%MeOHFX)DCM
WD 2iAE, 1533, 5- - SIERLNE -2- f2X-25 (0. 27g) , IRER T A o

[2556] St :57%
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[2557]  BEPELC-MS /792 (ESY) : 155 (M+H) *, 80 % 4 i,
[2558]  A.26.6- 2355 - 505 WLk - 1-ERX- 26114 R
H,, Pd/C, MeOH,

F
NH  HSOLHNO; T L oCEmw  © "
[2559] : e
0 AR NO; L IR-2 H,N
0]

CAS: 1260666-80-5 X-26a X-26 ©
[2560]  JDUR-1:5- % -6 i 28 57 Mg Wbk - 1- X - 26a & %
[2561]  #E0°C R 1) 5 - 580 57 W5 Wbk - 1 -7 (1.00g, 6. 62mmo1) f¥JH,S0, (15mL) ¥ I AKNO,
(1.00g,9.92mmol) JF44 [ MR & VIFEAH IR T4 # 1ho il TLCAILCMS i I e B i3k A%
SERE R RN G ¥ H,0 (250mL) FiFE , IF FHEtO0AC (250mL) ZHL KA HLZ 20 &, H
J67KNa, SO, T8 I 25 e 4 o 4 2R A5 I RE ™ 03a ik FHDCM (4mL) #1305 (10mL) ek 4iAL
HAEREZ T4, 15 205- 960 -6- i S IIWEmk - 1-HiX-26a (0.60g) , K 4 il 44
[2562] U % :46%
[2563]  HEPELC-MS /7722 (BS) :195 M-H) ,99 % 4 JiF
[25641  'H NMR (400MHz ,DMSO-d,) 84.51 (s,2H) 7.86 (d,J=10.88 Hz,1H)8.29(d,J=
6.85Hz,1H) 8.95 (brs, 1H) «
[2565]  HUE-2.6- 28 Jk - 5- 9 - S| Wbk - 1 - BRX - 261414 1%
[2566]  [f]5- %, - 6 - i 3 57 15[ bk - 1 - B X - 26a (0. 20g, 1.02mmo1) MeOH (10mL) ¥ ¥ fin
APd/C(0.05g,0.47mmol) , HH¥ R MR G R NEESE T HidE2h @i TLCFILCMS
S0 s N R o SE R > K S SR A Wi i ek e 3, FIMeOH (10mL) % » I 45 8l B =5
W4, 15316 - 28 - 5- 58 - S0k - 1- BEX-26 (0. 155g) , AK A I 44,
[2567]  ZthEVIARGH —PAEFEHT PR,
[2568] W% :89%
[2569]  BEPELCMS /5922 (ESY) : 167 (W+H) *, 97 % 4t i .
[25701  'H NMR (400MHz ,DMSO-d,) 64.17 (s,2H) 5.32 (s,2H) 7.02 (d,J=8.31Hz,1H) 7.19
(d,J=10.76Hz,1H) 8.33 (brs, 1H) .
[2571]  A.27.6-%(JE-5- % -3 F ik - 3H- 7 R FERIRT - 1- WX - 27 &

O NaH, CHyl O HzSO04, KNO3 O Hy PdIC O
,(ji(o DMF 0°C % rt, 2h NO, MeOH, rt  HzN
@] e} @]
[2572] F £/ F -2 F HIR-3 F
CAS: 700-85-6 X-27a X-27b X-27

[2573]  JB9R-1.5-%6-3- FH 3L -3H- S 2K 30k - 1 - BRX - 27a i) & %

[2574]  #£-20°C R[5~ % - 3H- 7 A FERRIR - 1 - (1.00g,6.57mmol) FYIDMF  (5mL) ¥ 71 fin
ACH,I (0.82mL,13.1mmol) , ¥R J5 LI Nal (0.34g,7.89mmol) oK X MR & WILE = iR T
PEFESh B TLC AMILCMS e S5 ML HERE o 58 B » R e TR 50 P UK BB ANINHL CT 7KV
(50mL) ik , 3 FHEtOAC (2 X 30mL) AXHL KA HLZ 708, I Fo7KNa, SO, #3123 il 4 - 35
B =)@ combi - flashiE 1% ¥ (4 % ELOACH) ORI 4tk , 23 25 - 9 -3 - H 4 -
SH- SRR -1- FX-27a (0.44g) , K A C 4

[2575] W% :35%
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[2576]  FEMELOMS /512 (ESY) : 167 (M+H) *, 87 % 4liJ .

(25771 'H NMR (400MHz,DMSO-d,) 61.56 (d,J=6.36Hz,3H) 5.68 (q,J=6.36Hz, 1) 7.41-
7.48 (m,1H) 7.62 (dd,J=8.80,1.96 Hz,1H)7.87-7.93 (m, 1H) «

[2578]  BIR-2.5- % -6- i3k -3- A L - 3H- 55 25 JH IR - 1 - BRX - 27b) & ik

[2579]  #E0°C I )59 -3 - FF 9 - 3H- 3 2 FFWkING - 1-fidX -27a (0.40g, 2. 10mmol) £EHKH,SO,
(4mL) H ¥R INKNO, (0. 26g, 2. 52mmol) , K [ MR A P)7E & T B H2h . Sl TLC
WIS N R S8 RS S S TR ) VKV BOH,0 (25mL) #iFE , FHEtOAc (2 X 20mL) AH .
7 EANLE R M ANaHCO, (25mL) VPSR, FIJE/KNa, SO, T4 o 72 5 4% T k4 - 3145
(KR =438 1 combi - flash FEEaiEE (12- 15% EtOACHI O i) 4tk , 15 515 f-6- il -
3-FHJE- 3H- B IR - 1-FAX-27b (0. 145g,33%) , K [ ] {4

[2580] Y% :33%

[2581]  'H NMR (400MHz,DMSO-d,) 61.61 (d,J=6.85Hz,3H) 5.82 (q,J=6.85Hz,1H) 8.03-
8.07 (m,1H) 8.53(d,J=6.85Hz, 1H).

[2582]  JDUR-3:6-% 2L -5 -3- F & - 3H- J 2R Wk - 1- WX - 271 & A

[2583]  [A]5-4R-6- 3L -3- FH 3L -3H- B 2R FF g - 1-BiX-27b (0. 14g, 0.66mmol) FIMeOH
(5mL) W AP /C (0.02g) , A Z MRS VTR FESSE FHPE2h @il TLC
WS 2 B FE o SE R, K S BEVR A i i ik v 8, FHET0AC (2 X 10mL) Pk, FKF
FOIRYR 43306 - 2 K - 5- 98- 3- H 2k - 3H- e 2R kiR - 1- X -27 (0. 11g, 92%) , AAKH
[ 445

[2584] ZfbEVIARGH —DAEFEAT T2 RN,

[2585] W% :92%

[2586]1  'H NMR (400MHz,DMSO-d,) 81.48 (d,J=6.85Hz,3H) 5.49 (q,J=6.52Hz,1H) 5.60
(s,2H)7.09(d,J=7.82Hz,1H) 7.36(d,J=10.27Hz,1H) .

[2587]  A.28.3-FH4EFL-5- (=& F 3L) MEie -2- fX- 2811 & i

F
FOF FEF FOF
NaN3z, DMSO, Cul,
7 CHsl, DMF N L-fiti% %, 100°C o
[2588] N~ = N a®
OH w4y N0~ ) o~
cl cl NH,
CAS: 1196153-98-6 X-28a X-28

[2589]  DUE-1.2-%(-3-H I -5- (ZHHF ) MLnEX-28af & &

[2590]  #E0°C FH2-4-5- (=4 H L) e -3-87 (0. 75¢,3.80mmol) ) DMF (15mL) ¥4 i
212 i A\NaH (0.26g,6.45mmo1) 44 S SR &) £EAH R i HE16min. /£0°C T A
CH,T (0.40mL,6.45mmol) I 44 S IR A W ¢E MIF) I B T B 15mi n o SR BIR A M 23
TR 30min. @S TLCHLOMS Wi I s B R o 58 B K S SEVR G0 FE KA R H,0 (100mL)
VEK I FIEOAC (250mL) B A HLE S 85, FITEKNa, SO, I EUAS R GH o SRR KA 4
i PR R (. SAURE, 230-400H , 15% BtOACH) CLBEIA ) 4lifh, 1332 54(-3- 44
F-5- (ZHH ) iknEX-28a (0.403g) , N FE A

[2591] g% .:50%
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[2592]  FMELCMS 7732 (BSY) 1212 (W+H) *, 100 % 4l .
[2593]1  'H NMR (400MHz,DMSO-d,) 84.01 (s,3H) 7.91 (s, 1H) 8.40 (s, 1H) .
[2594]  JDUE-2.3- 4L -5- (=% FFJL) MEnE - 2- FX - 2811 A ik
[2595]  [A]2-5-3-FI4JE-5- (= 2&) itkrnEX-28a (0.35g,1.65mmol) f{) DMSO (10mL) ¥
W I ANaN, (0.33g,5.08mmol) 4 R MR A YA RS 10min. A Cul (0.09g,
0.46mmol) FIL- 22 (0.09g, 0.76mmol) , K2 BVEAPIFE100°CM#k 16h . 8 TLCFILCMS
DS SRR o SE RS S I SITR G ) FHHL0 (200ml) B, FHEtOAc  (300mL) ZEHX K5 A Bl
JE53 8, -G 7KNa, SO, T IF B A WG AT 2 IR 71 A ik aliAy, (%840, 100-200
H,40%EtOAcHI Lt AR 1333 - AL -5- (R 2R mbme - 2- fi%X-28 (0. 173g) , Nk
PR [
[2596] W2 :54%
[2597]  FEMELOMS /512 (ESY) 193 (M+H) ©,99 % 4l J .
[2598]  'H NMR (400MHz,DMSO-d,) 83.84 (s,3H) 6.54 (brs,2H) 7.16(s,1H) 7.84(s,1H) .
[2599] A.29.3,5- % -6- AL - IE - 2- BEX- 291 & %

F F R

F/ \ 25% NHyKigik £/ \ NaOMe, MeOH /O 7\ ’
[2600] N T BT 100°c " NH
i P NHz s 2
CAS: 2875-18-5 X-29a X-29

[2601]  JDPR-1:2-8-3- &L -5- (ZH L) MErEX-28af) & ik

[2602]  [2,3,5,6- VU4 MLEE (2.00g,13. 2mmol) (] H&%E (100mL) ¥ Il ANH,0H
(25 % KW, 40mL) o ¥ [ VR G VI 7E60°C hnFA48h. il 1 TLCH M s B 3E 2 « 52 i Jim » 1
VR B E S IR K S N HL,0 (100mL) #RE , FH £ 1k (2 X 150mL) 228 70 S A HLE , TG
/K Na,SO, T4, B2 WG, 43 51.30g 3,5,6- =HALNE -2- IZX-29a, K H O 1A,

[2603]  ZMWEVREFE— DA T ~— P R M.

[2604] WK :65%

[2605] g PELCMS /712 (ES') :147 M-H) ,99% 4 & .

[2606]  'H NMR (400MHz,DMSO-d,) 86.52 (br s,2H) 7.85-7.94 (m,1H) .

[2607]  JBR-2:3,5- 5 -6- H 43 - L 0E - 2- X - 2910 & ik

[2608]  []3,5,6- =FMLIE-2- f%X-29a (500mg , 3. 38mmol) ft) F B (15mL) ¥4V T AN R
5H (547mg, 10. lmmol) o ¥ [ MR S #E90-100°C N Hn#24h o i 53 TLC W I fs2 )37 33 % « 58
J5 ¥ SR G P EL IR A AR ) FHL0 (20mL) B, 3 FHEtO0Ac (50mL) ZEHL . 73 B A
BUZ, & To7KNa, SO, TR I LA T k4, 19 2310mg 3,5- 5 -6- FI AL - MEngE - 2- fieX -
29, NI A

[2609] Y% :52%

[2610]  FEMELOMS 512 (BSY) : 161 (M+H) ©,90% 4l J .

[2611]  'H NMR (400MHz,DMSO-d) 83.81 (s,3H) 6.00 (s,2H) 7.59 (t,J=10.03Hz, 1H)

[2612]  A.30.3,6- % -5- F - ML IE - 2- B&X - 30/ &k
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CH,B(OH),
CAS: 13061-96-6
i PdCl,(dppf)
Fe A .
[2613] | Na,CO; B
N~ _
F - N..= E
NH —IERE, HL0,
2 120°C NH;
X-16 X-30

[2614] [ F LRS- -3, 6- &ALIE-2- F%X-16 (0.40g,1.91mmol) ) & %% (12mL) VAR
=1\ CH,B (OH) , (0.23g,3.82mmol) , Na,CO, (0.51g,4.78mmol) 7EH,0 (3mL) H AR - 45 I
PRSP SRIH20min, 285 IIAPACL, (dppf) (0.28g,0.38mmol) o K[ Nk &40 M
AWM 10minFAE120°C R AN 3ho S TLCFILCMS W I s 2 HEAE . 5 S » K S S TR B4
AT W Lt g, FEt0AC (2 X 30mL) BEisk , W T B A5 IR 4 K 3R A5 K
YA H,0 (30mL) i F% , 3 FHEt0Ac (3 X 25mL) ZEHL . 73 BS A ML=, F 7K (2 X 30ml) Pk, &
J67KNa, SO, F #5234 3R A5 R )l A ol (2446, 100-200H , 3%
EtOAcH L e VAR 246, 15 F3,6- 48 -5- FF & -mk e - 2- f%X-30 (0. 145g) , AR A il 4
[2615] W% :32%

[2616]  FgMELC-MST732:2 (ES') : 145 (M+H) *,60% 4fi %

[2617]  'H NMR (400MHz ,DMSO-d,) 83.79 (s,3H) 6.39 (s,2H) 7.63 ~7.69 (m, 1) .

[2618]  A.31.5-1-6- % -3- 4 JE-nL g - 2- X - 311 & A%

Br: x OH O
| KNOs, H,SO4 H NaH, CHl, DMF er & Fe. CH 3COOH @
w2 O e
[2619] F7ON rew 0, H‘L > o0, I3 F7 SN NH,
CAS:186593-54-4 X-31a X-31b X-31

[2620]  JPPR-1:5-1R-6- % -2- fif 2L - AHLIE - 3-BEX- 31a ) & ik

[2621]  [A]H,S0, (15mL) ¥+ JIAKNO, (0.63g,6.28mmol) F-44 R Bk AITE= IR N Hid:

20min. JOAN5- /7% 6- . -MEnE-3-F% (0.60g, 3.14mmol) JF¥5 I MR EWIFE =R N HHE16h.

T TLCHE W S Bt #2 & SE RS » B IR SR S P B UK (100mL) H 3 FHEtO0Ac (3 X 80mL) %=
SEHPLUZ, FEK (120mL) Yeik , 4 To7KNa, SO, THRIFfE B A FIk4E, 15 515- 75 -6 % -

2- T HE - e - 3-B¥X-31a (0.60g) , NK A [El14.

[2622] Y12 :56%

[26231  'H NMR (400MHz,DMSO-d,) 88.11 (d,J=7.2Hz,1H) 11.83 (brs, 1H) .

[2624]  JPIHR-2:3--2- 55 -5- H 4805k - 6- L - ML BEX - 31D & ik

[2625]1  {EO°C N A F#ENaH (0. 11g,2.65mmol) ZEDMF (8mL) i) =% W INA5-JR-6-

- 2- T HE-MERE -3-B¥X-31a (0.60g,1.77mmol , 76 DMFHY, 4mL) -4 [ S V& 0 (E AR [8] 5

FHEFE30min. FE0°C N AN ACH,I (0.76g,5.32mmol) F-44 s MR A V) E = I T i 4 16h. 3@

if TLCHE W S B HERE 58 B » 4 [ BLVR & 7 FHUKE 2K, FHHL0 (60mL)  #iF% , I FIEt0Ac (3 X

40mL) ZEHL 43 B A ML, FE7K (60mL) B ¢, 22 T6/KNa, SO, T 75 .25 TW«E’ AT HIHH

PR PR A e 1 (12820 % EtOACHI 2L i) 2iifk , 15 203- 1R -2- %6 -5- 48 3L - 6-

T HE-AIEIEX -31b (0. 30g) , J9vk B (44
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[2626] W% :67%

[2627]1  'H NMR (400MHz,CDC1,) 84.02 (s,3H) 7.86 (d,J=6.4Hz, 1H) .

[2628]  JPIR-3:5--6- 96 -3- H AUk - ML WE - 2- X - 31 & J%

[2629]  Jr3- -2 F -5 FF AR L - 6- iF 56 -HLMEX-31b (0. 25g, 1. 00mmo1) f#) CH,COOH (10mL)
W INAFe (0.45g,7.97Tmmol) , F-4 I MR & WITEZ IR T HiHE2h. LQTL%HLCMS”*W
SN HEFE  SE G B O TR A i ek v - 2 €, FIEt0AC (220mL) Peis , I K e A
2R IR AP BN FINAHCO, /KA (150mL) H 9 EtOAc (2% 125mL) ZEHL . 4 8 A AL
JZ » FITG7KNa, SO, TR IF B Ak 4, 1935 1R -6- % - 3- FH AR - g - 2- %X -31 (0. 21g) , N
= REREE NS

[2630] ZAbEVIARGH —BANEFEHT 2R,

[2631] W% :87%

[2632]  B(PELC-MS5i:2 (ESY) 221 (M+H) *,91 % 4l .

[2633]1  'H NMR (400MHz,CDC1,) 83.78 (s, 3H) 6.39 (brs,2H) 7.32 (d,J=6.8Hz, 1) .

[2634]  A.32.2- (6-2d5E-2- % -5- H AL - 3- ML g HE) L IEX-3211 G 1

o} o)
i R
e CN

B
e L CAS: 928664-98-6 ¢
[2635] 7 N
- PACly(dppf), KF D
NH, DMSO, H,0, NH,
X-31 120°C X-32

[2636]  [1]5- 7R -6- %6 - 3- FH AR - MM - 2- %X -31 (0. 24g,1.02mmol) F14- (4,4,5,5-J4 F

F-1,3,2- MR e -2-58) SIERE (0,24, 1.22mmol) FIDMSO (12mL) ¥ H N

KF (0.18g,3.05mmol) ) H,0 (3.05mL) W o ¥ S MR & P & K 15min, R 5 I

PdC1, (dppf) (0.15g,0.20mmol) oK S MR S HE120°C T A 16h. 3Eid TLCRILCMS il

NEFERE  SE R S B R BDRA PIEIE JEWR A R K (40mL) i RE , H HEt0AC (2 X 70mL) %
AFEANLE, 0 (7T0mL) BE¥ , 2 To7KNa, SO, T I £ L Tﬂ‘zé’ﬁ SAFHE FEa

b PR i (402255 % EtOAC I CUEi i) 2tk , A3 312- (6- &2 -2- % -5- H A5 - 3 - It me

3 ZEX-32(0.10g) , N B [E A

[2637] Y2 :54%

[2638]  BfPELC-MS /7922 (ES) :180 (M-H) ,99 % 4 Ji¥ .

[2639] 'H NMR (400MHz, DMSO-d) 83.77 (s,5H) 6.24 (brs,2H) 7.16 (s, 1H) .

[2640] A.33.2- (4-ZEFE-2,5- " - OHEX-330I &%
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o)
;B{?
o =N CN
Br

26411 - Q CAS: 928664-98-6  _

F PdCl,(dppf), KF F

hiRg DMSO, H,0, L
CAS: 112279-60-4 120°C X-33

[2642]  ¥44-7R-2,5- K% (300mg, 1 .44mmol) F4- (4,4,5,5-PUHI J- 1,3,2- &2
W3R 8 e - 2 - F%) S (338mg, 1.731mmol) BT /M (1) —H AR (10mL) H . IS4k
B (251mg,4.326mmol) FI7K (78uL, 4.32mmol) 44 i% BV 75 48 75 1 h HOd 48 S s i <,
10min SR S5 AN L1,17 - X (CoRFEBE L) — k] — &4 (I1) (106mg, 1. 144mmol) , ¥ Jx
MR ATEE A FINAE120°C, SRFF 190 R 5 f H AR e o 98, iyl in N bk,
R CEREER =0, FIRIR B TR &K &1 s H ek (S10,,5% 215 % Et0AcI A1
THEEAR) AR A W, 15302- (4-55E-2,5- 8- K 3E) 2 EX-33 (87Tmg) , 9wk isth.
[2643] W% :36%
[2644]1  'H NMR (400MHz ,DMSO-d,) 87.06 (dd,J=11.4,6.9Hz, 1H),6.58(dd,J=11.6,
7.5Hz,1H) ,5.53 (s,2H) ,3.80 (s, 2H) .
[2645]  A.34.3- (4-FFE-2,5- - FFE) HIEX-341 4

4y ©
Cl))j\OE Ky
t
0N NEt, OH 0 y
2) NaBH 4 MnO , (Et0) ,POCH ,CN
F THF F DCM F NaH, THF F
F F F e F
P HRA -2 P -3
N02 N02 N02 N02
[2646]  CAS: 116465-48-6 X-34a X-34b X-34c
CN
H, Pd/C
EtOH F
e B .
H -4
NH,
X-34

[2647] 2PYR-1: (2,5 -4~ RHEERIE) HZX-3dalfy o
[2648]  EGL/UR T H42,5- 9 -4- KT (2.5¢,12.3mmol) BT T /K PUZ Wk
(10mL) H ARJE A= 2B (1. 7mL, 12, 3mmol) 9T A #1Z0°C . 7E 15min Py IS H R
2. Mg (1.2mL, 12.9mmol) A FE/K UG (15mL) AT, Kt S SR A e 50 T Bkt i
VEHUTIE 1= LR JFAEBERE T KBl (1. 4¢, 3. 69mmo) 23 HEAN A JEWE o
SRJ5 W PN B (15mL) 4 52 RIR S IAE SR NPT B SRS HE I RTIN HO1 R b % pH =
2, AEFL SRR L DA . AT R WE T L0 L BE P I AR IR S A WM i SRR
KK LR SRR =X A G IFRTA N B B, FIBRIRBE TR 78 RET .38
AR (S10,, DCM) ZEAL KSR A, 381 (2,5- 5 -4- 1 JE2KEL) HREX-34a (1.61g) , A
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1 ] 4

[2649]  UEK:70% .

[2650]1  'H NMR (400MHz,DMSO-d,) 87.77 (dd,J=8.8,5.8Hz, 1H),7.51(dd,J=11.0,
5.7Hz,1H) ,4.86 (s,2H) ,2.19(s, 1H).

[2651]  $DIB-2.2.5- 4 -4- WYL FHEEX - 34b T & %

[2652]  7EE T ¥ (2,5- 2% -4- 2R IE) FEEX - 34a (320mg, 1.69mmol) 7 S H it
(10mL) H 55 LR E AL 5 (163g,169. 2mmol) —EHEFE. PR )G B S SR &4 L i it
PEFF KRBT 13502,5- 5 -4-1H FERHEEX-34b (231mg) , NS L E 4

[2653] Y% :73%.

[2654]1  'H NMR (400MHz,DMSO-d,) 810.36 (d,J=2.6Hz,1H) , 7.93(dd,J=8.7,5.4Hz, 1) ,
7.80(dd,J=9.7,5.4Hz,1H) .

[2655]  JDER-3: (E) -3- (2,5- 5 -4- WZEIRIE) MG IEX - 34c & Ak

[2656] TEGSA T, B HIEFH LR 40 (227mg, 1.238mmol) B T7& 7K Y &k IR
(2mL) H FEO0°C IR E AL (60 % E P03 19 70 B8 44, 7T7mg, 1.925mmo1) KR A WI1E
I R L5min, IFE0C T SN2, 5- & -4- 3L 2K X -34b (240mg, 1.238mmo1)
TE/K DY SR (3mL) ¥ - 1. 5hE ¥ I VR 6 ) BRI BR S AR i KB H 2
& CERAZH™ 4, AR IR S AN IE TR AU — RS IFRIKZEH O L RA =
R HEIFMAVAE A KBE B, BB THRIFAKRE T 86 (Si0,,
CombiFlash 24g, 2% 215%Et0Ac A MERER) Al bR R, 3 2P 7 74 (B) -3-
(2,5~ 9 -4-FHFEZRIE) TN IEX-34c (40mg) , N EE Eu | 4

[2657] Y% :15%.

[2658]  'H NMR (400MHz,DMSO-d,) 88.24 (dd,J=9.8,6.2Hz, 1H),8.11(dd,J=11.8,
5.9Hz,1H) ,7.72(d,J=16.7Hz,1H) , 6.77 (d,J=16.7Hz,1H) .

[2659]  HUR-4:3- (4-EH:-2,5- 5 - A IH) NEX-3409 & 1

[2660] ¥4 (E) -3- (2,5- —#-4-THE R HL) PNJAEX-34c (65mg,0.309mmol) FEG M T
FT/KLEE (8mL) H . AR Ja I A48 Bk (10wt % 2 &, 16mg,0.015mmol) ¥ beif FH & S
e, SR e AR K R MR SRS AUR N FEAh AR K H I L R R A R &
F B % (Si0,,CombiFlash 4g,2% %20 % EtOAcH £ IMERATR) Akl 5RRW, 15
F3- (4-5H-2,5- & - K HL) NREX-34 (35mg) , NEE LR ¥, B 45

[2661] K :63% .

[26621  'H NMR (400MHz,DMSO-d,) 87.01 (dd,J=11.7,6.9Hz,1H) ,6.52 (dd,J=11.6,
7.6Hz,1H) ,5.34 (br s,2H) ,2.75-2.69 (m,4H) .

[2663]  A.35.3,6- —%-5- (2- % L EIE) MERE -2- X - 3511 & Ak
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0
PACI , (dppf), KOAc, PinZBQAX i
Br F g -
™ PMB-CI, NaH, DMAC " S 2 SR, 100°C o-B S P
o A L ~

F” "N” °NH F” "N” "N(PMB ;
2 HRA (PMB); H®2 F” "N” "N(PMB),
X-16 X-35a X-35b
[2664] g
F
CAS: 762-49-2 F
HO F K,CO3, DMF I\ Iﬁ
= 2 3 s
H,0,, THF o TFA 0 E
F |N/ N(PMB) e ° | ' | -
ﬁ'u-a 2 ﬁ‘ o o
-4 FR-5
X-35¢ F™ N7 “N(PMB), F” "N” “NH,
X-35d X-35

[2665]  PBR-1:5-1-3,6- 58 -N,N- X[ (4- AU ARHL) AR TIEIE - 2- iGX - 3balf) & ik
[2666]  fEO0°C FIA)5-¥R-3,6- ~FiALIE-2-F4X-16 (4.00g,19.0mmol) f¥] DMAC (40mL) V&K
H oI ANaH (2.29¢,57 . Immol) , FF4 S NAE AH AR FE R HiHE30min . 720 °C T ¥ xS H
AERES (5.19mL, 38.1mmol) , HfF R MR A MIAE = I N B FE2h o i i TLC e I Je B gk
o SE RS ¥ R SR AV £ 220°C , FIHFINH,C1 (20mL) 2K, I AH,0 (60mL) H13f H
EtOAc (3 X 60mL) ZHL . 73 B HLZE , FIER/K (2 80mL) He i, I JE K Na, S0, T/ I 25 e 4 .
AR B H i (b, 100-200H , 4% EtOACH) O eiE ) 4tk , 5305- -
3,6 3N, N-WU[ (4- AR SR IR L) AL TIEnE - 2- i&X-35a (8.2g, 96%) , A (Al 44
[2667] K% :96% .

[26681  'H NMR (400MHz ,DMSO-d,) 63.72 (s,6H) 4.57 (s,4H) 6.87 -6.89 (m,4H) 7.16-7.18
(m,4H) 7.99-8.07 (m, 1H) .

[2669]  PR-2:3,6- 3 -N,N- B[ (4- AR OR L) L] -5- (4,4,5,5- DY &&- 1,3,2-
TR AR AR - 2 - 2 MERE - 2- L X - 35bI A K

[2670] FEEIR TN MI5-JR-3,6- & -N,N-XU[ (4- B4 FEARIE) BHILTmMEnE-2- % X-35a
(4.00g,8.90mmo1) Y W& L (160mL) I H ID AR k= &) — B (4.52g,17.8mmol) 1
KOAc (3.06g,31.2mmol) , JFR S MR G W FH20min, SR 5 IHIAPACL, (dppf)
(0.65g,0.89mmol) ¥ B VAP FHE WA 10min I AE100°C R Nk 16h o i i TLC IS I
N BERR . SE A YA ST A, 3B R v R B8 I FIEt0AC (2 X 80mL) Phig o B IE
FLAIRAR 45k AR W) FH,0 (100mL) ##B , 3 FHEtOAc (2 X 80mL) ZEHL . 7 B A HLZE , FEK 2
X 100mL) ¥, TS 7KNa,SO, T4 ¢ E 28 IR 4  SRAF R - 0 iE e AR o 1% (U0, 100-
200 H , 8% EtOACH) C 1A 4hifk, 1553, 6- 4 -N,N-XU[ (4-F A FEIEH) FEE]-5- (4,
4,5,5-DYFIKE-1,3,2- 5 RTNIANE - 2- 38) nikiE - 2-J&X-35b (2.60g) , K (L fE 4
[2671]1 K% :59% .

[26721  'H NMR (400MHz ,DMSO-d,) 81.26 (s,12H) 3.73 (s,6H) 4.64 (s,4H)6.89(d,J=
8.31Hz,4H) 7.17 (d,J=8.80Hz,4H) 7.51- 7.56 (m,1H) .

[2673]  JDER-3:6- [RU[ (4- ALK IE) HAE] 28] -2, 5- 50 -Mbre - 3-BEX- 35ci A Ak
[2674]  {EO°C T IA3,6- 5 -N,N-XU[ (4- H A Aok ) F L] -5- (4,4,5,5- Y %:-1,3,
2- AN IR I e - 2- L) A - 2- %X -35b (2.50g,5. 04mmol) ) THF (30mL) ¥4 V¥ b
A30%H,0,[TH,0 (10mL) ¥, FF4F S SR & 4 A R TRLEE R B0 RE 15m i n o 4 S SR 5 P 7
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R NHEREL . BhoJ8 A TLCFILCMS Wil s S AR o 4 S RLTR A I #E0C R EIANGE % Na,S, 0,11

72 H,0 (250mL) VA, FHHL0 (100mL) #i ke, 3 FEt0Ac (2 X 100mL) ZHL. 7 B A HLZ , £ ToK

Na,SO, T I E B2 N k4, #3306~ DO (4- F AR SE L) HJE] 20 0E] -2,5- (- nng -3-

BEX-35c (1.74g FH&) , N EE b 44

[2675]  EMWEVREF— DA T N — P R M.

[2676]  FgMELC-MST73:2 (ES') : 387 (M+H) *,93% 4fi % .

[26771  'H NMR (400MHz ,DMSO-d,) 83.71 (s,6H) 4.32 (s,4H) 6.86 (d,J=8.80Hz,4H) 7.14
(d,J=8.31Hz,4H) 7.22-7.27 (m,1H) 9.84(s,1H) .

[2678]  JDUE-4:3,6- % -5- Q- LK) -NN-XU[ (4- FHAEFEIRIL) FE ] e -2- X~

35dMI A R

[2679] R FI6- (W[ (4- FARERIE) A& ] -2,5- 5 -Mkng-3-8 X-35¢
(0.70g,1.68mmol) fJDMF (13mL) ¥ IAK,CO, (0.70g, 5.04mmol) A1-iR-2- 5 L b
(0.43g,3.36mmol) K¢ s MR A IFERMBE HHAE80C R N 15min. JH ik TLCAILCMS 5 Wl ) .

BERE . SER Ja R S MR B Y094 A A R (BNH,0 (30mL) FJF HIEtOAC (3 X 25mL) ZEHL . 7p

BAHLZ, ALK (2X30mL) $isk , FHFC/KNa, SO, T I B 25 W4t A5 0 KL= 40388 ek A 3
TAAAEE,100-200H , 25%EtOAcH] O eiR ) 4tk , 15 23,6- . -5- 2- LA N,

N-U [ (4-FEAR RS BT IEmeE - 2- X - 35d (0. 52g) , NERELAA

[2680] W HK:T1% .

[2681]  FgMELC-MST73:2 (ES') : 433 (M+H) *,99% 4fi &

[2682]1  'H NMR (400MHz,DMSO-d,) 83.72 (s,6H) 4.21-4.25 (m, 1H)4.29-4.32 (m, 1H) 4.42
(s,4H) 4.63-4.66 (n,1H) 4.75-4.78 (m,1H) 6.87 (d,J=8.86Hz,4H) 7.15(d,J=8.37Hz ,4H)

7.69- 7.76 (m,1H) .

[2683]  PIHR-5:3,6- "9 -5- (2- 9 £ IE) MERE -2- %X - 35/ & 1%

[2684]  7E0°C FMI3,6- —#-5- (2-F L) -N,N- B[ (4- AR OREL) FE] mibng -2- fi%

X-35d (0.50g,1.15mmol) H I ATFA (5mL) FF¥5 [ ROV A4 7EAR R IR T HiHE30min . K

VR A IAE IR N BEPE2h B TLC FNLCOMS Wi I sz 37 3R o 56 1 i » K S B 6 4 W L 45 K

A KRR HIHL0 (25mL) Mk , FINaHCO, /KA (10mL) BilAL , Ff FIEt0Ac (2 X 25mL) ZEHL

S EANLE, F#K (2 X 40ml) ek, FHIG/KNa, SO, 45 9 123 W 4 19 2 (18 7 4 FHE .0
(10mL) A EEAlAL, , 25 T8, 533,6- 8 -5- (2-F L5 IE) MEme -2- f%X-35 (0.258g) , A

= RERTEE NS

[2685] U :80% .

[2686]  giMELC-MST7¥2:2 (ES') 193 (M+H) *,69% 4fi &

[2687]  'H NMR (400MHz,DMSO-d,) 84.13-4.17 (m, 1) 4.20-4.25 (m,1H) 4.59-4.64 (m, 1)

4.71-4.76 (m,1H) 6.10 (s,2H) 7.57- 7.62 (m, 1H) »

[2688]  A.36.3,6- 9 -5- (2-H K O MERE -2- 1&X- 3611 & ik
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/O“‘/\Br \.O

- . CAS: 9037-24-5 H H
o L COLDMF b aF T O

F7 N7 N(PMB), : H |

X-35¢ P& F N ONPvB), T2 LR
X-36a X-36

[2690]  2DR-1:3,6- 5 -5- (2-FHEELARL) -NN-X[ (4-FEIERI) FEE] g -2-
fiZX - 36a )& .
[2691]  Ja6- [ XN [ (4- FHAR IR 2R L) HI L T 28] -2,5- - MEnE -3-BEX-35¢ (0.60g,
1.44mmol) FH2- ¥R £, K H K: T (0.70g,5.04mmo1) fYJIDMF  (10mL) ¥ 3% * Il \K,CO, (0.90g,
6.48mmol) , 344 [ N IR S MIEE M TP T80°C R N 30min o K e N IR S W) AE 2 05 B bk
16h 38 TLC AMLCMS s I S B BERE o 58 e » 4 S MR & ) HIH,0 (100mL) #fi B, JF HIEtOAC
(200mL) ZHL K HHUZ 53 B, FHTEKNa, SO, TR FL5 W 4i SR 13 0 H = il i 4 a1 (=
FAAbAE,100-200H , 2% EtOAcHI O keiA ) 4tk , 15 513,6- — 4 -5- - F A LA N,
N- WL (4- FAR R E) HJE TALEE - 2- J}ZX-36a (0. 205g) , kR - [E] 44
[2692] W% :31%.
[2693]  FgMELC-MST73:2 (ES') : 445 (M+H) *, 96 % 4fi &
[2694]  'H NMR (400MHz ,DMSO-d,) 83.28 (s,3H) 3.59-3.63 (m, 2H)3.71(s,6H)4.09-4.14
(m,2H) 4.40 (s,4H) 6.85-6.89 (m,4H) 7.15(d,J=8.31Hz,4H) 7.66-7.71 (m, 1H) .
[2695]  JDHR-2:3,6- 5 -5- (2- H AR Bk £ 48U 50) MLRE - 2- %X - 361 & ik
[2696]  #E0°C FIA3,6- & -5- Q- FEIELEFL) N, N- W[ (4- FHEFERE) HITmEne-
2-%X-36a(0.20g,0.43mmol) HANATFA (6mL) , HKs s N RS = i N HidE2h. @it TLC
o W 2 SRR o SE RS RN VR A ) LSRR o R Bk AR W) FHHL0 (100mL) A R, FH A AT
NaHCO, ¥ ¥ (50mL) B4k, , 7 FHEtOAC (200mL) ZEHL . 73 B HL)Z , FHTG7K Na,SO, T IF 52
WG A E3,6- 9 -5- Q- HF AL LEIL) Mg -2- % X-36 (0. 15g4H i) , AERE P 1k .
[2697]  ZAbEVIAR G —BANEFEH T 2R,
[2698]  'H NMR (400MHz,DMSO-d,) 83.29 (s,3H) 3.53-3.59 (m, 2H)4.00-4.04 (m,2H)6.01
(s,2H)7.51-7.57 (m,1H) »
[26991  B.aXTHIH B AR A Bk
[2700]  B.1.6-FRPAZE- 1H-WIEXT - 11 & A

Y
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>—B(OH),
CAS: 411235-57-9
(Boc) ,0, TEA, DMAP, PdOAc,, PCys, K5PO,
m THF, rt m %, H,0
> Br N .
Br N \ !
(2701] H &1 - Y &2

CAS: 52415-29-9 Xl-1a

N\ TFA, DCM, 0°C Zrt N

\ B3

Boc

XI-1b X1-1

[2702]  JDUR-1:6-JRMIWk-1- F AT BEXT - 1aff & Ak

[2703]  #E0°C R IH6- - 1H- MM (2.70g,13.8mmol) (I THF (30mL) ¥ A =2 %
(2.80g,27.6mmol) , F¥4 [ VR G W EAR R IR E R B4t Smin. 7E0°C N IMADMAP (0. 84g,
6.90mmo1) F1 (Boc) ,0 (4.50g, 20.7mmol) , F4 S Wi iR & WA & i T HHE 3hoo i TLCIE Il
SONE 2 o 58 S B RN ) FH UK K T B2 IR 4 o R AR W FHHL0 - (100mL) Ak, IF
FEtO0Ac (3 X 100mL) 2 HL A HLZ 735, FHIE/K Na, SO, T I 28 W 4 o 3545 (1R ™ i
A (A ARARE, 100- 200H 5 1% EtOACHT e i) 4tk , £3 213 . 8gl1)6 - JRI5[ k- 1 - F
FE AL T EEXT-1a, JyvR o (o f 14

[2704] W% :92% .

[27051  'H NMR (400MHz,DMSO-d,) 81.65 (s,9H) 6.73 (d,J=3.42 Hz,1H) 7.20-7.27 (m, L)
7.60(d,J=8.31Hz,1H) 7.69(d,J= 3.42Hz,1H)8.23(s,1H) .

[2706]  JDHR-2:6- RPN HENG[WE - 1- HH PR T BEXT - IbA & Rk

[2707]  [f)6- PRI - 1 - B AL T BEXT-1a (0.70g,2.36mmol) FIFA P ILMIEE (0.30g,
3.55mmo1) fFF 2K (15mL) ¥ - INAK,PO, (1.00g, 4.72mmol) , =FF LM (PCy,) (0.13g,
0.47mmo1) F1H,0 (0. 70mL) o Kf Js MR 540 FI SR S 15min, 28 & A Pd (0Ac) , (0. 05¢,
0.24mmo1) o ¥ Sz MR & HITE100°C hnFA8h. @it TLCYE M s Nt 72 . SE G » 4 I ML TR &4
HIH,0 (20mL) #ike , 7 FHEtOAC (2 X 20mL)  ZEHX . 7r BS A HLZ , 2T 7KNa, SO, 13 2 W 4
SRAFHH =038 ok it (— 44 FE, 100-200H ,0.5%0. 8% EtOAC T IR R) 4l 1k, 15
#0.5g 6- PR M- 1- FERBUT BEXT-1b, TG B4

[2708] W% :83%

[27091  'H NMR (400MHz,CDC1,) 60.70-0.78 (m,2H) 0.96-1.03 (m,2H) 1.67 (s,9H) 1.98-
2.10 (m,1H) 6.50 (s, 1H) 6.99(d,J= 7.82Hz,1H)7.42(d,J=8.31Hz,1H)7.50(d,J=
3.42Hz,1H) 7.90 (brs,1H) »

[2710]  JPER-3:6- AP JE - TH-WGIWRXT - 1 & Bk

(27111  FFO°C N In)6-FF P Emg| W - 1 - FHER U T BEXT-1b (1.30g,5.10mmol) HIDCM (25mL) ¥
W INTRA (2.5mL) o FF ) BIE -G I/E iR N HidE 3ho I8 TLC S Wl [ SRR o 44 5k R 1) H
DCM (80mL) %, H-7E 0°C N H =% (4mL) H A1 - B A HLZ , FHR 37K (20mL) Peidk, &7
7KNa, SO, T4 F 25 We i o 3RAT BORL Pidd i o 0l (T4 AE, 100-200H ,425%Et0Ac
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(e 24k, 75 500.32¢ 6-FRIAHE- TH-WIWRXT -1, 70 i A .
[2712] W% .41%.
[2713]  'H NMR (400MHz,CDC1,) 80.71-0.76 (m,2H) 0.93-1.00 (m,2H) 1.98-2.08 (m, 1H)
6.51 (s, 1H) 6.90 (d,J=8.31Hz,1H) 7.13-7.18(m,2H)7.52-7.58 (m,1H) 8.03 (brs, 1H) .
[2714]  B.2.6- 5 - A IFHRAREXT - 21K &

o) TE-2- A TRE

o]
K,CO.
~ Nhablh KOH, & ,MeOH,RT
joag " fo 8¢ Jo 04
Cl 0 cl OWOV cl O/\",O

FER-1 -2
CAS 22717-55-1 2a ° 1.2 @
[2715] )
Z®, 0
2L OAC HCl, MeOH, NaBH,,
NaOAc, H,0 m x, @R /[;rg MeOH m
FR-3 cl o e cl o $®5 o
Xl-2¢ Xl-2d XI-2

[2716]  JPPR-1:4-F-2- (2- L5 HE-2-SH A LA IL) KR F ERXT - 2a ) & %

[2717]  [4-5-2- 52 - KRR FES (5.00g,26. 7mmol) [ A (60mL) ER A NN £ 3 -

2—7,%&@3’%@5 (6.72g,40.2mmol) FIK,CO, (5.56g, 40.2mmol) o S N IEA 4 IN#E] 7t 16h . i
I TLCHS M S N HERE o SRS » B /tbm%ﬁ_tﬂ&éﬁ YRR Wi T i g (80mL) i, it

PEFH R PRI S IRAE A5 BN = ) AT vk (24 AhE, 100-200 H ,20% EtOAc bt

W) Atk 19 8)4-5-2- 2- ZFE-2-HMRLHE ) XHERHEEXT-2a (6.80g) , Nt

[ 445

[2718]  fGEILTLCA T HAN = 4).

[2719]  Y2.93%.,

[2720]  D¥R-2:2- (5-F-2- (FAIEIRIE) HAIE) LIRXT-2bI 5 Ak

[2721]  ZE0°C FAIXI-2a (6.80g,24.9mmol) [¥JMeOH (180mL) ¥ W 7 in AKOH (3.13g,

55.8mmo1) fJH,0 (40mL) ¥R, JFR S BV S WIAE = il N HHF 2h o 38k TLCRILCMS Hhi il B Jo

BERE SRR K BT B ARG K SR YT TH,0 (100mL) 13§ FI2N HC1 R4t 22 pH

2. LY VTIE M B4, B T8, 15 8)2- (5-5-2- (FAEFERED KEE) ZMXI-2b(3.80g) ,

A fE A

[2722] Y% .66% .

[2723]  FiELCMS 5922 (ES) :245.00 (M+H) *, 16 % 4l .

[2724]  JPR-3: LTR6- AR FH MG - 3- FEBEXT - 2¢ 1 & ik

[2725]  J]X1-2b(3.80g,16.4mmol) [JCH,COOH (75mL) ¥ 1 I A Ac,0 (95mL) , 48 5 I

NaOAc (3.19g,37.7mmol) . 4%&&%:.%& 140°C in#5h o 3 3 TLC W I sz 37 HEFE » 58 i i

¥ I SV A A 1,0 (300mL) B, I FEtO0AC (60mL) ZEHX . 4 BS A HLZ , FMLAT NaHCO,

(20mL) Pk , 28I 7KNa, SO, THRIFAE 2 N4, 1581 & TR L IR6 - F AR IR IR -3 - J@%XI-

2¢ (3.00g,87%) , NLLERAA.

[2726]  ZWEVREF—DANERE AT N — P R M.

[27271  'H NMR (400MHz ,DMSO-d,) 82.37 (s,3H) 7.34-7.40 (m, 1H)7.60 (s,1H)7.78-7.82
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(m,1H) 8.24 (s, 1H) .

[2728]  SPIR-4.6- S A FFME -3 (2H) - BAXT - 2414 A%

[2729]  [A]XI-2c (3.00g, 1.42mmol) [¥MeOH (150mL) ¥ AR HC1 (4mL) FIH,0 (35mL) ,
FRs S BEIR G P INFAE R 3h B TLC W Wl SRR - SE G 5 e R BIR G  H B =R,
FIH,0 (20mL) i B3k 68 A5 1AL =4 FIH,0 (20mL) PR JF 72 B2 R T8, 15 86 - S I
05 -3 (2H) -BRXT-2d (2.20g,92%) , AL AR,

[27301  'H NMR (400MHz,DMSO-d,) 82.34 (s,2H) 7.23 (d,J=7.83 Hz,1H) 7.38(d,J=
7.83Hz,1H) 7.70 (t,]J=9.05Hz,1H) .

(27311 PPR-5:6- SR FFMRIREXT - 21 & B

[2732]  {E0°C N [HXI-2d (2.20g,13.0mmol) FJMeOH (75mL) ¥A¥E H 734tk i ANaBH, (1.08g,
28.7Tmmol) o [ MR & W1E =i N Hi#k4h. i@ 1 TLCWE I s B HERE o 58 il » B e B VR A4
FAPA A (20mL) 7K, FH3N HC1 (35mL) A FE 4 Lho 4 [ BV A ¥ FHE tOAc (50mL) 25 HY,
28 T07KNa, SO, T 75 23 T ilk4i , 19 216 - FURFFIRIEXT- 2 (1.60g) , AT AR

[2733]  ZtbEVARGH —BANEFEHT 2R,

[2734] Y% :80% .

(27351 'H NMR (400MHz ,DMSO-d,) 86.99 (d,J=0.98Hz,1H) 7.30 (d,J=8.31Hz,1H) 7.67
(d,J=8.31Hz,1H) 7.77 (s,1H) 8.04 (d,J=1.96Hz,1H) .

[2736]  B.3.6- (2- FH 4 44 3E) - 1H-W5[EXT - 3 &

oL e Ten
N OH - N 0/\/0\

DMF,75°C, 16h 1

CAS: 2380-86-1 X1-3
[2738] M4 1H-W5|WE-6-1% (0.95g,7.12mmol) (FIDMF (12mL) ¥ FH R ER 4 (2.79g,
8.59mmol) A B, FEAETSC R HiiF16h (TLCH ) B JG , 78 RIEFIFHK TR H LR £ e H
B, FHIN NaOHVE R, /K FAER KB ¥ o B & 5 BB HLAEEUY) FiMg SO, 08 , i 98 28 K e ik
M (RO k/ CROEE=4:1) itk R, 13300.88gM)6- (2- AL LA FE) - 1H-1)
WEXT -3, 4 ] 4
[2739] W% :65% .
[2740] o {ELOMS7E3 (BS) :192.0 (M+H) *, 96 % 411 FE
[2741]  B.4.6-5-7-H &5 - 1H-W5|WEXT -4/ & A%

/\MgBr

/
(27421 NO, Cl - "
0 THF H Cl

N O.\
CAS: 80866-77-9 X1-4
[2743]  7E-20°C R 1-5-2- AL -3- 2L - 7K (1.00g,5.34mmo1) [ THF (20mL) ¥ ¥
I S HEIRAEE (16.0mL, 16 Ommol) , FF45 S N TR &7 2= I T 4+ 3h o 3 i TLCHILCMS
W R REERE  SER S S K R ST A ) FH VKR K 3F FHEt0AC (100mL) ZEHL KA HLZ 7 55,
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FTG7KNa, SO, T3 F 28 W i o SRAF R = i i A el (Z 40 0, 100-200H ,5%10%
EtOAc) CLediii) 4k, 15 206 F0-7-H 42 - 1H-W5|WXT-4 (0.50g) , KA E AR o
[2744] WK :51%

[27451  'H NMR (400MHz ,DMSO-d,) 83.91 (s,3H) 6.47 (s,1H) 6.99 (d,J=8.40Hz,1H) 7.29
(d,J=8.00Hz,1H) 7.35(s,1H) 11.46 (brs,1H) .

[2746]  B.5.6-5-7- % - 1H-W|WEXT - 510 & %

/\MgBr

NO, Cl L

[2747] THE

Cl

Ir=

F
CAS: 2106-49-2 XI-5

[2748]  #E-78°C Fl1-5-2-%.-3- 3L -7 (2.50g,14. 2mmol) (I THF (50mL) V& DA
LG FEIRALEE (5.61g,42. Tmmo) , FK I MR A WITEARIE IR FE T Hi8E 1ho @ L TLCFILCMS
WAL B2 IS R S R 5 4 S R A4 FMLRTINGL,C T (100mL) ¥ K, FHHL0 (400mL) 8% , 3
EtOAc (500mL) 5B K H HLJZ 505, FHIC/KNa, SO, F 18I B2 4 o 3RAF IR ™ P i 3 12
i (Z b, 100-200H , 5% EtOACHI T el 24k, 43 516 - & - 7- % - LH- W XT-5
(0.60g) , WL EHAA
[2749]  WHK:17%
[2750]  BRIELCMS J7¥£2 (ES) :168.00 (M-H) ,66% 4,
[2751]1  B.6.6- (=% 3E) - 1H-ME% 3 [2, 3-b] AL BEXT - 61K & Ak

mCPBA, Et,0 PO (/n
/ fl 500_;5‘“: 2h2 /4 | 2 AR W A5, N

s..)  THF, t, 5h N
NN NN o=

FRA o P2 0
CAS: 271-63-6 XI-6a XI-6b
0O
O:
[2752] F‘S,Q‘f\o/
CAS: 680-15-9 J~F
Cul, DMF, « ML NaOH, MeOH,
115°C, 4h N7 N e rt, 16h / /I
O’l\o F N, F
PR3 ) FR-4 N DF

Xl-6¢c X1-6
[2753]  SBIB-1:7-%- 1H-MERE FF (2, 3-bIALNE - 7- 55 X1 -6alt) &
[2754]  7£5°C FIa) 1H-MERS 3 (2, 3-b]MLAE (2.00g,16.9mmol) JEL,0 (50mL) ¥ H 44t
JIAm-CPBA (3.80g,22.0mmol) , H ¥R AWIEE L FHiHE2h 8k TLCAILOMS W5 i sz )37 3t
T SER e K SR A3 e, FHE,0 (12mL) el FE 76 B 25 N T4, 75 307 -4 - 1H-ntk g
H[2,3-bIntkiE -7-$4X1-6a (3.75g) , K A o 14
[2755] MW EVREF—DAEREH T~ — P =M.
[2756] U #*:89%
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[2757]  BEPELCMS 52 (ESY) : 135 (H+H) *, 54 % 4l .

[2758] A I%-2.6-flILNg I [2,3-b- T ALIE - 1- H iR FH EXT - 6bIK) & ik

[2759]  [m)7-% - 1H-AER& IR [2, 3-b]AERE-7-85X1-6a (1.60g,11.9mmol) {¥) THF (100mL) V&
VR N S B R R (2.31g,14 . 3mmol) A= 3L AR LM (4.77g,23 . 9mmol) , 2R
S i N IR R (2.25g, 23.9mmol) o S SR A WAE % iR T Hit5h o # i TLCAILCMS M
sz 7 FEFE o 56 B 5 B R TR B W) B2 IR TR R FEL0AC  (150mL) R , H FH L Al
NaHCO, (100mL) ¥ KA HUZ 5 8, FIJE 7KNa, SO, T I B 2% IR 46 o SRA5 (VDR P~ )l ol A
il (A LEE, 100-200H ,10% Et0AcH) & ke v iR) 2tk , 15 216 - fnL v 3 (2, 3-b- T it
WE -1 - FA R A JEXT-6b (1.00g) , Ak o] 4

[2760] Y%K :26%

[2761]  FEMELOMS 12 (ESY) =303 (M+H) *,95% 4l J .

[27621  'H NMR (400MHz,DMSO-d,) 84.12 (s,3H) 6.55(d,J=3.91 Hz,1H) 7.54-7.58 (m, L)
7.61-7.65(m,1H) 7.69(d,J=3.91 Hz,1H) .

[2763]  HIR-3.6- (Z4F L) Mg 37 (2, 3-b-TMkE-1- B EEXT -6/ & Ak

[2764]  [a)6-WHALMG 3 [2,3-b-JAEmE-1- FHEE I ESXT-6b (1.00g,3. 14mmol) [ DMF
(16.7mL) ¥R AN, 2- 56 - 2- SR G 2 - 2R FH G (2.41¢g, 12.6mmol) AICul (0.12g,
0.62mmol) , I et S MR S WITE 115 CHNA 4h o 83 TLCATLCOMS W i sz 97 33 A8 o 52 B i » s
SR SHEAPIH EtOAc (60mL) FiFE . 43 254 HLZ , FH0 (25mL) ,NH,C1 (25mL) A1 57K (25mL)
B, 4 J67KNa, SO, TR I E B2 N IRYH RAF IR ™ Wil i A o (Z %84k A%, 100-200H ,
10% EtOAc ) ORI ) 2ift, 19316~ (Ca F 2L i3 [2,3-b-Jikie - 1- F IR lEXT-6¢
(0.65g) , MK E 1k

[2765]  WHK:T1%

[2766]  BEPELCMS 512 (ESY) : 245 (HH) *, 84 % 4l s o

[2767]  'H NMR (400MHz , CHLOROFORM-d) 64.14 (s,3H) 6.68 (d,]J=3.42Hz,1H) 7.63(d,]J=
8.31Hz,1H) 7.94 (d,J=2.93 Hz,1H)8.06 (d,J=7.83Hz, 1H) .

[2768]  BBR-4.6- (=& L) - 1H-MEM% I [2,3-b] ALIEXT -6/ & ik

[2769]  [6- (=4 FF L) Eng 32, 3-b-JnkeE - 1- FHER F EXT-6¢ (0.65g, 2.23mmol) (¥
MeOH (33mL) Y& 4 i A IM NaOH (0.26g,6.68mmol) V&R, I4 RN IR & WITE = IR T P bk
16h o @ IS TLCHILCMS B S S HERE o S8 T 5 1 S SV A W L 25 TR 4 o F 7R AR W DCM (3 X
15mL) 228 7 EH HLZ , & T KNa, SO, FIRIFAE D TR 46,1326~ (90 2%) - 1TH-AE g
H[2,3-bIMLIEXT-6 (0.45g) , AR E M [k,

[2770] b EVIAREH — DA EFEAT T2 RN,

[2771]  WEK:97%

[2772]  FEMELOMS /532 (ESY) - 187 (M+H) *, 89 % 4l J .

(27731 'H NMR (400MHz ,DMSO-d,) 86.61 (t,J=2.00Hz,1H) 7.52 (d,J=7.82Hz,1H) 7.77
(t,J=2.93Hz,1H) 8.21 (d,J=8.31 Hz,1H) 12.16 (brs,1H) .

[2774]  B.7.7-1R-6-5 - 1H-W|WEXT - 71 & %
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)

MgBr
74
NO; Cl N
THF H Cl

Br
Br
CAS: 19128-48-4 XI-7

[2776]  #£-78°C FIn12-{R-1-5-3- 2L - 7K (4.50g,19.0mmol) (¥ THF (90mL) ¥ i I
LRI EE (9.99¢,76. 1mmo 1) , I [ NVR A 7EAHIE] I8 R Hi 4t 2h 83 TLCAILCMS
W S SRR LA bg I B 2 B, FEAG 24 I B (R FH TR & 40 AT (clubbed) o 58
J& ¥ RONE VR G AL AINH, CL (500mL) 772K, FH,0 (500mL) #4 %, 3£ F EtOAc (1000mL) %
WA NLUZ 3B, TG 7KNa, SO, TR I B 47 o 345 0K ™= P o A el (440 R,
100-200H , 2% EtOAcHI T, KEE ) Alifk , 19373 -6- 5 - TH-WWEXT-7 (3.05g) , J 3 (A i
N
[2777] W% :33%
[2778]  BEIHLOMS /71222 (ES) :228.00 M-H) ,96 % 4,
(27791 'H NMR (400MHz,DMSO-d,) 66.59 (d,J=1.96Hz, 1) 7.18 (d,J=8.31Hz,1H) 7.41-
7.45 (m,1H) 7.57 (d,J=8.31Hz,1H) 11.48 (brs,1H)
[2780] B.8.6-5(-7- (2,2- 5 LA L) - 1H- M| WEXT -8 & HY

F

F '
CAS: 359 13 7
(FUL T FE) = T E5 7 mger N
[2781] s /Q\m CAS: 157141-27-0 "
2

wh ¥, 90°C, 16h ﬁ-&z

F F F F
CAS: 603-86-1 F B
XI-8a XI-8

[2782] PIR-1.1-5(-2- (2,2- " LA -3- ML XT-8al & 1Y,

[2783] |1 2-5-6-F -2 My (0.50g,2.88mmol) ) H 4 (15mL) VB DN 2,2- 92 BF
(0.37mL,5.76mmol) , R JE IO (RIEW AL = T2 IERE (0.91mL,3.46mmol) oK [ MR &
PIAE90C N N1 6ho 3@ TLC FALCMS et Wl s S BERE » 58 1 » ¥ I VR & ) FAH,0 (50mL) 7
B, I HIEt0AC (3 25mL) REHL. /) By A MR, FER/K (30mL) Pedk, LT 7KNa, SO, THARIFE R
2 NIRAE SR i@ A i (5 ABRE, 100-200H , 10 % EtOACH CUE i) 264k,
HEN-E-2-2,2- = BLER) -3-THHEKXT-8a (0.60g) , AR IE (lE 44

[2784] Y% .86%

[2785]  'H NMR (400MHz,DMSO-d,) 84.39-4.43 (m,2H) 6.21-6.53 (m,1H) 7.41-7.47 (m, 1H)
7.90-7.94 (m,1H) 7.98 (dd,J=8.31, 1.47Hz,1H) .

[2786]  3UE-2.6-5-7- (2,2- LA L) - 1H- 15| WEXT -8 & 1%

[2787]  {E-78°C FHI1-5-2- (2,2- 4 L) -3- il F K XT-8a (0.60g, 2.46mmol) [
THF (40mL) YA FP i I IMZ G JE 94k S (1.29¢, 9.86mmol) , HK e MR A 7E ARG R
EFETh ARG S NIR A WIAE-40°C FHERE Lho 83 TLCFILCMS W i sz SRR » 52 i » #F
S ISR £ 4 FRINKL C 1 (35mL) ¥ K I FHE0AC (2 X 50mL) REHL K A HLZ 40 85, FIFE K

Y

[2775]
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Na, SO, T IF B AWK AE  SRAF P AR 6 1% (4 U0iE, 100-200H , 10% Et0Ac
BEIR) 4k, 15 306-5- 7- (2,2- ZH LHEIE) - 1H-MIWEXT-8 (0. 13g) , ik 75 ] 4k
[2788] W& :.23%

[27891  BEPELCMS 512 (ES) :230 M-H) ,67% 4 JF .

[2790]  B.9.6-F AR IFMEM XT -9 & Ak

o)
S\AO/\
F O CAS:623-51-8
| K,COs, DMF, 3N NaOH, EtOH, o
70°C.16h m<0 rt, 16h m_«
G H A1 cl S OEt PR-2 ci - 0
[2791] _
CAS: 61072-56-8 X1-9a X1-9b
DBU, DMA,
MW, 200°C, 1h /m
= S
-3 XI-9

[2792]  SBIR-1.6-5 7MWy -2- H R 2, X1 -9aff] & %,

[2793]  [A]4-50-2- 9K % (10.0g,63.0mmol) FIDMF (100mL) V&V i ABRACZ FE G 2
M (11.3g,94.6mmol) , ¥R 5 IIAK,CO, (26.1g, 189mmol) . RIVR-A47ET0°C N in#16h.
i I TLC e Wl S Sk A% o 58 i 5 ¥ B ST 540 FIHL0 (300mL) #4i %, 7 FHEtOAc  (2X300mL)
Ao BANE , TG KNa, SO, T IF H 2 W4s , 13 3] 6- TR IFHEL) -2- IR L EXT - 9a
(9.10g) , A A EufE 44

[2794] izl EVIREH — DA EREHT 2 RN

[2795] W #E.60%

[2796]  'H NMR (400MHz ,DMSO-d,) 81.33 (t,J=7.09Hz,3H) 4.35 (q,J=7.01Hz,2H) 7.51
(dd,J=8.56,1.71Hz,1H)8.04 (d,J= 8.80Hz,1H)8.20 (s, 1H) 8.25(d,J=0.98Hz, 1H) »
[2797]  PEBR-2:6-FAFFMEWY - 2- I ERXT - 9b i) &

[2798]  [A)6- S IFMEWY -2- FHEE 2 BEXT1-9a (9.00g,37 . 5mmol) FIEtOHYE ¥ 4 N3N
NaOH (24.9mL,74. Tmmo1) , FF¥s [ RIVRAWIAE ML T P 16h o 1@ 1 TLC I I s 37 3 FE - 76 ik
JG KRR AR AW 46 K5 AR FIHL0 (200mL) # ke, FH2N HCLRRAK , H FIEt0Ac (2%
300mL) L. 73 B A HLZ , FHIC7KNa, SO, T B8 W4, 1931 6- AR I ey - 2- FTERXT-9b
(6.10g) , A A EulE 44

[2799] il EVIREH DAL EREHT 2 M.

[2800] W FE.77%

[2801]  'H NMR (400MHz,DMSO-d,) 88.00 (d,J=8.31Hz,2H) 8.10 (s,11)8.21 (s, 1H) 13.52
(brs,1H) »

[2802]  DIE-3.6- S K IEMEWRXT -9 & Ak

[2803]  [f]6- S A FFWEWY -2- FHERXT-9b (1.00g,4.70mmol) ADMA (5mL) ¥ ¥+ i ADBU
(2.86g,18.8mmol) , IR S MR S WILERLE F T 200°CHnFATh 38 TLCHE Ml ;e MR < 78
BJE S ¥ SONTR S A 1,0 (30mL) ik, 3 FHEt0Ac (3 X 20mL) A1 . 7> B A HLJE , FHIGK
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Na, SO, T IF B2 W4 , 13 26 - FARIFBEW XT-9 (0.51g) , AKH 4 [E 44

[2804] ZtbEVIARGH —DAEFEAT T2 RN,

[2805] %K :65%

[2806]  'H NMR (400MHz,DMSO-d,) 87.41 (dd,J=8.56,1.71Hz, 1H)7.47(d,J=5.38Hz, M)
7.80(d,J=5.38Hz,1H)7.89(d,] =8.80Hz,1H)8.17(d,J=0.98Hz,1H) .

[2807] B.10.6-%-5,7- % - 1H-W5|EXT- 1004 1%

F
A MgBr F
NO I > 1
CAS: 3847-58-3 XIF‘I 0

[2809]  #E-78°C FRI2-%-1,3- % -4- 3L - 7K (6g,31mmol) FITHF (120mL) ¥ ¥ - G In
LR FEIRALEE (105mL, 1M, 105mmol) o 3 S MTR A 478 AH IR I B2 T 43+ 2h o i ik TLCAN
LOMS Ml s S gE AR o 52 B 4 S R VR & 470 P ANNH,C1 (200mL) 742K, FIH,0 (300mL)  Fi k¥,
H FIEt0Ac (500mL) ZEHL o 45 HLZE 585, FHTE/KNa, SO, T4 FF H 23 k4 o RAF 0oR = id
FERE (A LAE, 100-200H , 10%EtOAcH Okt iyl 2tk , £ 2165 -5,7- % - 1H- M|k
XI- 10(0.71g) , NFRE[E 4.

[2810] Y% :12%

[2811]1  BEPELCMS /512 (ES') 1186 M-H) ,96 % 4k & .

(28121  'H NMR (400MHz,DMSO-d,) 66.54-6.60 (m,1H) 7.44 (d,] =9.78Hz, 1) 7.54 (t,]=
2.69Hz,1H) 11.92 (br s, 1H)

[2813] B.11.6-R-7-5 - 1H-M5|WEXT- 111 & Rk

/\MgBr

N02 Br . N
cl THE H Br

Cl

CAS: 3970-37-4 Wi
[2815]  fE-78°C FIH1-J&-2-5 -3-ff2L -2 (500mg, 1.9mmol) A THF (6mL) ¥& 3K i 2
Y R (7.6mL, IM, 7.6mmol) , H¥ R NV AW 7E-78°C N4t #1:3h o I8 i TLCFALCMS M U
SRR o SERRU > ¥R SR A A RINKLCT (60mL) ¥4 K I FIEt0Ac (3 X 50mL) ZEHL o ¢ A
BUZ 731, B 7KNa, S0, T 1§ I F A8 W 4 AR AR ™ s AR il (5 4kfE, 100-200
H ,2-5%Et0AcH) CLER ) 4tk , 15 26- 11 -7- & - 1H-M|BEXT-11 (0. 15g) , AR A (ol 44
[2816] W% :32%
[2817]  BEPELCMS 512 (ES) :228 M-H) ,95% 4l & .
[2818]  'H NMR (400MHz ,DMSO-d,) 86.59-6.60 (m,1H) 7.26 (t,] =2.4Hz,1H)7.34(d,]J=
8.4Hz,1H) 7.42(d,J=8.4Hz,1H) 8.41 (brs,1H) .
[2819]  B.12.7-%(-6-F 4L - TH-WgRXT - 12/ & Bl

[2814]
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NO; o)
Cl
CAS: 3970-39-6

[2820]

Cl
X1-12
[2821]  7E-78°C RN m2-5-1-H & -3- 12 - 7K (500mg,2.67mmol) FJTHF (10.0mL) ¥R
RINNTR (Z0%3E) 85 (1.00M,8.00mL,8.00mmol) ¥z NVRSW)AEAHE IR N HEHk3h. i@
L TLCHA W J& o I AHE AN NH,CLE R (15mL) ¥ K [ SIRA ), FH 1R £ (3 X 30mL) ZEHY .
AL Z KW (30mL) Yedk, 73 B I Jl R 4 4 o i A 1% (i, 100- 2008 , 72 %
EtOAcH) L he il ) i B &9, 19 37 - & -6- H 4 2 - 1TH-5[IEXT-12 (0. 15g) , A7
[ 445
[2822] %K :30%
(28231 'H NMR (400MHz ,DMSO-d,) 83.86 (s,3H) 6.44 (s,1H) 6.92 (d,J=8.80Hz,1H) 7.26
(s,1H)7.45(d,J=8.80Hz,1H) 11.15 (br s,1H)
[2824]  B.13.7-%-6-%- 1H-M[MEXT- 13095 HX,
/\MgBr

NOs F o N
[2825] THF H F

CAS: 21397-07-9 X113

[2826]  ZEFEPESA T, WX AR -78°CI2-50-1- % -3- T4 - 2K (4.00g, 22.8mmol) 1T
K VY ZHR I (40 Om1) /Mﬁtlﬂéﬁmu)\mfﬁ%/%%% (1.00M,91.1mL,91 . 1mmol) oK 2 N Vi
EYAE-T8°C T HiHE3ho I8 I TLCHE IS N o 5E B » H I B VR & 0 N 1174 1 HINH, C1 7K
VR (80mL) R K o K2 F R . T (50mL X 2) ZEE KA HLZ 43 B8, FJEKNa, S0, T4, it
PEF IR R R P pE I R R (100-200H) AR Eaifl, 5% 4R L BRI IE O f i
e, 192 7-F-6-98- 1H-M5[WEXT-13 (2.0g) , Jyik e ta ] 4

[2827] Ug*:45%

[2828]  'H NMR (400MHz,DMSO-d,) 86.52-6.54 (m,1H) 7.00-7.07 (m,1H)7.42(t,]=
2.69Hz,1H) 7.49-7.55 (m, 1H) 11.60 (br s,1H) .

[2829] B.14.6- (% L) - 1H-MER% 3 (2, 3-b] MEHEXT - 1414 %

7N DAST 7N
=~ F. >
N” N N~ N
[2830] cl) H DCM ! H
CAS: 22049-95-2 XI-14

[2831]  FEO°C F[a) 1H-MEMS I [2,3-b] Rk iE -6- FAE (196mg, 1.26mmol) A — & H %% (4ml)
RN — &3 =A% (260ul,1.91mmol) K5 MR A WL E I T i FE4h B B
P8 N UK FINaHCO, VR &4, HIDCMASHL 3K o K5 A HIAHTENa, SO, b1 I ik 4 s 1) , 15 21
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6- (T FHIE) - 1H-MEg I [2,3-bImEBEXT - 14 (96mg) , NAZ B R 45% .
[2832]  HRPELCMS 731 (ESY) 169 (M+H) *, 82% 4t ,
[2833] B.15.6-5-7- (9 H4EJE) - 1H-F5|WEXT - 1509 & %

TBSCI, skek #Mger
DMAP, DCM THF 4 PhSO,CI, NaH, DMF
NO; cl NO3 Cl N o

cl
OH p2 otBs W2 LS, TR-3
CAS: 603-86-1 XI-15a X115
[2834] E
/‘\0. \0/\\

’ o CAS:65004-22:6 N ¢y 60°C.16h N cl

SOPH  OH RoneHson, W BoF g '
T4 F J
Xl-15¢ XI-15d XI-15

[2835]  JPR-1.80T 2k (2- & -6- A2 R4 ) — F A EX T - 15a /) & ik

[2836] [ 2- 40 -6-fi - My (4.00g,23.0mmol) fXIDCM (40mL) ¥ in ABEME (4.71g,
69. 1mmo1) FMITBSC1 (3.82g,25.4mmol) ¥ [ MR A P)7E =R T HiHE4h o 38 I TLCH I e B
BERE . SE RGBT A W) FHH,0 (100mL) 7% , 3 HIDCM (2 X 120mL) 28 7» A L, H
Y AINaHCO, 7 (2 X 100mL) Pedk , £ T 7KNa, SO, THRIFAE R 2T W48, 75 2B T 2 (-5 -
6- Ml R AR L) — F LT LEXT - 15a (7.50g8] &) , iRk ik .

[2837]  ZtbEVIARGH —LAEFEHT T~ — P R,

[2838]  'H NMR (400MHz,DMSO-d,) 80.15 (s,6H) 0.97 (s,91) 7.21 (t,J=8.40Hz, 1) 7.81-
7.89 (m,2H) .

[2839]  ZDR-2.7- (GRUT 2 W R ELEIE) ) -6-5(- 1H-W[WEXT-15b HI& Ak

[2840]  7E-78°C T 2 (2- 5 -6- MHEE R A L) —HIEHEEXT - 15a (7.49g,26. 0mmol)
() THF (60mL) ¥4 3 I 2475 3L R4k 4% (IM,  104mL, 104mmol) , F- 44 5 8 18 AH 7] i B R Fi b
3ho SR JE K S NV A DA 2R T HE 16h o I8 TLCRILCMS s W e REE AR S8 R i 5 IR B
TR A R AIN,C1 (150mL) %K 3 FHEt0AC (3 X 120mL)  ZEBL KA HLIE 48 FHJEKNa,SO0,
TR B IR A BRSP4l (1. 3% EtOACHI S beid ) » 1527 (GRUT
B TR Rt E3E) -6- 5 1H-M5IWEXT - 15b (2.00g) , AR B LA .

[2841] g% .21%.

[2842]  HEPELCMS 712 (ESY) :280 M-H) , 77 % 4l .

[2843]  'H NMR (400MHz,DMSO-d,) 80.21 (s,6H) 1.05 (s,9H) 6.43 (dd,J=2.93,1.96Hz, 11)
6.96(d,J=8.31Hz,1H) 7.17 (d,J= 8.31Hz,1H) 7.30 (t,J=2.69Hz, 1H) 10.60 (brs, 1H) .
[2844]  JPR-3:6-F-1- ORILRAMEIL) - 1H- |k -7-FEXT - 15 )& %

[2845]  #E0°C FIa7- (GRUT 2 — H B AR ik ) 460 E) -6- - 1H-P5[RXT- 15b (1.69g,
4.60mmo1) FJDMF (40mL) Y& 7> #L in ANaH (0.92g, 23.0mmol) , FKf sz o 78 AH 7] 5 B T4
PE30min. I APhSO,C1 (0.98g,5.53mmol) FKf s MR 5 ¥ 48 = iR T B #:8h o L TLCAN
LCMS M 0 5 MEFERE o 56 B K S 298 5 WD G AR AN KA B, 0 (100mL) H1 9 FIEt0AC (2 X
80mL) 2B . 73 A HLE , FIH,0 (2 X 70mL) ¥k, FHIE/KNa, SO, 1 50 2% W i o 3R A5 O
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Y@ AR i (< EAbRE, 100-200H ,5-8% EtOACHI T bR IA W) 4ifk , 13 36-5-1- CF 3
R Bt ) - TH- 5|k - 7- B XT-15¢ (0. 71g) , AR H EulEl 4 .

[2846] U&:41%.

[2847]  BEPELCMS 5152 (ES) :306 M-H) ,81% 4iJF .

[2848]  'H NMR (400MHz,DMSO-d,) 86.77 (d,J=3.2Hz,1H) 7.07 (d,J=8.4Hz, 10 7.16(d,]
=8.4Hz,1H) 7.55-7.60 (m,2H) 7.65-7.70 (m,1H) 7.82(d,J=3.2Hz,1H) 7.85-7.88 (m, 2H)
9.70 (brs,1H) .

[2849]  JDR-4:6-F-7- (ZHHF AL -1- CRIELMEMEEL) - 1H-W|WXT-15d[1) &Rk

[2850] 7EOC FIal6-54-1- CRILMEFLIEL) - 1H-15|ME-7-FEXT-15¢ (0.70g, 1.85mmol) f{]
CH,CN (20mL) 538 In AKOH (0. 52g,9. 23mmol) 7E H,0 (4mL) H (¥ 7 , HZEAR [FI IR B2 5
15min. 7E0°C NN 2, FEBERRIR & F 5 (1.64mL,9.23mmol) I ¥ [ MR A E = iR T
PeFt 16h o 385 TLCWE M S NEHERE « 58 B e » K S B TR 5 W) HTH,0 (60mL) - #ie , I HIEtOAc (2
X 50mL) ZHL A WLZ 5 B, FHIEKNa, SO, T 83 3023 e i o SR A5 R RE P 47 ik e o ¢ 1%
1 (2-6 % EtOAC CLEis W) 2lifh, 19316 - 50 -7- (R AL -1- CREEREDESL) - 1H- 15|k
XI- 15d(0.41g) , A A LA

[2851] Y% :53%.

[2852] B PELCMS 512 (ES') : 356 (M-H) , 86 % 4l JF .

[2853]1  'H NMR (400MHz,DMSO-d,) 86.97 (d,J=4.0Hz, 10 7.19 (t,J=74Hz,1H) 7.42(d,]
=8.0Hz,1H) 7.54-7.61 (m,3H) , 7.69(t,J=7.2Hz,1H)7.77-7.80 (n,2H) 7.94(d,J=
3.2Hz, 1H).

[2854]  JPER-5:6-5-7- (9 H L) - TH-W[RXT - 150 & Bl

[2855]  [M)6-G(-7- (9 AL - 1- ORISR L) - TH-P5[MEXT-15d (0.41g, 0.97mmol)
MeOH (6mL) VAV H INAK,CO, (0.27g,1.95mmol) f H,0 (2mL) ¥, K [ BV & MI7E60C T
IN#16h o 83 TLCAT LOMS M I S5 N BERE o K5 S N2V 5 W) L 75 IR A o 9 i R ) FHHL0- (40mL)
MikE , 37 FHEt0Ac (3 X 30mL) AH KA HLZ 70 8, FITE/K Na, SO, 8 H 25 IR 4  3R15 I R
FEpE I P I (1-3%Et0Ae [T eis i) 2iifh , 43 316 - 5 -7- (3 4AE) - 1H- | ibk
XI1-15(0.205g, 91%) , Jy MK [t [l 44

[2856] Y% :91%.

[2857]  BgPELCMS 512 (ES) :216 M-H) ,93% 4.

[2858]  'H NMR (400MHz,DMSO-d,) 66.53-6.55 (m, 1H) 7.11(d,J =8.00Hz,1H) 7.17 (t,]J=
74Hz,1H) 7.42(d,J=2.40Hz,1H) 7.51(d,J=8.00Hz,1H) 11.52 (brs,1H) .

[2859]  B.16.6-%-7- (5 FH L) - 1H-MWEXT - 1611 A Ak
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KEFEE,
NH,OH.HCI, Cl o)
N32804, H20, HQSO4,
H:N Cl 55°C O~y CF; 70cczo0oc  ©
CF, - | N H Cl
&1 P2 CF,
CAS: 432-21-3 0
[2860] ¥
g XI-16b
/
BH5.Me,S, THF H cl
> CF,
-3
R XI1-16

[2861]  JPHR-1: (F) -N- 3-&-2- (o) ZRIL) -2- GRIEEWEIL) OB XI-16aff&
D%

[2862]  fEZE T FIHEFEI KGR (2.54g,15. 3mmol) [KIH,0 (30mL) ¥ I ANa,SO,
(0.87g,6.14mmol) 13- 5 -2~ (= F H 4&) Hf% (2.00g, 10.2mmol) , ZRJ5 HIANH,OH. HC1
(2.13g,30.7mmol) 4 R MIRA Y 7E55°C FANF16h . 1@ i TLCANLOMS M i s 37 i3 F2 « 5¢ ik
J& . ¥ OBLE AP FIH,0 (100mL) #i B , 3£ FHEt0AC (2 X 40mL) ZEHL A5G HL 25085, FHTE/K
Na, SO, /5 H WA AR A3 AR =@ i combi - flashf ik (102520 % EtOACH) O FEis
) 4iifh, 433 () -N- (3-5-2- (=P EL) BEE) -2- REE L) L BEZXT-16a (1.25g) ,
ol R NS

[2863] Y% .44%.,

[2864]  HEPELCMS 7142 (ES) :265 M-H) ,97 % 4l .

[2865]  'H NMR (400MHz,DMSO-d,) 87.48 (d,J=7.82Hz,1H) 7.61 (s,1H) 7.62-7.68 (m,2H)
10.10(s,1H) 12.36 (s, 1H) .

[2866]  PIR-2:6-5(-7- (S5 H ) A MIWk-2,3- ~HiXI- 16bMH & &

[2867]  {E70°C R a4 #EIH, S0, (25mL) ¥ 0 I (B) -N- (3-3(-2- (=P H) %
B -2- (BRI S L) L BEEXT-16a (2.50g,8.92mmol) , I ¥4 RVE-SYILEI0C T In#3h,
L TLCANLCMS e I e B2 R o S8 RS 5 e S SETR A MBI UK (150mL) H 3 FEt0ACc (2 X
40mL) 2 WL 7> BEANLE T /KNa, SO0, 1 J il , /3 36 - 5 -7- (=8 W &) — &M
We-2,3- HAXT-16b (2. 31 gk ) , Ak 2 (o[ 44

[2868] ZAibEWVIARGH — LA EFEHT F— PR

[28691 g PELCMS 712 (ES) 248 M-H) ,97 % 4l .

[2870]  'H NMR (400MHz,DMSO-d,) 87.34 (d,J=7.82Hz, 1) 7.72 (d,J=7.82Hz,1H) 11.20
(brs,1H) »

[2871]  JPPR-3:6-50-7- (=5 HE) - 1H-W5[WRXT - 16 & ik

[2872]  FEOC NI HEH6- S -7- (=5 F ) &AW -2,3- ZFIXI-16b (0.90g,
3.49mmo1) f¥) THF (20mL) ¥ ¥ - I ABH, .Me,S (2M, 5.23mL,10.5mmol) , 34 [ Mt &I 7E =
TN EFE16h @ TLC FOLOMS fa I s Bt 2 o SE RS » 1 R RV &4 2N HC1 (20mL) ¥
K5 JAH,0 (60mL) e, I FIEtOAC (3 X 40mL) 2B A G HLZE 70 2, TS /KNa,S0, TR IF 12
Wi AE0.90g EEEZRN S E 24 B 2 EDCM (50mL) o A5 , FF 8 i
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combi-flashttif? % (0-5% EtOAcH) L heidE ) 2tk , 536 -5 -7- (=5 FF %) - 1H-mg|mg
XT1-16(0.844g) , IR TT AR

[2873] W% :53% .

[2874]  BEPELCMS 512 (ES) :218 M-H) ,97% 4l & .

[2875]1  'H NMR (400MHz ,DMSO-d,) 86.64-6.65 (m,1H) 7.26 (d,] =8.37Hz,1H) 7.48-7.50
(m,1H) 7.85(d,J=8.37Hz,1H) 11.38 (brs,1H) .

[2876]  C.xRXTTHYH RART & R

[2877]  C.1.J79KA. 1H-MERE I [3,2-h] EERpk - 3- BERRXTT - 11 & A%

N O*é?—go 0{:‘9&"" =
P y EX Vo N\ POCI, A\
[2878] « Ll H T AN o1 N
FE-1 N FHR-2 RN
CAS: 233-88-5 Xll-1a Xil-1

[2879]  HUE-1:1H-MEM& I [3,2-h] Mk - 3- WA ERX 1T - Laff) & ik

[2880]1  7EO°C F[n) 1H-MEMS I [3, 2-HI MWK (400mg, 2. 3mmol) FRIMEIE (6mL) V& WK+ I ALL
WE - AR E AW (1.2g,3.5mmol) AR JEH RSV EY) 7E120°C F iR n#2h, AHIR =
BHERET R ERERE T K 3, HR KA ST Bx) ik fEKPE R4 v # B B
FRUTEIIEIT U8, AR FRAE3S C N B2 T8, 15 2470mg  1H-MEn& I [3,2-HI v k-3~
FEEERXT T - 1a, oK F ] 445

[2881] U Z:79%.

[2882]  FMELCMS /51 (BSY) :249 (M+H) *,100% 4l

[2883]  JBUE2. 1H-MEE I [3,2-h] Wbk - 3- AR SN T T - 114 Rk

[2884] FEG ST, MAEE0CH IH-MEME - [3,2-h] MMk -3-FEFRXTIT-1a (855mg,
3.44mmol) f) Z. Ji5 (8. 5mL) VAR i in = &AW (1.06g, 6.88mmol) 4R ik 2 N VR & M 7
B T MAZRTOCE R A EZEE GG, fERIZIRE T /N O A UK K o e H [ A4 5 ik
JE, /KM FRAE35°C R B8 48, 19 51)284mg  1H-AERE I [3, 2-h] PRk - 3-fed Pt 0 XT1-1,
KA [ A

[2885] % :27%.

[2886] g PELCMS 711 (ESY) 275 \HH) *, FE M1 Z B FH Z I K. 2553 FE o

[2887]  mJ DUARFESRANT A VEARI 726 LA R AR A 7E 7T BB , i df PPk FLCAS B il
S

[2888] 223
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L L & &4, B D S

N° 3%k X1
(FH&-1) (%) (F%&-2) (%)
130°C 91 ACN/ZRT#, 58

XII-2  |169674-01-5
48h (2=4%) |[1/1, 70°C, 1h (L= %)
125°C 64 60

XII-3  [233-34-1 70°C, 1h
5h (= %) (= )
B, 100 ACN/ZRTH,

XII-4  [17422-33-2 62
16h e =%) |[1/1, 70C, 3h
B, 100 ACN/ZRT A,

XII-5  [XI-1 25
16h *2=%) [1/1, 80°C, 2h
B, ACN/ZRT#,

XII-6  [52415-29-9 76 =
48h 1/1, 70°C, 1h
B 7, ACN/IR T,

XII-7  |55052-27-2 81 - 68

128891 2h 1/1, 70°C, 1h

B 7, ACN/ZRT#,

XII-8  |120-72-9 84 65
2h 1/1, 70°C, 1h
B, ACN/ZRT A,

XII-9  [XI-3 87 53
2h 1/1, 70°C, 1h
R, ACN/IRT#,

XII-10 |129848-59-5 91 78
2h 1/1, 70°C, 1h
R, ACN/IRT A,

XII-11  [15903-94-3 95 88
2h 1/1, 70°C, 1h
Bk, ACN/ZR T H,

XII-12  [199526-97-1 90 'h
2h 1/1, 70°C, 1h
B, ACN/ZRTH,

XII-13  [399-51-9 88 82
2h 1/1, 70°C, 1h
7%, ACN/ZRT 8,

XII-14 |51417-51-7 93 85
2h 1/1, 70°C, 1h
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[2890]

[2891]

[2892]

[2893]
[2894]

[2895]

[2896]
[2897]

[2898]

[2899]

[2900]

::O
[2901] ‘V7/,[:::j:j£>
N
H

&4, BFiq D& 3 &4, Bt L& 3

Ne % X1
(FH,-1) (%) (FH]k-2) (%)
B, ACN/IR T8,

XII-15 [32996-24-0 94 62
2h 1/1, 70°C, 1h
R, ACN/IRT#,

XII-16 |3420-02-8 92 81
2h 1/1, 70°C, 1h
B 7L, ACN/IRT#,

XII-17 |143468-13-7 86 85
2h 1/1, 70°C, 1h
B 7, ACN/ZRT A,

XII-18 |13544-43-9 H 68
2h 1/1, 70°C, 1h

5 6—*ﬂ—lH—ﬂ%lﬂ%—S—ﬁﬁﬁﬁ‘ﬁ%xn—z

J@:g

BAELOMS 7732 (ES) 250 M-H)
TH-ZKJFF [g ] M|k - 3 - Ffi Pk 50X T 1 -3

BEMELCMS 7771 (BES) 246 (M-H) -
6- 5 - LH- M| - 3- il ik S X T 1 -4

Cl

Cl

O '

*5=0

N\
N
H

'H NMR (400MHz , DMSO-d) 67.32 (dd, J=8.56,1.22Hz, 1H)7.71(s,1H)8.03(d,]J=
8.80Hz,1H) 8.45(d,J=2.93Hz, 1H) 12.38 (brs,1H) .
6-£W\iﬁ-1H-“§I”ﬁ:-3—ﬁ§ﬁ@5‘ﬁ§h>{11—5

O :
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[2902] 'H NMR (4OOMHZ,DMSO-d6) 80.71 (m,2H) 0.92 (m,2H) 1.96-2.01 (m,1H) 7.27 (brs,
1H)7.31(s,1H)7.60(d,J=8.31 Hz,1H) 7.69(d,J=8.31Hz,1H) 10.85 (brs, 1H) .
[2903]  6-JH-1H- 18|k - 3-Fk ik S XTT-6

Gl
0*-‘3':0

[2904] \
Br

[2905]  RFEAF.
[2906]  6-%(-1H-MEM%FF[2, 3-b]MtknE - 3 -k & X11-7

Cl
0‘"‘"8‘=O

[2907] m
c NN

H
[2908] '{ NMR (500MHz , DMSO-d,) 8:11.88 (s, 1H) ,8.09(d,J= 8.2Hz,1H) ,7.51 (s,1H),
7.17(d,J=8.2Hz,1H) »

[2909]  1H-Mg|Wk-3-fi 54 XT1-8

[2910] ®
N

(29111  RFAE.
[2912]  6- (2- 4R 3L 2 40 3E) - 1H- 5]k - 3- s e S X T 1-9

[2913] /®
/O\/\O N

[2914]  REAE.

N
H

[2916]

[29171  'H NMR (600MHz, % -d,) 6:8.05 (d,J=8.2Hz,1H) ,7.16 (s,1H),7.02(d,J=8.1Hz,
1) ,6.43 (s, 1H) ,2.71 (t,J=7.4 Hz,2H) ,2.38(t,J=7.4Hz,2H) ,1.82-1.85 (m,2H) .
[2918]  6-R:dL4 L - 1H- M| - 3- R TR & XTT-11
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cl
] =o
0=S

[2919] 4
N 0/\©
[2920]  RFEAE.

[2921]  4,6- 4 - 1H- M|t - 3- R E(XTT- 12

[2922] /®
F N

[2923]1  'H NMR (600MHz, % -d,) 6:7.54 (d,J=8.8Hz,1H) ,7.04- 6.88 (m,1H) ,6.73 (s, 1H) ,
6.46 (s, 1H) .
[2924]  6-%5- 1H- 8|1 - 3- B & X T1- 13

Cl

O"-"S':'_O

[2925] A\
N

E H

[2926] 'H NMR(6OOMHZ,§T§-d6)5:7.85 (dd,J=8.9,5.1Hz,1H) , 6.87(d,J=3.2Hz,1H),

6.77-6.78 (m, 1H) ,6.37 (dd,J=8.8, 2.2Hz,1H),6.32-6.10 (m, 1H) »
[2927]  7-74-1H-M8|Wk-3- Pk &(XT1- 14

Cl
O":-"S’.:O
AN

[2928] Q{S
N
H

Br
[29291  'H NMR (600MHz, % -d,) 6:8.03 (dd,J=8.8,5.3Hz,1H) , 7.33(d,J=2.9Hz,1H) ,
6.88-6.89 (m,1H) ,6.44 (dd,J=9.1, 2.3Hz,1H) ,6.36(s,1H) .
[2930] G- A Ht- 1H-M8|IME - 3- Bk & XTT- 15

cl
O‘:"S’—.:.O
[2931] \@
N
H

[2932] 'H NMR (600MHZ,2+I§‘d6)8:8.10(d,J:8.3HZ,1H) ,7.16 (s,1H) ,6.98-6.97 (m, 1H) ,
6.62(d,J=1.4Hz,1H) ,6.50 (s, 1H) ,2.75(sept,J=6.9Hz,1H) ,1.15(d,J=6.9Hz,6H) .
[2933] G- HH 3k - [ H-Ma| - 3- ik S XTT- 16
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[2934] m
N

[2935]  RFE4F.
[2936]  6-P-1H-MEPGIE[2,3-bMEIE -3- it S XTIT-17

Cl
0“:"S'=O
[2937] /| \
-~
N
Br” °N H

[2938]  'H NMR (500MHz ,DMSO-d,) 8:11.86 (s, 1H,NH) ,8.09 (d,J=8.2Hz,1H) ,7.50 (s,
1H) ,7.16 (d,J=8.2Hz,1H) .
[2939]  6- =4 F L - 1H- 18|t - 3- ATk &(XT1-18

Cl
O“:"SI=O
[2940] F AN
F N
H
F

[2941]  RFEAF.
[2942]  C.2.1- CRIE®EIL) -6- 50 - MHIWEXTT- 19/ & 1%

oA30 m
cl N CISOzH N
[2943] /@f\> @ 50 e N
Cl N - @ ACN 0~ i
DCM FR-2

&1 XlI-19a XIl-19
[2944]  JPIR-1:1- CREEBEEL) -6-50-MIWRXTT- 19af & Ak

[2945] K amppIRE AL S (24.5¢,613mmol) Y &0 FF 5 (300mL) B il fEUKHS R Bt e,
FH—IRPEMA6- S 5Mk (30g,197mmol) , 2R G IMAVY T E:i R A (1.75g,5. 15mmol) - 48
J& 7E20min P ER I IS (2. 2mL, 218mmol) FE¥ & RIVR-AMIAE0C F itk 1h. R 5%
FUKE, BIRESWEZIR N R 1h. JLC/MSEIR N 58 B, ¥ [ M A4 i i fi: v
TG YR, FRs 5 3 FIDCMBESS , A FF IR AN B WK BT K = WAE Tk S
g, A BRI G FHCUBE Pkt T8 IRAEJEVE, 19 2156 R/, S3E50.54g 1- CF
TR ) - 6- 5 -MEIWEXTT-19a, Jyids o [El 44

[2946] Y% :88%

[29471  'H NMR (400MHz,CDC1,) 88.04 (dd,J=1.8,0.9Hz,1H) , 7.91(t,J=1.4Hz,1H),
7.89 (t,J=1.8Hz,1H) ,7.67-7.54 (m, 2H),7.53-7.48 (m,2H) ,7.48-7.42 (m,1H) ,7.23(dd,
J=8.4, 1.9Hz,1H) ,6.65(dd,]=3.7,0.9Hz,1H) .

CAS: 17422-33-2
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[2948]  JDIR-2.1- CREATEIL) -6- & -5k -3 - f It X T T- 190 A ik

[2949]  ¥51- CRREREEL) -6- 5 -M5IWEXTT-19a (50g, 171 . 4mmol) ] 2. 5 (500mL) ¥R AE VK%
a4 75 20min P4 ¥ ISR (100.8g, 856.8mmol) , 4 J MR & %f%/mﬁﬁ%i
SRIGTEREHE T A G2 1B HINVIOK (2. 2L) T Re8220min, i U8, 7K BRI BRI Hh T
$63.77g 1- CREEEEIL) -6- 8- M5k -3 - TEELEXTT- 19, Rk ke ol 44 .

[2950] W #:95% .

[2951]  'H NMR (400MHz,CDC1,) 88.36 (s, 1H) ,8.07 (d,J=1.8 Hz,1H) ,8.04 (t,J=1.3Hz,
1H) ,8.02(d,J=1.5Hz,1H) ,7.91 (d,J=8.6Hz,1H) ,7.79-7.70 (m,1H) ,7.68-7.59 (m,2H) ,
7.47(dd,J=8.6,1.8Hz,1H) .

[2952]  C.3.1- CRRHMEEE) -6- 5 -MEAE I (2, 3-bIMEIE - 3- R Pk S XT T - 201 & ik

,S::o m Z N
N I NN
[2953] m @ J5~o CISOsH y JS=0
N
S () A 9
F®-1

CAS: 55052-27-2 X11-20a

XI-20
[2954]  JPER-1:1- OREEMEIL) -6- 50 -MLmsHH [2, 3-b] MEREXTT-20a /] & BY
[2955]  [r]6- 4% - 1H-MLAg I [2,3-bIAkE (1.37g,8.97mmol) [KJDMF (100mL) & H A
RN (60 % A AW 1g,41mmol) KRR HEFE 30min, IO CTHE 2 = iR B 5 , &% N
ARMERES (1.5mL, 11.8mmol) o ¥ By AL IR TP+ 3hIt FH VKKK A - FEJRUE I8 H
FIT A5 44, B 7K (75mL) AR5 » 55 Ja A vk (15mL) Peids K B fs 90l 7E60°C R 4, IF
T A A TR (R - 2l & Jt) 4lifk, 15 2856mg 1- CRAEMELL) -6- & - Mt [2,3-
bl MEIEXTT-20a, N 4.
[2956] % .32%
[2957]  JPBR-2:1- CRERAREIL) -6-50- ML I [2, 3-b ] LnE -3- MMt SAXTT- 201 &%
[2958] K831 - CGEREERL) -6- G- FE (2, 3-b] M BEXTT-20a (150mg,0.51mmol) ¥4
fRT 2 (5mL) o, I F SRR (2mL,2.91mmol) &b FR EIR-S W 3h, B HIE =R,
FAVKIK (50mL) 7K ff FF L FNER IR SV Ao FH & e (3, BRI 50mL) A5 B ™ 4) o
WG I A VLZER) FMgSO, T4, ik Y8 FF ik 4 . B £ i o A i Qo e A« 4l — &
fe) aidk, 15 20163mg 1- CREAREEL) -6- S -Mbig FF [2,3-b] MERE-3- Bt =X TT-20, A% 58
A [ 4
[2959] W% :81%
[2960]  'H NMR (600MHz,CDC1,) :8.48 (s,11) ,8.32(d,J=7.8 Hz,2H) ,8.18(d,J=8.3Hz,
1H) ,7.71 (t,J=7.5Hz,1H) ,7.60 (t,J=7.9Hz,2H) ,7.41(d,J=8.4Hz,1H) .
[2961]  C.4.1- CRIEAMEIL) -6- GF L2 F L) WIWk - 3- Rl X T T - 211 & B
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NaH, DMF $®2
CAS: 3189-13-7 F -1 Xll-21a XlI-21b
[ — ?H -
0 N SO3.DMF m
2S=0
[2962] KzCOg v/ @) 0 N
DCM _S%0
T v/ o
FR®-3 Xll-21¢ F&-4 @
Cl
ONloo

2
4‘8}-‘0
DCM V) © @

H®-5 X11-21
[2963]  JDIHR-1:1- CREAMEIL) -6- H A JE - WIWEXT T -21a /) & Bk
[2964]  #£0°C T [A16- H1 4 30| W% (2. 5g, 17mmol) [KIDMF (50mL) 3% HH hn NS Ak4H (60% (1)
A, 1. Tg, T1mmol) 4 BV B HE30min, REFRE =R M 5, fERHE T FH ik
. (2.8mL,3.70g, 22mmol) iZ AL Z VAR - 1 = N HEFE2 . 5ha , FERIZIPEFE R R e M
BA W IMANVKK o EIRE T 98 H AT UTiE ¥, 7K (100mL) A Wik , B fa FH A ik
(10mL) ¥E# . FE60°C N TG, 13 21 - OREEME 5L -6- H A8 gk - IS WRXT T - 21a, A0 Eulil 44
(3.29) .
[2965] g% .65%
[2966]1  'H NMR (600MHz,CDC1,) 6:7.87-7.81 (m,2H) ,7.53-7.48 (m,2H) ,7.45-7.39 (m,
3H) ,7.36(d,J=8.5Hz,1H) ,6.84 (dd,]=8.6/2.3Hz,1H) ,6.56 (dd,J=3.7/0.9Hz,1H) ,
3.85(s, 3H).
[2967]  JDER-2:1- CREEMEIL) MWk -6-FEXTT-21bH A B
[2968] FEZ IR T, M1 1- CRAEMERS) -6- H 8 HE Mg XTT-21a (1g,3.5mmol) [ S H bt
(30mL) A P AN = AL (2.18g,0.83mL,8. 7Tmmol) » fE =I5 N HEHE30minG , A AEA
B ARG BT (TLCIE ], e BB 20 — 5 ) o 38 I I M AINaHCO, ¥ 9 (70mL) 7K fig
RNR G MK (50mL) , 7K AH A & F be (R, Bk 75mL) 2280 & FF A HLAS L)
FiMgSO, -4 , ik 8 R R 45 o Tk AR il AR 60K (il 4 fb (MR AT : & e) L 75 51
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600mg 1- CRAEMEEE) 15[k -6- BEXTII-21b, NJo b 4.

[2969] U2 :63%

[2970]  'H NMR (600MHz,DMSO-d,) 89.58 (s, 1H,0H) ,7.93-7.85 (m,2H) ,7.74-7.65 (m, 1H) ,
7.62-7.56 (m,2H) ,7.54(d,J= 3.7Hz,1H) ,7.39-7.29 (m,2H) ,6.81-6.62 (m,2H) «

[2971]  JDUR-3:1- CRBARLAEL) -6- GRCEEH L) WIWEXTT - 21l & Ak

[2972] % 1- CREREBEERL) MM -6-FEXTT-21b (273mg, 1. 0mmol) , RPN JEH JEAlt (224mg,
1.22mmol) FHKER¥H (276mg, 2. 0mmol) 7E T EiHH IR & 7E80°C T Mk 16h. [ 5 , fE k&
NERZIEF], IR A Y K (50mL) A1 2B R 2,18 (50mL) Kb . 6 Jim , RV E R B 2977, 5F
¥k AIK (50mL) AR 2.1 (50mL) ALBE KA A HLAEEU ) MgSO, T4, i g+
R TR ARV B R 60FE i Alifh, (e Al & b AR - ORI L) -6- R
FEFAEER) WIWEXTI-21c, A Al {4 (269mg) .

[2973] W% :82%

[2974]  JDUR-4H15:1- CRIABERE) -6- AT IEHF AL Mk -3-BEBEEXTT-21 & Rk
[2975]  [r)1- CREEEEFL) -6- GAC I 43 MIBEXTT-21c (130mg, 0.39mmol) Y & ¥
(2mL) W IS0, * DMF - A4 (T5mg, 0.49mmol) . 7E &R FHiHEL. 5h)E , I ARk
# (0.04mL,66mg, 0.55mmol) o fE= {ih [ 20h)5 , ZR AV, AR R P IBL R 60
FEEIE AL (P - 2l — &) , 15201 - CREABERL) -6- AT L 402E) M9]Wk - 3- R ot S
XII-21, ot i = m oAt — B 3R AE 1 B T R8P 1%

[2976] Y Z:95%

[2977]1  C.5.1- CEREEIL) -6- B 48 3L - W]k - 3 - T ok S X T T - 2211 &k
OH

o] o. Cl
B Neo o Lo
0 N SO3.DMF o N SOCl, 0 N
[2978] | 280 — I ,5=0 | 50
Xll-21a - - X122

[2979]  41- CEREREEL) -6- F AR ZEM|WEXTT-21a (500mg, 1. 74mmol) () 450 F &t (15mL) ¥
WSO,  DMFE 54 (1.2g,7.8mmol) AEERFFAESIR T HiF2h (TLCFE ) o AR 20 88 tH FU
o ) A G W R R B i, DDA AR RS (1L, 1dmmo1) FEKHR S FE = IR FHtdE16h KR &
Py MINaHCO, ¥R (50mL) 7K, 3 H — & H be (3K, BRRG0mL) 228, & FFHIA HLACHL
WZENMgSO0, T4, i i I il i B0 28 R ik kAR W) I AE 3 (60, Pl il , — &
Be/ s =1:1) 2040, /3801~ CREEImEIL) -6 H 40 - 1Mk - 3- BRI X T T-22, S G (o] 4
(504mg) .

[2980] Y% .75%

[2981]  'H NMR (600MHz,CDC1,) 8:8.23 (s,11) ,8.00-7.93 (m, 2H),7.80(d,J=8.8Hz, 1) ,
7.70-7.63 (m,1H) ,7.59-7.53 (m,2H) ,7.47(d,J=2.2Hz,1H) ,7.06 (dd,]J=8.8,2.2Hz,
1H) ,3.89 (s, 3H) »

[2982]  C.6.1- CREATEEL) -6- (DU -2 - F AL M|k - 3- R IR X T 1-23 16 A%
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29=0 2S=0
0] 0]
o (T @
TH&
XlI-21b R Xll-23a
[2983] cl
OQé;O

1. SO;.DMF /®
DCM 0 N
= 2S=0
2. SOCI, C# o

DCM o @

T2 XI1-23
[2984]  JDER-1:1- CREEMEHE) -6- (VUSRI - 2- 5 FAEUHE) WIWRXTT-21ak) & Ak
[2985]  ¥41- CGEREEIL) MW -6-BEXTT1-21b (273mg, 1.0mmol) ,2- R HI 3L PU & Wk iR
(330mg , 2. 0mmo1) F1K,CO, (276mg,2. Ommo1) 7E T HiP i) VBAMILESS C T INFASK Bt )i » 1E
TE FEREVER, R A 7K (50mL) #1218 2.1 (50mL) 4B 4> B A WLAR, K AHH 2
2 .M (BF x50mL) ZEHUP IR o & FF BB HLEE B Mg SO, T4, i B 28 Kk« B Wy i
WEfE 604 ta i alifh, (PRl - 2 — S k%) , 381 - CREADE K5 -6- (VU SR - 2- 56 F AU J%)
M5 XTT-23a, Nt il A (214mg) -
[2986] W% :60%
[2987]  JDIR-2:1- CREEMESL) -6- (PSR -2 - J2 FE AR L) I[P - 3- Tl e X T 1 - 2311 & Bl
[2988]  [a)1- CARHMMEIL) -6- (VUSR] -2 - 2 B 4 2) M| XTT-23a (100mg, 0.28mmol) ]
ZEABE L) WSO, ¢« DMF- 54 (52mg, 0.34mmol) o £ %I FHiH:2h /5, A
TAREES (0. 1mL,81mg, 1.4mmol) . 7EE iR N i HE16h)5 , 28 KW 71, IR ER R Y@ i fE AR
604t i ali Ak, (e i - 45 — S k) , 18 364mg 1- CRREEEIE) -6- (U S Memg-2- JE 4
5L) |k - 3- R BE X1 -23, N TR i = okt — DR AE, BT E 8P K.
[2989] Y% :50%
[2990]  C.7.6- SR IRAR - 3- Rt FpE (X T T - 24 1) & ik

1. SO4-DMF cl
O:S:
2. SOCl,, 80°C o
[2991] m _ \
cl O Cl o
DCE
XI-2 Xl1-24

[2992]  [SO,-DMF (0.78g,4.90mmol) ff1,2- 50 Z 4 (10mL) A N N6 - S -k i
X1-2(0.50g,3.27mmol) , FH5 SR MR S PIETOCR IR 16ho R s MR & 47 FIE0°C , 2R
JEIIASOCL, (0.52mL, 7.16mmol) oK S BNV & HI7ES0 Cn#k2h o i i TLCHE Ml S Mk 7
SRR > KISR0 B2 A 5 75 2106 - SUOOR IR -3 - BBt A0 XT1-24(0.48g) , ML
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4 A8 I TLC A BT BN =40
[2993] W& :.60%
[2994] C.8.6-4-7-FH& L 1H-W|WE -3 - Tk & X T 1 - 250 & ik

Cl
1. $03-DMF Oy
N 2. (COCl), N
[2995] ¢ N . N
O~ DCE N
Xl-4 XlI-25

[2996] |16~ 4 -7~ H 42k - 1H-W|WEXT-4 (0. 10g,0.55mmo1) [FIDCE (5mL) ¥+ SO, -
DMF (0.12g,0.82mmol) , H-44 [ RIVRAMITEZ IR T FiHk Lho 8 TLC I S N FE « 78 i
Wi S SR A FIHL0 - (15mL) 2K F: FIDCM (2 X 10mL) e i o K 7K J2 B 28 4 o KA BIMRL 72
Yhia iR AEDCE (5mL) 1, R JS7E0°C R MM FEEE S (0.23mL, 2.76mmol) oK MR & HIE0C
A 1Omin /R = N FESh. B ARG R VIR AW, 15306 - S -7 - FF A 2L - TH- 5|k - 3-
fEd Bt EXTI- 25 (0. 31gkd ™4 , MR AR Y.

[2997] itk EWMIARGEH — DA FEHEAT T2 RN,

[2998]1  'H NMR (400MHz,DMSO-d,) 83.88 (s,3H) 7.02(d,J=8.80 Hz,1H) 7.33(d,J=
2.40Hz,1H) 7.48 (d,J=8.80Hz,1H) 7.95 (s,1H) .

[29991  C.9.6-5-7- - 1H- 15|k - 3-Fl B S X T T- 26/ & %,

cl
0*3:0
CISO3H
N 5 A\
[3000] C'/Q\/H» = - H
F F
XI-5 XII-26

[3001]  7E0°C F[a]6- %798 - 1H-W|IEXT-5 (0. 2¢g,0.78mmol) FICH,CN (5mL) ¥3% I
C1SO,H (ImL) F-445 [ MR G0 TE S i Pk 12h 5 TLCANLOMS M I e B3R o 56 U > K
R SHRA YN0 (100mL) #iRE , FIEtOAC (2 X 150mL) REHL. 2 B A HLIZ , FITEK Na,S0, T
Jo , ARG 453 316 - 5 -7 98- TH- M5 - 3- T IBE X TT-26  (0.2¢) , NEREF[E K,

[3002] zfeEWIRZ - DALERE T T D R

[3003] i #::87%

[3004]  BE{ELOMS /7342 (BS') :248.00 (M+H) * (R A REER) ,89% 4l JiE .

[3005]  'H NMR (400MHz,DMSO-d,) 87.08-7.12 (m,1H) 7.41-7.44 (m,1H)7.53(d,J=
8.31Hz,1H) 11.83 (brs, 1H) .

[3006]  C.10.6- (=4 4E) - TH-MHERE I [2, 3-b] kg - 3- ik S X1 T - 271 &
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cl
0::82::-0
CISO3H
[3007] F Z Z~N
N~ "N N R
FL H Fl
XI-6 XII-27

[3008] £F0°C F6- (=% H &) - 1H-MEr% IF[2,3-b]MknEXT-6 (0.45g, 2.16mmol) F 3N
C1SO,H (4.50mL) , Ff S SR A WIAEAR RN BE N A8 $FE10min. SR8 45 S MR S =00 T
FiHE2h o @IS TLCAILCMS M il fse S ERE » S8 i » K S BV A B N UK, FHEtO0AC (60mL) 5
B B AL, FIE/KNa, SO, I B s KR4, 19 806 - (/T JE) - TH-mEng 3 [2,3-b] Atk
WE - 3- TR X TII-27 (0.41g) , JokE a2 [l 44

[3009] ZtbEVIARGEH —DALEFEAT T2 RN,

[3010] i3 :58%

[3011]  FEMELOMS 12 (ESY) :285 (M+H) *, 83 % 4liJ .

[30121  'H NMR (400MHz,DMSO-d,) 87.56 (d,J=7.83Hz,1H) 7.71 (s,1H)8.29(d,J=
8.31Hz,1H) 12.12 (brs, 1H) .

[3013]  C.11.5-J5-6-5%- 1H-M8|WE-3- Tk & X T T - 281 & ik

Cl
O= "::
Br CISOsH Br o
[3014] m . b
cl N ACN cl N

CAS: 122531-09-3 X11-28

[3015]  fE0°C T [n]5- 7R -6- 5 - 1H- M| (2.00g,8.68mmol) HJCH,CN  (50mL) ¥+ A
C1SO,H (10.1g,86.8mmol) , 4 [ RIS MIFE R i N HRE 1ho I TLORE I 5o SEHERE o 58 A
J& ¥ RONR AP A K 1,0 (100mL) #i B, FHEtOAc (2 X 50mL) ZEHL. 43 BEAHLZ, K
Na, SO, F-4 , B2 VR , #9515 - 8- 6- 50 - LH- T W - 3- B R SAXT T - 28 (2.50g) » AR A L [l Ak o
[3016]  ZALEWIALZBE—DALERE T T — 2 R M.

[3017] i #:88%

[3018]  'H NMR (400MHz,DMSO-d,) 87.91 (s,1H) 8.44 (s, 11) 8.49 (d,J=2.80Hz, 1) 12.89
(brs,1H) »

[3019]  C.12.7-J8-6-%5 - 1H- 13| - 3- Rt S X T T - 290 5 h

Cl
O"‘"S’:;
CISO3H o
[3020] @ g )
cl N ACN cl N
Br Br
XI-7 X11-29

[3021]  7£0°C FIHI7-i5-6-4- 1H-M[MEXT-7 (1.50g,6.26mmol) FICH,CN  (30mL) ¥ o A
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ACISO,H (2mL) , F5 S MR & PIAEAH IR L B 3P 15min . 28 5Kt S TR A 7R S T 9
FETho B TLCAILCMS i I S S HERE « 52 il Ja Kt S BT £ ) FE t0Ac (50mL) FTH,0 (100mL)
Wike , IR 7K JE FHEtOAC (300mL) A5HL  4& 3T A HLZ FJE /K Na, SO, FHRIFE B2 T ik 4.
SRAFHPH =i S (10mL) Pedesk alifh, 1937 -3 -6 - 5 - TH- 5[k - 3 - B IR (X T 1 -29
(1.40g) , N H EufH 14

[3022] W& :67%

[3023]  BgPELCMS 792 (ES) :308.00 (M-H) ~ CHM (IHEHR) ,98% 4l & .

[30241  'H NMR (400MHz ,DMSO-d,) 87.23 (d,J=8.80Hz,1H) 7.39 (d,J=2.93Hz,1H) 7.73
(d,J=8.31Hz,1H) 11.46 (brs, 1H) .

[3025]  C.13.6-J5-4- %5 - 1H- N8| - 3 - Ik S X T T- 3004 & ik

Cl
F F O""'S’:_-_-
\ CISO3H o
[3026] N = ,}
B H ACN Er d
CAS: 885520-59-2 X11-30

[3027]  #E0°C N6~ -4- - 1H-M5[Wk (0.25g, 1. 17mmol) f¥ICH,CN (5mL) ¥ A
C1SO0,H (0.40mL) , -4 S NV & VIAE AR [A) iR S HiHE Tho i TLCATLCMS M ) Sz B #E A% o LA
0.25g IR E 5 N, I K 24 I SRR VR & W0 AT 48 o 58 S » 4 IO TR & ) F UKL, 0
(100mL) 7% K I FHEtO0Ac (300mL) ZEHL . 4 B E HL)Z , & o 7KNa, SO, TR I AL FL 2 T k4 , 15 3
6- -4 - - 1H-M5|WE - 3- L SXTT1-30 (0.255g) , K A ] 14

[3028] M EVIREFE—DAIEREH T N — P M.

[3029] W% :22%

[3030] W MELCMS /7722 (ES') :294.00 (M+H) * GFHMN [KIFEER) ,62% 4l J&

[3031]  C.14.6-%( -5 - 1H- M|k -3 -k X T 1- 3179 & %

Cl
O““"Sf'--
=0
F CISO3zH F
[3032] m > 3
c & ACN a i
CAS: 122509-72-2 XlI-31

[3033]  fEO°C N[a16- 5 -5- % - LH-M5|%¢ (0.50g,2.95mmol) HJCH,CN (5mL) V&R IIA
C1SO,H (0.5mL) , FF45 S Mk & PI7E =i B fEPF2h o JBaL TLORILOMS B Sse B HERE o« 5 B
W S SR A FHVKHL0 - (20mL) K, 3k 3, FHHLO0 (25mL) Peisk H7E B2 N 108, 135165~ 5-
S, - TH-P5| Wk - 3 - R (XTI T-31 (0. 33g) , AR BR TG A

[3034]  Z{LGWIARG ! BAEREH T T — B B,

[3035] W#:42%

[3036]  'H NMR (400MHz,DMSO-d,) 87.49 (d,J=2.45Hz, 1) 7.52 -7.57 (m,2H) 11.33 (brs,
1H) .
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[3037]  C.15.6-%-7- (2,2- “F LA IE) - 1H- M| - 3- fis fok X T 1 - 320 & ik

XI-8 XI1-32
[3039]  fEOC FII6-%-7- (2,2- “HL5AHE) - 1H-M5[IEXT-8(0.07g,0.30mmol) fJCH,CN
(3mL) ¥ I CLSO,H (0. 30mL) , FF44 S SiRe A P0AE % F $iH 2h o S 2L TLCHILCMS i i
RS SERG KR SR A PR KA HIH,0 (20mL) H 9 FIEt0AC (15mL) ZEHL. 4) BS A
WLE , & T5KNa, SO, FHRIFAE R 2 Nl , 15 36-5-7- (2,2- — LK) - 1H- M5k -3- il
ESXI1-32(0.09g) , Jyu Az ([ 4 .
[3040] ZfbEWIARG I —DAALERER T T — 0 /M.
[3041]  Yit#::90%
[30421  'H NMR (400MHz,DMSO-d,) 84.31-4.46 (m,2H) 6.30-6.57 (m,1H)7.03-7.05(d,J=
8.8Hz,1H) 7.38(s,1H) 7.78-7.80 (d,J=8.0Hz,1H) 11.38 (br s,1H) .
[3043]  C.16.5- CREAMEAEL) - [1,3] S IG T[4, 5- F 150 - 7- BB (X1 T - 33/
i

(i“,l EJI

Osxd=0
Tg=
S
=0 <o \ 2 {
o) N 1. CISO3H <
‘ ACN ¢ i

[3044] <Om .
e N NaOH, TBAHSA

@ 2. POCl; o

70°C ( )
DCM
CAS: 267-48-1 yR-2 Xl1-33

-1 XIl-33a
[3045]  JDUR-1.5- CREABERL) - [1,3] 5 A M [4,5-T1WIREXTT-33al) & %
[3046] Mg %A fL4H (0.3g,7.5mmol) () & 5t (TmL) BV AEVKIE R 3 FEFH I BH-
[1,3] 423 RIA 5 (4,5-F18 W (0.5g,3mmol) , ZRJE I AU T EBR R A 4% (0. 3¢,
0.08mmol) - 4R J&5 ¥ NSk & (0.5mL, 4mmol) o SR G RR 20K , IR S AL =I5 N Pk
o {LC/MS 7 [N T8 N 5 S TR A MBI\ UK 7K HR 3F FHDOMAS Y (3iR) , ¥& A
HUAH FIMgSO, 3 28 Kk 21 o i PR (3592 (FIDOMAT PEbe i) VR & P i) 2844740, 45
$)0.9g 5- CAmAMEES) - [1,3] ZH UMK JIf[4,5-C]I5WEXTT-33a, Jy bl {4,
[3047] % :100% .
[3048] B PELCMSJy9%:1 (ES) :300 (M-H) ,100% 4 )i,
[3049]  'H NMR (400MHz ,DMSO-d,) 87.98-7.58 (m,6H) ,7.44 (s, 1H),7.07(s,1H) ,6.70 (s,
1H) ,6.04 (s, 2H) »
[3050]  JPUR-2.:5- CREAIEIL) - [1,3] A ARM M FE (4, 5- ] I5| Wk -7- T S0 XT1-33(%)
=907
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[30511  ¥45- CRREEEIL) - [1,3] ARG [4,5-F]I5[EXTT-33a (0.4g, lmmol) )2
i (4ml) W IRAE VKIS e, IR INNSURE R (90uL, 1.31mmol) o4 iV WITE %5 iR T fit bk
R RGN =AM (0.5mL, 5mmol) , ¥ I MR S WIET0CIn#S & - 8 5 #4 HAEH
T BIAUOKHS, S0 BRI, FMgS0, HHJF 28 % , 15510 25g 5- CRRRAMEEE) - [1,3]
TR R IEGIE (4, 5- £ 105l - T - REBE SXTT-33, A [E A4

[3052] M EWREFE—DAIEREH T~ — P R M.

[3053]  W#:62%.

[3054]  BEPELCMSTTi:1 (ES) 398 (M-H) ,100% 4 i,

[3055]  C.17.1- CAREEAMESRL) -6- H 4 JE - b I [2, 3-bI ML RE - 3- I BEAXTT-34 A Ak

Cl
g Osd=0
~S=0
[3056] o SN ¢ s CISOsH 07 N7 N
I H -~ | o? =0 | 2S=0
NaOH, TBAHSA ACN o
CAS: 896722-53-5 DEM FR-2
SR Xll-34a XlI-34

[3057]  JPHR-1:1- CRREEMESL) -6- H AL -IEng 3 (2, 3-b] MEREXTT-34alfI & ik

[3058] & %Ak 4M (0.3g,7.5mmol) £ — & H Kt (6mL) H BV IRAEUKIE H i+, IMAG6-
AR - TH- i 3 (2, 3-bImEnE (0.45¢,3mmol) , B 5 IOV T JE AR & 4% (0. 3¢,
0.08mmol) ¥R J5 M N ZE LS (0.6mL, Smmol) R J5 KR 20Kt , KR S WIAE =R T bkt
o {LC/MS 7 N TE U 5 K S TR A BN UK 7K FR 3F FHDOMAS Y (3iR) , ¥& A
HLAH FMgSO, T 2% & &1, 13 510.88g 1- CRBABEL) -6- 1 4L -MEk 3 [2, 3-bIntng
X11-34a, NFEAE.

[3059]  ZtbEWIARGH —PALEFEH T F— P R,

[3060]  UYiZ:100% .

[30611 W MELCMS 7321 (ES') : 289 (M+H) *,94 % 4li Ji .

[3062]  JDHR-2:1- CREAMESL) -6- H 428 -MEn% JF (2, 3-b] MEmE - 3-FEBE XTI T - 34/1A Bk
[3063]  H41- CREHMEEIL) -6- H AL - L% I [2,3-b] ML EXTT-34a (0.88g, 3.1mmol) 2
& (3mL) VATRAE VKIS R, NN EUREER (1.5mL, 22mmol) o FF RNIR S WILET5C T it dkid
AR JE R IAERFE S HEIN UK, S0 AU I, FIMg SO, T Jf 28 K& , 19510 5g 1-
CRRE ML) -6- FF 4R 2L -AEng I [2, 3-b] ALk - 3- TR S X T 1- 34, Jy [l 44

[3064]  ZALEVIARGH — LA T F— P R,

[3065]  UZ:40%.

[3066] Bl MELCMSJ5¥2:1 (BS) :394 M-H) ,95% 4l i .

[3067]  C.18.1- CREAMEIL) -6 - FIHE - WIWk - 3- R P =X T 1 - 351 & ik
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oof
; =0
S0 a
o? /@ 1. CISO3H \
-S=0 CN
[3068] o \ 0? 2. POCl; 280
H NaOH, TBAHSA 20°C o~
CAS: 15861-36-6 DCM -2
XII-35

TR XlI-35a
[3069]  SDER-1:1- CREAMEIL) -6-F 2L - MIWEXTT-35al A B,
[3070] KA AEN (0.21g,5.25mmol) () S H 5t (6mL) B VFIRAEVKIGH Hidk, I 1H-
M5k -6- F G (0.3g,2mmol) , XSG IO DU T R IREH  (0.2g,0.06mmol) « 2R & i A Ik
& (0.33mL,2.6mmol) AR JGIRZ: UK, FHIR & WIAE =0 W 1 o 2{LC/MS B IR ¢ B 58 1%
B8 RBLREAPEIA KK H 3 FIDCMAEEL (3U0) , #-& A HLAE I MgSo, T &k =
T o i sk PR v (FHDOMAN B PR A 43 ) 4tk P24, 15 201 - ORI L) -6- F % -
M5|IEXT1-35a, 9l 4.
[3071] % :100% .
[3072]  BEPELCMS /731 (ES) :281 M-H) ,99% 4l J& .
[3073]  'H NMR (400MHz,DMSO-d,) 88.38 (s, 1H) ,8.14-8.11 (m, 3H) ,7.84-7.61 (m,5H) ,
6.94 (s,1H) .
[3074]  JDIR-2:1- CREEMERL) -6- FHE - M|k - 3- T & X T 1- 3511 & Bk
[3075]  %1- CRRSEELEL) -6- 53 -5[WEXTIT-35a (0. 3g, lmmol) (I 2 (2mL) VAR LE VKIS H
BLHE , HOMA SRS (1401l , 2mmol) K R FRAII/E il PR R G A =&
i (0.42mL,4.5mmol) K5 B JREYITETOC IS AR G TERFE I BN VKoK,
SBREEL WU, FMgSO, THR IR 78K, 1951042 1- CREAMERS) -6- 3L - 1510k -3~ R THE A
XIT-35, Al
[3076] ZAbEVIARGEH —LALEFEHT NP R,
[3077] Y% :100% .
[3078]  BEPELCMSJ7i1 (ES) :379 (M-H) ,100% 4,
[3079]  C.19.1- CREAMEAL) -6- ¥R - ML I [2, 3-b] MEmE - 3-EBEAXTT-36/1 A AR

(|3| o S:l
S= 2g=0
s 2 Y 2N\
/ Y S N ull
B N
[3080] Br” N7 N ' Jsso _CISOH & SN N
NaOH, TBAHSA - ACN oPA=0
CAS: 143468-13-7 DCM HR-2 @
-1 XIl-36a XII-36

(30811  PIR-1:1- OREAMEIL) -6- 5L -MLns 3 [2, 3-b] MEREXT T - 36a i) & hY

[3082] B 4iMPIRE A ALEN (6.3g,160mmol) 7F 5L FH B (100mL) AT EVF VAL UK A i
PR — M INNG - R - L 3 (2, 3-b]mkiE (10g, 50.7mmol) , Bl J& IH N DU T At R & 4
(0.45g,1.3mmol) SR JSFE 10min PN B I KA EE (7. 2mL , 56mmo 1) F-44 [ MR & HITEO
CH HiFE2h. HLC/MS TR RN 5E BT , K s VR & )i w4t 98, 30K 5 3 FHDCM
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Veig B & IR BB AR SRR A K 21 7 UIE S BEh i B by, /b E CRER E S
PEVEE I T, IRGAIE W, 192128 e =9), 5.3516.8g 1- CREAMESL) -6- 1R -MEbrg FE[2,3-
bl BEXIT-36a, Ak EE (L E A .

[3083] W% :98% .

[3084]  FEMELCMS /i1 (ESY) :337 (M+H) ©,90 % 4l J .

[3085]1 'H NMR (400MHz,CDC1,) 88.28 (t,J=1.4Hz,1H) ,8.25 (d,J=1.6Hz,1H) ,7.77-
7.59 (m,3H) ,7.59-7.49 (m,2H) , 7.34(d,J=8.2Hz,1H) ,6.57(d,J=4.0Hz,1H) .

[3086]  APER-2:1- CREAMEIL) -6- - L& [2, 3-b] ML RE - 3- BB X T T-361 & ik

[3087]  ¥f1- CRAAMEARL) -6- R -5 I£ [2,3-bIMLBEXTT-36a (5g,14.8mmol) KL M
(50mL) ¥R AE VK TR HE , HAE LOmin Y BT I SRR (1. 5mL, 22mmol) o 44 [ NVR &4
e Lh, A 2218 T, SRS AE 60°C FHHE IS AR S 4 HAE B T R VKOK H, i
20min, & TR CBRAEHUH IR « 22 HOH FH/K , Y AN B IR S A I e 4% » FIMgSO, T JRIF 28K,
5304.23g 1- CEREBERL) -6- B -k I [2, 3-b] Ak iE - 3- k50 XT1-36, 9K (A (i 14k
[3088] ZALEWIARGH —BAMIEFEHT PR,

[3089] W& :65% .

[3090]  'H NMR (400MHz,CDC1,) 88.51 (s, 1H) ,8.38 (q,J=1.8 Hz,1H) ,8.35 (t,J=1.7Hz,
1H) ,8.13(d,J=8.4Hz,1H) ,7.81 -7.72(m,1H) ,7.70-7.62 (m,2H) ,7.60 (d,J=8.4Hz,1H) .
[3091]1  C.20.1- CEREREERL) -6- (2,2,2- = LA HE) BIWE-3-REREAXTT-3710 &K

@]

[3092] m C|EES\‘O/“\CF3 Om 1%)88003(.3?2‘:'2’;?; Om

"o sh:‘:;z _ ©e2C0 Lo sz\@ DCM, rt LCFa SOE‘Q

\O gmﬂ 3xu-37 e RS
Xll-21b a

[3093]  JBOR-1.1- CEREREERL) -6- (2,2,2- =5 LA IE) BIBEXTT-37al) & K
[3094]  &H5EXTT-21b (500mg, 1 .8mmol) FfxER%E (1.19g,3.6mmol) B T 7mL DMFH 4R
JEIAN =R RE2,2,2- =9 M8 (637Tmg, 2. Tmmol) , FE¥ R N IR & W7 25 08 F itk 1h. 4R
Ja MK CLPTEE = W0, ¥ Hoadk 98, 15 21 - CREEBEIL) -6- (2,2,2- =9 L5 MIWEXTT -
37a, NI taEl 4 (630mg) -
[3095] k% :97%
[3096]  'H NMR (600MHz,CDC1,) 87.84 (d,J=7.6Hz,2H) ,7.63- 7.51 (m,2H) ,7.50-7.39 (m,
4H) ,6.93-6.88 (m,1H) ,6.59 (d,J] =3.8Hz,1H) ,4.40(q,]J=8.0Hz,2H) .
[30971  JBER-2.1- CEREEERL) -6- (2,2,2- =9 L AFE) MW - 3- TR 5XT1-37 A& K
[3098]  H41- CREMMEIL) -6- (2,2,2- =H L HHL) MIWEXTT-37a (600mg, 1.689mmol) 1] —
FP e (10mL) ¥ HSO, » DMFE &%) (517mg; 3.377Tmmol) ALPE, JF4E =R T i HE6h HL AP
AL IEM B HFE (TLC $2HH) oFf 5, A EARBES (ImL; 13.78mmol) HH R GWIEEIR T
PEAE I PR S ) - AINaHCO, 13 K I Fl — S/ e 2B IR R A MU ZS K 219
A (RER60, BEMW, A e/ A WlE=1:1) 4ift, 5 3]1- CREEEEIL) -6- (2,2,
2- =G LA FE) MGl - 3Tl SXTT-37 (306mg) , AR 3 (L] 44k
[3099] Wiz%.40%
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[3100]  'H NMR (600MHz,CDC1,) 88.28 (s, 1H) ,7.97 (d,J=8.0 Hz,1H) ,7.86 (d,]=8.8Hz,
1H) ,7.74-7.53 (m,5H) ,7.11 (dd,J=8.8,2.2Hz,1H)4.44 (q, J=7.9Hz,2H) .
[3101]  C.21.6- 5 FFMES -3- BTSN TT- 3810 &

cl
O= "‘__‘
CISO-H e
[3102] m H /@
cl S DCM cl S

XI-9 XI1-38
[3103]  7E0°C F 6~ S K FHMEWXI-9 (0.30g,1.77mmol) FYDCM (15mL) &3 I AC1SO0,H
(0.36mL,5.33mmol) , H-¥ S NIR G WIEAH AN BE T $iHE5h o 8 1 TLC M I s B 1E R o 58 ik
Ja A S BR AP UK Y IH,0 (50mL) K I FIEtO0AC (2 X 50mL) A HL . 0 B AT L=, T
7KNa, SO, F-H It H A Wi , 45 316 - [ IF N - 3- AL EXTIT-38 (0.31g) , N E o] 44
[3104] Ui :65%
[3105]  'H NMR (400MHz,DMSO-d,) 67.42-7.44 (m, 1H) 7.81 (s, 1H)8.05-8.15 (m,2H) .
[3106]  C.22.6- -7~ FH 5L - 1H- MW - 3- B P S X T T- 39141 &

0"“"8’.:_-0

OO e Y
H r iy

CAS: 1000343-89-4 X11-39

[3108]  #E0°C F[A16-3-7- H1 5 - 1TH-M5]k (0. 12¢,0.55mmo 1) [RICAN (1. 8mL) ¥ H A
C1S0,H (0.15mL,2. 21mmol) , F- 4 S MR G =00 T HiHE2h. SERUR » 4 S SR A4 FIHL0
PRI HICHCL, (3X) 5 W 7 B A LR , FITEKMgSO, F MR I FE B 45 F R4, 15 36 - 1R -7+
F 3 - TH- P51k - 3 - B (X TT-39 (0. 11g) , K Tl

[3109]  Z{bGWARGH;E —BAFEREH T T — 2 B,

[3110] i #:63%

[3111]  BRPELCMS /5921 (BS) :315 M-H) , 7E40Hr 2 i Fl L e K& 4B

[3112]  C.23.6-fif2& - 1H- 5| - 3- T 50X T L - 401 & ik

Osd.
4y
[3113] m i /@
R N ACN NO; N
CAS: 4769-96-4 X11-40

[3114]  {E0°C F[A6- % - LH- MWk (2g,12. 3mmol) fJCH,CN (30mL) ¥ 1 i AC1S0,H
(4mL) FH5 S SR A YIFE S IR P HERE2h GBI TLCHE IS SRR « e i » #5454
UKV fH,0 (150mL) K, 3 JEFF FIH,0 (10mL) Hedk o F 5 BB LM 2 R TR, 1533106 -
T35 - LH-PgI - 3 - B ARX T T-40 (2. 10g) , AR B[ 44
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[3115]  ZibEYIRG# — DAL ERER T T — 5 /M.

[3116]  Yit#:64%

[3117]  'H NMR (400MHz ,DMSO-d,) 67.78 (s, 1H) 7.92 (brs,2H) 8.31 (s, 1H) 11.82 (brs, 1H) .
[3118]  C.24.6-50-5,7- 4 - 1H-15|WE-3- REEE X T T- 4110 &k

Cl
O::S"_‘
=0
F CISOgH F
[3119] m - N
B N ACN c b
F F
X1-10 X1I-41

[3120]  7EO°C FIa]6-%0-5,7- — % - 1H-"5|W&XI-10 (700mg,3.6mmol) [ CH,CN (15mL) ¥
HIIMACISO,H (0. 8mL) F-Ke [ MR S WIFE IR T HiEHE2h o 3 TLORILCMS M il e B E AR - 58
JRJE K SR A K (50mL) FiRE, FIEt0AC (100mL) 2EHL . 4» B A HLZ , FITE/K Na,S0, T
W B AR A 6 - -5, 7- - TH-PgIW -3~ BT T - 41 (705mg) , Ayfr il i

[3121] AL EYIR G DAL T 2P .

[3122]  Yr#:64%

[3123]  BPELCMSJ7i%2 (ES) :266 (M-H) ~ GRHRZIFITEER) , 93 % 46 /%

[3124]  C.25.6- -7~ 5 - 1H- M50k - 3- R PHE ST XT T - 4205 45 A

Cl
O:S‘L._:_
\ CISO3H 0
[3125] m > N\
Br H ACN Br H
Cl Cl
X1-11 X11-42

[3126]  7EO°C A6~ I8 -7 5 - 1H-W|WEXT-11 (145mg, 0. 6mmol) JCH,CN (3mL) ¥ A
C1SO,H (0. 15mL) JF4 S Mk &5 07 = il T HEPE 3ho 3@ 1 TLCRILCMS H 0 S5e 7 BERE o 52 il
B S SR T EIE REDK (20mL) b, 33 T AR i AR S T, 15 206 - 3R - 7- G- 1H- gl - 3 -
AR SUXTT-42 (90mg) , Ayisk ey EEu il 4K

[3127] s WIR G AT T 2P RV

[3128] Y5 44%

[3129]  GEMELCMS J7i%i2 (BS) 308 (M-H) ~ GHHMLFITERR) ,95% 4l .

[3130]  'H NMR (400MHz,DMSO-d,) 67.32-7.37 (m,2H) 7.64 (d,] =8.8Hz,1H) 11.58 (s, 1H) .
[3131]  C.26. 750 -6- H 4R H - 1H- M|k - 3 - s SlX T T- 431K 5 F
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Cl
O:S";_
\ CISO3H 0o
[3132] m = N\
0 H ACN Q A
Cl Cl
X1-12 X11-43

[3133]  fE-5F0°C Na)7-5-6-F 4 - 1H-M5[BEXT-12 (600mg, 3. 22mmol) A Z i (15mL)
VIR AR R NSRS (0. 6mL) oK R BV A IFE IR N #3he i@ i TLCIE I s B2 o o
REREBEIAVKK (15mL) 1, FIEtOAc (3 X 15mL) ZEHL . & FF (G HLE F 3 /KA (15mL) 3k
oo BANLE, FHEKNa,S0, (1.00g) T H W 4s R A& R IE R b (15mL) B
P, A 37 -G -6 - FF A2 - TH- 15| - 3- e (X T T- 43 (530mg) , Ak [t il 44

[3134] Y% :58%

[3135]  'H NMR (400MHz,DMSO-d,) 83.86 (s,3H) 6.97 (d,J=8.80 Hz,1H)7.27(d,]=
2.45Hz,1H) 7.63 (d,J=8.31Hz,1H) 11.19 (br s,1H) .

[3136]  C.27.7-F-6-4 - 1H-M5|k - 3- T L & XTI 1 - 410 & K

Cl
Osd
\ CISO3H 0
[3137] m - r}
F H ACN F H
Cl Cl
X1-13 XIl-44

[3138]  7E0°C A 74 -6- %~ LH-M5[WEXT- 13 (400mg , 2. 08mmol) f) £, i (8mL) ¥ ¥ 25 1%
JACLSO,H (0.345mL, 5. 19mmol) o ¥ MV -4 FEOC F i+ Lh, X5 7E 5 iR F HiHf2h il
I TLCHS I e R dE AR« SERS H&r“/tmfr@u}wjvk (50mL) H7, 7KF)%Z;EQZ;@E (2 X
25mL) ZEHL. 7 B A HLZ IS KNa,S0, T, 1y F il 4ii , 75 21 7- 50-6- 9~ 1H- M1 - 3- Tk
P SXTT-44 (430mg) , A7 F- [E 44

[3139] MW REH— LA T T —B KRB

[3140] %K :62%

(31411 'H NMR (400MHz,DMSO-d,) 87.07 (t,J=9.29Hz, 1) 7.38 (d,J=2.45Hz,1H) 7.67-
7.70 (m,1H) 11.60 (br s,1H) .

[3142] (C.28. 1—(%43%%%)—6—(*%%3%) mEng 3 [2, 3-b]MbiE - 3-fEEE EXTT- 450 &

pl
@ m 0
A\ N \ C|803 F \N N
[3143] Fm 043':0 L /‘S:-:O
. H NaOH, TBAHSA POClI, o~
X1-14 DCM ;;“2

[3144]  JBPR-1:1- CREAMEIE) -6- (4 HE) AIEME IR [2,3-bIMEBEXTI-45a/] &R
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[3145] HEAEN (T6mg, 1.88mmol) 7E & F 4% (ImL) H A BIFMAEVK W B, 36 m

N6- (5 HE) - TH-IEs 31 (2, 3-b] Ak BEXT - 14 (125mg, 0.74mmol) , 2R G IIADY T FHEHi iR

2% (7.5g,0.022mmo1) R JEHIN ZRAEEE S (105uL,0.81mmol) , ¥4 I NVR A WI7E % il i

PRI o S NSERRE K TR A 0iE i kv 3 €, R0 J5 8 FDOMPR %% 1 5 FF B S AT

/5‘& R ZE K BT Ml 5152 (S10,, FH S bE Yelli) 284k, 15 301 - CRREIE S -6-
SRR L) mE g 3 (2, 3-b] MEBEXTT - 45a (200mg) , A AR o] 44

[3146] UEK:70% .

[3147]  BEMELCMS /731 (BSY) :309 (M+H) ©, 100 % 4l

[3148]  JDUR-2:1- CGREAMNEIL) -6- (4 FH %) MEms 5 (2, 3-b] Mk ie - 3- Ik & X 1T -450 &

Ji&

[3149]  ¥41- CEREREIL) -6- (40 22) Mg IE[2,3-b]MLIEXTT -45a (7T6mg, 0.24mmol) (¥

MG (L0mL) ARV i, FF i I SRR (54uL,0.78mmol) , H¥Kg e B IR & W1

50°C FHEEEAR ARG, N =& &8 (100uL, 1.06mmol) Ik [ NAIR-SY7E70°C In#ad 7 .

R G K HEZEEAVKOKS, HEDT Gx) ZEL AHUZ HmRET 1R, ZRET,1531-

CREEBESL) -6- %0 - M5IWk - 3- B SXT1-19 (100mg) , 4 [l 4%

[3150] ZHH =Y ARGEH — DA HT F—P R M.

[3151] W #:95%.

[3152]  FgPELCMSJ732:1 (ES') 387 M-H)  CHHMFORERR IR &) ,88% 4l FiF.

[3153]  C.29.6-5(-7- (9 H4ALRL) - 1H- Wk - 3- Rk X T T - 461 & %

/CI

O
=0

N CISOsH
[3154]  Cl N - 0 N
OYF AGN OYF
F F
X1-15 X1l-46

[3155]  7EO°C FI)6- 4 -7- (4 H 4 2E) - 1H-MW5[WEXTI-15(0.20g,0.86mmol) [¥CH,CN
(4mL) VA P 2212 M NC1SO,H (0. 20mL) , FFK je SV &4 £E % i T #i#F:-3h . i TTLCiFI:ILCMS
MR 2 B AR o SE R W TR S PR K (20mL) A FHEt0Ac (3 X 10mL) ZEHX . 43 B9
AHL JZ, HIG/KNa, S0, F I B8 e de , 19216 - 5 -7- (U 3L - TH-M5] W - 3- fi it &
XTT-46 (0.23g, FHL &) , A7k d B LE 14

[3156] ZtbEMIARGH —PALFEFEAT T2 RN,

[3157]1  BgPELCMS /512 (ES) :314 M-H) ,55% 4 & .

[3158]  'H NMR (400MHz,DMSO-d,) 87.16 (d,J=8.80Hz,1H) 7.16 (t,J=73.6Hz,1H)7.39
(d,J=2.40Hz,1H) 7.67 (d,J=8.80 Hz,1H) 11.53 (brs,1H)

[3159]  C.30.6-5-7- (= 2) - TH-MgIie - 3- R SRUX T T - 47 (1 & Bl
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Cl
0::9::_-__
CISO3H 0
N\ . \
(31601 Cl H ACN Cl H
FPLF FoLF
XI-16 XI1-47

[3161]  fEOCF i HEaI6-5-7- (ZH P ) - 1H-MWXI1-16 (0.52g, 2.30mmol) AJCH,CN
(10mL) ¥ i INC1SO,H (1.50mL) o 4 S Wi A H07E 2 T $5#F 2h o 38 1L TLCFILCMS i
SRR SERUE 4 R SR A P EINEVK (100mL) H, F5# 10mindt FHEtOAC (3 X 40mL) %
o7 A NUZ , 4 T8 KNa, SO, TR IF A A R4, 43 26- 8- 7- (S 3E) - 1TH-M5W-3-
REIEAXTT-47 (1. 01gHLAf) , AEREfE 44

[3162]  ZALEWRIRG D AA G H T F— D R

[3163]  BRMELOMS /7742 (ES) :298 (M-H) - (KH SR i &) , 96 % 4l % .

[31641  'H NMR (400MHz,DMSO-d,) 87.31 (d,J=8.80Hz,1H) 7.41 (d,J=2.93Hz,1H)8.01
(d,J=8.31Hz,1H) 11.27 (brs, 1H) .

[3165]  SChtafiltb &4

[3166]  D.EATHILE IR

[3167]  ARSCHEARRDIFHI A A KA E VIR “T-x7, FA AR X" 245 R %A
WA ECE R, S B A de e AT -1,1-2,1- 3% X BT A9 2 75t n] DLl
REASCHAE A 7@ A s 50 1T, TTTERIVAFHR 6k

[3168]  D.1.777%B.6-5-N- (2,4- 5 IAREE) - IH- M0 - 3- R Mg 1 - 11 5 B

Ox=d—
[3169] Osdao NH, =
m CISOzH S~ | CAS 367-25-9 m
cl b ACN m R cl N
CAS: 17422-33-2  60°C, 1.5h 4 H 80°C, 2h

L - 1-1
[3170]  ZE /N, #46- 50 -15|W: (630mg, 4. lmmol) (K Z. )15 (25. 2mL) VR LEUKIA TR H+E , T
InEE g (71401,10. Tomol) FE¥g [ RIVR G4 HE 30min. B 20K, ¥ I MR &Y i s
60°CHR4F1.5h A AR EIE J5, INNMLEE (54.6mL) , VETRAS N E 0 255 — AN BB /MK
WL PR B2, 4- ORI (25.8mg, 0. 2mmol) , FEINA SR I FTIR A (1.9mL, 0. lmmol) o
RMIREYIESOC FHiFE2h, ARG TE R L AKR S K@ O AR A
MSETIAEAL TR RV, 19 5) 11.8mg 6-5F(-N- (2,4- 5 ARIE) - TH- W5k - 3- Rt i L - 1o

[3171] %K :34%.

[3172]1  BEPELCMS 5351 (ES) 341 M-H) ,95% 4 .

[3173]1  RAHMW N HULA VIR 7 15B A B
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[3195] I\~ A CISOzH Osd=0 i
SN ACN C'm CAS 873-74-5 cum
" 120°C, 2n SN sk DIAAP g8
CAS 866546-07-8 : ; NN
L 1 80°c, 3n o

[31961  E/N T, fiEHE5 - & - LH- g I [2, 3-b] AL IE (24mg, 0. 15mmol) 7E 2 Ji (100uL) 1
AR, 2 N SRR (11501, 1.69mmol) , 4 MR G IR E120°C2h S EI R =
T J5, IIAIERE (1mL) o %8 J&5, INN4- 222K H i (35mg, 0. 3mmol) F14 - — FY B Z KLt i
(4mg, 0.03mmol) ] Z M (100uL) ¥ - 4 [ MR A ITES0°C N i FE:3h, IR 5 TR D2 K 2%
78R I SO VA AE BRI AR T FMSR I ZE4 SRR, 43 35mg 5-F(-N- (4-F AR
FE) - 1H-mErg 3 [2, 3-b]ntk e - 3- Rk f1-77.

[3197] W% :10% .

[3198]  HEMELCMS/7¥%1 (ES-) 331 M-H) *,100% 4 .

[3199]  ARFETTVECH KRS H I N LAY
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N

| 1. ZRER,

| é,p
/Y
N I‘le+ N CCI;CN, DCM, 70 °C O :
AL ¢
|
N

s N
+ —-_1-':0 2 4_ "H.‘a
32091 cas 120729 W 120°C @\HO ol R ;;F
|
N

1-105
CAS:63069-50-1

[3210] 45| (33.5mg,0.29mmol) , =LA -MLiE & &4 (45.43mg, 0.29mmol) FARLAE
(ImL) FIVEVRAEL120°C R I Lh, SR G KR &4 3 REIR , J6 15 12 N 28 K EIE 415
BB (LomL) #BE, SR )5 F 2.8 (3 X 30mL) Peisk . SR Sl K A TE i B 23 T (alod it
BT T8, 15 B BARTR R 17 TR0 R R Y I =R 3§ (230mg, 0.86mmol) ,
=& N (123mg,0.86mmol) A1 & F 5t (ImL) K3 3] FIVRAPIAETOC Nk 1h, SR )5 I
4-8H-3- 5K (46.6mg, 0.34mmol) F14- FH ZEMERE (239mg,2.57mmol) o 4415 B[R &)
R TR AR 5K A ALAE FDCMFRE , F/K e s, -G KmiER S TR &K 2T
PR R GO A F A T (36 60°C) TR A BE (B [ N4:153:2) difh, 15 37 IR
W, F VA B A RS A L 15 3 9mg N- (4) - FUHE - 2- 95 IE) - TH- M| Wk - 3- Bk 2 1- 105, 4
H e R,

[3211]  YgZE:.10%.

[3212]  rPELCMS 5943 (BSY) :316.05 (M+H) *,97 % 4li & .

[3213]  'H NMR (600MHz ,DMSO-d,) 812.08 (s, 1H) ,10.76 (s, 1H),8.08(d,J=3.1Hz,1H),
7.83(d,J=7.9Hz,1H) ,7.70 (dd,J=10.7,1.9Hz,1H) ,7.61-7.48 (m,2H) ,7.49-7.42 (m,
1H) ,7.16-7.24 (m,2H) .

[3214]  FRIETTVED G L FALE WD

[3215]  HH1H-M5IWECAS 120-72-9F12,1,3-ZE e M -4-JZCAS 767-64-6 & RIN- (2,1,
3- I -4 - 3E) - TH- 5| - 3- Rk I T- 106

[3216] N, 0

[3217] g% .15%.

[3218] e {ELCMS 5923 (BSY) :331.02 (M+H) *,95% 4fi & .

[3219]  'H NMR (600MHz ,DMSO-d,) 811.99 (d,J=3.3Hz,1H) , 10.73(s,1H) ,8.10(d,J=
3.0Hz,1H) ,7.87(dd,J=8.1,1.2 Hz,1H) ,7.65(dd,J=8.8,0.9Hz,1H) ,7.57 (dd,]=8.8,
7.4 Hz,1H) ,7.48(dd,J=7.5,0.9Hz,1H) ,7.39-7.40 (m,1H) , 7.14-7.17 (m,1H) ,7.08-
7.11 (m,1H) .

[3220]1  H16-4(- 1H-M5[WECAS 399-51-9F12,1,3- K FFME M -4-fZCAS 767-64-64 JN-
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(2,1,3-ZRIFbE e -4-3) -6- 980 - LH- 15| - 3- It e 1- 107

[3221] N o

[3222] Y% :13%.

[3223] P MELOMSTT1%:3 (ESY) :349.02 (M+H) *,95% 4fi &,

[32241  'H NMR (600MHz ,DMSO-d,) 612.02 (s,1H) ,10.80 (s, 1H),8.09(d,J=2.9Hz,1H) ,
7.86(dd,J=8.9,5.3Hz,1H) , 7.71-7.62(m,1H),7.58(dd,J=8.8,7.5Hz,1H) ,7.47 (dd,]
= 7.4,1.0Hz,1H) ,7.19(dd,J=9.7,2.4Hz,1H) ,6.98-7.01 (m, 1H).

[3225]  HH6-&-1H-MEM& FF[2,3-b]ALBECAS 55052-27-2814- 533 -3-Ji - % HI5CAS
63069-50- 15 F6 -5 -N- (4-FHE-2- 5 AR IE) - IH-MEA% I [2,3-b] MLAE - 3-ffiHE AL 1-108

[3226]

[3227] W& :5%.,

[3228]  HhH{ELOMS7¥E3 (ES) 351 (M+H) *,95.0% 4l FE

[32291  'H NMR (600MHz ,DMSO-d,) 612.92 (d,J=3.4Hz,1H) , 10.83(s,1H),8.27(d,J=
2.9Hz,1H) ,8.22(d,J=8.3Hz, 1H),7.81-7.68 (m,1H) ,7.64-7.50 (m,2H) ,7.37 (d,J=8.3
Hz,1H) .

[3230]1  H16-&(-1H-M5|WECAS 17422-33-2f12,1,3- I e I4E-4- fCAS 767-64-64 JEN-
(2,1,3-2R e k-4 -JE) -6- G- 1H-F5| Wk - 3- R BE L T- 109

32311 © 3
N
T— \
@" /S
N

[3232] W %E:31%.

[3233] e {ELOMS 5153 (BSY) :364.99 (M+H) *,99.0% 4l J& .

[32341  'H NMR (600MHz ,DMSO-d,) 812.08 (s,1H) ,10.80 (s, 1H),8.12(d,J=2.4Hz,1H) ,
7.86(d,J=8.6Hz,1H) ,7.68 (dd,J=8.8,0.9Hz,1H) ,7.58(dd,]=8.8,7.4Hz,1H) ,7.50-
7.43 (m,2H) ,7.14(dd,]J=8.6,1.9Hz,1H) .

[3235]  {16-VR-1H-M5|ECAS 52415-29-9F12,1,3- A FFME I8 -4- f%CAS 767-64-64 JEN-
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(2,1,3-ZRIFbE e -4-3) -6- - TH- 15| - 3- I iR 1- 110

[3237] Y& .27%.

[3238]  th{LCMS /713 (ES') :408.94 (M+H) ,94.0% 4l JiF .

[3239]1  'H NMR (600MHz,DMSO-d,) 612.07 (s,1H) ,10.80 (s, 1H),8.10(d,J=2.6Hz,1H) ,
7.81(d,J=8.6Hz,1H) ,7.68 (dd,J=8.8,0.9Hz,1H) ,7.65-7.55 (m,2H) ,7.46 (dd,J=
7.5,0.9Hz,1H) ,7.26 (dd,J=8.6,1.8Hz,1H) .

[3240]  [7-VR-1H-M5[WECAS 51417-51-7H12,1,3- K I Mk -4- lZCAS 767-64-64 FEN-
(2,1,3- K FF0E Mk -4~ JE) -7- 78 - LH- W - 3- B P A T- 111

HN
Br@l ’O
Sf

[3241] g NH

=

-

[3242] Y%K :.25%.
[3243]  rP#ELOMS771:3 (BSY) :408.94 (VM+H) *,96.8% 4 i .
(32441 'H NMR (600MHz ,DMSO-d,) 612.30 (d,J=3.5Hz,1H) , 10.86(s,1H) ,8.10(d,J=
2.8Hz,1H) ,7.88(dd,J=8.0,0.9 Hz,1H) ,7.68(dd,J=8.8,0.9Hz,1H) ,7.58 (dd,J=8.8,
7.4 Hz,1H) ,7.49(dd,J=7.4,0.9Hz,1H) ,7.41(dd,J=7.7,0.9 Hz,1H) ,7.06 (t,]J=
7.9Hz,1H) .
[3245]  f16- FF4RHE - 1H-M5|ECAS 3189-13- 714 -5 Hk-3- 4 - Z H 5 CAS 63069-50-14 K%,
N- (4-FJE-2-F R IE) -6- 48 2% - TH- Mgl - 3- e e 1 - 112
—0
NH
o

[3246] O=§=O
DOt

F C*N

[3247] Y% :18%.

[3248]  th{ELCMS /73 (BS') :345.3 (M+H) *,97.33 % 4l fiF .

[3249]  'H NMR (500MHz,DMSO-d,) 811.96-11.74 (m, 1) ,10.69 (s,1H) ,7.93(d,J=3.0Hz,

1H) ,7.76-7.63 (m,2H) ,7.60-7.46 (m,2H) ,6.93(dd,J=2.3,0.6Hz,1H) ,6.82(dd,]=8.8,

2.3 Hz,1H) ,3.76 (s,3H) .

[3250]  FH6- % - 1H-W|ECAS 399-51-9F04- 45 -3- 5 - FH IECAS 63069- 50-14 FN-

(4-FFE-2-FARIE) -6- - 1H-W5| ok - 3-TEBEAZT-113
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[3251] 0=$=0

[3252] Y%K :21%.
[3253]  rR{ELCMS 5143 (BSY) :333.3 (M+H) ©,98.49 % 4l % .
[3254]1  'H NMR (500MHz,DMSO-d,) 811.96-11.74 (m,11) ,10.69 (s,1H) ,7.93(d,J=3.0Hz,
1H) ,7.76-7.63 (m,2H) ,7.60-7.46 (m,2H) ,6.93(dd,J=2.3,0.6Hz,1H) ,6.82 (dd,J=8.8,
2.3 Hz,1H),3.76 (s,3H) .
[3255]  [h6-yR-1H-W5BECAS 52415-29-9F14 -2 I -3 -4 - A F ECAS 63069-50- 14 J%.6-
TR-N- (4-FIE-2-J R 5E) - LH- |- 3- T e A% T- 114

Br.

NH
Z

[3256] 0=8=0

[3257] Y% :25%.

[3258] A ELCMS /7323 (ESY) :394.2 (H+H) *,99.34 % 4l i

[32591  'H NMR (500MHz,DMSO-d,) 812.23-12.10 (m,1H) ,10.77 (s,1H),8.09(d,J=3.0Hz,
1H) ,7.79-7.70 (m,2H) ,7.66 (d,] =1.8Hz,1H) ,7.55(dd,J=3.5,1.6Hz,2H) ,7.34(dd,J=
8.6, 1.8Hz,1H) .

[3260]  Hq7-FH 4Rk - 1H-M5|ECAS 3189-22-8F114 -5 k- 3- 45 - A5 FHFCAS 63069-50- 14 %,
N- (4-FJE - 2-F R HE) -7- 482 - TH-Mg| k- 3- e % 1- 115

[3261]

[3262] W FK:.17%.

[3263]  th{ELCMS/7vE3 (BS) :345.3 (M+H) *,100% 4l JiF .

[3264]  'H NMR (500MHz,DMSO-d,) §12.46-12.02 (m, 1H) ,10.72 (s,1H) ,7.91 (d,J=3. 1Hz,
1H) ,7.70(dd,J=10.8,1.8Hz, 1H),7.61-7.52(m,2H) ,7.40(d,J=8.1Hz,1H) ,7.10(t,J=
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7.9Hz,1H) ,6.79(d,J=7.8Hz,1H) ,3.90 (s, 3H) .
[3265]  FH6-5(- 1H-M5[I:CAS 17422-33-2F14- & FL-3- % - A H 5CAS 63069-50- 14 Al6-
S(-N- (4-8H-2-F R IE) - 1H-Mg| -3 -k i 1- 116

[3266] 0=S=0

[3267] Y% :.28% .

[3268]  th{ELCMS/7vE3 (ESY) :349.7 (M+H) *,100% 4l Ji .

[32691  'H NMR (500MHz,DMSO-d,) 812.17 (d,J=3.3Hz,1H) , 10.77(s,1H) ,8.10(d,J=
2.9Hz,1H) ,7.82(d,J=8.6Hz, 1H),7.75-7.71 (m,1H) ,7.57-7.53 (m,2H) ,7.52 (s, 1H),
7.23 (dd,J=8.6,1.9Hz,1H) .

[3270]1  [7-%(- 1H-T5|MCAS 53924-05-3F14- 5 FE-2,5- % - A H IECAS 112279-61-5%
JRT-E-N- (4-FFE-2,5- HIKIE) - 1H-W5| k- 3- T IERZT- 117

[3271] 0=S=0F

[3272] Y%K :.42%.

[3273]  th{ELCMS/7vE3 (ES) :337.99 (M+H) *,98 % 4li JiF .

[32741  'H NMR (600MHz,DMSO-d,) 812.65 (s,1H) ,11.25(s, 1H),8.35(d,J=3.1Hz,1H) ,
7.89-7.80 (m,2H) ,7.49(dd,J= 10.9,6.3Hz,1H) ,7.36(dd,J=7.7,0.9Hz,1H) ,7.23 (t,]
= 7.9Hz,1H) .

[3275]  D.4.5VEE.N- (4-5-2,5- HKFL) - IH-MEM& I [3, 2-h ] Memk- 3 - E %1 - 118/
=N

Cl
oy
Cl =
Oxd—0 Cl NH
{ F Oxd=0
[3276] \
o F o
N NH, Z ] H
N
X111 CAS: 2613-30-1 N
1118

[3277]  [m] 1H-AEkRg JF: [3, 2-H] Wk - 3- APt (140mg, 0. 52mmo1) FIAEERE (1. 5mL) ¥ H N
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A4-5-2,5- AN (90mg,0.55mmol) ¥ [ WIR SR M FE4h, ARG K 2T
VAR RMAEK/ NG (8/2) WIIR G Wy Ak 5 F i 75 A 3 o ok Ji8 ] 4 B i, K ihigle , 4635
CTFEZT /5, /55105mg N- (4-5(-2,5- ZHARHL) - 1H-MEmsH[3,2-h] Emk - 3-f ik fi
I-118, K e [E A

[3278] Y% :50% .

[3279]  FEMELOMS /i1 (ESY) :394 (M+H) ©,99 % 4l J .

[3280]1  'H NMR (400MHz,DMSO-d,) 813.26 (s,1H) ,10.51 (s, 1H),8.93(dd,J=4.4,1.6Hz,
1H) ,8.46 (dd,J=8.3,1.6Hz,1H) ,8.04-7.65 (m,3H) ,7.59 (m,1H) ,7.51 (dd,J=9.8,6.8
Hz,1H) ,7.40(dd,J=10.4,7.0Hz, 1H) .

[3281]  R6H 1 T HLA Y AT LARYE ST F7VEEM J7 84 ik
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[3294]

| N
[3295]  FEMELOMS /i1 (ESY) :366 (M+H) ©,98 % 4l J .
[3296]1  'H NMR (400MHz,DMSO-d,) 613.29 (s,1H) ,11.35(s, 1H),8.90(dd,J=4.4,1.6Hz,
1H) ,8.42(dd,J=8.3,1.6Hz, 1H),8.14(s,1H),8.08(d,J=8.7Hz,1H) ,7.67 (d,]=8.8Hz,
1H) ,7.63-7.42 (m,3H) ,7.32(d,J=7.2Hz,1H) «
[3297] N- (4-FFLFKEFKL) -5,6- %6 - 1H- 5|0 - 3- Rk A% 1- 120

[3298] sz F

[3299]  FEMELOMS 512 (ESY) :334 (M+H) *,99 % 4l J .

[3300]1 'H NMR (400MHz,DMSO-d,) 67.24 (d,J=8.7Hz,2H) 7.52 (dd,J=10.7,7.0Hz, 1H)
7.65(d,J=8.7THz,2H) 7.74(dd,J= 10.9,7.9Hz,1H)8.21 (d,J=2.8Hz, 1H) 10.95 (s, 1H)
12.26 (s, 1H) .

[3301]  N- (2-98(-4- FJLIRIL) - 1H-ZKFF [g] M1 - 3- Tk A% T - 121

N

—

[3302]
(0
J

[3303]  FEMELOMS i1 (ESY) :355 (M+H) ©, 98 % 4l J .

[3304]  'H NMR (400MHz ,DMSO-d,) 812.83 (s, 11) ,9.78 (s,1H) , 8.40(dd,J=8.2,1.0Hz,
1H) ,7.98(dd,J=8.2,1.2Hz,1H), 7.83-7.90 (m,2H) ,7.68-7.56 (m,2H) ,7.51 (ddd,]J=
8.1,6.9, 1.2Hz,1H) ,7.15(t,J=8.2Hz,1H) ,6.94-6.79 (m,2H) ,2.18 (s,3H)

[3305]  6-G(-N- (4- (AL AL ZK3E) - 1H-Mg|Wk - 3-fisfi fpE i 1- 122
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[3306] &

N cl
[3307]  BEPELCMS 712 (ES) 349 M-H) ,99% 4l J& .
[3308]  'H NMR (400MHz,DMSO-d,) 83.19 (s,3H) 4.22(s,2H) 7.01 -7.06 (m,2H) 7.08-7.13
(m,2H) 7.20 (dd,J=8.56,1.71Hz,1H) 7.48(d,J=1.47Hz,1H)7.80 (d,J=8.56Hz,1H) 7.98
(s,1H) 10.19 (brs,1H) 12.02 (brs,1H) .
[3309]  6-%40-N- (2,2- "% -1,3-FIF R 3HFRMm-4-3L) - 1H-M5| - 3- e i 1-123
"

O™ "o

[3310] @*N

‘S:O
o

7|

N cl
[3311]  BMELOMS 5322 (ES) : 385 M-H) ,99 % 4l .
(33121  'H NMR (400MHz,DMSO-d,) 66.95 (d,J=7.82Hz, 1) 7.06 (t,J=8.31Hz,1H)7.11-
7.15(m,1H) 7.18(dd,J=8.56,1.71 Hz,1H)7.52(d,J=1.47Hz,1H) 7.64 (d,J=8.80Hz, 1H)
7.94 (d,J=2.93Hz,1H) 10.34 (s, 1H) 12.11 (brs, 1H) .
[3313]  6-&(-N- (4-F 2 -3- ALK - 1H-MIWE - 3- kL1 - 124

N o]
[3315]  BgPELCMS 712 (ES) 360 M-H) ~,99% 4 JF .
[3316]1  'H NMR (400MHz,DMSO-d,) 83.79 (s,3H) 6.76 (d,J=8.31 Hz,1H)6.87 (s, 1H) 7.26
(d,J=8.56Hz,1H) 7.44-7.56 (m,2H) 7.83(d,J=8.80Hz,1H)8.24 (s,1H) 10.96 (s, 1H)
12.20 (brs, 1H).
[3317]  6-4-N-(2,2,6- =% -1,3- K I MEmMp-5-JL) - 1H-Ng|IWk - 3- Rk i 1 - 125
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FF
Y-
o
[3318] \
—0
.--S-"
F 0=
N cl

[33191  BEPELCMS 712 (ES) :403 M-H) ,98% 4l J& .

[33201  'H NMR (400MHz,DMSO-d,) 87.18 (dd,J=8.56,1.71Hz, 1H)7.29(d,J=6.36Hz, L)
7.41(d,J=8.80Hz,1H) 7.50 (s, 1H) 7.68(d,J=8.80Hz,1H)7.89 (d,J=2.93Hz,1H) 10.06
(s,1H) 12.06 (brs,1H) .

[3321]  6-F(-N- (4-FJE-2- AR AL - 1H- M|k - 3- Ik i 1 - 126

Cl
[3323]  BgPELCMS 512 (ES) 360 M-H) ,97% 4 & .
(33241  'H NMR (400MHz,DMSO-d,) 83.62 (s,3H) 7.22 (dd,J= 8.80,1.47Hz,1H) 7.28-7.33
(m,2H) 7.46 (d,J=8.31Hz,1H) 7.51(s,1H)7.86(d,J=8.31Hz,1H) 8.05(d,]J=2.45Hz, 1H)
9.85(s,1H) 12.10 (brs, 1H) -
[3325]  6-%-N- (7T-%-2,1,3- K HfME Mk -4-55) - 1H-I5| W% - 3- Tl ke 1 - 127

—N

TN

Na

N
[3326] \ 5
s=

o=
a
N cl
[3327]  BHMELOMS 792 (ES) :381 (M-H) ,97% 4lifE,
[3328] '{ NMR (400MHz ,DMSO-d,) 87.13 (d,J=8.80Hz, 1) 7.38 -7.42 (m,2H) 7.44 (s, 11)

7.76 (d,J=8.31Hz,1H) 8.02 (brs,1H) 10.72(s,1H) 12.05 (brs, 1H) »
[3329]  6-%4(-N- (34N IE -2-3L) - 1H- M|k - 3 - Ff Bk e 1 - 128
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[3331]  BRlMELCMS 73252 (BS) : 326 (M+H) +,99 % 46 )i .

[33321 'H NMR (400MHz,DMSO-d,) 87.02-7.08 (m, 1) 7.22(d,] =8.31Hz,1H) 7.52 (s, )
7.61(t,J=9.29Hz,1H) 7.87(d,J= 7.83Hz,1H) 7.96-8.02 (m,1H)8.10 (s, 1H) 10.86 (s, 1H)
12.09 (s,1H) .

[3333] -(5-?7%—3-EI3§ M AE - 2- 32) -6- 50 - 1H-M5| Wk - 3- T e i T - 129

7\

[3334]

\
EE 7
\

[3335] 7 iLCMSﬁzzz(Es) 416 (M+H) *,99 % 4 JiF .

[3336]  'H NMR (400MHz,DMSO-d,) 83.78 (s,3H) 7.21 (dd,J= 8.56,1.71Hz,1H) 7.50 (s, 2H)
7.79(d,J=1.96Hz,1H)7.94(d, J=8.31Hz,1H)8.09(d,J=2.45Hz,1H) 10.25 (s, 1H) 12.06
(brs,1H) »

[3337]  N- (7-1R-2,2- =51, 3- R A I MG -4 - 55) -6- (- 1H- W5\ - 3-fit ML -
130

X
[3338] :

gset

[3339]  BHEIHLOMS /71222 (ES) :463 M-H) ,97 % 4,

[33401  'H NMR (400MHz,DMSO-d,) 86.91 (d,J=8.80Hz,1H) 7.19 (d,J=8.31Hz,1H) 7.30
(d,J=9.29Hz,1H) 7.48-7.57 (m,1H) 7.64-7.72 (m,1H)7.94(d,J=2.45Hz,1H) 10.44 (brs,
11 12.13 (brs,1H) .

[3341]  6-&(-N- (5-9-2,1,3-ZF M M -4-J) - 1H- M| Wk -3 -l k% 1- 131

m M
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[3342]

Cl
[3343]  FEMELOMS 12 (ESY) :383 (M+H) ©,99 % 4l J .
[3344]1  'H NMR (400MHz,DMSO-d,) 87.04 (dd,J=8.80,1.96Hz, 1H)7.40(d,J=8.80Hz, L)
7.48(d,J=1.47THz,1H)7.72 (t,J= 9.78Hz,1H) 7.83(d,J=1.96Hz,1H) 8.05 (dd,]J=9.29,
4.40 Hz,1H)10.13(s,1H) 11.98 (brs,1H) »
[3345]  6-%(-N- (6-FFE-2,2- ZH-1,3- 2RI A M A -4-25) - 1H- 5| Wk -3~ T i
I-132

N
RN
0
ol
o) F
(o]
[3346] AN
-5

[3347]  BlMELCMS /5¥2:2 (BS) :410.00 (M-H) ,92% 4 JE .

[3348]  'H NMR (400MHz,DMSO-d,) 87.21 (dd,J=8.56,1.71Hz, 1H)7.45(s,1H)7.52(d,J=
1.47Hz,1H) 7.65(d,J=8.80Hz,1H) 7.78(s,1H)8.10(d,J=2.93Hz,1H) 10.82 (brs, 1H)
12.20 (brs, 1H).

[3349]  N- (4-FHEORHL) -6- PP 2L - TH-Mg| P - 3- Tl i T- 133

Ne—
S—
\'@\N
\
o=

=0

[3350]

[3351]  HEPELCMS /7742 (ES') :336.00 M-H) ,99% 4l .

[3352]  'H NMR (400MHz , DMSO-d,) 80.58-0.69 (m,2H) 0.86-0.98 (m,2H) 1.91-2.02 (m, 1H)
6.90(d,J=8.31Hz,1H) 7.12(s,1H) 7.19(d,J=8.31Hz,2H) 7.59 (d, J=8.80Hz,2H) 7.67
(d,J= 8.31Hz,1H) 8.03 (brs,1H) 10.92 (brs, 1H) 11.87 (brs, 1) .

[3353]  6-yR-N- (4-FIEIRIL) - 1H- M|k - 3- Tl Bk Jie 1- 134
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N=—
S—
\©\N
\._o

- S=

[3354] o=

N Br
[3355] 'H NMR (400MHz ,DMSO-d,) 87.23 (d, J=8.31Hz,2H) 7.36 (d,J=8.80Hz,1H) 7.59-
7.67 (m,3H) 7.74-7.79 (m,1H)8.17 (s,1H) 10.98 (brs,1H) 12.19 (brs,1H) »
[3356] 6-¥R-N-(2,2,6- = -1,3-ZKFf NEmk-5-FL) - 1H-I5|We -3 -k i%1-135

N
[3357] \

N Br
[3358] B IELCMS J7v£2 (ES') :448.80 (M+H) *,86 % 4li Ji .
(33591  'H NMR (400MHz,DMSO-d,) 87.34 (d,J=6.40Hz,1H) 7.43 (d,J=8.80Hz,1H)7.71
(d,J=8.80Hz,1H) 7.95(d, J=8.80 Hz,1H)8.03 (s,1H) 8.17 (brs, 1H) 10.20 (brs, 1H) 12.51
(brs, 1H) »
[3360]  6-7R-N-(2,4,5- =H(KIHE-) - 1H-5| k- 3- BEFEAL T - 136
F

[3361]

N Br
[3362] Bl IELCMS /72 (BS') :405.00 (M+H) *,94 % 4l fiF .
[3363]  'H NMR (400MHz ,DMSO-d) 87.31-7.36 (m,2H) 7.44-7.51 (m,1H)7.63-7.68 (m,2H)
7.94(d,J=2.93Hz,1H) 10.21 (s, 1) 12.11 (brs,1H) .
[3364]  6-¥R-N- (2,2- =58~ 1, 3- R IF RPN -4-25) - TH-Wg| W - 3- Rk ik 1-137

271



CN 110121499 B W OB P 243/347 7

F
F
O>J‘o

[3365] @N\ o

/S/’
0=
4@
N Br

[3366]  BgiELCMST7 %2 (ESY) :431.00 (OM+H) *,93% 4fi &,

[3367]1  'H NMR (400MHz,DMSO-d,) 86.94 (dd,J=8.31,0.98Hz, 1H)7.06 (t,J=8.31Hz, 1H)
7.11-7.15(m,1H) 7.28-7.32 (n,1H) 7.60(d,J=8.80Hz,1H)7.66(d,J=1.47Hz,1H)7.93
(d,J= 2.93Hz,1H) 10.34 (s, 1H) 12.11 (brs, 1H) .

[3368]  6-%(-N- (2- %6 -4-fidk - K IL) - 1H-W5| M -3 - fif b A 1- 138

OZNQ

L

[3369] F 0935O
el
N cl

[3370]  HefELCMS /5722 (ES) :368.00 M-H) ,39% 4fiJF .
[3371]  6-5(-N- (4-FIEARIEL) - 1- K FF MR - 3- TR EA% T - 139

CN
N

0,‘: 4
[3372] Sz0

o
Cl o)

[3373]  BEELCMS 72 (ES) :331.00 M-H) ,99% 4fi i,
[3374] 'H NMR (400MHz , DMSO-d,) 87.27 (d,J=8.31Hz,2H) 7.48 -7.57 (m,1H) 7.70 (d,]J=
8.31Hz,2H) 7.84 (s,1H) 7.96 (s, 1H) 8.93(s,1H) 11.44 (brs, 1H) »
[3375]  6-5-N- Q-9 -4- MK IE) - TH- 5| W - 3-BEE A% T - 140
F
|

[3376] 0=S=°

[3377]  FEMELOMS /i1 (ESY) =451 (M+H) ©,99% 4l J .

[3378]  'H NMR (400MHz,DMSO-d,) 612.07 (s,1H) ,10.11 (s, 1H),7.91(d,J=2.4Hz,1H) ,
7.76(d,J=8.6Hz,1H) ,7.54- 7.47(s,dd,2H) ,7.44(dd,J=8.4,1.8Hz,1H) ,7.21(dd,]J=
8.6,1.9Hz,1H) ,7.08 (t,J=8.4Hz,1H) ,

[3379]  6-G(-N- (4-F-2-F RFL) - 1H-W5| Wk - 3- Rt e A T- 141
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Cl

[3380] N

[3381]  BgPELCMS /731 (ES) 357 M-H) ,98% 4l .

[3382] 'H NMR (400MHz,DMSO-d,) 812.07 (s,1H) ,10.10 (s, 1H),7.89(d,J=2.1Hz,1H) ,
7.73(d,J=8.6Hz,1H) ,7.52(d, J=1.8Hz,1H) ,7.36-7.25 (m,2H) ,7.24-7.12 (m,2H) .
[3383]1  N-(2,1,3- KAl —mk-4-3E) -6-5 - 1H-Mg| Wk - 3- Tk i 1 - 142

[3384]

seN
[3385]  th{ELCMS/7vE3 (BS) :412.93 (M+H) ', 98 % 4li JiF .
[3386]  'H NMR (600MHz,DMSO-d,) 612.07 (s,1H) ,10.29 (s, 1H),8.12(s,1H) ,7.85(d,J=
8.6Hz,1H) ,7.46-7.44 (m,1H) , 7.44-7.42(m,1H),7.41(d,J=9.0Hz,1H) ,7.27 (dd,]J=
6.5, 1.7Hz,1H),7.13(dd,J=8.6,1.9Hz,1H) .
[3387]  6-(-N- (4-FHE-2- 98 -5- B R E) - 1H-Ng|Pk - 3- hsl o Jiée 1 - 143

HN

@lg,,o
[3388] ' HN O
[3389]  riELCMSTT1%:3 (ESY) :379.02 (M+H) *, 96 % 4fi &
[3390]  'H NMR (600MHz,DMSO-d,) 812.13 (s,1H) ,10.83 (s, 1H),8.15(d,J=2.3Hz,1H) ,
7.84(d,J=8.6Hz,1H) ,7.60- 7.46 (m,2H) ,7.23(dd,]=8.6,1.9Hz,1H) ,7.12(d,J=6.5
Hz,1H) ,3.78 (s, 3H) .
[3391]1  6-5-N- (6-9-2,1,3-KFFmE M -5-38) - TH-ME Mg FE (2, 3-bInkme -3-fif Fhf%T-
144
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Cl

[3392] 0=$=0F

[3393]  th{ELCMS/7vE3 (ES) :383.97 (M+H) *,99% 4li JiF .

[33941  'H NMR (600MHz ,DMSO-d,) 612.89 (s, 1H) ,10.79 (s, 1H),8.36(d,J=2.8Hz,1H) ,
8.29(d,J=8.3Hz,1H) ,7.94- 7.79 (m,2H) ,7.36(d,J=8.3Hz,1H) .

[3395]  N- (4-FJE-2,5- KL - 1H-M|Wk - 3- M BEAZT-145

NH
Z

O=S|=0 F

3396
: ] HN

CN
F

[3397]1  th{ELOMS7¥E3 (BS) :334.03 (M+H) *,99% 4l fif .
[3398] 'H NMR (500MHz,DMSO-d,) 812.17 (s,1H) ,11.16 (s, 1H),8.27(d,J=3.1Hz,1H) ,
7.90-7.86 (m,1H) ,7.83(dd,J= 10.3,6.0Hz,1H) ,7.51-7.42 (m,2H) ,7.23-7.24 (m,2H) .
[3399] N- (4-%(3E-2,5- “FAKIHL) -6- Q- FHH L HIL) - 1H- 5|0 -3- R eI - 146

F

CN
N
[3400] _520

/

[3401]  th{ELCMS/7vE3 (ES) :408.07 (M+H) *,99% 4li JiF .

[34021  'H NMR (600MHz,DMSO-d,) 811.95 (s,1H) ,11.13 (s, 1H),8.12(d,J=3.0Hz,1H) ,
7.84(dd,J=10.2,5.9Hz,1H) , 7.73(d,J=8.8Hz,1H) ,7.43(dd,J=11.0,6.3Hz,1H) ,6.96
(d,J=2.20z,1H) ,6.87 (dd,J=8.8,2.3Hz,1H) ,4.19-3.99 (m,2H,CH,) ,3.66 (dd,J=5.6,
3.6Hz,CH,) ,3.30 (s,3H, CH,) .

[3403] N-(2,1,3-ZFJf0gE —mk-5-3E) -6- 5 - 1H- 5| Wk - 3- T ki 1 - 147
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Cl

NH
Vi

404
[3404] 0=$=0

HN _N
T
N

[3405]  riELCMSTT1%:3 (ESY) :364.98 (M+H) *,99% 4fi &

[3406]  'H NMR (500MHz,DMSO-dy) 812.14 (s,11) ,10.95-10.90 (m, 1H) ,8.25 (s, 1H) ,7.92
(dd,J=9.5,0.7Hz,1H) ,7.87(d,] =8.6Hz,1H) ,7.60(dd,J=2.1,0.7Hz,1H) ,7.52-7.46
(m, 2H),7.24(dd,J=8.6,1.9Hz,1H) .

[3407]  N- (4-FJE-2,5- “H L) -1,6,7,8- VU FF R I I [o] WIWE - 3- T i 1-148

[3408] 0=S=0F
|

CN

[3409]  rELCMSTT1%:3 (ESY) :374.06 (M+H) *,98% 4fi &,

[3410]  'H NMR (600MHz ,DMSO-d,) 812.02 (s, 11) ,11.14 (s,1H) , 8.21(d,J=3.0Hz,1H) ,
7.82(dd,J=10.3,5.9Hz,1H) ,7.66 (d,J=8.1Hz,1H) ,7.44(dd,J=11.1,6.3Hz,1H) ,7.11
(d,J= 8.1Hz,1H) ,3.01 (t,J=7.4Hz,2H) ,2.94 (t,J=7.4Hz,2H), 2.10(p,J=7.4Hz,
2H) .

[3411]  N- (4-FHE-3- %I -1,6,7,8- VU FF R I I [o] WIWk - 3- BT L - 149

NH
Va

[3412] 0=5=0

L
CN

!
[3413]  th{ELCMS/7vE3 (BS) :356.07 (M+H) *,95% 4li JiF .

[3414]1  'H NMR (500MHz,DMSO-d,) 612.12 (s, 1H) ,11.19 (s, 1H),8.18(d,J=3.1Hz,1H) ,
7.68(dd,J=8.6,7.6Hz,1H), 7.61(dd,J=8.1,0.9Hz,1H) ,7.13-7.07 (m,2H) ,7.04 (dd,]J
= 8.6,2.1Hz,1H) ,3.01 (t,J=7.4Hz,2H) ,2.93 (t,J=7.4Hz, 2H),2.09 (p,]J=7.4Hz,
2H) .

[3415]  N- (4-FJE-2-FFHL) -1,6,7,8-WUEIA L —Hi - [g] W[k - 3- R L AL - 150

275



CN 110121499 B W OB P 247/347 W

NH

Z

3416
[ ] 0=S=OF

“CL
CN

[34171  rp{ELOMS 713 (ESY) :356.07 (W+H) *, 98 % 4lif¥ .

[3418]  'H NMR (500MHz,DMSO-d,) 812.05 (s,1H) ,10.72 (s, 1H),8.01(d,J=3.1Hz,1H) ,
7.71(dd,J=10.7,1.8Hz,1H) , 7.62(dd,J=8.1,0.8Hz,1H) ,7.58 (dd,]J=8.6,7.8Hz,1H) ,
7.55-7.52(m,1H) ,7.08(d,J=8.2Hz,1H) ,3.01 (t,J=7.4Hz,2H) ,2.94 (t,J=7.4Hz,2H) ,
2.10(p, J=7.4Hz,2H)

(34191 N- (4-8F-2,5- ZHAIE) - 1H-Z55F [g] W[ - 3-fi L /1% 1 - 151

[3420] 0=S=0F

CN

[3421]1 P PELOMSTT1%:3 (ESY) :384.05 (M+H) *, 96 % 4fi &

[3422]  'H NMR (500MHz,DMSO-dy) 813.06 (s,11) ,11.22 (s, 1H),8.41(dd,J=8.3,1.2Hz,
1H) ,8.36(d,J=3.1Hz,1H) , 8.02-7.95 (m,2H) ,7.82(dd,J=10.3,5.9Hz,1H) ,7.69 (d,J=
8.7Hz,1H) ,7.60-7.62 (m,1H) ,7.55-7.47 (m,2H) .

[3423]  N- (4-FFE-2-HAIE) - 1H-ZKIF [g] M|k - 3- B TR AT - 152

CN
[3425]  th{ELCMS/7vE3 (BS) :366.06 (M+H) *,99% 4l JiF .
[3426]  'H NMR (500MHz ,DMSO-d,) 812.97 (s, 11) ,10.80 (s, 1H) ,8.37-8.39 (m, 1H) ,8.16
(d,J=3.1Hz,1H) ,8.00-7.96 (m,1H),7.93(d,J=8.7Hz,1H) ,7.70(dd,J=10.7,1.8Hz,
1H) ,7.67-7.58 (m,3H) ,7.57-7.46 (m,2H) .
[3427]  6- (CFILAEIL) -N- (4-5F(FE-2,5- G IL) - 1H- 150 - 3- R ki1 - 153
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[3428] \ —=0
F 0"”8
7
N

[3429] e {ELCMS 5953 (ES) :440.08 (M+H) *, 98 % 4li &

[3430] 'H NMR (600MHz,DMSO-d,) 811.95 (s,1H) ,11.13 (s, 1H),8.12(d,J=3.0Hz,1H) ,
7.84(dd,J=10.2,5.9Hz,1H), 7.75(d,J=8.8Hz,1H) ,7.47-7.41 (m,3H) ,7.39 (t,]J=
7.6Hz, 2H) ,7.34-7.30 (m,1H) ,7.02(d,J=2.2Hz,1H) ,6.95(dd,J= 8.8,2.3Hz,1H) ,5.12
(s,2H) »

[3431]  6- (FFFLEIE) -N- (4-FIE-2-F AR IE) - 1H-M5|W - 3-Fe fE 1% 1 - 154
0
N
Y
[3432] O—8=0
| F
N

[3433]  th{ELCMS/7vE3 (BS) :422.08 (M+H) *,97 % 4l JiF .

[3434]  'H NMR (500MHz ,DMSO-d) 811.86 (s,11) ,10.70 (s, 1H),7.94(d,J=2.9Hz,1H) ,
7.74-7.69 (m,2H) ,7.60-7.52 (m,2H) ,7.47-7.43 (m,2H) ,7.41-7.37 (m,2H) ,7.35-7.29
(m,1H) ,7.02(d,J=2.2Hz,1H) ,6.93 (dd,J=8.8,2.3Hz, 1H),5.12(s,2H) .

[3435]  N-(2,1,3-ZRIF0E k-4~ J8) - 1H- 2R IF [g] Ml - 3- T 9t % 1- 155

HN
P
S
[3436] D g NH

N

Coa Y

--.Nf
[3437]1  rhPELCMS 7943 (ESY) :381.04 (M+H) *,95.2% 4l JiF .
[3438]  'H NMR (500MHz,DMSO-d,) 612.88 (s,1H) ,10.80 (s, 1H),8.36(dq,J=8.3,0.9Hz,
1H) ,8.18(d,J=3.0Hz,1H) , 7.98(d,]J=8.8Hz,1H) ,7.93(dt,]=8.4,0.8Hz,1H) ,7.66
(dd,J=8.7,1.1Hz,1H) ,7.55 (m,3H) ,7.54(dd,J=7.4,1.1 Hz,1H) ,7.46-7.48 (m, 1H) .

[3439]  N-(2,1,3-ZKJFME M -4-JL) -6- (RILZEIL) - 1H- M|k - 3- Tt /i 1- 156

HN
S ¥
(0] ’fS‘NH
[3440] o
/N\
@
N
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[3441]  th{ELOMS/7vE3 (BS) :437.07 (M+H) *,99% 4l JiF .

[3442]1  'H NMR (600MHz,DMSO-d,) 811.78 (s,1H) ,10.70 (s, 1H),7.97(d,J=2.9Hz,1H) ,
7.77(d,J=8.8Hz,1H) ,7.66 (dd,]=8.7,0.9Hz,1H),7.57 (dd,J=8.8,7.4Hz,1H) ,7.47
(dd,J=7.5,1.0Hz,1H) ,7.44-7.40 (m,2H) ,7.37 (t,J=7.6 Hz,2H) ,7.33-7.28 (m, 1H) ,
6.96 (d,J=2.2Hz,1H) ,6.85 (dd,J=8.8,2.3Hz,1H) ,5.08 (s,2H) .

[3443]  N-(2,1,3-ZK I Wk -5-38) - 1H- 2R IF [g] Ml - 3- Tl e i 1- 157

[3445]  rPELOMSTT1%:3 (BSY) :381.04 (M+H) *,97 % 4l

[3446]  'H NMR (500MHz,DMSO-dy) 812.95 (s,11) ,10.96 (s, 1H) ,8.36 (dd,J=8.3,1.2Hz,
1H) ,8.31(d,J=2.8Hz,1H), 7.99(d,J=8.8Hz,1H),7.97-7.94 (m,1H) ,7.90 (dd,]=9.4,
0.7Hz,1H) ,7.69-7.64 (m,2H) ,7.56-7.58 (m, 1H) ,7.53(dd,] =9.4,2.2Hz,1H) ,7.46-7.48
(m, 1H) »

[3447]  N-(2,1,3-43FMe —Me-5-38) -1,6,7, 8- TUE IR K & I [g] W51k - 3- Rt -
158

[3448]

[3449]  rPMELCMS771:3 (BSY) :371.05 (M+H) *, 100 % 4l JiE .

[3450]  'H NMR (500MHz ,DMSO-d,) 812.02 (s, 11) ,10.85 (s, 1H) ,8.14(d,J=3.0Hz,1H) ,
7.89(dd,J=9.4,0.7Hz,1H) , 7.69-7.65 (m,1H) ,7.59 (dd,J=2.2,0.7Hz,1H) ,7.50 (dd,]J
= 9.4,2.2Hz,1H) ,7.09(d,J=8.1Hz,1H) ,2.97 (t,J=7.4Hz, 2H),2.90 (t,J=7.4Hz,
2H) ,2.11-2.00 (m,2H) .

[3451]  N- (4-FIEIRHL) - 1H-2K 5 [g] MWk - 3- R BBE A& T- 159
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[3453]  th{ELCMS/7vE3 (ES) :348.07 (M+H) ', 98 % 4li JiF .

[3454]  'H NMR (500MHz,DMSO-dy) 812.96 (s,11) ,10.97 (s, 1H),8.39 (dd,J=8.3,1.2Hz,
1H) ,8.22(d,J=2.9Hz,1H) , 7.95(dd,]J=19.9,8.5Hz,2H) ,7.67 (d,]=8.8Hz,1H) ,7.64-
7.57 m,3H) ,7.50-7.52 (m, 1H) ,7.32-7.25 (m,2H) .

[3455]  N- (6-9-2,1,3- A JfME M -5-FL) - 1H- 28I [g] M|k - 3- Ak e 1- 160

[3456] 0=S=0F
|

N

i

N-g
[3457]  th{ELCMS/7vE3 (ES) :399.03 (M+H) *,97 % 4li Ji .
[3458]  'H NMR (500MHz,DMSO-d,) 612.97 (s, 1H) ,10.79 (s, 1H),8.37-8.39 (m,1H) ,8.27
(d,J=3.1Hz,1H) ,8.00(d,J= 8.8Hz,1H),7.98-7.94 (m,1H) ,7.90 (d,J=7.8Hz,1H) ,7.86
(d,J=10.8Hz,1H) ,7.68-7.64 (m,1H) ,7.57-7.59 (m,1H) , 7.48-7.51 (m,1H) .
[3459] N- (2,1,3-FFml —WE-5-3L) -6-5(- 1H- M| - 3- ik BE AL - 161
Cl

NH

Vi

[3460] = $: o

HN N
1@«
N

[3461]  th{ELOMS/7vE3 (BS) :412.93 (M+H) ', 98 % 4li JiF .
[34621  'H NMR (500MHz,DMSO-d,) 812.14 (s,1H) ,10.81 (s, 1H),8.22(s,1H) ,7.88(d,J=
8.6Hz,1H) ,7.67(d,J=10.3 Hz,1H) ,7.50(d,J=2.0Hz,1H) ,7.39-7.33 (m,2H) ,7.25 (dd,
J=8.6,1.9Hz,1H) .
[3463]  6-4(-N- (6-%-2,1,3- KM — Mk -5-5) - 1H-I5| W% - 3- Tl ki 1 - 162

Cl

NH
&

[3464] 0=5=0F
HN

{ N
N-§
[3465]  th{ELCMS/7vE3 (ES) :383.09 (M+H) *,97 % 4li JiF .
[3466]1  'H NMR (500MHz,DMSO-d,) 612.16 (s,1H) ,10.76 (s,1H) , 8.22(s,1H) ,7.80-7.92
(m,3H) ,7.51 (s, 1H) ,7.18-7.28 (m, 1H) .
[3467]1  6-5-N- (7-F3L-2,1,3-FFFme —me-4-FL) - 1H- 18|k -3- T L% - 163
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Cl
4

[3468] 0=8=0

|
N
PO W

s-N
[3469]  rPELOMST71:3 (BSY) :390.3 (M+H) ©,95% 4l JiF .
[34701  'H NMR (500MHz ,DMSO-d,) 811.52 (s,1H) ,7.74-7.85 (m, 1H),7.68(d,J=8.5MHz,
1H) ,7.24-7.45 (m,2H) ,7.04-7.11 (m,1H) ,6.94 (d,J=8.4Hz,1H) .
[3471]  N- (4-FJE-2,5- @ IKHL) -4,6- 4 - 1H- M5k - 3-Fil ke 1 - 164
F,

NH
Z

[3472] P 0=$=0

[3473] A PELOMS /7323 (ESY) :369.2 (W+H) *,95% 4li s .
[3474]  'H NMR (600MHz ,DMSO-d,) 812.47 (s, 11) ,11.04 (s, 1H) ,8.25(d,J=3.0Hz,1H) ,
7.85(dd,J=10.1,5.8Hz,1H) , 7.43(dd,J=10.9,6.2Hz,1H) ,7.16(dd,]J=8.7,2.1Hz,
1H), 7.05(td,J=10.5,2.2Hz,1H) .
[3475]  N- (4-FFE-2,5- G IRHE) -6-F - 1H-M5| Wk -3 - EE% 1 - 165

F

NH
Y
[3476] O:S|=0
F C
SN

[3477] v {ELOMS7¥E3 (BS) :351.3 (M+H) *, 98 % 4l FE .

[3478]  'H NMR (600MHz,DMSO-d,) 812.28-12.11 (m, 1) ,11.18 (s,1H) ,8.26 (d,J=3.0Hz,
1H) ,7.84(ddd,J=14.4,9.5,5.6 Hz,2H) ,7.43(dd,J=11.0,6.4Hz,1H) ,7.27(dd,J=9.5,
2.4 Hz,1H) ,7.10 (td,J=9.3,2.4Hz,1H) .

[34791  N-(2,1,3-ZFJf0ge —mk-4-5E) -4, 6- 4~ 1H-W5| W% - 3- Tl e % 1 - 166
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[3480] F

[3481]  thH{ELOMS7¥E3 (BS) :366.3 (M+H) ©,99% 4l FE

[3482]1  'H NMR (600MHz,DMSO-d,) 812.26 (s,1H) ,10.16 (s, 1H) ,8.07 (s, 1H) ,7.70 (dd,J=
8.9,0.9Hz,1H) ,7.58 (dd,J= 8.8,7.4Hz,1H) ,7.47(dd,J=7.4,0.9Hz,1H) ,7.08 (dd,J=
9.0,2.1Hz,1H) ,6.96 (td,J=10.4,2.2Hz,1H) .

[3483]  7-yR-N- (4-FJE-2,5- “HOREE) - 1H- M|k - 3- M EAZT-167

Br
NH
-
[3484] 0=S=0Q
I
HN F
F : :c .
N

[3485]  th{ELOMS/7¥E3 (BS) :412.2 (M+H) *,99% 4l FE

[3486]  'H NMR (500MHz,DMSO-d,) §12.75-12.27 (m, 1H) ,11.22 (s, 1H) ,8.30(d,J=3. 1Hz,
1H) ,8.01-7.72 (m,2H) ,7.55-7.38 (m,2H) ,7.17 (t,J=7.8Hz,1H) .

[3487]  N- (4-$FFE-2-FAIEL) -4,6- 5 - 1H- 5|0k - 3- T L% - 168

[3488] F 0=8=0

=
F‘. : “Cs

[3489]1  thH{ELOMS/7¥E3 (ES) :351.3 (M+H) *,98% 4liFE

[3490]1  'H NMR (500MHz ,DMSO-d,) 812.36 (s,1H) ,10.56 (s, 1H),8.08(d,J=2.5Hz,1H) ,
7.80-7.68 (m,1H) ,7.59-7.49 (m,2H) ,7.15(dd,J=9.0,2.1Hz,1H) ,7.03 (m,J=10.8,
10.1,2.1Hz,1H) .

[3491]  N-(2,1,3-ZF If0gE —mk-5-35) -6- % - 1H- 5| Wk - 3- Tk L% T - 169

281



CN 110121499 B W OB P 253/347 T

F.

[3492]

[3493]  thH{ELOMS7¥E3 (BS) :348.3 (\M+H) *, 97 % 4l FE

[3494]  'H NMR (500MHz,DMSO-d,) 812.08 (s,11) ,10.91 (s, 1H),8.20(dd,J=7.1,2.4Hz,
1H) ,7.91 (dd,J=9.4,0.7Hz, 1H),7.86(dd,]J=8.8,5.3Hz,1H),7.59(dd,]J=2.2,0.7Hz,
1H) ,7.48(dd,J=9.4,2.2Hz,1H) ,7.22 (m,]=9.6,2.4,0.5 Hz,1H) ,7.08 (m,J]=9.7,8.8,
2.4Hz,1H) .

[3495]  N- (4~ -2-FKIE) -6- (F-2-3) - 1H- W[k - 3- T EA% 1 - 170

NH
Z
[3496] 0=s=0F
HN
Csn

[3497]1 v {ELOMS7¥E3 (BS) :357.4 (M+H) *,95% 4l FE
[3498]  'H NMR (500MHz ,DMSO-d,) 611.93 (d,J=3.0Hz,1H) , 10.74(s,1H),8.02(d,J=
3.0Hz,1H) ,7.84-7.68 (m,2H) ,7.61 -7.44(m,2H) ,7.27 (t,J=0.9Hz,1H) ,7.10(dd,]J=
8.3,1.5 Hz,1H) ,2.96 (d,J=6.9Hz,1H) ,1.21 (d,J=6.9Hz,7H) .
[3499]  N- (4-E(IEAIL) -6- 5 - 1H-M5| % - 3- APk e 1- 171

H

R N
oV
[3500] 0

S:’-

0=
HN
CzN

[3501]  rELCMST5%:3 (BSY) :315.32 (M+H) *,97 % 4l .

[35021  'H NMR (600MHz,DMSO-d,) 612.12 (s, 1H) ,10.95 (s, 1H) ,8.39-8.06 (m,1H) ,7.80
(dd,J=8.8,5.2Hz,1H) ,7.68- 7.56 (m,2H) ,7.34-7.14 (m,3H) ,7.08 (m,J=9.6,8.8,
2.4Hz, 1H) .

[3503]  6-#-N- (6-%-2,1,3- KM Mk -5-J55) - 1H-I5| W% - 3- Rl kA 1- 172

W
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\ ’N
N~g
[3505]  Hh{LOMS/7¥E3 (BS) :366.3 (M+H) ©,99% 4l FE
[3506]1  'H NMR (600MHz ,DMSO-d,) 812.11 (d,J=3.2Hz,1H) , 10.76(s,1H),8.19(d,J=
3.0Hz,1H) ,8.04-7.69 (m,3H) ,7.24 (dd,J=9.5,2.4Hz,1H) ,7.08 (m,]=9.7,8.8,2.4Hz,
1H) »
[3507]  N- (4-¥R-2- i FKIL) -6- FF 3L - 1H- M|k - 3- I e A% 1- 173
HaC N
100,
[3508] 5 \:0
; >"‘Br
g
[3509]1  HH{ELOMS7¥E3 (ES) :383.2 (M+H) *,95% 4l FE
[35101  'H NMR (600MHz ,DMSO-d,) 811.81 (d,J=3.1Hz,1H) , 10.01(s,1H),7.77(d,J=
3.0Hz,1H) ,7.63(d,J=8.2Hz, 1H),7.40(dd,J=9.9,2.1Hz,1H) ,7.32-7.14 (m,3H) ,6.98
(dd,J=8.3,1.5Hz,1H) ,2.38(s,3H) .
[3511]  N- (4-5-2- 9 FKIL) -6- FF 3L - 1H- M|k - 3- Rk A% 1- 174

HsC N
|V
[3512] gD
HN
o
F
[3513]  rh{ELOMS 7343 (ES) :338.7 (M+H) *, 95% 4liJ¥ .
[3514]  'H NMR (600MHz,DMSO-d,) 811.81(d,J=3.0Hz,1H), 9.99(s,1H),7.77(d,J=
2.9Hz,1H) ,7.62(d,J=8.1Hz,1H) , 7.34-7.22(m,3H) ,7.14 (,J=8.7,2.4,1.1Hz,1H) ,
6.98 (dd,J=8.1,1.4Hz,1H) ,2.38(s,3H) .
[3515]  N- (4-5(-5- % -2- AR IR AL - TH-Z80F (] Mol - 3- R BE A 1- 175

&

0:8'....-

HNmF
~o0 Cl

- B

NH

[3516] 4
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[3517] v {ELOMS/7¥E3 (ES) :404.8 (M+H) *,95% 4l FE

(35181  'H NMR (600MHz ,DMSO-d,) 612.85(d,J=3.3Hz,1H) , 9.63(s,1H),8.38(d,J=
8.2Hz,1H) ,8.03(d,J=2.8Hz,1H), 7.95(dd,]J=30.6,8.4Hz,2H) ,7.70-7.57 (m,2H) ,7.49
(m,J= 8.1,6.8,1.2Hz,1H) ,7.31(d,J=10.6Hz,1H) ,7.01(d,J=6.9 Hz,1H),3.37 (s,
3H) »

[3519]  6-%&(-N- (4-FFL-2,5- “HOREL) - 1H-mEg I [2, 3-b]mkiE - 3- L AL L - 176

Cl
\ / NH
P
[3520] -y
O-Is..o
HN -
F : :CN

[35211  Hp{ELOMSJ7i%:3 (ESY) :369.2 (W+H) *, 98 % 4l
[3522]  'H NMR (500MHz,DMSO-d,) 812.97 (br, 1H,NH) ,11.20 (br, 1H,NH) ,8.46(d,J=
3.0Hz,1H) ,8.28(d,J=8.3Hz, 1H),7.86(dd,]J=10.3,6.0Hz,1H) ,7.47(dd,]J=10.8,6.4
Hz,1H) ,7.40(d,J=8.2Hz,1H) .
[3523]  6--N- (475l dk - 2- FOORSE) - TH-MER JF: (2, 3- DI IE - 3- ML T- 177

Br.

[3525]  Hp{ELOMSJ7i%:3 (ESY) :395.2 (W+H) *, 99 % 4l
[3526]  'H NMR (500MHz ,DMSO-d,) 612.91 (br, 1H,NH) ,10.81 (br,1H,NH) ,8.24 (s, 1H) ,
8.13(d,J=8.3Hz,1H) ,7.70-7.76 (m,1H) ,7.52-7.58 (m,2H) ,7.48(d,J=8.3Hz,1H) .
[3527]  6-%50-N- (4- HUHEIRIE) - 1H-HLS I [2,3-b] Mk - 3- L AL - 178

Cl

[3528] -

[3529]  rPELOMS771:3 (BSY) :333.1 (M+H) ©,97 % 4l .

[3530]1  'H NMR (500MHz ,DMSO-d,) 812.90 (br, 1H,NH) ,11.00 (br, IH,NH) ,8.33 (s, 1H) ,
8.20(d,J=8.3Hz,1H) ,7.64(d,] =8.8Hz,2H),7.37(d,J=8.4Hz,1H) ,7.23(d,J=8.9Hz,
2H) .

[3531]  N-(2,1,3-FfmE Wk -5-38) -6- G- IH-MEAE FF (2, 3-b] MbnE - 3- e AL T- 179
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Cl

[3532] 0=$=0

[3533] W PELCMS 7183 (BS) :366.0 (+H) *, 96 % 4L .

[3534]  'H NMR (500MHz ,DMSO-d,) 612.87 (br, 1H,NH) ,10.97 (br,1H,NH) ,8.41 (s, 1H) ,
8.26(d,J=8.4Hz,1H) ,7.92(dd, J=9.4,0.7Hz,1H) ,7.61(dd,J=2.2,0.6Hz,1H) ,7.47
(dd,J =9.4,2.2Hz,1H) ,7.37(d,J=8.3Hz,1H) .

[3535]  6-%(-N-[4- (UL J) 2R EE ] - 1H-Pg|Ih -3 - % T - 180

o=3
W\
N

[3537] v {LOMS7¥E3 (BS) :346.2 (M+H) *, 98 % 4l FE

[3538]  'H NMR (500MHz,DMSO-d,) 6:12.03 (br, 1H) ,10.24 (br, 1H),7.79 (dd,J=8.6,
0.5Hz,1H) ,7.48 (dd,J=1.9,0.5Hz, 1H),7.20(dd,J=10.5,8.7Hz,2H) ,7.15-7.11 (m,
7H) ,7.10- 7.06 (m,3H) ,3.84 (s, 2H) ppm.

[3539]  6-F-N- (3~ -4-FUHEAEE) - 1H-Wg| W - 3-Fst Pt i T - 181

cl y
o
[3540] 0=5°
HN
=N
Cl
[3541]  HPELCMSJ7i%:3 (ES') :383.0 (HNH,) ', 98 % 4l FE .

[3542] 6-%(-N- (4-FIE-2,6- —FAHL) - 1H- 15|k - 3- ik A1 - 182

[3543] -
”“b\
=N
F

[3544]  th{ELCMS7vE3 (ES) :385.2 (M+H) *,92% 4l & .

[3545]  'H NMR (500MHz,DMSO-dy) §:12.09 (br, 1H) ,10.10 (br, 1H),7.87(d,J=3.0Hz,
1H) ,7.78-7.72 (m,2H) ,7.60(d,J= 8.5Hz,1H) ,7.54(dd,J=1.9,0.6Hz,1H) ,7.19(dd,J=
8.6, 1.9Hz,1H) .
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[3546] N-(2,1,3-FFf e —Me-5-FL) -6- 1 - 1H- 5|k - 3- hik ik i 1- 183

N
=N
\ i3

N-S

[3548] AR PELOMS 7923 (BSY) :411.2 (WHH) *,97 % 4lif .
[35491  'H NMR (600MHz,DMSO-d,) 8:12.47 (d,J=3.2Hz,1H) , 10.86(s,1H) ,8.30(d,J=
3.4Hz,1H) ,8.04 (d,J=8.4Hz, 1H),7.82(s,1H),7.75-7.68 (m,1H) ,7.55-7.58 (m,2H) ,
7.52 (d,J=8.6Hz,1H) .
[3550]  N- (4-F(Hk-2,5- G KHL) -6- (=G HL) - 1H-15|WE - 3- Rk %1 - 184

F

F H
- N
O
[3551] 0

0=57

N
HQ\L‘N
F

[3552]  HHPELOMS/7v:3 (ES) :402.0 (M+H) ©,99% 4l

[3553]  'H NMR (600MHz,DMSO-d,) 6:12.55(d,J=3.2Hz,1H) , 11.26(s,1H),8.48(d,J=

3.2Hz,1H) ,8.07 (d,J=8.4Hz, 1H),7.88-7.84 (m,1H),7.83(s,1H),7.55(d,J=8.1Hz,

1H), 7.46(dd,J=10.9,6.3Hz,1H) .

[3554]  6-G(-N- (4-FFE-2,5- 5 ARIE) - 1H- M|k -3-fifi fBE i 1- 185

i

[3556]  HH{ELCMS /7143 (BS) :385.1 (M+NH,) ', 98 % 4l
[3557]  'H NMR (500MHz,DMSO-d,) 8:12.26 (d,J=3.0Hz, 1H) , 11.17(s,1H),8.29(d,J=
3.0Hz, 1) ,7.86 (d,J=8.6Hz, 1H),7.84(dd,J=11.1,6.0Hz,1H),7.53(d,J=2.0Hz,11) ,
7.44(dd,J=11.0,6.4Hz,1H) ,7.26 (dd,J=8.6,1.9Hz, 11
[3558]  N-(2,1,3-ZRKJfME —ME-4-JL) -6- (=980 H) - TH- Ml - 3- Tt e 1- 186

F

F
. N
[3559] { oN-S
0=5* \ fN

[3560]  FRELCMS 7743 (ESY) :399.1 (M+H) ©,92% 4t
[35611  'H NMR (500MHz,DMSO-d,) 8:12.35 (s, 1H) ,10.87 (s, 1H),8.31(d,J=2.7Hz,1H) ,

286



CN 110121499 B W OB P 258/347 T

8.06(d,J=8.5Hz,1H) ,7.76 (dd,J=1.5,0.8Hz,1H) ,7.69(dd,J=8.8,0.9Hz,1H) ,7.58
(dd,J=8.8,7.4Hz,1H) ,7.49(dd,J=7.4,0.9Hz, 1H) ,7.43 (dd,J=8.5,1.6Hz,1H) .
[3562]  N- (4-FF-2,5- ZHARIE) -6- 1 I - 1H- W[k - 3-fie Bt 1% 1 - 187

N
/
[3563] - F
N
=N
F

[3564]1  FR{ELCMS /713 (BSY) :365. 1 (W4NH,) *, 96 % 4l

[3565]  6-R-N- (4-%8FE-2,5- AL - 1H- M|k - 3- Tt e 1 - 188
Brm

[3566] 0=52°

N
=N

F
[3567]  HH{ELCMS /7143 (BS') :429.2 (+NH,) ', 98 % 4L

[3568]  'H NMR (60OMz,DMSO-dy) 8:12.26 (s,1H) ,11.19 (s, 1H),8.28(d,J=3.0Hz,1H) ,
7.84(dd,J=10.3,5.9Hz,1H) , 7.81(d,J=8.6Hz,1H) ,7.67 (s,1H) ,7.43(dd,J=10.9,6.3
Hz,1H) ,7.37(d,J=8.5Hz,1H) .

[3569]  N- (4-fJk-2- K HL) -6- (S5 P Ak) - TH-M5|Ibk - 3- e 1- 189

[35711  H{ELCMS /7i%:3 (BS) :401.3 (M+NH,) ", 95 % 4L
(35721 'H NMR (600MHz,DMSO-d,) 8:12.46 (d,J=3.4Hz,1H) , 10.86(s,1H) ,8.30(d,J=
3.0Hz,1H) ,8.03 (d,J=8.5Hz, 1H),7.82(s,1H) ,7.76-7.69 (m,1H) ,7.55-7.58 (m,2H) ,
7.52 (dd,J=8.6,1.6Hz,1H) .
[3573]  N- (4-FFHEIKIE) -6- (= IE) - 1H- M5 - 3-Fed P i T- 190

F

F
Rev,
[3574] 4 o

0=5*

N
=N

[3575] v ELCMSJ7i%3 (ES') :383.3 (4NH,) ', 98 % 4l FE .
[3576]  'H NMR (600MHz,DMSO-d) 8:12.46 (s, 1H) ,11.04 (s, 1H),8.37(s,1H) ,8.02(d,J=
8.5Hz,1H) ,7.81 (s,1H) ,7.62 (d,J=8.7Hz,2H) ,7.53(d,J=8.7Hz,1H) ,7.24(d,]=8.8
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Hz,2H) .
[3577] N- (5-&-3-HMLNE -2-3&) - 1H- 2K (] MWk - 3 -k % 1- 191

Cl

[3579] AR PELOMS 7323 (ESY) :375.8 (WH+H) *, 96 % 4l .
(35801  'H NMR (600MHz,DMSO-d,) 812.91 (d,J=3.3Hz,1H) , 11.06(s,1H) ,8.40 (dd,J=
8.2,1.2Hz,1H) ,8.09 (dd,J= 31.3,2.6Hz,2H) ,8.01-7.86 (m,3H) ,7.72-7.54 (m,2H) ,7.49
(m,J=8.1,6.9,1.2Hz,1H) .
[3581]  N- (2,1,3- KM I -5-3%) -6- (=G F L) - 1H-15|W -3 - FEEEALT - 192
F

N

//
[3582] —0

[3583]  rFELCMS /13 (ESY) :399 (M+H) ©,99 % 4l J .

[3584]  'H NMR (600MHz,DMSO-d,) 8:12.43 (s, 1) ,11.02 (s, 1H),8.45(s,1H) ,8.08(d,J=
8.5Hz,1H) ,7.91(d,J=9.4Hz, 1H),7.78(s,1H),7.61(d,J=2.5Hz,1H) ,7.53(dd,]J=8.5,
1.6Hz,1H) ,7.48 (dd,J=9.4,2.2Hz,1H) .

[3585]  6-YR-N- (6-%(-2,1,3- ZKIFME W -5-J) - 1H-P5| W& - 3 - he o e 1- 193

Br N
/
’o
3586 =S N
[3586] 0 " s
=N

F
[3587]1  AHPELCMS 1223 (BSY) :429.1 (M+H) ©,99% 4li i ,
[3588]  6-%(-N-[5- GRILFJE) -3- HH A LML g -2-FE ] - TH- 5|k - 3- il R A% 1 - 194

——
N |
[3589] Q o~
“,N
0=Y
7]
N cl
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[3590]  FMELC-MSH7322 (ES) 377 (M+H) *,100% 4l J .

(35911  'H NMR (600MHz,DMSO-d,) 83.76 (s,3H) 3.90 (s,2H) 7.20 -7.28 (m,2H) 7.50 (d,J=
1.47Hz,1H) 7.66 (s, 1H) 7.95(d,J= 8.31Hz,1H)8.10(s,1H) 10.11 (brs,1H) 12.03 (brs,
1H) »

[3592]  6-%-N-[4-%-5- (CFFFEIL) -2- K] - 1H-W5 e -3 - BBk A% T - 195

Cl

[3593] HN

[3594]  HEPELC-MS /7922 (BS) :423 M-H) ,99% 4 )i,

[35951  'H NMR (400MHz ,DMSO-d,) 87.12 (t,J=72Hz,1H)7.21 (dd,J=8.8,2.0Hz, 1H)
7.28-7.33(m,1H)7.50-7.55(m,2H) 7.75(d,J=8.8Hz,1H)7.94(d,]J=2.45Hz,1H) 10.41
(brs,1H) 12.12(brs,1H) .

[3596]  6-&-7-H4IE-N-(2,4,5- =F AIE-) - IH-W5| - 3- Tl EE % T - 196

[3597] Ao

Cl

[3598]  BalELC-MSJ5i:2 (ES) :389 M-H) ,97 %6 4l .
[35991  'H NMR (400MHz,DMSO-d,) 83.89 (s,3H) 7.20 (d,J=8.00 Hz,1H) 7.29-7.36 (m, L)
7.42-7.49 (m,2H) 7.92 (d,]=2.40 Hz,1H) 10.22 (s, 1H) 12.47 (s, 1H) »
[3600]  6-5-N- (7T-9-2,1,3- M -4 -J) - 1H-W5| ok - 3- T BE AL T-197
N—o
F 72

=N

NH
ot

_—
~S~

=0
/®N
Cl

H
[3602]  BEMELC-MSTVE2 (ES) :365 (M-H) ~,98% 4li i ,
[3603] 'H NMR (400MHz , DMSO-d,) 87.13-7.17 (m,1H) 7.21 (d, J=8.8Hz,1H) 7.30-7.34 (m,
1H) 7.50(s,1H)7.83(d,]=9.2 Hz,1H)8.2(d,J=2.8Hz,1H) 11.15 (brs,1H) 12.16 (brs,
1H) .

[3601]
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[3604] 6-%(-N- (4-&-2,5- —HAIE) -1-ZKFFWMg - 3- Al MEA%Z T -198
Cl

[3605] HN

[3606]  HEPELC-MS /7922 (ES) :376 M-H) ,99% 4 i ,

[3607]1  'H NMR (400MHz,DMSO-d,) 67.38-7.44 (m,1H) 7.51 (d,] =8.40Hz, 1) 7.60 (t,]J=
8.40Hz,1H) 7.78 (d,J=8.00Hz,1H) 7.97 (s,1H)8.74 (s,1H)10.99 (s, 1H) «

[3608]  6-F(-N- (5-%(-3,6- _HMLIHE -2-55) - 1H- M|k - 3- I i 1- 199

Cl

[3609] HN

[3610]  FgMELC-MSTH732:2 (ES') : 378 (M+H) *, 96 % 4fi & .

[36111  'H NMR (400MHz,DMSO-d,) 87.26 (dd,J=8.80,1.47Hz, 1H)7.55(d,J=1.47Hz, lH)
7.88(d,J=8.31Hz,1H) 8.15(d,] =2.93Hz,1H)8.21 (t,J=7.83Hz,1H) 11.49 (brs, 1H)
12.22 (brs,1H) .

[3612]  6-%(-N- (3,6- Z#MLAE -2-F%) - 1H-Ng|k - 3-fsli i i 1 - 200

[3613] L=0

[3614]  HEPELC-MS /7922 (BS) :344 M-H) ,93% 4%,

[3615]1  'H NMR (400MHz,DMSO-d,) 86.75 (d,J=8.31Hz, 1) 7.24 (dd,J=8.5,1.71Hz, 1)
7.54(d,J=1.5Hz,1H)7.75-7.83 (m,1H)7.88(d,J=8.3Hz,1H)8.13(d,J=2.9Hz,1H)
11.25 (brs,1H) 12.18 (brs,1H) .

[3616]  6-F(-N- (4-F-2,5- “HORKEE) -7- % - 1H- M|k - 3- T I A 1 - 242
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[3617] \ .0

Cl

[3618]  BHMELC-MSTri%:2 (BS) :393 (M-H) *,97 %6 4l .

[3619]  'H NMR (400MHz,DMSO-d,) 87.26-7.39 (m,2H) 7.51-7.62 (m,2H)8.13(s,J=
2.45Hz,1H) 10.55 (s, 1H) 12.90 (brs, 1H) .

[3620]  6-%(-N- (6% -3-51-1,3- 5 -2- R IFWRIF -5 - 3) - 1H-Wg|ibe - 3- B 1-243

O
(0]
F
9,
[3621] Si

\
0=x"

7]

N cl
[3622]  FgMELC-MSTH7¥2:2 (ES') : 381 (M+H) *,99% 4fi &

[3623]  'H NMR (400MHz,DMSO-d,) 85.28 (s,2H) 7.23 (dd,J= 8.56,1.71Hz,1H) 7.46 (d,]=
9.29Hz,1H) 7.52(d,J=1.96Hz, 1H)7.67(d,J=6.85Hz,1H)7.77 (d,]J=8.80Hz,1H) 7.97
(d,] =2.93Hz,1H) 10.44 (s, 1H) 12.11 (brs, 1H)

[3624]  6-%(-N- (4-5-2,5- i AHE) -7-H 4 FE - 1H- 15| WE - 3- T L A% 1 - 244
[3625] \ 20

[3626]  BHEPELC-MS /7922 (ES) :405 M-H) ,98% 4 Ji¥ .

[36271  'H NMR (400MHz,DMSO-d,) 83.90 (s,3H) 7.24 (d,J=8.31 Hz,1H) 7.34-7.40 (m, 1)
7.52-7.59 (m,2H) 8.06 (d,J=2.93 Hz,1H) 10.52 (s, 1H) 12.54 (brs, 1H) .

[3628]  N- (5--3,6- ZHMLAE -2-3%) -6- 5 - 1H- M|k - 3- Tl fie T- 245
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[3629] NH

N cl

[3630]  FgiMELC-MSTH73:2 (ES') 422 (M+H) *,97 % 4fi &

(36311 'H NMR (400MHz,DMSO-d,) 87.24 (d,J=7.82Hz,1H) 7.54 (s,1H)7.87(d,J=
8.31Hz,1H) 8.13 (s, 1H) 8.21-8.28 (m, 1H) 11.48 (brs,1H) 12.18 (brs,1H) .

[3632]  6-&-N-[4- (2,2- " LEIEL) -2,5- “HORFEE] - 1H-M5|wk-3-F LA 1 - 246

F\Q
0
F
F
[3633]
N\H
=5
ﬂ cl

[3634] B MELC-MSH¥£E2 (ES) :421 M-H) ,95% 4% .

[3635]  'H NMR (400MHz , DMSO-d,) 84.26-4.36 (m,21) 6.35 (t,] =54Hz,1H)7.02-7.18 (m,
2H) 7.20(dd,J=8.56,1.71Hz,1H) 7.51(d,]J=1.47Hz,1H)7.69(d,J=8.31Hz,1H)7.86(d,
J= 2.45Hz,1H)9.94 (s, 1H) 12.04 (brs, 1H) »

[3636]  N- (4-5(-2,5- 3 AIE) -6- (ZHHH &) - 1H-MEAEIF[2,3-bntknE - 3-BEEE -
247

292



CN 110121499 B W OB P 264/347 T

Cl
F
F
[3637] Hh'l\
0=57°
7An |
3~ F
N N
H F
F

[3638]  fPELC-MST7¥%2 (ES) :410 M-H) ,99% 46 .

[3639]  'H NMR (400MHz,DMSO-d,) 87.34-7.39 (m,1H) 7.48-7.54 (m,1H)7.79(d,J=
8.31Hz,1H) 8.41 (d,J=8.31Hz,1H) 8.46 (s,1H)10.60 (s, 1H) 13.18 (brs, 1H) ,

[3640]  5-P-6-5-N- (4-5(-2,5- "5 IKIE) - 1H-W5|Wk - 3- Rk ik i 1 - 248

Cl
F
F
[3641] HN
A .0
o="

Br
H Cl

[3642]  HEPELC-MS /7922 (BS) :455 M-H) ,95% 4%,
(36431 'H NMR (400MHz ,DMSO-d,) 87.32-7.36 (m, 1) 7.50-7.56 (m,1H)7.73 (s, 1H)8.07-
8.13 (m,2H) 10.50 (s, 1H) 12.29 (brs, 1H).
[3644]  7-7R-6-50-N- (4-5-2,5- ~ & AIL) - 1H- 15|k - 3- hli B & 1 - 249
Cl

[3645]

ﬁ Cl
Br
[3646]  BHELC-MSJTVE2 (ES) :455 (M-H) ,98% 4li i ,
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[36471  'H NMR (400MHz ,DMSO-d,) 87.38 (dd,J=10.03,7.09Hz, 1H)7.43(d,J=8.31Hz,
1H) 7.53-7.59 (m,1H) 7.79(d,J=8.31 Hz,1H)8.07 (d,J=2.93Hz,1H) 10.57 (s, 1H) 12.53
(brs,1H) »
[3648]  6-JR-N- (4-8-2,5- “HORHE) -4-5 - 1H- M|k - 3- k1 - 251

cl

[3649] HN\

Br

[3650]  giiELC-MST732:2 (ES') 439 (M+H) *,98% 4fi &,

(36511 'H NMR (400MHz,DMSO-d,) 87.26 (d,J=10.29Hz, 1H) 7.32-7.39 (m,1H)7.52(d,J=
1.25Hz,1H) 7.56 (m,1H) 8.06 (s, 1H)10.27 (s,1H) 12.39 (brs,1H) »

[3652]  6-%(-N-{3,6- =9 -5-[ (1E) -3-FH A BN - 1- M5 - 1 - FE ] ML RE -2- 5L} - 1H-Mg] Pge-3-
fe Pt 1 1 - 252

rz7 N\

[3653] F

Tz~ N

Cl

[3654]  BEPELC-MS/7i2 (BSY) :414 (M+H) ©,99% 4

[3655]  'H NMR (400MHz , DMSO-d,) 83.26 (s, 3H) 4.01 (brs,2H) 6.43 (brs,2H) 7.20-7.29 (m,
1H)7.54 (s,1H) 7.88 (d,J=8.80 Hz,1H)8.08 (t,J=8.80Hz,1H) 8.13 (brs,1H) 11.28 (brs,
1H) 12.18 (brs,1H) .

[3656]  6-%-N-[3,6- 58 -5- (3- AU AE) MERE -2- 5] - TH-Wg| W - 3- R Pk ik 1-253
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=7 N

Cl

[3658]  giiELC-MST73:2 (ES') :416 (M+H) *,98% 4fi &
[36591  'H NMR (400MHz ,DMSO-d,) 81.65-1.75 (m,2H) 3.18 (s,3H) 3.26 (t,J=6.11Hz,2H)
7.20-7.27 (m,1H)7.54(d,J=1.96 Hz,1H)7.73(dd,]J=9.29,7.83Hz,1H)7.84(d,]J=
8.80Hz,1H) 8.09(d,J=2.93Hz,1H) 11.00 (s,1H) 12.15 (brs, 1H) QHE I BEFEMET) .
[3660]  6-%(-N- (5-F-3- 9 -6- H LML NE -2- %) - 1H-Mg| Wk - 3- Tl Bk Ji 1 - 254

cl

O/\

Ne—

/

[3661] HN

[3662]  FgMELC-MST732:2 (ES') 390 (M+H) *,95% 4fi &

[3663]1  'H NMR (400MHz,DMSO-d,) 83.63 (s,3H) 7.23 (dd,J= 8.56,1.71Hz,1H) 7.54(d,]J=
1.96Hz,1H) 7.84 (d,]=8.80Hz, 1H)7.94(d,J=8.80Hz,1H)8.16(d,]=2.93Hz,1H) 11.11
(s, 1H)12.11 (brs,1H) .

[3664]  6-%(-N-[5- (GFILF L) -3- 96 -6- F S Skl g - 2- 56 ] - 1H- W5 - 3- kA% 1-255
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CN

[3665] HN

74
i cl
[3666]  FgMELC-MST732:2 (ES') : 395 (M+H) *, 98 % 4fi &
[3667]  'H NMR (400MHz,DMSO-d,) 83.62 (s,3H) 3.70 (s,2H) 7.22 (dd,J=8.80,1.96Hz, 1H)
7.54(d,J=1.96Hz,1H)7.62(d,J= 9.78Hz,1H)7.85(d,]J=8.31Hz,1H)8.15(d,J=
2.93Hz,1H) 11.02(s,1H) 12.08 (brs,1H) .
[3668]  6-%(-N-[4- FEIEFEEL) -2,5- “FIRKE] - 1H-M5|WE - 3- Rk e 1 - 257

NC

)

[3669]

27 N

Cl

[3670]  GHELC-MSTrvE2 (ES) :396 (M-H) ~,98% A fE .

[36711  'H NMR (400MHz,DMSO-d,) 85.18 (s,2H) 7.14-7.27 (n, 3H)7.52(d,J=1.96Hz, 1)
7.67(d,J=8.80Hz,1H) 7.91 (d,J= 2.45Hz,1H) 10.05 (s, 1H) 12.07 (brs, 1H) .

[3672]  6-G-N- (4- %Ik -2~ 5URIE) -5- 96 - LH-M5|Mbge - 3- Bkt i 1 - 258
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NC
F
[3673] HN
\_o
o=S"
F
ﬁ Cl

(36741  BFELC-MST5:2 (ES) :366 M-H) ,97% 4,

[3675] 'H NMR (400MHz , DMSO-d) 87.57 (d,J=3.91Hz,2H) 7.69 (d,J=6.36Hz,1H) 7.74-

7.81 (m,2H) 8.20(d,J=2.93Hz,1H) 10.81(s,1H) 12.31 (brs,1H) .
[3676] N- (4-JR-2,5- “FAHL) -6-5-1- K FFWg - 3- Al fEI%T - 259

Br

[3677] Hh{

[3678]  HHPELC-MS/7y2 (ESY) :422 (M+H) ©,99 % 4 i,

(36791 'H NMR (400MHz,DMSO-d,) 87.36-7.40 (m, 1H) 7.51 (dd, J=8.56,1.71Hz,1H)7.62-
7.66 (m,1H)7.78(d,J=8.31Hz,1H) 7.96(d,J=1.47Hz,1H)8.76 (s,1H) 11.00 (brs,1H) »

[3680]  6-%(-N-[4- CRNFEFEIRE) -2,5- #

[3681]

Cl

L&

297
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[3682]  HEPELC-MS/79%:2 (BS) 411 (M-H) ,98% 4 Ji¥ .
[3683]1  'H NMR (400MHz,DMS0-d,) 80.24-0.31 (m,2H) 0.50-0.57 (m,2H) 1.12-1.21 (m, LH)
3.79(d,J=6.85Hz,2H) 6.92-7.05 (m,2H)7.20(dd,J=8.56,1.71Hz,1H)7.52(d,]J=
1.47Hz,1H) 7.69(d,J=8.31Hz,1H) 7.84(d,J=1.96Hz,1H) 9.83 (s,1H) 12.03 (brs,1H) .
[3684]  6-%-N- (4-&-2,5- “&IHKIH) -7- (2,2- “FLAIL) - 1H- 5|k -3 - k% 1-262

o]

[3685]

[3686] B PELC-MS/79%:2 (ES) :455 M-H) ,99 % 4 JiF ,

(36871 'H NMR (400MHz,DMSO-d,) 84.36-4.41 (m,2H) 6.27-6.59 (m,1H) 7.26(d,J=
8.68Hz,1H)7.33-7.37 (m,1H) 7.52-7.56 (m,1H)7.58(d,J=8.68Hz,1H)8.12(d,J=
2.81Hz,1H) 10.54 (s,1H) 12.46 (brs,1H) .

[3688]  6-F(-N- (4-F-2,5- 9 RHE) -5- 9 - LH-Mg[ P - 3- Tl i T - 263

Cl
F
F
[3689] HN
\ _0
o=

F
H Cl

[3690]  HEPELC-MS /7922 (BS) :393 M-H) ,95% 4 JiF .

[36911  'H NMR (400MHz,DMSO-d,) 87.37 (dd,J=10.51,7.09Hz, 1H)7.56(dd,J=10.27,
6.85Hz,1H) 7.68(d,J=6.36Hz,1H) 7.73(d,J=10.27Hz,1H)8.13(d,J=2.93Hz,1H) 10.50
(s,1H) 12.26 (brs,1H) .

[3692]  6-%(-N- (3,5~ - HI A JEMENE -2- 5) - 1H- M|k - 3- TPt i 1 - 264
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"'h-u....__o

7\

O

Ne—

[3693] HN

N gl

[36941  BHMELC-MSJ7i%i2 (ESY) :368 (+H) *,95% 4L % .

[3695]  'H NMR (400MHz ,DMSO-d,) 83.66 (s,3H) 3.75(s,3H) 6.94 (d,J=2.45Hz, 1H) 7.14-

7.24(n,1H) 7.46-7.51 (m,2H) 7.85- 7.89 (m,1H) 7.95 (s, 1H) 9.64 (brs, 1H) 11.95 (brs, 1) ,

[3696] 6% -N- (6-9-3-51\-2,3- 5~ 1H- 7MWk -5-J) - 1H-5libe-3- Rk f% 1-265
HN

[3697]

H cl
[3698]  giiELC-MST732:2 (ES') : 380 (M+H) *,98% 4li %,
[3699]  'H NMR (400MHz,DMSO-d,) 84.25 (s,2H) 7.21 (dd,J= 8.80,1.96lz,1H) 7.33 (d,J=
9.78Hz,1H) 7.49-7.53 (m,2H) 7.77(d,J=8.80Hz,1H)7.89(d,J=2.93Hz, 1H) 8.59 (s, 1H)
10.21 (s,1H) 12.07 (d,J=1.96Hz, 1H) .
[3700]  N- (4-FJE-5-%-2- AR - 1H- 783 [g] MIWk - 3- s e 2 1-289

oMy
Ne—
——
\QN
F O$8=O

[3701]

O‘

[3702]  rELCMSTT %3 (ES+) :396.4 (M+H) *,95.0% 4fi &,

[3703]  'H NMR (600MHz,DMSO-d,) 8:12.99 (s,1H) ,10.27 (s, 1H),8.39(dd,J=8.3,1.2Hz,
1H) ,8.30(d,J=3.0Hz,1H), 8.12-7.94 (m,2H) ,7.66 (d,J=8.7Hz,1H) ,7.62-7.60 (m,
1H) ,7.51-7.49 (m, 1H) ,7.40 (d,J=11.2Hz,1H) ,7.34(d,J= 5.9Hz,1H) ,3.65 (s,3H) »
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[3704]  N- (5-5-3,6- “HUALIE -2-55) - 1H-KIF [g] M5 - 3- T i T - 304

[3705]

e

[3706]  FMELCMS /531 (BSY) :394 (M+H) ©, 100% 4fi

[3707]  'H NMR (400MHz,DMSO-d,) 813.01 (s,11) ,11.48 (s, 1H),8.42(dd,J=8.2,1.0Hz,
1H) ,8.18(d,J=3.2Hz,2H) , 8.00(dd,J=8.5,6.5Hz,2H) ,7.68 (d,]=8.8Hz,1H) ,7.57
(dddd,J=54.0,8.2,6.9,1.2Hz,2H) .

[3708]  N- (4-1H-2,5- " AHE) - IH-MERK I [3, 2-h] Mk - 3- ik % 1 - 305

[3709]

[3710] B PELOMS 731 (ES) :438 (M+H) *,95% 4l

[37111  'H NMR (400MHz,DMSO-d,) 813.23 (s,1H) ,10.51 (s, 1H),8.92(dd,J=4.4,1.7Hz,
1H) ,8.44(dd,J=8.2,1.7Hz, 1H),8.04-7.91 (m,2H) ,7.69(d,J=8.7Hz,1H) ,7.57 (dt,]J=
10.4,5.2Hz,2H) ,7.36 (dd,J=10.0,6.8Hz, 1H)

[3712]  N- (4- 2tk -2- 0K 3E) - IH-MEns I [3, 2-h] bk - 3 - T P fie 1 - 306

—
—
ﬂ\[\l‘
=0
0=S

4
N

[3713]

N

[3714]  BEPELCMS /531 (BSY) : 366 (M+H) *,97 % 4lifE ,
[3715]  6-%(-N- (5-&(-3- % -6- FF A JLMEIE -2-3) - 7- (3 - TH- 5| - 3-fis ik g 1-309
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Cl

S~ \

[3716] =0

/
N
N cl

‘<

[3717]  BEMELC-MS/7i%2 (BSY) :420 (M+H) ©,99% 41
[3718]  'H NMR (400MHz,DMSO-d,) 83.60 (s,3H) 3.90 (s,3H) 7.19 (d,J=8.80Hz, 1H) 7.58
(d,J=8.80Hz,1H) 7.81 (brs,1H) 8.02(s,1H) 11.12 (brs,1H) 12.37 (brs, 1H) .
[3719]  6-F-N- (4-FIEIRIL) - 1-ZRFFMEWy - 3- AR X T-311
N::\O

252

[3720] 0=
):@\
S cl

[3721]1  HEPELC-MSJ79%:2 (BS) :347 M-H) ,99 % 4 JiF ,

[37221  'H NMR (400MHz,DMSO-d,) 87.21 (d,J=8.31Hz,2H) 7.62 (dd,J=8.80,1.96Hz, L)
7.66(d,J=8.80Hz,2H)8.16(d,J= 8.80Hz,1H)8.29(d,J=1.96Hz,1H)8.78 (s, 1H) 11.40
(s,1H) »

[3723]  6-%(-N- (4-5(-2,5- Z5RIE) - 1- R FFMEmy - 3- I IEAZT-312

-ZT

[3724] F -S=

[3725] T AELC-MSTri%:2 (BS) :392 (M-H) ,99% 4l .

[3726]  'H NMR (400MHz,DMSO-d,) 87.34-7.39 (m,1H) 7.56-7.63 (m,2H)8.15(d,J=
8.80Hz,1H) 8.31 (d,J=1.96Hz,1H) 8.58 (s,1H) 10.91 (br s,1H) .

(37271 6-%(-N-[4- (FUEEHEIL) -2,5- “HURH] -1-FIFMEY) - 3- BT IL L -313
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F

O H
NC—/ g
%20

[3728] F _S=

o)
%m
S Cl

(37291 THAELC-MSTri%:2 (BS) :413 (M-H) ,98% 4l .
[3730]  'H NMR (400MHz,DMSO-d,) 65.20 (s,2H) 7.17-7.30 (m,2 H) 7.59 (dd,J=8.80,
1.96Hz,1H) 8.06 (d, J=8.80Hz,1H) 8.31 (d,J=1.96Hz,1H)8.46 (s,1H) 10.54 (s, 1H) .
[3731] 6~ -N- (5-%-3-98 -6 FH SR MENE -2-3) - 1- R FFMEWy - 3-fi L /1% 1 -314

Cl

O/\

N=—

/

[3732] H
\ o

o=

/

S cl
[3733]1  HgPELC-MS /7922 (ES) :405 M-H) ,99% 4 JiF ,
(37341 'H NMR (400MHz,DMSO-d,) 83.57 (s,3H) 7.61(d,J=4.40 Hz,1H) 8.00(d,J=
5.38Hz,1H) 8.20-8.22 (m,1H) 8.31 (s,1 H)8.77 (s,1H) 11.64 (br s,1H) .
[3735]  6-S-N-[5- (FUEEH &) -3-%-6- & EMENE -2- 8] - 1 - R FFMEmy - 3-fet it i1 -
315

CN

0 /\

N=—

#

[3736]

S cl
(37371 BEMELC-MST7i%2 (BS) :412 (D) *, 99 % 4 .
[3738]  'H NMR (400MHz,DMSO-d,) 83.56 (s,3H) 3.71 (s,2H) 7.60 (dd,J=8.80,1.96Hz, 1H)
7.68(d,J=9.29Hz,1H)8.23(d,J= 8.31Hz,1H)8.31(d,J=1.96Hz,1H)8.77 (s, 1H) 11.57
(brs,1 H) .
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[3739]  6-5(-N- (5-5(-3-%.-6- FHAKLMnE-2-3L) -7-%0- 1H-F5|WE-3- Tk %I - 319
cl

O/\

Ne—

/

[3740]

Cl
F
[3741]  FgMELC-MST73:2 (ES') 408 (M+H) *,99% 4fi &
[37421  'H NMR (400MHz,DMSO-d,) 83.62 (s,3H) 7.30-7.34 (n,1 W) 7.67 (d,J=8.80Hz, 1)
7.94(d,J=8.80Hz,1H) 8.22(d,J= 1.47Hz,1H) 11.19(s,1H) 12.85 (br s, 1H)
[3743]  6-yR-N-[5- (FUIEH L) -3- 9 -6- FF S JEMERE - 2- 28] - 1H- Mgk - 3-fiik ik 1-320
CN

[3744]

Br

[3745]  HEPELC-MSJ79%:2 (BS) :438 M-H) ,97 % 4l ¥,

[3746]  'H NMR (400MHz ,DMSO-d,) 83.62 (s,3H) 3.70 (s,2H) 7.34 (d,J=8.31Hz, 1) 7.62
(d,J=9.78Hz,1H) 7.68(s,1H) 7.80 (d,J=8.31Hz,1H)8.14(d,J=2.45Hz,1H) 11.03 (s,
1H) 12.09 (br s,1H)

[3747]  7-7R-6-2(-N- (5-%(-3- 9 -6- FH A LML BE -2- J%) - 1H- 5|k - 3- R fBE iR T- 321

B
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Cl

0 /\

N—

/

HN

_s=°

o=

/

[3748]

-—

Cl

Iz

:
[3749]  BgMELC-MST73:2 (ES') : 468 (M+H) *,98% 4fi &,
[37501  'H NMR (400MHz,DMSO-d,) 83.63 (s,3H) 7.42(d,J=8.31 Hz,1H) 7.85(d,J=
8.31Hz,1H) 7.95 (d,J=8.80Hz,1H)8.14 (d,J=2.93Hz,1H) 11.20 (s,1H) 12.48 (br s,1H)
[3751]  7-JR-6-5(-N-[5- (FALH L) -3- 7 -6- FF AR LN mg -2- JE ] - TH- 5|k - 3-filf kAT -
322

CN

O 7 \
[3752] HN

74
y cl

Br

[3753]  BgMELC-MSTH73:2 (ES') : 473 (M+H) *,98% 4fi &

[37541  'H NMR (400MHz ,DMSO-d,) 83.63 (s,3H) 3.70 (s,2H) 7.42 (d,J=8.31Hz,1H) 7.62
(d,J=9.78Hz,1H) 7.86 (d,J=8.80 Hz,1H)8.13 (br s,1H) 11.12(s,1H) 12.44 (br s,1H)
[3755]  6-JR-N-[3,6- 98 -5- (3- FHAA LT IL) M -2-FL ] - TH-Fg| Wk - 3-fif e i 1-323
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o

[3756] F

27N\

Br

[3757]1  HEPELC-MS /7922 (BS) :458 M-H) ,96 % 4 JiF .

[3758]1  'H NMR (400MHz, FF % -d,) 81.72-1.83 (m,2H) 2.56 (t,J= 7.65Hz,2H) 3.15-3.28
(m,5H) 7.31(dd,J=8.53,1.76Hz,1H) 7.45(dd,J=9.54,7.78Hz,1H)7.64(d,J=1.76Hz,
1H)7.85 (d,J=8.78Hz,1H)8.03 (s, 1H) »

[3759]  5-JR-6-5(-N-[5- (GIEH L) -3-%(-6- FH A LML e -2- 6] - 1H-Mg|mk - 3- ik Ikl -
324

CN
0
S~ \
N=— F
[3760] H\
0=S7"
Br
N Cl

[3761]  BgMELC-MST73:2 (ES') : 473 (M+H) *, 98 % 4fi & .

[3762]  'H NMR (400MHz ,DMSO-d,) 83.65 (s,3H) 3.71 (s,2[) 7.64 (d,J=9.78Hz,1H) 7.75
(s,1H)8.21 (d,J=1.96Hz,1H)8.25 (s,1H) 11.03 (br s,1H)12.22 (br s,1H) .

[3763]  6-&-N-{3,6- % -5-[ (1E) -3-FHEAREWN - 1-M-1- L0k mg -2- ) - 1H-P5] Wg-3-
RS e R T - 325
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o

[3764] F

27N\

Br

[3765]  FgMELC-MST732:2 (ES') : 458 (M+H) *,99% 4fi &
(37661  'H NMR (400MHz,DMSO-d,) 83.25 (s,3H) 4.01 (d,J=2.93 Hz,2H) 6.41 (s,2H) 7.34
(d,J=8.80Hz,1H) 7.67 (s, 1H) 7.83 (d,J=8.80Hz,1H) 8.03-8.13 (m,2H) 11.29 (br s, 1H)
12.14 (brs,1H)
[3767]  6-JR-N- (5-5(-3- UL mE -2-3L) -7 FF 3k - 1H-P5| - 3 - Rk T e T - 326

Cl

7\

———

N
[3768]
=

O
/
N
H

H
~0

Br
[3769]1  HEPELC-MS/7y1 (BSY) 418 (M+H) *,90 % 4 i,

[3770]  6-%(-N- (6-9-1-H 2 -3-5f0-1,3- Z&(-2- R FEMRIE -5-3%) - TH- 5| Wk - 3- Tk
f1-327
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o)
0
F
[3771] o)
W _NH
o=
N cl

[3772]  BgMELC-MST73:2 (ES') 395 (M+H) *, 97 % 4fi &

(37731 'H NMR (400MHz,DMSO-d,) 81.48 (d,J=6.85Hz,3H) 5.54 -5.61 (m,1H) 7.22 (dd,J=

8.80,1.96Hz,1H) 7.51-7.55 (m,2H) 7.65(d,J=6.85Hz,1H) 7.73 (d,]=8.80Hz,1H) 7.99

(d,J= 2.93Hz,1H) 10.43 (s, 1H) 12.12 (brs, 1H)

[3774]  N- (5-50-3- %8 -6- FF S8 JLmtt g - 2- L) - TH-WEPg I (3, 2-h ] Wik - 3- kb e 1-328
Cl

S~ \

[3775]

[3776]  HEPELC-MSJ79%1 (BS) :405 M-H) ,97 % 46,

[37771  'H NMR (400MHz,DMSO-d,) 813.21 (s,1H) ,11.17 (s, 1H),8.93(dd,J=4.4,1.6Hz,
1H) ,8.45(dd,J=8.3,1.6Hz, 1H),8.14-8.02 (m,2H) ,7.93(d,J=8.5Hz,1H) ,7.71(d,]J=
8.7Hz,1H) ,7.58 (dd,J=8.2,4.4Hz,1H) ,3.64 (s, 3H) »

[3778]  N- (5-5(-3-%-6- H A FEMEIE - 2-55) - 1H-ZKFF [g] M|k - 3 - s Ik i 1 - 329
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Cl

0/\

[3779]

[3780]  giMELC-MSTH7¥2:1 (ES') :406 (M+H) *, 96 % 4fi &

[37811  'H NMR (400MHz ,DMSO-d,) 812.95 (s, 11) ,11.13 (s, 1H) ,8.43(d,J=8.3Hz,1H) ,
8.21(s,1H) ,8.07-7.79 (m,3H) , 7.74-7.36 (m,3H) ,3.67 (s,3H) .

[3782]  6-fiH2E-N- (4- B -2- FA L) - 1H-Ng| Wk - 3- Rtk e T - 334

[3783] =5=

[3784]  HEPELC-MSJ79%:2 (ES) :359 M-H) ,98% 4l Ji¥ .

[3785]1  'H NMR (400MHz,DMSO-d,) 87.58 (brs,2H) 7.76 (d,J= 10.27Hz,1H) 7.95-8.03 (m,
1) 8.06-8.15 (m, 1H) 8.38-8.44 (m,2H) 10.94 (brs,1H) 12.73 (brs, 1H) .

[3786]  6-F-N- (5-F-3- 9 -6- H LML NE -2- %) -5- 960 - 1H- M| - 3- R fBEfiZ T- 339

Cl
0
S~ N\
N= F
[3787] HN
\/0
0=~
F
H Cl

[3788] B PELC-MS/79%:2 (ES) :406 M-H) ,98% 4 Ji¥ .

(37891 'H NMR (400MHz,DMSO-d,) 83.64 (s,3H) 7.69(d,J=6.36 Hz,1H) 7.78(d,J=
9.78Hz,1H) 7.94 (d,]=8.80Hz,1H)8.21 (d,J=2.93Hz,1H) 11.07 (s,1H) 12.19 (br s,1H)
[3790]  6-%(-N- (5-5-3-%-6- A LML e -2-35) -5, 7- % - 1H- W5 -3- Tk % 1-340
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Cl
0
SO~ \
N=— F
[3791] HN\
0=S7°
F
ﬁ Cl

F
[3792]  BgMELC-MSTH73:2 (ES') 426 (M+H) *,99% 4fi &

(37931 'H NMR (400MHz,DMSO-d,) 83.65 (s,3H) 7.70(d,J=9.78 Hz,1H) 7.97(d,J=
9.29Hz,1H) 8.33 (d,J=1.96Hz,1H) 11.17 (s,1H) 13.00 (br s,1H)

[3794]  7-yR-6-F-N- (4-FHL-2- 5 KHL) - 1H-M5|We - 3- T L& T- 341

[3795] o=

4
N
H Cl

Br
[3796]  BHELC-MSTVE2 (ES) :426 M-H) ,97 % 4li i,
37971 'H NMR (400MHz , DMSO-d,) 67.44 (d,J=8.37Hz,1H) 7.56-7.60 (m,2H) 7.74-7.79
(m,1H) 7.84(d,J=8.37Hz,1H) 8.14(d,J=2.95Hz,1H)10.89 (br s,1H) 12.58(d,J=

1.97Hz,1 H) .
[3798]  6-5(-N-[4- (FUIEF SIE) -2,5- 5A I ] - 1- R IFIRIN - 3- ML AL T - 342
F

O
NC—r H
L0
[3799] F 0=5*

sql
O cl

[3800]  HgPELC-MS/79%:2 (BS) :397 M-H) ,99% 4 JiF .

[3801]  'H NMR (400MHz,DMS0-d,) 85.21 (s,2H) 7.26-7.33 (m, 2H)7.49(dd,J=8.31,
1.47Hz,1H) 7.67(d,J=8.31Hz,1H) 7.97 (d,J=1.47Hz,1H) 8.66 (s,1H) 10.63 (s, 1H) «
[3802]  5-YR-6-5-N- (4-FFE-2- G AR IL) - 1H- 5| Wk - 3- T L e 1 - 343
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(38041 GRMELC-MSTvk2 (ES) :426 M-H) *,97 % A fE .
[3805]  'H NMR (400MHz ,DMSO-d,) 67.55-7.60 (m,2H) 7.71-7.83 (m,2H)8.17-8.21 (m,2H)
10.82(s,1H) 12.35 (br s,1H) .
[3806]  6-%(-N-[3-F 42k -5- (=5 FH &) MEWE -2- 3] - TH- M5 -3 - L A% 1 - 344
F3C

7\

N=—

O/

[3807] H'\{

=57

/

N

[3808]  BRIELC-MST5%:2 (ES') 406 (W+H) ©,96 % 4l Fif
(38091  'H NMR (400MHz ,DMSO-d,) 83.87 (s,3H) 7.23 (d,J=8.31 Hz,1H)7.51 (s,2H) 7.98
(d,J=8.31Hz,1H) 8.06 (s,1H) 8.18 (s,1H) 10.67 (brs,1H) 12.13 (brs, 1H) .
[3810]  6-%(-N- (3,5- % -6- F A FEMENE -2- 35) - 1H-W| Wk - 3- Rk Jie - 345
F

S~ \

[3811] H

[3812]  FgMELC-MSTH7¥:2 (ES') : 374 (M+H) *,99% 4fi &

[3813]1  'H NMR (400MHz,DMSO-d,) 83.55 (s,3H) 7.19 (dd,J= 8.80,1.96Hz,1H) 7.51 (d,]J=
1.96Hz,1H) 7.76 (d,J=8.31 Hz,1H)7.86 (t,J=9.29Hz,1H) 8.06 (d,]=2.93Hz,1H) 10.73
(s,1H)12.05 (br s,1H) .

[3814]  6-&(-N- (5-5-3- % -6- FHAEIEMLNE -2-38) - 1 - ZEFFIR I - 3 - Rk % T - 346
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Cl

o /\

Ne—

/

[3815] HN

[3816]  BHMELC-MSTri%:2 (BS) :389 (M-H) ,99% 4l .

(38171 'H NMR (400MHz, DMSO-d,) 83.59 (s,3H) 7.52 (dd, J= 8.56,1.71Hz,1H) 7.89(d,]=
8.31Hz,1H) 7.99 (d,J=1.47 Hz,1H)8.03 (d,J=8.80Hz,1H) 8.91 (s, 1H) 11.66 (br s,1 H) .
[3818]  6-JR-7-50-N- (4-%(-2,5- A HE) - IH-W5|W - 3- il P e 1 - 347

[3819] o=

Br
Cl

[3820]  BPELC-MS/7i%2 (BSY) 1455 (M+H) ©,98% 4

[3821]  'H NMR (400MHz,DMSO-d,) 67.36-7.40 (m,1H) 7.53-7.58 (m,2H)7.69 (d,]=8.8lz,
1H)8.09 (d,J=3.2Hz,1H) 10.57 (s,1H) ,12.69 (brs,1H) .

[3822]  6-%(-N- (3,6- % -5- FHJEMLRE - 2-3L) - TH- M|k - 3- W Pk e 1 - 348

F/ \

N=—

[3823] HN

74
N Cl

[3824]  FgMELC-MSTH732:2 (ES') : 358 (M+H) *,99% 4fi &

[3825]  'H NMR (400MHz,DMSO-d,) 82.08 (s,3H) 7.22 (dd,J= 8.56,1.71Hz,1H) 7.53(d,]J=
1.96Hz,1H) 7.72 (t,J=8.80Hz, 1H)7.84(d,J=8.31Hz,1H)8.08(d,]J=2.93Hz,1H) 10.98
(s, 1H)12.13 (brs,1H) .

[3826]  N- (5-1R-6- %8 -3- HI S LML IE - 2- H) -6- 50 - TH- 5| - 3- T Mt g 1 - 349
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Br

[3827] H'*{

7 N

Cl

[3828]  HgiiELC-MST7v:2 (ES') : 434 (M+H) *,97 % 4fi %

[38291  'H NMR (400MHz,DMSO-d,) 83.78 (s,3H) 7.22(d,J=8.8 Hz,1H) 7.53 (s,11) 7.73 (d,

J=7.2Hz,1H)7.94 (d,J=8.8Hz, 1H)8.11(d,J=3.2Hz,1H) 10.65 (s,1H) ,12.13 (brs, 1H) «

[3830]  6-%(-N-[5- (FUIEH L) -6-98-3- FH A JEMERE - 2- 2L ] - 1H- Mg - 3-fiik i 1-350
CN

[3831]

=7 N

Cl

[3832]  RgiMELC-MSTH7¥:2 (ES') 395 (M+H) *, 97 % 4fi &

[3833]1  'H NMR (400MHz,DMSO-d,) 83.76 (s,3H) 3.87 (s,2H) 7.21 (dd,J=8.80Hz,0.80Hz,

1H) 7.47 (d,J=8.40Hz,1H) 7.52(d, J=0.80Hz,1H)7.95(d,J=8.80Hz,1H)8.10(d,]J=

2.80Hz, 1H)10.55(s,1H),12.12 (brs,1H) .

[3834]  N-[5- (FUIEHEL) -3-%-6- FH A ZEMERE -2- 25 ] -6 - fig 2 - 1H-Ng| Wk - 3-fl ik JiZ1-351
CN

O/\

N=—

/

[3835]

NO;
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[3836]  giMELC-MST732:2 (ES') :406 (M+H) *, 88% 4fi %
(38371 'H NMR (400MHz,DMSO-d,) 83.60 (s,3H) 3.70 (s,2H) 7.64 (d,J=9.78Hz,1H) 8.02-
8.06 (m,1H)8.07-8.11 (m,1H)8.42 (d,J=1.96Hz,1H)8.50(s,1H) 11.20 (s, 1H) 12.62 (brs,
1H) .
[3838]  6-F-N-[5- (BIEHEL) -3- 5 -6- H S LM mE - 2-FE ] -7 -5 - 1H- 9|k - 3- il I fiT -
354

CN

(/4 \

N=—

/

[3839] HN

/4
N
H Cl
[3840]  BHHPELC-MS/7y2 (ESY) 413 (M+H) *,99 % 4 i,

[3841]  'H NMR (400MHz,DMSO-dy) 83.56 (s,3H) 3.61 (s,2H) 7.23 -7.27 (m,1H) 7.55(d,J=

9.84Hz,1H) 7.59 (d, J=8.86Hz,1H) 8.12(s,1H) 11.13 (br s,1H) 12.85 (br s,1H)

[3842]  6-%0-N- (3,6- % -5- I JEMENE -2-3E) - 7- % - LH- 15|k - 3 - Tk e 1 - 355

F/ \

N=—

F

HN
\S"'-:'O

o=

[3843]

/

Iz

cl
F

[3844]  FgMELC-MST732:2 (ES) : 376 (M+H) *,99% 4fi &

[3845]  'H NMR (400MHz,DMSO-d,) 62.09 (s, 3H) 7.32 (dd, J= 8.56,6.60Hz,1H) 7.67(d,]=
8.80Hz,1H) 7.71-7.77 (m,1H) 8.13(s,1H) 11.07 (br s,1H) 12.87 (br s,1H)

[3846]  7-F(-N- (5-F-3- 9 -6- F A IEMENE -2-F%) -6- HH 420k - 1H- M| Wk - 3-fe it iX1-356
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Cl

o~ \

[3847]

o]
[3848]  HEPELC-MS/79%:2 (BS) :418 M-H) ,96 % 4 JiF .
(38491 'H NMR (400MHz ,DMSO-d,) 83.62 (s,3H) 3.85 (s,3H) 7.09 (d,J=8.80Hz,1H) 7.73
(d,J=8.80Hz,1H) 7.88(d,J=9.29 Hz,1H) 7.95(s,1H) 11.12 (br s,1H)12.14 (br s,1H)
[3850]  7-%(-N- (5-%-3-%-6- F A EMEIE -2-28) -6- % - 1H- M|k - 3-FE AL 1- 357

Cl

Ok \

—

/

HN
[3851]

—

s=°

o=

N

Iz
M

Cl
[3852]  HgPELC-MS /7922 (ES) :406 M-H) ,95% 4 )i,

[3853]  'H NMR (400MHz,DMSO-d,) 83.61 (s,3H) 7.25 (t,J=9.54 Hz,1H) 7.79 (dd,]=8.80,
4.40Hz,1H)7.91(d,J=8.80Hz,1 H)8.13(d,J=2.45Hz,1H) 11.13 (br s,1H) 12.61 (br s,
1H)

[3854]  6-%(-N- (3,5~ % -6~ H A JEMENE -2-25) -7 - 98- 1H- M|k - 3- T 1 - 358
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[3855] \ _o

74
N
N Cl
[3856]  BEMELC-MSTVE2 (ES) :390 (M-H) ~,99% 4li i ,

[3857] 'H NMR (400MHz ,DMSO-d,) 83.58 (s,3H) 7.30 (t,J=7.34 Hz,1H) 7.61(d,J=
8.31Hz,1H) 7.90 (t,]=9.29Hz,1H) 8.16 (s,1H)10.84 (s,1H) 12.82 (br s,1H)

[3858]  N-[4- (BUIEHEAIL) -2,5- &R IE] - TH-MEng 31 (3, 2-h] MEmbk - 3- i i 1-360

NC
0
F
F
[3859] H
\ —~0
0=
N
H

N\ |
[3860]  HHPELOMS/7vE3 (BESY) 1415 (M+H) +,98 % 4ti & ,
[3861]  'H NMR (400MHz,DMSO-d,) 813.19 (s,1H) ,10.09 (s, 1H),8.91(d,J=3.0Hz,1H) ,
8.42(dd,J=8.5,1.7Hz,1H) , 7.89-7.82 (m,2H) ,7.66 (d,]=8.7Hz,1H) ,7.57 (dd,]=8.2,

4.3Hz,1H) ,7.22 (td,J=11.6,7.3Hz,2H) ,5.16 (s,2H)
[3862]  N-[4- (GUILFIE) -2,5- “HUREL] - TH-MEME I [3, 2-h] Wik - 3- I AE T - 361
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NC
F
F
[3863] Hh{
3863

0=

N

H

[3864]  HHPELCMSTT4:3 (ESY) 399 (M+H) +,96 % 4fi fif .

[3865]1 'H NMR (400MHz,DMSO-d,) 813.24 (s,1H) ,10.49 (s, 1H),8.91(dd,J=4.3,1.7Hz,
1H) ,8.43(dd,J=8.2,1.7Hz, 1H),8.02-7.95 (m,2H) ,7.69(d,J=8.7Hz,1H) ,7.57 (dd,]J=
8.2,4.3Hz,1H) ,7.30(dd,J=10.8,6.5Hz,1H) ,7.20(dd,J= 10.4,6.7Hz,1H) ,3.91 (s,
2H) .

[3866] N-[4- 2-FHEHE) -2,5- ZHIKIAE] - IH-MEMIF[3, 2-h] k- 3- Tt fi 1-362

NC
F
F
[3867] HN
L
o="
74

[3868]  HHPELCMSH74:3 (ESY) 413 (M+H) +,99 % 4fi fif .

[38691  'H NMR (400MHz,DMSO-d,) 813.22 (s,1H) ,10.33 (s, 1H),8.91(dd,J=4.3,1.6Hz,
1H) ,8.43(dd,J=8.2,1.7Hz,1H) ,7.95 (s, 1H) ,7.92(d,J=8.7Hz,1H) ,7.67 (d,J=8.7Hz,
1H) ,7.57(dd,J=8.2,4.3Hz,1H) ,7.17(ddd,J=17.9,10.7, 6.6Hz,2H) ,2.79 (t,J=
7.2Hz,2H) ,2.76-2.71 (m,2H) .

[3870]  6-5-N-[3,6- —%-5- (2-F L AL Mbre -2-FE] - 1H- M|k - 3- Tk i 1 - 364
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[3871]

H Cl
[3872]  FgMELC-MST7i:2 (ES') :406 (M+H) *,97 % 4fi &
[3873]  'H NMR (400MHz,DMSO-d,) 84.24-4.29 (m, 1H) 4.31-4.36 (n, 1H) 4.60-4.65 (m, 1H)
4.72-4.77(m,1H) 7.18(dd,J=8.61, 1.72Hz,1H)7.51(d,J=1.48Hz,1H)7.70(d,]J=
8.86Hz,1H) 7.78(dd,J=9.84,8.37Hz,1H)7.95(d,J=2.95Hz,1H) 10.49 (s, 1H)12.06

(brs,1H) »
[3874]  6-%(-N-[3,6- 9 -5- (2-H4HIE L EIL) Mg -2-3 ] - 1H-F5|k -3~ fE Ji%1-365

[3875] N=

/
i cl

[3876]  FHIELC-MSJ7i%:2 (BS") : 418 (+H) *,99% 4l .

[3877]  'H NMR (400MHz,DMSO-d,) 83.24 (s, 3H) 3.58-3.60 (m, 2H)4.12-4.17 (m,2H) 7.17
(dd,J=8.31,1.96Hz,1H) 7.50(d,] =1.96Hz,1H)7.68(d,J=8.80Hz,1H)7.71-7.77 (m,
1H)7.93 (d,J=2.45Hz,1H) 10.41 (brs, 1H) 12.05 (brs, 1H) .

[3878]  6-%(-7- (AL -N- (3,5~ 98 -6 F AR nE - 2- 8) - 1H- MWk -3 fed ik ik
1-366
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F
o)
S~ i
Ne—
HN‘
o)
[3879] 0=5"
74
H cl
OYF

[3880]  Fgii:LC-MST7v2:2 (ES') : 440 (OM+H) *,99% 4fi &

(38811 'H NMR (400MHz,DMSO-d,) 83.55 (s,3H) 7.21 (t,J=73.2 Hz,1H) 7.35(d,J=
9.20Hz,1H) 7.73(d,J=8.40Hz,1H) 7.90 (t,J=8.80Hz,1H)8.09 (s,1H)10.81 (s,1H),
12.52 (brs,1H) .

[3882]  6-%(-N- (3,6~ 98 -5~ JEntb e -2- ) -7~ (4 L) - 1H-P5IWk-3- Tk i 1-367

F/\

—

HN

-

_0

[3883] 0=%

/

Cl

Iz

F7IF
F

[3884]  FgiiELC-MST73:2 (ES') 426 (M+H) *,98% 4fi &,

[3885]1 'H NMR (400MHz,DMSO-d,) 62.09 (s,3H) 7.53 (d,J=8.40 Hz,1H) 7.69-8.02 (m, L)
8.07 (s,1H) 8.16 (d,J=8.40Hz,1H) 11.15 (brs,1H) 12.25 (brs,1H) .

[3886]  D.5.J73EF.N-(2,1,3- 2 M —me-5-35) -6-50- 1H-M5| Wk - 3-REE LT - 201004 HY
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07
=)
Cl O/N

o1

-
MNH
=g=0 P“-Rd Osd—o ‘NQ
Na
2 o L
[3887] " i b P sd=o
¢S‘-::o Ny Wk, ,/‘5::_,-0
o : = 0 j SEH /A 3
Cl

CAS: 874-36-2 TR
Xil-19 1-201a 1-201

[3888] L UE-1:1- CAMANEIE) -N- (2,1, 3- K FFME M -5-38) -6- G -W5IWE-3- % BEALT -
201aff) &k
[3889]  FE# H W /N, FER T T WL - CRARELEE) -6- 5 - MWk -3 -t & XI1-19
(192mg,0.49mmol) ¥ AARAEMENE (4mL) WH o IOAN2,1,3-ZFFIE — Me-5- % (135mg, Immol) FH7E
B NI R IR G AR T T AN E R R AR I BIDCMH KA HLAE A LN HCL
MIER KBTS, AMgSO, T 28K IR CLMPR IR R VI LE T B I [E 46, 2R JFEACN/ 7K (8/2)
BIF R R S Ab PR IE U8, K BRI AE LS T8, 193] 170mg 1- CREEBERS) -N- (2,1, 3-
ZRFRIE -5 3) -6- S - M|k -3 -TEEE LT - 201a, TR (O E 44
[3890] WK :71%.,
[3891]  BEPELCMSJ7i:1 (ES) :487 (M-H) ,100% 4 JiF,
[3892]  'H NMR (400MHz,DMSO-d,) 611.52 (s, 1H) ,8.99 (s, 1H) , 8.16-8.10 (m,2H) ,7.98(d,
J=1.8Hz,1H) ,7.91(dd,J=9.1, 3.2Hz,2H),7.63(t,J=7.5Hz,1H) ,7.56-7.51 (m,2H) ,
7.43- 7.36 m,2H) ,7.25(dd,J=9.6,1.9Hz,1H) .
[3893]  IR-2.N- (2,1,3-FIFME W -5-3L) -6- 5 - TH- M5 - 3- T MERL - 201 FRI& %
[3894]  ZEB5:PAr b1 - CREREBEIL) -N- (2,1, 3- K HNE M -5-38) -6-50-M5 Wk -3- Tk
Jz1-201a (170mg, 0. 34mmol) V7 7E FHIE (4mL) F1 o IIAZK  (ImL) , SR J5 IMANBRER T (200mg ,
1.45mmol) HEER FRA LR K RENEEMERET SRR WE TELOACH , FHIN
HC1/K Bk, FAMgSO, T 1§t 78 K o K TR AR IITE — AR B Alifk, FHBESE /EtOAc (1/1) BEMi.
KRG, 155 170mg N- (2,1,3-FFFNE M -5-3) -6- G- 1H- 15|10 - 3-Fl L AL T-201 , = %
o [ 4
[3895]  f(#%:88% .
[3896]  BHEPELCMS /711 (ES) 347 M-H) ,97% 4 & .
(38971 'H NMR (400MHz ,DMSO-d,) 612.27 (s, 1H) ,11.22 (s, 1H),8.41(d,J=2.8Hz,1H),
7.94(d,J=9.5Hz,1H) ,7.87(d, J=8.6Hz,1H) ,7.54(d,J=1.8Hz,1H) ,7.38(d,J=1.7Hz,
1H) ,7.34(dd,J=9.5,1.9Hz,1H) ,7.29 (dd,J=8.6,1.9Hz, 1H).
[3898]  KTHM N HILA Y] AR AT A7 VLRI A R
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[3905] o

[3906]  FEMELCMS /i1 (ESY) :360 (M+H) ©,97 % 4l J .

[3907]  'H NMR (400MHz ,DMSO-d,) 812.25 (s, 11) ,11.07 (s, 1H) ,8.08(d,J=3.5Hz,2H) ,
7.95(d,J=10.1Hz,1H) ,7.87 (d,J=8.6Hz,1H),7.55(s,1H) ,7.23 (m,1H)

[3908]  6-%(-N-(2,4,5- =H(IHE-) - 1H- |- 3- B FEAL T -203

F
F
N\ @]
[3909] | O-"';Sé

/

N Cl

[3910]  FgMELCMST7i%:1 (BSY) :361.2 (M+H) ©, 1009 4fi %

(39111 'H NMR (400MHz ,DMSO-d,) 811.29 (s, 1H) ,7.78 (d,J= 8.5Hz,1H) ,7.57(d,J=
1.9Hz,1H) ,7.37(d,J=1.9Hz,1H) , 7.14-7.00 (m,2H) ,6.94 (td,J=11.1,8.1Hz,1H) .
[3912]  6-%(-N- (4-5(-2,5- %R - 1H- 5|k - 3- fefi Bk e 1 - 204

Cl
E

[3913] F

z
/
wn=0

=0

/

N Cl
[3914]  HEPELCMS /731 (ES) :375.2 (M-H) ,100% 4l & .
[3915]  'H NMR (400MHz,DMSO-d,) 612.13 (s,1H) ,10.46 (s, 1H),8.04(d,J=2.8Hz,1H) ,
7.78(d,J=8.6Hz,1H) ,7.59- 7.47 (m,2H) ,7.34(dd,J=10.4,7.0Hz,1H) ,7.23(dd,J=
8.6, 1.9Hz,1H) .
[3916]  6-F(-N- (2,3- 3R HL) - 1H-F5| Wk - 3- R BRI T-205
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[3917]

[3918]  HH{ELOMS/7¥E3 (BS) :343.2 (M+H) *, 97 % 4l FE
[3919]  'H NMR (500MHz,DMSO-dy) 812.08 (s,11) ,10.24 (s, 1H) , 7.94(s,1H) ,7.72(d,J=
8.6Hz,1H) ,7.53 (s,1H) ,7.21(d,J= 8.6Hz,1H),7.01-7.17 (m,3H) .
[3920]  6-%(-N-[4- (FIEHIL) -2- F R AL ] - 1H- M5k - 3- T PR A& T - 206
Cl

[3921] 0=S=0

[3922]  HhH{ELOMS7¥E3 (BS) :364.1 (M+H) *,98% 4l FE
[3923]  'H NMR (0OMHz,DMSO-dy) 812.04 (s,11) ,10.04 (s, 1H) , 7.90(s,1H) ,7.73(d,J=
8.6Hz,1H) ,7.52 (s, 1H) ,7.32(s, 1H),7.19(d,J=8.6Hz,1H) ,7.07 (d,]J=7.0Hz,2H) ,3.95
(s, 2H) .
[3924]  6-%-N-[4- (1-FIELEE) -2- %R ] - 1H-P5| Wk - 3- Tl I i T-207
cl
NH
o

[3925] 0=§=0
HN

CN
[3926] T ELCMS /7723 (ESY) :378.2 (VH+H) *, 94 % 4l .
(39271 'H NMR (500MHz ,DMSO-d,) 610.12 (s, 1H) ,8.01 (s, 1) , 7.70-7.71 (m,2H) ,7.34-
7.36(m,1H) ,7.09-7.25 (m,3H) ,4.23 (q,J=7.2Hz,1H) ,1.48(d,J=7.2Hz,3H) .
[3928]  6-F(-N- (4-F-5-9-2- FAE IR - 1H-Mg[P - 3- Tl i 1 - 208
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Cl

[3929]

[3930]  HH{ELOMS7¥E3 (ES) :389.2 (M+H) *,95% 4l FE

[39311  'H NMR (600MHz ,DMSO-d,) 812.03 (s, 11) ,9.63 (s, 1H) , 7.95(s,1H) ,7.80(d,J=
8.6Hz,1H) ,7.50 (d,J=1.9Hz,1H) , 7.34-7.16 (m,2H) ,7.03(d,J=6.9Hz,1H) ,3.39 (s,
3H) »

[3932]  6-%(-N- (4- %k -3- FHAERIE) - 1H-Ng| ik - 3-fsli i Jie 1 - 209

Ty

[3933] O;S\

CN

[3934] R ELOMS /513 (ESY) :346 (M+H) ©,95% 4liJ .

[3935]  'H NMR (500MHz,DMSO-d,) 8:12.16 (s, 1H) ,10.87 (s, 11),8.20(s,1H) ,7.82(d,J=
8.5Hz,1H) ,7.68-7.41 (m,2H) , 7.24(dd,J=8.6,2.0Hz,1H) ,7.10(d,J=2.1Hz,1H) ,7.06
(dd,J=8.5,2.2Hz,1H) ,2.33 (s,3H) .

[3936]  6-F-N- (4- Bk -2- 5 R L) - 1H-W5( Wk - 3- R BRI T-210

[3937] oﬁ-s\’
N D\
H
\
F

[3938]  rFELOMS /13 (ESY) :349 (M+H) ©,96 % 4l J .

(39391  'H NMR (600MHz,DMSO-d,) 8:12.08 (s, 1H) ,10.25 (s, 1H),7.95(s,1H),7.77(d,J=
8.5Hz,1H) ,7.51 (s,1H) ,7.35- 7.32(m,1H) ,7.23-7.18 (m,3H) ,4.17 (s, 1H) »

[3940]  6-%(-N-[5- (9 3L) MEmE -2- J& ] - TH- M|k - 3- R P e T- 2111
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[3942] T PELOMS /773 (ESY) :376.4 (HH) *, 84 % 4l .

[3943]1  'H NMR (600MHz,DMSO-d,) 8:12.17 (s, 1H) ,11.62 (s, 1H),8.49(d,J=2.6Hz,1H) ,
8.20(d,J=2.8Hz,1H) ,7.98 (dd,]J=8.8,2.5Hz,1H) ,7.88(d,J=8.6Hz,1H) ,7.51 (d,J=
1.9Hz,1H) ,7.24(dd,J=8.7,2.0Hz,1H) ,7.22(d,J=8.9Hz, 1H).

[3944]  N- (4-¥R-2-F K3E) -6- 5 - 1H-M5|Wk - 3- T L% 1-212

[3946] R ELOMS /13 (ESY) :405 (M+H) ©,95% 4l J .

[39471  'H NMR (500MHz ,DMSO-d,) 8:12.05 (s, 1H) ,10.08 (s, 1H) ,7.89 (d, J=1.5Hz, 11)) ,
7.73(d,J=8.6Hz,1H) ,7.51 (d, J=1.9Hz,1H) ,7.41(dd,J=10.0,2.2Hz,1H) ,7.31-7.26
(m, 1H),7.23(t,J=8.5Hz,1H),7.19 (dd,J=8.6,1.9Hz,1H) .

[3948]  N- (4-¥-2,5- “5ARHL) -6- 5 - 1H-F5|Wk - 3-BEEEA%ZT-213

[3950]  HH{ELOMS7¥E3 (BS) :402.9 (M+H) *, 97 % 4l FE

[39511  'H NMR (500MHz,DMSO-dy) 8:12.12 (s,1H) ,10.45 (s, 1H),8.04(d,J=2.9Hz,1H) ,
7.78(d,J=8.6Hz,1H) ,7.59 (dd,]=9.6,6.4Hz,1H) ,7.52(d,J=1.9Hz,1H) ,7.30(dd,J=
9.9,6.8Hz,1H) ,7.22(dd,J=8.6,1.9Hz,1H) .

[3952]  6-%-N- (4-5-2-8-5- FH AL RIL) - 1H- M|k -3 -k i T - 214

Cl

[3954]  thH{ELOMS7¥E3 (BS) :472.9 (M+H) *, 98 % 4l FE .

[3955]  'H NMR (500MHz,DMSO-d,) 8:12.03 (s,1H) ,10.00 (s, 1H),7.91(s,1H) ,7.73(d,J=
8.6Hz,1H) ,7.51(d,J=1.9Hz, 1H),7.26(t,J=9.4Hz,2H),7.19(dd,]J=8.6,1.9Hz,1H) ,
3.29 (s,3H) «

[3956]  6-%(-N-[2-%(-4- (FLH-A~6~-Fiki L) HIE] - 1H- M|k - 3- AL 1-215
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[3958]  T{ELCMST5i2:3 (BS) :448.9 M-H) ,96% 4 JE .

[39591  'H NMR (500MHz,DMSO-d,) 8:12.16 (s, 1H) ,10.72 (s, 1H),8.08(d,J=3.0Hz,1H) ,
7.81(d,J=8.6Hz,1H) ,7.80 (dd,J=2.5,15Hz,1H) ,7.64(dd,J=9.1,2.5Hz,1H) ,7.62-
7.57 (m,1H) ,7.52(d,J=1.7Hz,1H) ,7.22 (dd,J=8.6,1.9 Hz,1H) .

[3960]  N-(2,1,3-ZF -0 —mg-4-5E) -6- 5 - 1H- 5| Wk - 3- Tk e % 1 - 216

Cl N
[3961] /< o N~
= N
0‘-:8\ | ¥/
HN\< S

[3962]  HH{ELOMS7E3 (BS) :348.9 (M+H) *,95% 4l FE
(39631 'H NMR (600MHz,DMSO-d,) 8:12.17 (d,J=3.2Hz,1H) , 11.28(s,1H),8.17(d,J=
3.0Hz,1H) ,7.88(d,J=8.6Hz, 1H),7.59(d,J=9.0Hz,1H),7.49(d,J=1.9Hz,1H) ,7.45
(dd,J=9.0,7.2Hz,1H) ,7.24 (d,]J=7.2Hz,1H) ,7.20 (dd,J= 8.6,1.9Hz,1H) .
[3964]  6-%(-N-[4- (FLoR-M6-Ba ke dis) R3] - TH-Mg[ P - 3- Tl i 1 - 217

H

Cl N
o
=0
[3965] 0=S
HN\QE\ F
S~F

FF
[3966] R PELCMS 5153 (ES) :431 M-H) ,98% 4l & .
(39671 'H NMR (500MHz,DMSO-d,) 8:12.15 (s, 1H) ,10.90 (s, 1H),8.14(s,1H),7.82(d,J=
8.6Hz,1H) ,7.77-7.62 (m,2H) , 7.51(d,J=1.9Hz,1H) ,7.29-7.16 (m,3H) .
[3968]  N- (4-VRRHE) -6- - 1H- M| - 3- Tt fiX - 218
H

Cl N
T
[3969] o

0=5"

HN
Br

[3970] A LCMS7VE3 (ES) :484.9 M-H) ,95% 4fiJif,
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(39711 'H NMR (600MHz,DMSO-d,) 8:12.06 (s, 1H) ,10.35 (s, 1H),8.00(s,1H),7.79(d,J=
8.6Hz,1H) ,7.49(d,J=1.9Hz, 1H),7.37-7.30 (m,2H) ,7.21(dd,]J=8.6,2.0Hz,1H) ,7.06-
6.98 (m,2H) .
[3972]  N- (4- 2Bk 2L - 2- 3R L) -6- 8- 1H- Pk - 3- IR A% T-219
Cl N
19
[3973] O=S‘—O
O~
F o}
[3974]1 R PELOMS 5153 (ES) 365 M-H) ,99% 4 & .
[39751  'H NMR (500MHz,DMSO-d,) :612.12 (s, 1H) ,10.58 (s, 1H),8.06(d,J=2.2Hz,1H) ,
7.84(d,J=8.6Hz,1H) ,7.66 (dd,J=8.5,2.0Hz,1H),7.60(dd,J=11.4,1.9Hz,1H) ,7.55-

7.48 (m,2H) ,7.22(dd,]=8.6,1.9Hz,1H) ,2.46 (s,3H) .
[3976] N- (4-FIE-2-HORIL) -6- RPN IEFF S IE) - 1H-F5[k - 3-ff Bt i 1 - 220

N

/?/
s B
o

[3977] o=x"

[3978]  HH{ELCMS/7i%3 (BS') :403 (M+NH,) ', 96 % 41 .
[39791  'H NMR (500MHz,DMSO-d,) 8:11.81 (d,J=3.0Hz,1H) , 10.68(s,1H) ,7.91(d,J=
2.9Hz,1H) ,7.71(dd,J=10.7,1.7 Hz,1H) ,7.67 (d,J=8.8Hz,1H) ,7.61-7.46 (m,2H) ,6.90
(d, J=2.2Hz,1H) ,6.83(dd,J=8.8,2.2Hz,1H) ,3.80(d,J=6.9 Hz,2H) ,1.32-1.14 (m,
11) ,0.68-0.51 (m,2H) ,0.37-0.15 (m,2H) .
[3980]  N- (4-5(-2,5- 3R AL) -6- H 4 2% - TH- M|k - 3- R ot e T - 221
F

Cl H
¢
[3981] F O:S‘O

0L
N O/

H
[3982]  rFMELOMS /i3 (ESY) :373 (M+H) ©,97 % 4l J .
[3983]  'H NMR (500MHz,DMSO-dy) 8:11.79 (s,1H) ,10.35 (s, 1H),7.86(d,J=2.9Hz,1H) ,
7.64(d,J=8.8Hz,1H) ,7.50 (dd,J=9.9,6.9Hz,1H),7.32(dd,J=10.5,6.9Hz,1H) ,6.93
(d,J=2.2Hz,1H) ,6.82(dd,]=8.8,2.3Hz,1H) ,3.76 (s, 3H) .
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[3984] N- (4-EJFL-2-H K

F

(-
= H
i

0

302/347 T
F) -6- (VUSRI - 2- L F AR L) - 1H- M5 We - 3- T Ik i 1-222

[3985]

[3986]  rRMELCMS /i3 (ESY) =316 (M+H) ©,97 % 4liJ .

[3987]  'H NMR (500MHz,DMSO-d,) 8:11.83 (s, 1H) ,10.68 (s, 1H),7.92(d,J=3.0Hz,1H) ,
7.71(dd,J=10.7,1.7Hz,1H), 7.68(d,J=8.8Hz,1H) ,7.60-7.46 (m,2H) ,6.94 (d,]=2.3
Hz,1H) ,6.83 (dd,J=8.8,2.3Hz,1H) ,4.14 (qd,J=6.7,4.2 Hz,1H) ,3.92 (qd,J=10.1,
5.1Hz,2H) ,3.78 (dt,]J=8.2,6.7 Hz,1H) ,3.66(td,J=7.7,6.2Hz,1H) ,1.99 (dddd,J=
12.2, 8.5,7.2,5.3Hz,1H) ,1.92-1.74 (m,2H) ,1.67 (ddt,J=12.0, 8.6,6.9Hz,1H)

[3988]  6-4(-N- (2,4,5——*%9%2 ) - 1H-PERg I (2, 3-b] AL nE - 3- T % 1-223

[3989] ‘

,NH
o=S
/ |
[3990] % iLCMS?i/%l(ES) 362.2 (M+H) +,99% 4 /& ,
[3991]

'H NMR (400MHz , DMSO-d,) 612.83 (s, 11) ,10.27 (s, 1H),8.19-7.98 (m,2H) ,7.47
(m,J=10.0Hz,1H) ,7.37 (n,J= 9.2Hz,2H) .

[3992]  6-&(-N- (4-5-2-FAE) - 1H-AEg 37 (2, 3-b] AL IE - 3- Rk ik 1 - 224

cl
F’@
[3993] HN
o)
0’/8//
A
?/Il
~
N
i N cl
[3994]

BRPELCOMS 77221 (BSY) :360.2 (M+H) ©, 99 % 4t 7 ,

[3995] 'H NMR (400MHz , DMSO-d,) 612.80 (s, 1H) ,10.17 (s, 1H),8.12(d,J=8.3Hz,1H)
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8.04(s,1H) ,7.34(m,J=8.8 Hz,2H) ,7.28(t,J=8.6Hz,1H) ,7.18 (d,J=8.6Hz,1H) »
[3996]  6-%-N-(2,2,6- =% -1,3- A MM -5-3) - 1H-MEn% 3£ (2, 3-b] kg -3- fifk ik
fit1-225

F
[3997] H
0
O/
74 | o
N ~

[39981 g MELCMS J7v2:1 (ES") :406.2 (M+H) +,99% 4l fiF .

[39991  'H NMR (400MHz,DMSO-d,) 612.78 (s,1H) ,10.15(s, 1H),8.10(d,J=8.4Hz,1H) ,
8.04 (s,1H) ,7.43(d,J=9.1Hz, 1H),7.34 (m,J=7.3,4.5Hz,2H) .

[4000]  6-5(-N- (7T-9-2,1,3-KFFmE M -4-F8) - TH-MEME FE (2, 3-bntkme -3-fif FhA%T-
226

F §
\ .o
I\ 257
[4001] N N O
\S/ N
7]
o

[4002]  BRIELCMS/7¥EL (BS)) :384.2 (M+H) *, 97 % 4l FE

[4003]  'H NMR (400MHz,DMSO-d,) 812.78 (s,1H) ,10.79 (s, 1H),8.22-8.12(m,2H) ,7.51-
7.39 (m,2H) ,7.29(d,J=8.3 Hz,1H) .

[4004]  6-5(-N- (4-5(-2,5- & AIEL) - 1H-0Em I [2, 3-b]ntke - 3- fl ki 1 - 227

Cl
E
F
HN

\ o

.S

O/
S
L.
N NZ ci

[4006]  TEPELCMS /5321 (ES) :376.2 (M-H) ,99% 4liJ& .
[4007] 'H NMR (400MHz , DMSO-d,) 612.87 (s, 1H) ,10.52 (s, 1H),8.26-8.12(m,2H) ,7.55

[4005]
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(dd,J=9.9,6.8Hz,1H) ,7.37 (dd,J=9.5,7.0Hz,2H) .
[4008]  N- (4-¥R-2,5- “FREL) -6- G- 1H-MEr& I (2, 3-b]ntkmE - 3-fiff ez 1-228
Br

[4009] HN

N N Cl

[4010]  BEPELCMS 731 (ES) :420 M-H) ,97% 4 & .

[4011]  'H NMR (400MHz ,DMSO-d,) 812.87 (s, 11) ,10.52 (s, 1H) ,8.25-8.15 (m,2H) ,7.63
(dd,J=9.7,6.4Hz,1H) ,7.38 (d,J=8.3Hz,1H) ,7.34(dd,J=9.7,6.8Hz,1H) .

[4012]  6-G-N-[4- (ZHF AL -2,5- ZHORE] - 1H-MErE I [2,3-bIntbnE -3- 1 MEA%T-
266

F
F/'<
0
F
F
[4013]
HN
\S,/o
O’/
S
7]
-
N
N N cl

[4014]  BHHELOMSJ7i%1 (ES) :410 () *,99 % 411J% .

[4015]1  'H NMR (400MHz,DMSO-d,) 612.85 (s,1H) ,10.38 (s, 1H),8.15(d,1H),8.13(d,J=
8.4Hz,1H) ,7.38-7.34(d, 11) , 7.34-7.27 (m,2H) ,7.08 (t,J=72.9Hz,1H) .

[4016]  6-%(-N-[4- (U AIE) -2,5- ZHURIE] - 1H- W5k - 3- AT KT - 267
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[4017]
HN

\
\m/
W

G

b

Cl

b

[4018]  BHAELOMS 1 (ES) :407 M-H) ,97% 4,
[4019]  6-%(-N- (2,5- 9 -4- IR IR L) - 1H-nkmg H: (2, 3-bIntbmg - 3- Wk fie 1 - 268

F
F
[4020] H

[4021]  FEMELOMS i1 (ESY) :358 (M+H) ©, 98 % 4l J .

[4022]  'H NMR (400MHz ,DMSO-d,) 812.80 (s, 11) ,10.19 (s, 1H) ,8.18-8.07 (m,2H) ,7.36
(d,J=8.3Hz,1H) ,7.06 (ddd,J= 11.0,6.7,2.2Hz,2H) ,2.12(s,J=1.9Hz,3H) .

[4023]  6-F(-N-[2,5- =9 -4- (U 2E) R AR - 1H- Pk - 3- R PR A& T - 269

N/

Cl

Iz

N Cl

[4025]  BMELCMS A1 (BS) :409 (M-H) ,100% 4ti 2,
[4026]  6-%40-N- (2,5- "% -4- I REIEIL) - 1H- 15|k - 3- Rk L 1-270
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¢

[4027] \ &

-~
-
S

o/
N

[4028] W@ M4HELCMS /7y (ESY) 357 (M+H) ©,99 % 4ii i
[4029] N- (4-&-2,5- @ AIE) -5H-[1,3] 5 AR IRIA (4,5 £ 105k -7 - L &1 -
271

[4030] HN
(@]
a >
[4031]  BEMELOMS 71 (ES) :385 (M-H) ,99% 4ii
[4032] '{ NMR (400MHz ,DMSO-d,) 811.81 (s, 1H) ,10.37 (s, 1H),7.81(d,J=3.1Hz,1H),
7.54(dd,]=10.0,6.9Hz,1H) , 7.33(dd,J=10.6,7.0Hz,1H) ,7.25 (s,1H) ,6.97 (s, 1H) ,
6.00 (s,2H) .

[4033]  N- (4-¥R-2,5- ZCREL) -6- H 4 - TH- b 5 (2, 3-bI b mE - 3- it ik 1-272
Br

[4034]

[4035]  FEMELOMS /i1 (ESY) 418 (M+H) ©,99% 4l J .

[4036]  'H NMR (400MHz ,DMSO-d,) 812.45 (s, 11) ,10.43 (s, 1H) ,8.04 (d,J=8.6Hz, 1H) ,
7.88(d,J=3.0Hz,1H) ,7.62 (dd,J=9.7,6.4Hz,1H) ,7.32(dd,J=9.9,6.9Hz,1H) ,6.73
(d,J=8.6Hz,1H) ,3.87 (s,3H) .
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[4037]  6-50-N-[2-%-4- (S AP EIL) ZREE ] - TH-AE& IF [2, 3-bI b wE -3- Rt Jik1-273

0
F
[4038]
HN
0

-,

ao’fS ¢

?ITL
~

N
N N Cl

[4039]  FEMELOMS /i1 (ESY) 410 (M+H) ©,99 % 4liJ .

[4040]  'H NMR (400MHz ,DMSO-d,) 812.83 (s, 11) ,10.23 (s, 1H),8.08(d,J=1.6Hz,1H) ,
8.06(d,J=8.4Hz,1H) ,7.39 (t, J=8.9Hz,1H),7.32(dd,J=8.1,2.6Hz,2H) ,7.21-7.13
(m, 1H).

[4041]  N- (4- ZoHdd-2-HOREE) -6- B S 2L - TH- M| Wk - 3- T e G T-274

/I

[4042] HN
/]
N

[4043]  BEPELCMS 731 (ES) : 343 M-H) ,96 % 4 & .

[4044]  'H NMR (400MHz ,DMSO-d,) 811.76 (s,J=3.0Hz,1H) , 10.17(s,1H),7.78(d,J=

2.8Hz,1H) ,7.64(d,J=8.8Hz, 1H),7.34(t,]=8.3Hz,1H),7.26-7.13 (m,2H) ,6.93(d,]J=

2.2Hz,1H) ,6.81 (dd,J=8.8,2.2Hz,1H) ,4.18 (s, 1H) ,3.77 (s,3H) »

[4045]  N- (5-R-6-SMLAE -2-55) -6- 5 - 1H- 5]k - 3- Bk i 1 - 275

o~
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Br

[4046] HN

[4047]  BHAELOMS 5321 (ES) :418 M-H) ,96 % 4fi
[4048]  6-5(-N-[2-%(-4- (@ P EEL) RKIL] - 1H-N5| Wk - 3-F k4 1-276
F

E
>
0]

[4049]
HN
0

o’fs//

7]
o
[4050] g PELCMS /731 (ES) :407 M-H) ,96 % 4 & .
[4051]  'H NMR (400MHz ,DMSO-d,) 612.08 (s,1H) ,10.15(s, 1H),7.92(d,J=2.7Hz,1H) ,
7.67(d,J=8.6Hz,1H) ,7.52(d, J=1.9Hz,1H),7.39(t,J=8.9Hz,1H) ,7.29(dd,J=10.6,
2.7 Hz,1H) ,7.16 (ddd,J=11.4,8.9,2.2Hz,2H) .
[4052]  N- (4-5(-2,5- ZFAREL) -6-F 2L - 1H- M|k - 3- Ik i 1 - 277
Cl

Cl

[4053] HN

N CN

[4054]  BHMELCMS 7vE1 (BS) :366 (M-H) ,100% 4ti &,
[4055] 'H NMR (400MHz ,DMSO-d,) 612.56 (s, 1H) ,10.54 (s, 1H),8.26 (d,J=2.4Hz,1H) ,
8.00(d,J=1.3Hz,1H) ,7.94(d, J=8.4Hz,1H) ,7.63-7.47 (m,2H) ,7.36(dd,]=10.3,
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6.9Hz, 1H) .
[4056]  6-JR-N- (4-5-2- @ AR - [H-AEng 37 (2, 3-b] AnE - 3- Rk iR T - 278
cl
F
[4057] HN
\ _o
/S/
O/
L
/
H N Br

[4058]  BEPELCMS /511 (ES) :402 M-H) ,97% 4 JE .

[40591  'H NMR (400MHz ,DMSO-d,) 612.85 (s,1H) ,10.20 (s, 1H),8.04(d,J=8.3Hz,2H) ,
7.48(d,J=8.3Hz,1H) ,7.35 (dd,J=10.3,2.3Hz,1H) ,7.29 (t,J=8.5Hz,1H) ,7.19(ddd,]J
=8.6,2.3,1.0Hz,1H) .

[4060]  6-%(-N- (3- %6 -5- H LML AE - 2-FE) - 1H- Pk - 3- R BBE AL T-279

=y

4061 HN
[ 1 \ .

/s/

o~
m
N Cl

H
[4062]  BEMELOMS /71 (ES) :338 (M-H) ,99% 4lifE,
[4063]  6-%5(-N- (5-fiflintk g - 2- FL) - 1H- M5k - 3- ik i 1 - 280
|

[4064] HN

N
H Cl

[4065]  BHAELOMS 731 (ES) :432 M-H) ,91% 4,
[4066]  N- (4-5-2,5- G AIE) -6- FFEFE- 1H-MEE 1 (2, 3-b Ak nE - 3- ik ik 1-281
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Cl
F
F
[4067] HN
\ _o
S/
O’/
B
7]
NN
N
N N o

[4068]  BRIELCMS 7 vE1 (BSY) :374 (M+H) *,100% 4liFiF
[40691  'H NMR (400MHz ,DMSO-d,) 812.45 (s,J=2.9Hz,1H) , 10.42(s,1H) ,8.04 (d,J=
8.6Hz,1H) ,7.88(d,J=2.9Hz, 1H),7.54(dd,J=9.9,6.8Hz,1H) ,7.36(dd,]J=10.4,
6.9Hz,1H) ,6.73 (d,J=8.6Hz,1H) ,3.88 (s,3H) »
[4070]  6-%(FE-N-[4- (ZH AL -2,5- I ] - 1H- 5] - 3- Ff ok Jic 1 - 282

F

0
F

ek,
FQ
[4071]

HN

[4072]  BEPELCMSTTi:1 (ES) 398 (M-H) ,100% 4 i,

[4073]1  'H NMR (400MHz ,DMSO-d,) 612.54 (s, 1H) ,10.40 (s, 1H),8.22(d,J=2.8Hz,1H) ,
8.00(dd,J=1.4,0.7Hz,1H), 7.88(d,J=8.3Hz,1H) ,7.55(dd,J=8.4,1.4Hz,1H) ,7.38-
7.25(m,2H) ,7.16 (s, 1H) .

[4074]  N- (4- ZHFE-2-HORIE) -6- AL - IH-MERg IF (2, 3-b] Mbne - 3- Tt e 1-283
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.
[4075] ol
o’fs,/O
ol
N NN

[4076]  FEMELOMS /i1 (ESY) :346 (M+H) ©,97 % 4liJ .
[4077]  'H NMR (400MHz ,DMSO-d,) 612.4 (s, 11) ,10.21 (s, 11) , 8.00(d,J=8.7Hz,1H) ,
7.76(s,1H) ,7.35(d,J=8.0Hz,1H) , 7.20 (m,2H) ,6.70 (d,J=8.6Hz,1H)4.20 (s,1H) ,3.87
(s,3H) »
[4078]  6-5(-N- (6-9-3-%AAfN-1,3- =& -2- K HFMRIR -5-J%) - TH-Ems - [2,3-b] MLAE-
3- A MEAL T -284

0]

[4079]

[4080] B PELCMS /791 (ES') 380 (M-H) ,98% 4l [ .

[4081]  'H NMR (400MHz,DMSO-d,) 612.83 (s,1H) ,10.48 (s, 1H),8.15(d,J=8.3Hz,1H) ,
8.11(d,J=2.4Hz,1H) ,7.68(d, J=6.9Hz,1H),7.47(d,J=9.5Hz,1H) ,7.37 (d,J=8.3Hz,
1H) ,5.30 (s, 2H) .

[4082]  N- (4-R-2,5- 5AREL) -6- B A5 - 1H- 9|k - 3- B Tk fi 1 - 285

Br

[4083] F 0=5=C

[4084] T ELOMS 73 (ES+) :417 (M+H) +,98 % 4fi ff
[4085]  1H NMR (500MHz,DMSO-d6) 6:11.79(d,J=3.0Hz,1H) , 10.37(s,1H) ,7.87(d,J=
2.9Hz,1H) ,7.65(d,J=8.8Hz, 1H),7.58(dd,]J=9.7,6.4Hz,1H),7.29(dd,J=10.0,
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6.8Hz, 1H),6.93(d,J=2.2Hz,1H) ,6.82(dd,J=8.8,2.3Hz,1H) , 3.76(s,3H) .
[4086]  6-%(-N- (4-FHL-5-9 -2- A FE R IL) - 1H- N5 - 3 -l Ik 142 1 - 286

O
N=—
= H
N
[4087] F 0=5=°
m
N
i cl

[4088]  AHPELOMS 7923 (ES+) :380.7 (M+H) ©,97% 4 fiF .
[4089]  'H NMR (600MHz,DMSO-d,) 8:12.19 (s, 1H) ,10.27 (s, 11),8.23 (s,1H) ,7.90(d,J=
8.6Hz,1H) ,7.52 (s, 1H) ,7.38- 7.33(m,2H) ,7.23(dd,]J=8.6,1.9Hz,1H) ,3.65 (s,3H) .
[4090]  N- (2-98-4- (=5 FF3%) K5E) -6- FF A AL - TH- W[ - 3- ffi I e 1- 287

F

)

[4091] O-::.S‘O

0L
o

[4092]  rRHELOMS /i3 (ESY) :389 (M+H) ©,99 % 4l J .

[4093]  1H NMR (500MHz,DMSO-dy) 8:11.79 (s, 1H) ,10.48 (s, 1H),7.86(d,J=2.9Hz,1H) ,
7.67(d,J=8.8Hz,1H) ,7.62- 7.50 (m,2H) ,7.47-7.37 (m,1H) ,6.92 (d,J=2.2Hz, 1H) ,6.81
(dd,J=8.8,2.3Hz,1H) ,3.75 (s,3H) .

[4094]  N- (4-F2E-5-5-2- AL KAL) -6- H A0 JE - 1H- W)Wk - 3- Tt e 1 - 288

\
O
NC H
\ O
4095 =
[4095] F 0=S

[4096]  FRHELOMS 713 (ES) :376 (+H) *, 98 % 411J% .

[4097]  'H NMR (500MHz ,DMSO-d,) 8:11.86 (d,J=3.0Hz, 1) , 10.11(s,1H),8.05(d,J=
2.90z,1H) ,7.75(d,J=8.8Hz,1H) ,7.35(d,J=6.0Hz, 1) ,7.32(d,J=11.2Hz, 1H) ,6.93
(d,J=2.3Hz,1H) ,6.83 (dd,J=8.8,2.3Hz,1H) ,3.75 (s, 3H),3.68(s,3H) .

[4098]  6-J5-N- (5- (-3~ FaPHLE - 2- 2) - 1TH- M|t - 3- BEILAL T - 290
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[4099] F
2/1 j
H Br

[4100]  HHPELOMS /713 (ES) 1404 (M+H) *, 98 % 4fi Ji .
[4101]  N- (4-FFE-2,5- G RIE) -6- FF A 3L - 1H- PRk - 3- ik fie 1- 291
F
NC

H

N

[4102] F O-;S“"O
J
N
H

[4103]  HH{ELCMS /7123 (BS') :381 (M+NH,) ', 98 % 4l .

[4104]  'H NMR (500MHz ,DMSO-d) 8:11.93 (br s,1H) ,11.11 (s, 1H),8.12(d,J=3.0Hz,

1H) ,7.83(dd,J=10.3,6.0Hz,1H) , 7.73(d,J=8.7Hz,1H) ,7.43 (dd,J=11.1,6.4Hz,1H) ,

6.95 (d,J=2.3Hz,1H) ,6.86 (dd,J=8.8,2.3Hz,1H) ,3.77 (s, 3H).

[4105]  6-50-N- (4- 950k - 5- 90 - 2- FH AR SR SE) - TH-MEg I [2, 3-b] e - 3- At & 1-292

O/

o Ny
N_:- .
"o
[4106] F 0=5°%
74 /|
-—
H N7 >¢l

[4107]  HH{ELOMS /7 #:3 (ESH) : 381 (M+H) ©,95.0% 4 Ff .

[4108]  'H NMR (B0OMHz,DMSO-dy) 8:12.90 (s,1H) ,10.36 (s, 1H) ,8.40(d,J=2.3Hz,1H) ,
8.34(d,J=8.4Hz,1H) ,7.45- 7.34 (m,3H) ,3.63 (s,3H) .

[4109]  N- (4-¥R-2- 5K 5E) -6 - H 4800k - 1H- Mg Pk - 3- Fsl B Jie 1 - 293

[4110] 0257
/ DL
N o”
H

[4111] P PELOMS 533 (BSY) :399 (M+H) *,98 % 4lifE ,
[4112]  'H NMR (500MHz ,DMSO-d,) 8:11.72 (s, 1H) ,9.97 (s, 1H),7.71(d,J=2.1Hz,1H),
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7.61(d,J=8.8Hz,1H) ,7.40 (dd,J=10.0,2.1Hz,1H) ,7.32-7.16 (m,2H) ,6.92(d,]J=2.3
Hz,1H) ,6.79 (dd,]=8.8,2.3Hz,1H) ,3.76 (s,3H) »
[4113]  N- (4-EH-2-F KK -6- (2,2, 2- =/ AL - 1H-W5[WE-3-Fili e e 1 - 294

[4114] 0=5*

0L

[4115]  FRPELOMS 13 (BSY) 2414 (M+H) ©,99 % 4l J .

[4116]1  'H NMR (500MHz,DMSO-d,) 8:11.99 (d,J=2.9Hz,1H) , 10.71(s,1H) ,7.98(d,J=
2.9Hz,1H) ,7.75(d,J=8.8Hz, 1H),7.71(dd,J=10.7,1.7Hz,1H) ,7.61-7.49 (m,2H) ,7.07
(d,J=2.3Hz,1H) ,6.95(dd,J=8.8,2.3Hz,1H) ,4.75(q,J= 8.9Hz,2H) .

[4117]  6-5-N-[2-98(-4- (Lo -A~6~-Tibids) 2R HE] - TH-MEg I [2, 3-b] AkiE -3~ Ak
fi%1-295

F<s
i H
[4118] 520

[4119]  FRPELOMS 513 (ESY) :452 (M+H) ©,99 % 4l J .

[4120]  'H NMR (600MHz,DMSO-d,) 8:12.90 (s, 1H) ,10.80 (s, 11),8.23 (s,1H) ,8.22(d,J=
8.4Hz,1H) ,7.82(dd,J=10.9, 2.6Hz,1H) ,7.64(dd,J=9.2,2.5Hz,1H) ,7.61-7.56 (m,
1H) ,7.36(d,J=8.3Hz, 1H) .

[4121]  6-S0-N-[2-%-4- (U ) K] - IH-MErg 3F (2, 3-b] ibne - 3- Mt ie 1-296

F3C H
N 0
_§=
[4122] F O
2!
N—SNP ¢

H
[4123]  HFPELOMS 13 (ESY) :394 (M+H) ©,95% 4l J .
[4124]  'H NMR (500MHz,DMSO-d,) 8:12.87 (s,1H) ,10.64 (s, 1H),8.20(d,J=8.4Hz,1H) ,
8.18(s,1H) ,7.64-7.52 (m,2H) , 7.50-7.42 (m,1H) ,7.35(d,J=8.3Hz,1H) .
[4125]  6-G(-N-[3-%-5- (U 28) mbme -2- 28] - 1H- M| Wk - 3- s e e 1-297
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FsC—/

—

[4126] FO

—Z

H

N

_5=0
74
i cl

[4127] R PELCMS 7343 (BSY) :394 (M+H) *, 89 % 4fi &
[4128]  6-%(-N- (2,5- " -4- FAFLIRIL) - 1H-N5| Wk - 3-Fl Ik fie 1 - 298
F

o}
/

[4129] -
F O=

ZT

=0

m-

Cl

TZ"N

[4130]  FFELOMS 13 (ESY) :373 (M+H) ©,99 % 4l J .

(41311 'H NMR (500MHz,DMSO-d,) 8:12.00 (s, 1H) ,9.80 (s, 1H),7.83(s,1H) ,7.69(d,J=
8.5Hz,1H) ,7.51(d,J=1.9Hz, 1H),7.19(dd,J=8.6,1.9Hz,1H),7.00(ddd,J=11.6,
10.3, 7.7Hz,2H) ,3.74 (s,3H) »

[4132]  6-G(-N-[2-9-4- (5 2L) R3] - TH- M|k - 3- Tl e T- 299

[4133] F O
N Cl

[4134]  RPELOMS 13 (ESY) :393 (M+H) ©, 98 % 4l J .

(41351 'H NMR (500MHz ,DMSO-d,) 812.13 (d,J=2.9Hz,1H) , 10.57 (s,1H) ,8.04 (d,J=
2.9Hz,1H) ,7.80(d,J=8.6Hz, 1H),7.64-7.54 (m,2H) ,7.52(d,J=1.9Hz,1H) ,7.46 (dd,]
= 8.5,2.1Hz,1H) ,7.21(dd,J=8.6,1.9Hz,1H) »

[4136] N- (4-5-2,5- ZHAH) -6- (2,2,2- =L EIL) - 1H-W5|E-3-FEBERZT- 300

F
C|ﬂH
o
[4137] F O;S“O
0!
i 0" \CF;

[4138]  HPELOMS 713 (BS) 1441 (W) *, 97 % 4l .
(41391 'H NMR (600MHz,DMSO-d) 8:11.95(d,J=3.1Hz,1H) ,10.40 (s, 1) ,7.92(d,J=
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2.8Hz,1H) ,7.70(d,J=8.8Hz, 1H),7.50(dd,J=9.9,6.8Hz,1H),7.32(dd,]J=10.5,
6.9Hz, 1H),7.07(d,J=2.3Hz,1H) ,6.94 (dd,J=8.8,2.3Hz,1H) , 4.76 (q,]J=8.9Hz,2H) .
[4140]  6-%(-N- (2-%4K-2,3- &1, 3- IR FFUEME - 7-3) - 1H- W5 - 3- REAL AL T - 301

[4142]  rRPELOMS 713 (ES+) :364 (M+H) ©,94.0% 4l s .
[4143]  'H NMR (500MHz ,DMSO-d,) 8:12.04 (s,1H) ,11.55 (s, 1H),10.18(s,1H) ,7.93 (s,
1H) ,7.68 (d,J=8.6Hz,1H) ,7.52- 7.48 (m,1H) ,7.16 (dd,J=8.6,1.9Hz,1H) ,6.98 (dd,J=
8.3, 7.8Hz,1H) ,6.87(dd,J=8.4,1.1Hz,1H) ,6.79(dd,J=7.7, 1.1Hz,1H) .
[4144]  6-5(-N- (3,5~ G MENE -2-5) - 1H- 5|k - 3- A iz 1 - 302

F

gat
=N N

[4145] O=3f'0

i),
N Cl

H
[4146]  HELCMS 7123 (ES+) :344 (M+H) *, 97 .8 % 4l
[4147]  'H NMR (600MHz ,DMSO-d,) 8:12.08 (s, 11) ,10.78 (s, 1H),8.10(s,1H),8.04 (s,
1H) ,7.89-7.80 (m,1H) ,7.79(d,J= 8.6Hz,1H) ,7.52(s,1H) ,7.21(dd,J=8.6,1.9Hz,1H)
[4148]  6-5(-N-[2,5- 50 -4- (=9 ) 3] - IH-WEng JF (2, 3-bIAtbne -3- i fiicl-
303

F3C

[4149]

[4150]  BMELOMSA79E1 (BES) :410 M-H) ,97% 4lifE,

[4151] '{ NMR (400MHz , DMSO-d,) 612.94 (s, 1H) ,11.04 (s, 1H),8.40(d,J=2.9Hz,1H),
8.28(d,J=8.3Hz,1H) ,7.71- 7.60 (m,1H) ,7.48(dd,J=12.1,6.3Hz,1H) ,7.40(d,]J=8.3
Hz,1H) .
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[4152]  6-50(-N- (5-5(-3,6- —FMIE-2-3L) - 1H-MERg 31 [2, 3-b] kg - 3- sk Mk ik 1-307

[4153]

[4154]  BEPELCMS 951 (ES 379 (+H) , 100 % 4L fF .
[4155]  6-&(-N- (2,5~ "4 -4-THZEIE) - 1H- W8 WE- 3 - TPk i T- 308
F

[4156] _5=0
F 0=

Cl

[4157] R PELOMS /5153 (ES+) 469 (M+H) *,95% 4fi i

[4158]  'H NMR (600MHz ,DMSO-d,) 8:12.13 (d,J=3.0Hz,1H) , 10.45(s,1H) ,8.04(d,J=
2.9Hz,1H) ,7.79(d,J=8.6Hz, 1H),7.63(dd,J=9.4,5.7Hz,1H) ,7.52(d,J=1.8Hz,1H) ,
7.23(dd,J=8.6,1.9Hz,1H) ,7.20 (dd,J=9.1,6.5Hz,1H) .

[4159]  6-%0-N- (5-5-3- % -6~ F A LML -2-55) - 1H-MERE (2, 3-bIALnE -3-fif BEA%T -
336

[4160]

[4161]  BEPELCMS 7351 (ES) 389 (M-H) ,98% 4l J& .

[41621  'H NMR (400MHz,DMSO-d,) 812.87 (s, 1H) ,11.17 (s, 1H),8.29(dd,J=18.4,5.6lz,
2H) ,7.98(d,J=9.0Hz,1H), 7.39(d,J=8.4Hz,1H) ,3.63 (s,3H) .

[4163]  N-[4- (CmHFERL) -2,5- “HARIE]-6- (L) - 1H-mkr I [2,3-b] MEne-3-
fE Pt 2 1 - 363
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F
O
H
F\{ I\.I
F .5=0
[4164] g O=
/4 |\ .
N e
H N
F

[4165]  BEPELCMS /7151 (ES) 1424 M-H) ,95% 4 .
[4166]1  'H NMR (400MHz ,DMSO-d,) 612.97 (s, 1H) ,10.44 (s, 1H) ,8.43-8.18 (m,2H) ,7.59
(d,J=8.2Hz,1H) ,7.43-6.85 (m,4H)
[4167]  D.6. 779G :N- (4-F I -2-F A HE) -6- (HnE-3-3L) - 1H-W5|WE-3- L f1-229)
ik

HO._.OH

B
F

F Z CN

OCN N 'N

H
HN O=g,
[4168] Osd_ CAS: 1692-25-7 0
m PAClLAppf, Ko.COs G
Br H e \N | H
1114 :%t Zk 1-229

[4169]  ¥46-JR-N- (4-F(IL-2-F K HL) - 1H-M|WE - 3-F Mt A% T-114 (7T0mg, 0.18mmol) ,3-Mtt
mE LR (0.22mmol) AKX EZ 4H (76mg,0.55mmol) H) VR S WIBMEAE 2. /K (2.5:1,
5.8mL) H, FE IS A (septum) G AHFdeBE &, IO (1,17 -0 (R B AL — k] —
A (Tmg) , I R PBIREMER I EIS C R ik 16h KR &Y S KT W
Wike, I O PR AT =R S I A LR FH 3K BEE - MgSO, T #JFdid e fs 28 %
AR AR A il e A e vk alith , 1% B EER & e im it - 75 2] 70mg N- (4-%
F-2-F AR -6- (M WE-3-3E) - 1H- 15|k - 3- L L 1 - 229, Ak th [E4A .

[4170] Y% :39%.

[4171] P PELOMS 7713 (BSY) :393.1 (M+H) ©,99% 4l JiF .

[41721  'H NMR (600MHz ,DMSO-d,) 612.24 (s, 1H) ,10.83 (s, 1H) , 8.86-8.93 (m,1H) ,8.55
(d,J=4.5Hz,1H) ,8.15(d,J=3.0 Hz,1H),8.07(dt,J=7.9,1.9Hz,1H) ,7.95(d,J=
8.4Hz, 1H) ,7.74-7.76 (m,1H) ,7.73(dd,J=10.7,1.6Hz,1H) ,7.59 (t,J=8.2Hz,1H),
7.53-7.57(m,2H) ,7.48(dd,J=7.9,4.8 Hz,1H) .

[4173]  FRIETTIEGE L R LA

[4174]  fy3-WEW FEHIERCAS 6165-69- 14 AN- (4-F 2L -2- R 2E) -6- (ME Wy-3-2%) - 1H-
M| W - 3- Tt i - 230, FH20 % 4. 18 Z BRI 3R L eI 4t k.
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S

[4175] o;S’O

NC
[4176]  U%:69% .
[4177] P PELOMS 7713 (BSY) :396.0 (M+H) ©,95% 4l JiF .
[4178]  'H NMR (500MHz,DMSO-d,) 812.07-12.15 (m,1H) ,10.77 (s,1H) ,8.08 (d,J=3.0Hz,
1H) ,7.81-7.87 (m,2H) ,7.69-7.74 (m,2H) ,7.61-7.64 (m,1H) ,7.53-7.61 (m,4H) .
(41791 HH4-MERE FEANERCAS 1692-15-54 N~ (4-FHE-2- J R AE) -6- (it g -4-%) - 1H-
NG| - 3 - e A& T-231 .

N i
g ¥
/
=0
[4180] O-;S\
NH
e

[4181] Y%K :.25%.

[4182]  rPELOMS77i:3 (BSY) :393.1 (M+H) ©,99% 4l JiE .

[4183]1  'H NMR (500MHz ,DMSO-d,) 612.28 (d,J=2.4Hz,1H) , 10.82(s,1H) ,8.62(d,J=
5.5Hz,2H) ,8.17(d,J=3.1Hz, 1H),7.96(d,J=8.4Hz,1H) ,7.83-7.85 (m,1H) ,7.70-7.74
(m,3H) ,7.53-7.65 (m, 3H) -

[4184] Y (4- FHARIEASIE) IIERCAS 5720-07-04 BiiN- (4-F Rk -2- W ERL) - 6- (4- 4 H
L) - 1H- 5| - 3- Rk i T-232, 25 % TR LRI O e Vi .

HsCO
OO

N

Y

[4185]

[4186] Y% .24%,

348



CN 110121499 B W OB P 320/347 T

[4187] P MELOMS7715:3 (BSY) :420.1 (M+H) ©,97 % 4l JiE .

[4188]  'H NMR (600MHz,DMSO-d,) 812.06-12.13 (m,2H) ,10.79 (s,2H) ,8.08 (d,J=2.9Hz,
1H) ,7.87(d,J=8.4Hz,1H) ,7.72 (d,J=10.1Hz,1H) ,7.52-7.64 (m,5H) ,7.45 (dd,J=8.4,
1.4 Hz,1H) ,7.02(d,J=8.8Hz,2H) ,3.79 (s, 3H) .

[4189]  HHZRIEMABRCAS 98-80-6-G AN~ (4-F AL -2-FAIE) -6- K- 1H-W5] Wi - 3- Tk i
1-233, H133% LR L BRI R O e i 4iAk .

=0
[4 1 90] o‘)S

[4191] UK :57%.

[4192] P PELOMS771:3 (BSY) :390. 1 (M+H) ©,95% 4l JiF .

[4193]1  'H NMR (500MHz,DMSO-d,) 812.13-12.19 (m, 1) ,10.79 (s, 1H) ,8.12(d,J=3.0Hz,
1H) ,7.91(d,J=8.4Hz,1H) ,7.72 (dd,J=10.7,1.8Hz,1H) ,7.64-7.69 (m,3H) ,7.53-7.62
(m, 2H) ,7.50(dd,J=8.4,1.6Hz,1H) ,7.43-7.48 (m,2H) ,7.32- 7.37 (m,1H) »

[4194]  H (3,5- ~HIJE S IEmE -4 - J5) MERCAS 16114-47-95 WN- (4-F 2% - 2-F AR -
6- (3,5- “HIFE-1,2-Wame-4-J5) - 1H-M5|We - 3- A% 1-234, ] 66% TR £ Ba i A1 T kv
I EAE R

.rN"“
O, __ H
/
=0
[4195] 0=S
NH
: F

[4196] W% :34%

[4197] P PELOMS7715:3 (BSY) :411.2 (M+H) ©,98% 4l JiF .

[4198]  'H NMR (500MHz ,DMSO-d,) 612.15 (s,1H) ,10.82 (s,1H) , 8.14(d,J=3.0Hz,1H) ,
7.91(d,J=8.3Hz,1H) ,7.73(d,J= 10.8Hz,1H) ,7.61 (t,J=8.2Hz,1H) ,7.56 (d,]J=
8.5Hz, 1H),7.43(s,1H),7.19(dd,J=8.3,1.3Hz,1H) ,2.21 (s,3H), 2.39(s,3H)

[4199]  pH2-BEWy FEAIERCAS 6165-68-04 N~ (4-FHE-2- J A HE) -6- (8 Wy-2-J%) - 1H-
M| W - 3- R Tt i - 235, FH50 % £ /8 £ TR A7 ks w4t k.
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a H

S N

/
[4200] O;SfO
NH
e

[4201] W% :94%

[4202]  rPELOMS771:3 (BSY) :398.1 (M+H) ©,96 % 4l .

[4203]  'H NMR (500MHz ,DMSO-d,) 812.12(d,J=2.4Hz,1H) , 10.82(s,1H),8.11(d,J=
3.0Hz,1H) ,7.85(d,J=8.4Hz, 1H),7.73(dd,J=10.8,1.5Hz,1H) ,7.67 (d,J=1.0Hz,1H) ,
7.46-7.61 (m,5H) ,7.12(dd,J=5.1,3.7Hz,1H) .

[4204]  fy3-MgEWy FEAERCAS 6165-69- 145 IN- (4-5-2,5- —F A HL) -6- (8 Wy-3-J%) -
1H- M| - 3- Ttk iz 1 - 236, FH33 % 218 Z e i A TR 4l 4k

S

[4205] O;S’o

[4206]  UEK:76% .

[4207]  rpPELOMSTT1%:3 (BSY) :425. 1 (W+H) ©, 100 % 4fi %

[4208]  'H NMR (600MHz ,DMSO-d,) 812.06 (s,1H) ,10.44 (s,1H) , 8.01(d,J=3.0Hz,1H) ,
7.83(dd,J=2.9,1.3Hz,1H) ,7.79 (d,J=8.4Hz,1H) ,7.70-7.73 (m,1H) ,7.63 (dd,J=5.0,
2.9 Hz,1H) ,7.53-7.58 (m,2H) ,7.51(dd,J=9.9,6.9Hz,1H) , 7.35(dd,J=10.5,7.0Hz,
1H) .

[4209] D.7.N- (4-FFEFKIL) -6- (FFRL W AHEEERL) - 1H-W5|0% -3 - EEAL 1 - 23719 &R

OCN CN CN
N N

=z

9556 Pd 5(dba) 5, MeSNa, Oss:6 e T O*§~0
[4210] m Xaniphos, DMAC /m b g ] ,E:E\S
y i T 7 N FrPERE N
1134 1-237a 1-237

[4211]  JPBR-1:N- (4-FHEREL) -6- (F i) - 1H- M|k - 3- T e AL 1-237alr) ARk

[4212]  [A)6-JR-N- (4-FIEIRIEL) - 1H-W5| - 3-ff k% 1-134 (0. 05g, 0.13mmol) FN,N-
FH 3L 20k iz (2mL) ¥ i AXantphos (0.016g, 0.03mmol) AIH i EE 44 (0.012¢g,
0.16mmol) , F¥s ) MR AP FIE SR $505min. AP, (dba) , (0.02g,0.03mmol) F44 )3
REF X AR SAWRFE5min W R MRSV TERSE H E180°C R IN#430min.#id TLCAN
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LOMS Wi 0 Jse 2 R A o 58 B 44 S5 VR & 40 A A NH,CT (50mL) F193 MINaHCO, (50mL) ¥ K.,

J FHEtOAc (20mL) A5 B 7» B A L, F#Hi7K (10mL) Peidk , 475 7KNa, SO, T B A5k 4

SRAS IR P~ i@ i A i (48 Ak EE, 100-200H , 2% MeOHf) DCMAETR) 4tk , 755]0.04g N-

(4-FHEAREL) -6- (FHREL) - 1H-MIMk-3-fifk BERLT-237a, A il 4.

[4213] Y% :88% .

[4214]  BlPELCMS 5¥2:2 (BS) :341.95 M-H) ,97% 4,

(42151 'H NMR (400MHz,DMSO-d,) 87.14 (d,J=8.80Hz,1H) 7.22 (d,J=8.80Hz,2H) 7.30

(s,1H)7.62(d,J=8.31Hz,2H) 7.74 (d,J=8.80Hz,1H)8.08 (s, 1H) 10.93 (brs,1H) 11.99

(brs,1H) QGHEFFFEFHFIEES) .

[4216]  JDPR-2:N- (4-FIEHIL) -6- (F LD AEESE) - 1H-W5IWk-3-TEMEAZ T- 23710 & %

[4217]  {E-5°C FIAIN- (4-FIERIL) -6- (FBiIE) - 1H-MgWk-3-f i L 1- 237a (0. 12g,

0.34mmol) fIMeOH (14mL) I - I ABEEHER (0.13g, 0.07mmol) , 4R /53 ANH,0, (0. 004mL,

0.34mmol) o [ YR A WIAE- 5°C R HEPE Lho 38t TLCFILCMS Wa Wl Jse N HEFE « 56 1% i » K [

A AL RIN,,S 0, (50mL) 7 A4 FINaHCO, (10mL) ¥ K, I FIEtOAc (3 X 50mL) A&

B B A HLZ , FEE/K (50mL) Peik, & 7KNa, S0, T I 75 B 25 N il o SRA5 (kL =4 3

A (AL BE,100-200H 53 %MeOHKDCMIAETR) 4tk , 1550, 12g N- (4-FHE KIH) -

6~ (FF 5 P A R J5E) - 1H- P Wik - 3 - R Rk e 1-237 , v A il

[4218] Y% :95%.

[4219]  BEPELCMS 712 (ES) 360 M-H) ,99% 4 & .

[42201  'H NMR (400MHz,DMSO-d,) 82.71 (s,3H) 7.23 (d,J=8.80 Hz,2H) 7.45(d,J=

8.80Hz,1H) 7.62 (d,J=8.80Hz,2H) 7.79 (s,1H)7.97 (s,1H) 8.31 (brs,1H) 11.03 (s, 1H)

12.41 (brs,1H) .

[4221]  D.8.6- (HIJEREREIL) -N- (2,2,6- =% -1,3- K H H IR ME-53E) - 1H-F5| Wk -

3- M T - 2381 & FY.
R F

Yo o

QO
w@ w@
N
| |
[4222] F O=S=0 Cul, DMSO F O=S=0
@ 130°C (/J@
N N
Br O:'%?"
a3 1-238

[4223]  [F)6-JR-N- (2,2,6- =5 -1, 3- A FF R A M -555) - 1H- W5\ W -3 -l BEJE1-135
(0.18g,0.40mmo1) FJDMSO (4mL) ¥ ¥ HH P N H LR ;- 44 (0. 18g, 1. 80mmol) FCul
(0.34g,1.78mmol) K5 K MRS YIAE 130°C K Ii#16h . 38t TLCATLOMS Wa Wl S W BEAE « 58 1%
Ja ¥ SR A FIHL0 (20mL) ¥ K 3 FEt0AC (30mL) AEHL. 43 B A HLZ, FIEh/K (100mL)
Bk, 4 T07KNa, SO, T8I FL A IRAR RS BRL ) i A a3l (440, 100-200H , 5%
MeOHFIDCMIATR) 2iift, 13210.022g16- (H JLMEMERS) -N- (2,2,6- =% -1, 3- 2RI 5 30
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-5 55) - TH- W)Wk - 3- Ik i 1 - 238 , S AK F Eaufii] 44k

[4224] Y% :12%.

[4225]  BEPELCMS 512 (ES) :447 M-H) ,96 % 4 & .

[4226]  'H NMR (400MHz ,DMSO-d,) 83.22 (s,3H) 7.34(d,J=6.36 Hz,1H)7.44(d,J=
8.80Hz,1H)7.71(dd,J=8.31,1.47Hz,1H) 7.95(d,J=8.31Hz,1H)8.03(s,1H)8.17(d,J=
2.93Hz,1H) 10.20(s,1H) 12.51 (brs,1H) .

[4227]1  D.9.6- HFERERESRE -N- (2,4,5- = HOKIFE) - 1H- 5|k -3 - TR %1 - 2397 &k

TH CH,SOONa fiJH
—— F O=S=0

[4228] F 0=5=0 Cul, DMSO

g ) 130°C 7

N H

H

Br O“"’f?/
0
1136 1-239

[4229]  [A16-¥R-N- (2,4,5- =& FK%E) - 1H- M5k - 3-fifi kA% 1- 136 (0.40g, 0.98mmol) [
DMSO (15mL) ¥ AN FF 35 IV R 2 47 (0. 45g, 4.41mmol) FICul (0.84g,4.41mmol) o4 | M
RAWITEL30°C RNk 16h, 8 i TLCFILCMS M W e 3 33 7% o 5E R e 5 8 [ MR &9 v i
NH,C1 (30mL) A1t RINaHCO, (60mL) ¥ K - FHEtOAC (60mL)  REEL ). 73 A WL » FHTE/K
Na, SO, T8 305 e 4  SRAF BRE ™ Wad o PRod A a0 2liqh , 49 2106 - FE LR Tt ik -N- (2,
4,5- ZHIRHL) - 1H- W0k -3-TEEERZT-239 (0.02g,5%) , Al {4,

[4230] WFK:5%.,

[4231]  BfPELCMS /5¥2:2 (BS) :403.00 (M-H) ,99% 4 J .

[4232]  'H NMR (400MHz ,DMSO-d,) 83.22 (s,3H) 7.31-7.41 (m, 1H)7.41-7.53 (m,1H)7.72
(d,J=8.31Hz,1H) 7.96 (d,J=8.31 Hz,1H)8.04 (s,1H) 8.22(d,J=2.45Hz,1H) 10.34 (s,
1H) 12.54 (brs,1H) .

[4233]  D.10.N-(2,2- =5 -1,3- 2RI A R BN M -4 - 55) -6- H R fpE 8k - 1H- |- 3-
TR L 2 T - 24011 &5 1%
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R F

A .

o (@]
CH3SOONa
- NH

NH |
[4234] Oﬁé““o Cul, DMSO 0%
b 130°C =
HN HN
Br CEE;
1-137 1-240

[4235]  [m]6-YR-N-(2,2- 9 -1,3- 2RI I - 4- 2%) - TH- M|k - 3- st ik 1- 137
(0.13g,0.30mmol) FJDMSO (4mL) ¥ ¥ HH P N H L VR R 4 (0. 15g, 1.50mmol) FCul
(0.28g,1.50mmol) o K5 S MRS PIFE130°C N IN#16h . 38t TLCATLOMS Wa Wl S W 3EFE « 58 1%
J& B SR A4 P RIN,C1 (50mL) A FINaHCO, (50mL) 387 K o F EtOAc (4 X 50mL)
R A NLZ  FHEK (2 X 50mL) Peidk, FHIE 7KNa, SO, T 5 B2 Wi - 3R A5 1R ™
Wi A (—EALTE, 100-200H ,55%8 65 % Et0AcH) O VA R) 4lifk , #930.032g N-
(2,2 -1, 3-FK I RS IR -4 5E) -6 B SRR - 11 - 5]k - 3- R AT - 240,04
= RERTEE NS

[4236] Y%K :25%.

[4237]  BfPELCMS /5¥2:2 (BS) :429.00 M-H) ,99% 4 J .

[4238]  'H NMR (400MHz,DMSO-d,) 83.19 (s,3H) 6.95(d,J=8.31 Hz,1H) 7.07 (t,]J=
8.07Hz,1H) 7.11-7.17 (m,1H) 7.69 (d,J= 8.80Hz,1H) 7.88(d,J=8.31Hz,1H) 8.03 (s, 1H)
8.22(d,J= 2.45Hz,1H) 10.46 (s, 1H) 12.54 (brs, 1H) »

[4239]  D.11.N- (4-B%IHE-2- 5 AIE) -6- 5 - 1H- 5| - 3- TR AL T - 24 119 & B

OuN HzN N3
H i NH
§20 Pd(OH), Et0Ac F 02570 NaNOy, TFA, NaN3 2520

FO

F 0=
4240
[4240] % HHA @ $B-2 /
HN HN - HN

Cl
1-138 1-241a 1-241

[4241]  SPYR-1:N- (4- 25 -2- 5K 3E) -6- G- LH-M5|Wk - 3- Rt ik [ - 241a & A%

[4242]  {EO°C FIAI6--N- (2-% -4-fif 2 - 2R 3E) - 1H-MgWk - 3-fi Bt iz 1-138 (0. 32g,
0.87mmol) HJEtOAc (15mL) ¥ IIAPd (OH) , (0.10g) I-HF MR &/ = T AEE U
T HEHE3h W TLCAILCMS HE Ml e N ERE o 58 B » 4 S B TR - 4 3 ol Ak i 20 i,
EtOAc (3 X 20mL) Pk , FEKs 8 B 2SR 48 A5 B PP~ H b (10mL) Pk It 525 T4,
FFEIN- (4-Z F-2- B HL) -6- - 1H-M5[W-3-fi BEAZT-241a (0. 33gHH ™4 , AR (ol 4
[4243]  ZALEMAR G KRG —TAHT TP M.

[4244]  BMELCMS /7¥2:2 (BS) :338.00 (M-H) ~,80% 4 JE .

[4245]  'H NMR (400MHz,DMSO-d,) 85.33 (s,2H) 6.12-6.18 (m, 2H)6.60 (t,J=8.80Hz, 11)
7.16(d,J=8.40Hz,1H) 7.51 (s, 1H) 7.64-7.69 (m,2H)9.14 (s,1H) 11.92 (s, 1H) .

Cl
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[4246]  JDBR-2:N- (4- BRI -2-FAKE) -6- - 1H-W|WE-3-FEMERZ - 24111 AR

[4247]  fE0°C FHIN- (4-&FE-2-F K FE) -6- - LH- M|k - 3- il e e 1 - 241a (0.15g,
0.44mmol) ) TFA (3mL) V&3 H 73 ik I ANaNO, (0. 12g, 1.77mmol) F-¥s [ VR & 7 AH IR IR
JE R BEFE30min. 7E0C R 43N ANaN, (0.09g,1.46mmol) H-Kf Jx BRI LE0C it +F
30minoiHid TLCFALCMS M Il S MR o 58 B » 4 S BETR & ) BN VK v i) H,0 (10mL) Hp Jf:
JEtOAc (2 X 10mL) 228, 7 A HLZ , FHERK (10mL)  BE#% , 475 /KNa, SO, TR F 28 WK 4
SRAG I P2 i i 3 (= 484k AE, 100-200H , 30 % EtOACcH T iR 4k, 15510.03g
N- (4- SREIE-2-F ORI -6- 5 - TH-I5|Wk - 3- Tk iL 1 - 241, v s (il 4

[4248] W #:19%

[4249]  BEPELCMS /7342 (ES) :364.00 M-H) ,96% 4l % .

[4250]  'H NMR (400MHz ,DMSO-d,) 86.83-6.99 (m,2H) 7.16-7.31 (m,2H) 7.52 (s, 1H) 7.68-
7.77 (m,1H) 7.84 (brs,1H) 9.94 (s, 1H) 12.04 (brs,1H) .

[4251]  D.12.6-5-N- (4-5-2,5- 9 RHE) -7- (3,5- ZHIJE-1,2-EME-4-38) - 1H-1
W - 3- T Pk e T - 25001 & Bl

_5—4 F
o._ 0
~_ 7 el
F i HN@'
!
Cl W O:‘"S-:-:O F
HN N—O
[4252] . F N\
CAS: 832114-00-8 .
N PdCl,dppf.DCM, K3PO, H
N N
Br FE K N-O
1-249 100°C, 16h I-250

[4253] [\ 7-¥-6-F-N- (4-5-2,5- 9 R HE) - 1H-M[ W -3-Ra i fle 1- 249 (0. 16g,
0.35mmol) A3, 5- — F He MM - 4 - YRR SR A 15 (039, 1.73mmol) £E£H % (8mL) AH,0
(ImL) H (R INNK,PO, (0.22g, 1.04mmol) o4 S SV 440 SR PR $920min, S8 5 NN
PdC1, (dppf) .DCM(0.03g,0.03mmol) oK 5 N2 50 AE100°C AR 16h .38 I TLCANLCMS Ha 1l
SRR o SERUE ¥ R BR A H,0 (100mL) #4%E , FHEtOACc (200mL) Z5HL . 7+ BS A HLZ
F7E7K Na,SO, T4 B2 WG AT R )18 3 Combi - Flash#E (4 1% (40%EtOAcH]C
Peit i) Aifh , A3 306- 5 -N- (4-50-2,5- Z5CRE) -7- (3,5- HIEE-1,2-WEMe-4- ) - 1H-
Wik - 3 - B P 12 1- 250 (0. 04g) , Al 14,

[4254] W% :24%

[4255] B PELCMS /7742 (ESY) :470.00 M-H) ,98 % 4l .

[4256]  'H NMR (400MHz ,DMSO-d,) 81.98 (s,3H) 2.15 (s, 3H) 7.31 -7.38 (m, 1) 7.41(d,J=
8.80Hz,11) 7.56 (dd,J=9.78,6.85 Hz,1H) 7.85(d,J=8.80Hz, 1H) 8.01 (d,J=3.42Hz, 11])
10.54 (s,1H)12.15(brs,1H) .

[4257]  D.13.6-%(-N- (4-%-2,5- ZH R -7-F - 1H- VW - 3- R BE AL T-256 & Rk
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F F
Cl Cl
HN HN
O F CuCN, Pd(PPhj), . F
[4258] N\ . N
& N DMF cl N
Br 175°C, #i&, 1h Vs
o 1-256

[4259] [A)7-VR-6-5(-N- (4-&-2,5- 5 AHL) - 1H-W| Wk -3-BEMEI%T- 249 (0.13g,
0.28mmol) AIDMF A W (9mL) H in ACuCN (0.05g, 0.56mmol) F¥ [ v v &4 FH @ A K
20min. I Pd (PPh,), (0.03g,0.03mmol) F-¥5 S MR & WI7E s P AE1T5°C Ik 1ho il id
TLCHILCMS 15 W ) . 1&% SERE ¥ IR VR A A H,0 (100mL) FIEt0Ac (100mL) A% , @it
FEEE I JEIF ) EtOAc (100mL) 2B 70 B A HLIE , 2T 7KNa, SO, THRIFAE LA Nk 4.3k
AR W ad i ) 2% BUHPLCAEAL , 43 216 - & -N- (4-5-2,5- = JARHE) -7- (2L - 1H-Hg| bk -
3-TEZ1-256 (0.023g,20%) , N E 14,

[4260] Y% :20% .

[4261]  BEPELCMS 7152 (ES') :400 M-H) ,99% 4l & .

[4262]  'H NMR (400MHz,DMSO-d,) 87.35 (dd,J=10.27,6.97Hz, 1H)7.50-7.56 (m,2H)8.07
(d,J=8.68Hz,1H)8.16 (s,1H) 10.58 (brs,1H) 13.2 (brs,1H) .

[4263]  D.14.6-5-N- (4-5-2,5- G AKHL) -7 (H IEMEBESL) - 1H- 15|k -3- T IE f%1-261
ikEgn%

F. F
O:s., ¢ CH,;SOONa Oud -
[4264] A\ > 0
\ Cul, DMSO \
Cl
[ H 130°C oY N
.S
0o~
1-249 1-261

[4265] [A)7-VR-6-5-N- (4-5-2,5- 5 KAL) - 1H-W| Wk -3-BEMEI%T1-249 (0.15g,
0.32mmol) f{YDMSO (10mL) W H M ACul (0.25g,1.29mmol) FIFEEER 4N (0.13g,
1.29mmol) ¥ S MRS WITE130°C R hn6h. 38 33 TLCAILCMS Wi i sz i3 2 o 58 1 i » 3
R A AT NH,CL (35mL) , ¥ FINaHCO, (15mL) #ifé , 7 FIEtOAc (2 X 50mL) 2E 5. 7y B
m)z,ﬁH%mNaZSOﬁkmaﬁﬁﬁ SR AE RS PR Al (A RE, 100-200H
40% EtOAC) eI ) 2ifk , 73306 & -N- (4-5-2,5- 5N -7- (F L mERERL) - 1H- 1)
- 3- T EEAZT-261 (0.015g) , AR A €0 44

[4266] Y% :10% .

[4267]  BEPELCMS /712 (ES') :453 M-H) ,98% 4l J& .

[4268]  'H NMR (400MHz ,DMSO-d) 83.52 (s,3H) 7.36-7.40 (m, 1H)7.55(d,]=8.80Hz,2H)
7.88(d,J=3.42Hz,1H)8.10(d,] =8.80Hz,1H) 10.65 (brs,1H) 11.76 (brs,1H) .
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[4269] D.15.777EH:6-5-N- (5-5(-3,6- e -2-45) -7- 4 2L - 1H- 5] Wk - 3- ik g
1-31089 4 K

Cl cl
P | J}’F
N\
N

cl NH, Y"F NTAH

Osd Osd /
S=q S=q F O“"S:::O

[4270] ,@E\S NH3 &4k (= CAs: 2879-42-7 {

cl N THF cl H KoCO3 cl N

o~ B o~ I G
X1I-25 1-310a PR-2 1-310

(42711 SDBR-1:6-50-7- H S 0L - 1H- M|k - 3- T lE A% 1 - 310al1 A HX

[4272]  [n)6- 5 -7 F 48 25 - 1H- 15| Wk - 3-ffi ik (X T1-25 (170mg , 0. 265mmol) [ THF (10mL) ¥
WA AE0°C TR RAAINH, SR 10mi n o K S SR A4 AE 2R N $68E30mi n o 3 1 TLC i I S )3 13k
F o e UG M SR A PR L2 R Wi KA it FDCM: 2 4t (1:4, 10mL) Bedkk, 13 216 -
A7 FAEHE - TH-W5] e - 3- TR A% T-310a (150mg) , A Eu il 4

[4273]  ZthEVE GREH—DAHT TP R,

[4274]  UEK.78%.

[4275]  BgMELOMS771%:2 (BSY) =259 (MH) *, 36 % 4fi %

[4276]  DPE-2:6-F-N- (5-F-3,6- ZGMLAE -2-58) -7- H 480 0E - 1H- Mgk - 3- s i 1 -
310 A B

[4277] fE=W T RIBFEAI6-G-7-F AL - 1H-WWE-3-#Fif%1-310a (100mg,
0.384mmol) A3-51-2,5,6- =% -MLNE (64.3,0.384mmol) 7E1,4- MLz (10mL) o A&
IAK,CO, (53mg,0.384mmol) o4 S i E4£E100°C T InFASh . i TLCHE Ml e MR - 7€
G W IR e A RO R DR VR S R A A9 BT AT Bk (2
AATE,100-200H , 10-50% EtOACH DRt i) 264k, £33 60mg ; 4 Hid ik i & U TLCAE FH
40 % EtOAcH) LI R Bk 2liqh, 43306-50-N- (5-5-3,6- 5 -2-MLIEHE) -7- A AL - 1H-
W e - 3 - fisE A 1 - 310 (14mg) , MK A EafE A

[4278] W% :9%,

[4279]  BEPELCMS 5152 (ES) :406 M-H) ,97 % 4 .

(428601  'H NMR (400MHz,DMSO-d,) 83.91 (s,3H) 7.25(d,J=8.80 Hz,1H) 7.63(d,J=
8.31Hz,1H)8.10 (br s,1H)8.17-8.24 (m, 1H)11.52 (br s,1H)12.58 (brs,1H) .

[4281] RN HML-E A IARHE KA T J7 VAR J7 15 B

[4282] 728
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AREE |4, A kR (R (&4, B Sk T 3
NO
X11 (FE-1) (%) |[(F]-2) [(F%K-2) & (%)
CsCO;, DMF, [30-60%
[4283]  |1316 |xI1I-1 |DCM, 16h |51 |2879-42-7 ! 12
140°C, mw, lh |AcOEt/ &
NH,OH aq, CsCO;, DMF, |#p#) &R
1-317 |XII-10 70 |2879-42-7 20
ACN, 1h 70°C, 2h LCMS # i 1
[4284] N- (5-54-3,6- " FMENE-2-3L) - 1H-NMERE 3 (3, 2-h] bk - 3- Tt 1- 316
F
ﬁ \_-Cl
o N N\=
.\S:O
[4285] F
A\
N
| H
_N
[4286]  HEPELCMS /5351 (ESY) :395 (M+H) *,98% 4lifE ,
[4287] 'y NMR(4OOMHZ,DMSO-d6)513.29(S,IH),11.52(5, 1H) ,8.92(dd,J=4.3,1.7Hz,

1H) ,8.45(dd,J=8.2,1.7Hz, 1H),8.23-8.03 (m,3H) ,7.72(d,J=8.8Hz,1H) ,7.58 (dd,J=

8.2,4.3Hz,1H) .
N- (5-%(-3,6- Z5ULnE -2- %) -1,6,7, 8- VUM M Jf [g ] Wl -3-fid AT -

[4288]
317

[4289]

[4290]
[4291]

o N

H

“dz
N\
N

F
r;‘\Cl
—_—

F

BRPELCMS 77321 (BSY) 384 (M+H) 7,93 % 4li i,
D.16.N- (4-5-2,5- 5 KIE) -2-%6-6- FH 48 - 1H- M5 W - 3- Tl kA% - 318K &%
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Cl‘ N Cl . Cl /--.O/
O.JS:O Cl L 1. NaH N\ -0
F F 0=5 2. MOM-Br F 0=5%
A . -30- A O
4 CAS: 2613-30-1 @ SHiF )
o~ R N o” N -
0
pho2d ¥ / -2
e PRO2S ehoos
Xl-22 1-318a 1-318b
[4292] F F i
cl
» £=0 HCl4M F =
1.LDA, -78°%¢ F 0=§%0 Ko€O;  F 0=} AR © /
2. NFSI, - 78 °CErt Y, ——— F .
R ISR R \ _ & N 0
THF N e WS o ms
FR-3 PhO2S PSR4 R=F &H, H#x#1:3 1318
R=F #H, w#ixs1:3 1-318d

1-318c
[4293]  JPHR-1:N- (4-5(-2,5- ZHORE) -6- H AU - 1- ORILRATBESS) - 1H-M5|Wk - 3- ik
fiZ1-318aff) & %
[4294]  J4W5[IEXTT-22 (1.348g,3.49mmol) Fl4-5-2,5- 8 %M (569mg, 3.48mmol) 7EAL
mE (5mL) HHZESOC N Ik h BRI R I 2.1 2 ek, R /K WRis Wik, FRR R BT
BEIF 2R BT SRR A Vs T 9 B2 (150mL) w1 35 [B) 7 LUVA AR K EB 20 740 o SR Ja v
WAERZE 2150mL. A HZE =R G, S IETTEY SR E R AT & e 12ml) A, #8754
B IF R uE AR B TR P -318a (T63mg) , AK€ [ 4 ol i PRos 438 (S10,, —5&
H5E) 24 BEK 15 21 54K 273mg BT 7241 - 318a.
[4295] g% .58%
[4296]  HAPELCMS /5923 (ES') :512.9 (+H) *, 97 % 4l i .
[4297]  'H NMR (600MHz,CDC1,) 8:8.03 (s,11) ,7.84 (d,J=7.5 Hz,2H) ,7.63 (t,]J=7.5lz,
1H) ,7.58(d,J=8.8Hz,1H) ,7.49 (t,]=7.8Hz,2H) ,7.46(d,J=2.2Hz,1H) ,7.43 (dd,]J=
9.6, 6.8Hz,1H) ,7.06 (br s,1H,NH) ,6.97-6.92 (m,2H) ,3.87 (s, 3H) .
[4298]  JBHE-2:N- (4-5-2,5- “HAHL) -6- FHAEIE-N- (FAEIEHIE) -1- CREE RS -
1H- 5 - 3- I J12 1 - 318b1) & %,
[4299]  7EG/S50 K, #1-318a (200mg, 0. 39mmol) FIEALAN (60 % (EW 4 1 () 7 Btk
19mg,0.47mmol) B T Jo/K — H JE /i (2.5mL) o WV AE =I5 R Ak 1 5min, RS IO
IR 3 L (36uL, 0.47mmol) [ TG /KDME (1. 5mL) YAV, BHIA AR IR FitEE2. 5ho B
MR A KK, - TR GBS REI =0k, FHER KT, IR EE TR AR E Tl ik
A% (S10,, CombiFlash, fE A7 lilE A 10% %220 % AcOEt) SiAb LR A4 , 13 B AR (1 7
Y)1-318b (187mg) , ATC PR
[4300] iz%.86%
[4301]  'H NMR (600MHz,CDC1,) 8:7.92-7.86 (m,3H) ,7.65 (t,] =7.7Hz,1H) ,7.52(t,J=
7.9Hz,2H) ,7.49 (s,1H) ,7.42(d,J =9.1Hz,1H) ,7.12(dd,J=8.7,6.3Hz,1H) ,7.02(dd, ]
=9.0, 6.4Hz,1H) ,6.93(dd,J=8.7,2.4Hz,1H) ,5.01(d,J=2.2Hz, 2H),3.89(d,J=
2.1Hz,3H) ,3.42(d,J=2.1Hz,3H) »
[4302] T PELCMS 713 (ES") :574.1 (NH,) *, 98 %6 4l £ .
[4303]  JBBE-3:N- (4-5-2,5- “HAHEL) -2-5-6- AL -N- (FEFEEFR) -1- R
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P J) - TH-Mg| W - 3- Tl I 1 - 318 & ik

[4304]  ZEGE ST, 1-318b (160mg,0.287mmol) B T (I JE /KU S Wk (1. 5mL)
W, IR ATRA HI 2R -78°C B #E-78°C F¥n-Buli (1.6MCLKEiA i, 3410L,0.545mmol) ¥i#
InE) = 5 Pk (81uL, 0.574mmol) I JG 7K VY Sk (2mL) I8 VR Hh ke i i 1) £ — 57 T4 Bk e ik
B IR 5 RV O I 2 S SR A Y, B SR R NIR S YIAE-T8°C T i dE50min. SR8 J5 N
AN- SR L P % (136mg,0.430mmo) I TE/K DY SWem (2mL) W5, 18 e RV A Y 2% 18k
B Z R AR TE IR KK, F &R B A B =, R K%, R IR R T IF 2%
RE T o Bt P 1% (Si0,,CombiFlash, fE 47 it H110% & 20%AcOEt) ik A bk 42
YN, A3 BT 1 -318¢, A S IR -318bI JRA W) (L1291 :3,66mg) , J93%k o LRy

[4305] AL EVIARE HAMNIAALFERE T — B

[4306] A PELCMS 7943 (ES') :592.0 (M+NH,) o

[4307]  JPBR-4:N- (4-5(-2,5- Z9UAREE) -2- 5 -6- FH AL -N- (AR AE) - 1H-Pg[Pk-3-
T i 1 - 318d & %,

[4308]  f$1-318c (HI-318bHIIR G, LEBISNZI1:3,60mg, %) 0.13mmol) FIHKELEH (73mg,
0.525mmol) B F —FHELE (2mL) FI/K (ImL)  H, FHAET0 C—Fﬁj#:llho?\)&):’Iﬂ‘}iﬁ/th#@ﬁHO M
ERRAKIET (4mL) AbFE, FH AR CERZ I IR, KB sR, 2k 21, R8T 1%

BT HEW1-318d, AN HEFRMA SRR A (6] 9291:3,39mg) , 7'7&

fi] 4%

[4309] ZtbEVIARGH —DALEFEAT T2 RN,

[4310] A PELOMS 7943 (ES') :452.1 (+NH,) .

[4311]  JDIR-5:N- (4-5(-2,5- & OKHL) -2-%(-6- F 3L - 1H-W5| Wk - 3-he ik i 1-318) &
Ji&

[4312] 4 T1-318d (SN AERMAL ARG, L F121:3,39mg, £90.09mmol) B T
AMEAL SR R E CmL) W R R AR TG IROBE VR A ) F ANk R S AN 7K I LA
Ko SRR =0k, Bk, -BRIR B: T80T 28 R 21l i il 4% U HPLC (B4

il 8 LOMSJ7v2:1) 2Bk AR R, 43 BN A0 BT 75 7201 - 318 (4mg) o

[4313]  WEK 7% (2)

[4314]  BEPELCMSTTi:1 (ES) 389 (M-H) ,100% 4 JiF .

[4315]  D.17.3-(6- {[ (6-5(- 1H-Mg|Wk-3- ) M e 0k ] = 2L} -2, 5- Uit ie -3-28) IR &
B&1-331/1) & %,

F >_\L 0 0
= Br B F, F
NN f =_J o\ = ) =y
[4316] *Sa-o CAS 1009307-13-4 Ly % / 0_%” Y
m PdCl,dppf, K,CO4 “S=0 F Hg, PHC N =0 v
S A TS A
cl i CsF m EtOH m
—I K cl N ym2 O© H
1245 1-330 1331
FR-1

(43171 2DPR-1: (2B) -3- (6- {[ (6-F - 1H-Wg|M-3-3%) M 36 ] &0k} -2,5- 4t e -3-
5 N -2- 518 R T - 33010 &

[4318]  JEN- (5-9R-3,6- ML AE -2-2%) -6- & - 1H- W[ W -3- R il 1-245 (100mg,
0.24mmol) ,2- Z AR FE PR IE 24 FE M IR AR B g (64mg, 0.28mmol) , [1,17 - X (IR BEIL)
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TR & AR (19mg,0.024mmo) , FRALEE (72mg, 0. 47mmo1) FIEKFERER (99mg,0.71mmol)
W RELE 7K (301, 2mL) Hh, P I8 R R P R A o B S S R O YR YDA S AE 120
CHRHEH:20min KR S /KR RIFH G IR SBEACEU IR K6 I B G 112 FIMgSO, 16
T IE L e 2K R IR G L 1) £ RUHPLC (B 1) 2 RULCMS v D) 2L HLVR A4 . 19 2] 68mg
(2E) -3- (6- {[ (6-%-1H- M|k - 3-4%) R 3k & 2L} -2, 5- ki -3-2%) TN -2- R 4. I
1-330, JyKhfE 44

[4319]  UE:65% .

[4320]  BEPELCMS 5351 (ES) 1440 M-H) ,98% 4l J& .

[4321]1  JDBR-2:3- (6- {[ (6-5 - 1H-Mg|mk-3-38) filk L ] &AL} -2,5- ke -3- %) iR
ZTET-3311 & %

[4322] 5] (2F) -3- (6- {[ (6-5C-1H-M5|Wk -3-3%) F k3L 1 & 3L ) -2,5- &bnE-3- 34) -
2- W5z 2.6 T-330 (0.65g,3.26mmol) AYEOH (1. 5mL) VAR I Pt/C (6mg) , H ¥ IR &
YITE IR FAEE/SE 7 (3.5bar) FHiPE 16h. 5G4 [ B VR A 4id i ik v 3t g, 7t
BRIV L S IR G o 38 R VR 2 ) 4% UHPLC (B AR 1) 44k AVE A4, 15 24mg 3~ (6-
{[(6-5K- 1H-Mg|Wk - 3- 5) Rl ] 20 L) -2, 5- 8 IE - 3-55) NS T- 331, A 4.
[4323]  WFK:6%.

[4324]  BEPELCMS 7351 (BS) 442 M-H) ,97% 4l & .

[4325]  'H NMR (400MHz,DMSO-d,) 612.14 (s, 1H) ,11.06 (s, 1H),8.09(d,J=2.7Hz,1H) ,
7.84(d,J=8.6Hz,1H) ,7.75(t, J=8.6Hz,1H) ,7.54(d,J=1.9Hz,1H) ,7.22(dd,J=8.6,
1.9 Hz,1H),3.99(q,J=7.1Hz,2H) ,2.75-2.52 (m,4H) ,1.08 (t,J] =7.1Hz,3H) »

[4326] D.18.6-F-N-[5- Q-2 FIELHE) -3,6- & MEmE-2-FE] - 1H-M5|Wk-3- i kR -

333 ik
O o
b = Br Q_\\—B: j: F. _— f O\-—-’ F _— 0\/
HN- / & HNY /) HNS /]
[4327] Osdey NNF  CAS: 1201905614 Osde NN L o Osd. NN
{ PdCldppf, KoCOs - 2
3 " N EtOH p
—I, N
cl H sy cl 4 w2 C N
I-245 - 1-332 1-333

[4328] JPPR-1:6-F-N-{5-[(F) -2- LS| L L IEGHE] -3, 6- 9L AE -2- 58} - 1H- Mg[P-3-
TR iz 1 - 3320K) & ik

[4329]  ¥N- (5-VR-3,6- MLIE-2-4L) -6-50- 1H- M5Bk -3-FEME L1 -245 (100mg,
0.24mmol) , (E) -1- Z 58 40 - 2- W ER AR EZ B8 (58mg, 0.28mmol) , [1,17 - X (2K fk
) ] &40 (19mg,0.024mmol)  AIBRFR T (99mg,0.71mmol) VA MR AE Mk - /K (3
1,2mL) A, 38 Gk Be B8 PR bt - B S 5 K I BOVRS IE T R £ 120°C R A 20min.
KRS RK MR I R S BEZE BRI -5 IR A NLE FMgSO, T H g did e s 28 %
WG I ) %% BUHPLC (Bt i 48 Y LOMS /v 1) 2tk MR A9 . 13 2)25mg 6-5-N- {5-
[(B) -2- 0B FE]-3,6- ZHMENE -2- 38} - TH-Wg| Wk - 3- ik Jlc 1 - 332, oK Bl
[4330] % :26% .

[4331] B MHELCMS /791 (BS) :412 (M-H) ,94% 4l .

[4332]  JDHR-2:6-5-N-[6- Q-2 IELH) -3,6- “HMLE-2-FE] - 1H-Mg|Rk-3- sl fi%
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1-33301 5 1,

[4333]  [6-G-N-{5-[(E) -2- LS| LIR2E]-3,6- ZHMLnE-2- %) - 1H-W5|WE - 3- Tk i
1-332(0.20g,0.05mmol) fEEtOH (0. 5mL) HH ¥ H N Pt/C (15mg) , ¥ R MR & Y 7E
50°C FAEE KT (dbar) FHiHE 16h. SERE K I BVR A Pae i ik e -+ 380 8, K I8 iR
B YR . )£ BUHPLC (B ) 45 BULCMS 77323 1) Ak IR &4, 153 10mg 6-51-N-
[5- Q- LH) -3,6- ZFHMEmE-2-2E] - 1H-M|W - 3- Az 1-333, Nl k.

[4334] Y% :50% .

[4335]  BgPELCMS /591 (ES) :414 M-H) ,98% 4liJ& .

[4336]  'H NMR (400MHz ,DMSO-d,) 612.12 (s, 1H) ,11.05 (s, 1H),8.09(d,J=2.9Hz,1H) ,
7.86(d,J=8.6Hz,1H) ,7.73(t,J=8.7Hz,1H) ,7.54(d,J=1.9Hz,1H) ,7.23(dd,]=8.6,
1.9 Hz,1H) ,3.50(t,J=6.5Hz,2H) ,3.40 (d,J=6.9Hz,2H) ,2.67 (t,J=6.5Hz,2H) ,1.04
(t,J=7.0Hz,3H) .

[4337]  D.19.6- BRI -N- (4-FIE-2-HORIE) - 1H-Ng|Wk - 3- Rt i 1 - 33511 & Ak

CN cN CN
A1 \Q\NH NH
5=0

\ e
FO= Pd/C, MeOH F 02870 NaNO,, TFA, NaN3 F 02820
[4338] ' »
7 3 4
-1 FRk-2
HN HN HN
NO, NHs Na
1-334 1-335a 1-335

[4339]  JDUE-1:6-% 3 -N- (4-FIE-2- R IL) - TH-W5| - 3- T [E A% 1 - 335a M) Al

[4340]  [A16-flFE-N- (4-FHE-2- AR HL) - 1H-W5|Wk - 3- W e A% 1 - 334 (0.50g, 1.37mmol) [¥)
MeOH (20mL) YA F1 I APd/C (0.10g,1.02mmol) ¥ RN IBESWILE SR FAERSE FHiHE
3ho B IS TLCHILCMS I M S B BERE o 58 T » K4 I N VR P ok ek 3 1ol i, B DB ViR L 39k
Ui, 13306- 2 HE-N- (4-FHE-2- R EL) - 1H- M| Wk - 3- Tt 2 [ - 335a (0.40g) , R B (ALl
(NS

[4341] itk EVIREH — DAL EREHT T~ — 2 XN,

[4342] W% :90% o

[4343]  BEPELCMS /7322 (ESY) :331 (W+H) *, 83 % 4t JiF .

[4344]  JPPR-2:6- B BIE-N- (4-FIE-2- 5K KL - 1H- M|k - 3- e 2 1- 335 (1A %
[4345]  7EOC F6- 23 -N- (4-F I -2-F oK) - 1H- M|k - 3- g% 1-335a (0.20g,
0.50mmol) I TFA (5mL) 3% " IIANaNO, (0. 14g, 2.02mmol) , F-Kf Jz i IR £ ¥ 76 AH 7] L
THEFE30min. /E0°C T A NaN, (0.11g,1.77mmol) F-F S N VR & ¥ 76 A [R] il B2 43
30mine i@ L TLCAILCMS il e B HERE o 5€ B » B S VR &9 - H,0 (150mL) %, I A
EtOAc (200mL) ZEHY . 43 B AT HLZ , FHER 7K (100mL) Pk , 4 7K Na, SO, T4 16 L2454 o
SRASHHL =038 i combi - flashi: (4 ik (25 % EtOACH) O e ia ) 4ifk, , 5 3)6- SH I -
N- (4-F 2 -2-F AR 2E) - 1H- M|k - 3- Tk i 1- 335 (0. 06g,31 %) , A B fhy [E{k.

[4346] Y%K :31%.,

[4347]  BlPELCMS 5222 (BS) :355 M-H) ,93% 4l .

[4348]  'H NMR (400MHz,DMSO-d,) 86.99 (dd,J=8.00Hz,2.00 Hz,1H) 7.17(d,J=2.00Hz,
1H) 7.54-7.59 (m,2H) 7.74(d,J= 10.0Hz,1H) 7.84 (d,J=8.80Hz,1H) 8.07 (d,J=2.80Hz,
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1H) 10.80 (brs,1H) 12.06 (brs, 1H) .
[4349]  D.20.6-F -N- (5-2.3&-3,6- " FALIE -2-5) - 1H-W5|Wk - 3- T BEIZ 1 -338 H 5K

F. o F
o ML Ly by
O
N\
O:H: N OH,N \N i‘ H B );

N
=0 F  CAS: 75927-49-0 SSs0 F Osd_ N
= F
[4350] m PACI,dppf, K,CO5 C H/( Hy, PH/C o
- \ —_— \
o] N —EER K cl N EtOH
H ; N
FRA 2 yR2 Cl H
1-245 1-337 1-338

[4351]  DHR-1:6-5-N-{6-[(F) -2- &S| FEL LA HE] -3, 6- ZMLnE -2- 28} - 1H- MglWk-3-
TR iz 1 - 332011 &5 ik

[4352]  JEN- (5-9R-3,6- 9L AE-2-3E) -6- & - 1H-M5[ W -3- R Wi i 1-245 (150mg,
0.35mmol) , Z W& FE MR AW BE S (69mg, 0. 42mmol) , [1,17- X (TARFEPEIL) —REk] —&
1h4E (29mg,0.035mmol) FIBREZAT (149mg,1.06mmol) V& T Mk 7K (3:1,3mL) dr, Hi# T
B JBE PG e o B S 5 1 S TR S D FE I HR AE120°C T iRk 40min KR & ) FIZKHR B
I H G CBEAEEUI IR K5 IF G HL)Z FIMgSO, 801 s ik 4 o i i i 4% HPLC (B
H & RILCMS 7 D) Ak MRS M. 155021mg 6-5-N- (5- M5 K:-3,6- —HtnE-2- %) -
1H- V5| - 3- ik 2T -337, Ayt [l 4

[4353] WRZE:.11%.

[4354]  BEPELCMS 511 (ES) 368 M-H) ,90% 4k J&F .

[4355]  JDUR-2:6-4-N- (5- £ 3&-3,6- FMLNE -2- ) - 1H-W5|R - 3-FEMEALT - 338H 4 ik,
[4356]  [16-5-N- (5- 2 0%3:-3,6- “5MLmE-2-55) - 1H- M| Wk - 3- ik A% 1-337 (85mg,
0.17mmol) 7EEtOH (1. 7mL) HF & H IIAPL/C (1Tmg) , If KRB GV EER T HEAS
J£ 77 (3.5bar) FHiFE16h. SERG  K i BIVR A48 1 fek 8 - B U8, HRR BB L S T 4
TE e i) 25 2 HPLC (Rt i) £ BULCMS 7 ¥ 1) A4 VR 54, 15 29mg 6-(-N- (5- £.3E-3,6-
PR RE - 2-F5) - 1H- |k - 3- R PBE AL T- 338,y 1 B [l 4

[4357] QX .14%.

[4358] B PELCMS 591 (ES) :370 M-H) ,99% 4l .

[43591  'H NMR (400MHz,DMSO-d,) 812.11 (s, 1H) ,10.99 (s, 1H),8.08(s,1H) ,7.85(s,1H) ,
7.73(s,1H) ,7.55(,J=5.5 Hz,1H) ,7.23(d,J="7.7Hz,1H) ,2.47 (t,2H) ,1.09(d,J=7.3
Hz,3H) »

[4360] D.21.6-B%&HE-N-[5- (FUIEH L) -3-95-6- A LMERE -2- 3] - TH-W Wk -3- sk
fi21- 35304 %

CN CN &N
"~ F~¢ \ F~7 \
/ P ,
[4361] NH P, MBtH NH NaNO ,, TFA, NaN 5 A
0=57° b2 & 0=570 P, 52570
N NO, N NH, N Ng
1-351 1-352 1353
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[4362] LR -1:6-%FE-N-[5- (FUIEEH ) -3-5(-6- H &Lt nE -2- 5] - 1H-1] k-3 - fif ik
i1 - 352111 & 1%

[4363]  [IN- [5- GRUIEF L) -3- % -6- H A JEMEnE -2 - J5 ] -6 i 2 - TH- M| Wk -3 -1t WER&T -
351(0.32g,0.69mmol) [#JMeOH (20mL) FHH MA10%Pd/C (0.30g,2.82mmol) , FFK S MR
SIS FTESSE FHREh @ i TLCATLCMS Wl fz S 3RS o 52 i i » B B N VR i
it Celite® Hd JE , FMeOH (3 X 15mL) ¥k, FER- U8R S S W4 , 15 816 -2 2 - N-[5- (Gl
FH L) -3- 960 -6 - HH AR SR ML g - 2- 8 ] - TH- Mgl Pk - 3- st ik T- 352 (0.241g) , Nk AR Al 44
[4364]  ZALEVIAR G —BANEFEHT 2R,

[4365]  WHK:T4% .

[4366]  FEMELOMS 12 (ESY) :376 (M+H) ©, 79 % 4l J .

[4367]  JDBR-2:6-BRIHE-N- (4-FIE-2-FIKIL) - 1H-M5|e -3 - L% 1 -353 1Ak
[4368]  7E0°C Fn6-2FE-N- [5- (FIEHFIL) -3- % -6- F S JEMEnE -2- 3] - 1H- W] W - 3- Tk
BEh%1-352(0.03g,0.06mmol) FETFA (2mL) 7 ¥ H A NaNO, (0.02g,0.25mmol) , K
SR MIAE AR IR B R R 30min. £E0°C R I ANaN, (0.01g,0. 22mmol) FfKf S MR &
PIAEAAIR] R R B4 30min o @ik TLCANLCMS s I S Rk 58 i fa » 4 I VR 454 FIHL0
(40mL) #i% , Jf FHEtOAc (2 X 30mL) A8 . 73 BA Hl)=, F#h/K (20mL) Pl , 4 6 7KNa, S0, +
BRI AE L Nk AE AE 0.20g EE BN, BT H 24 [ BLRL M) EEt0Ac (20mL) HiR
GHAEEDT NIRYE R G YiE i combi - flashfF ik (25 % EtOAcH) O e i) 48
b, 155)6- BEIE-N-[5- EEEHF L) -3-5(- 6- H & FEMIE-2- 3] - 1H- NG| -3 - REEALT -
353(0.032g) , iR M ELLH 14

[4369] W H:13%

[4370]  BEPELCMS 712 (ES') :400 M-H) ,96 % 4 & .

[4371]  'H NMR (400MHz ,DMSO-d,) 83.63 (s,3H) 3.70 (s,2H) 6.97 (d,J=8.03Hz, 1H) 7.20
(s,1H)7.62(d,J=9.54Hz,1H) 7.87 (d,J=8.28Hz,1H)8.12(s,1H) 11.03 (brs,1H) 11.97
(brs,1H) »

[4372]  D.22.2- (6- {[ (6-% - 1H-M|Mfk - 3-25%) Ml ] 20 L) -2, 6- kg -3- 55 A4t
F R 2. BT - 3590 & 1k
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C e

(0]
O
I\ MesS(O)l ] N—F
[4373] F N CAS: 1774-47-6 F N=
INH » ;NH
O= j Oz
S NaH S0
/@i\g e /@Ef\>
cl H Cl H
1-330 1-359

[(4374]  mifh = H IR E AL (Trimethylsulfoxonium iodide) (66.75mg, 0.30mmol) A
Sk (11.59mg,0.29mmol) £ — FZHA (1.0ml) FIR & . Pibk R NIR-& Y H & 354515 B 1)
TR ARG AN (2E) -3- (6- {[ (6-F- 1H-Mg|Wk-3- ) ik ] 22k} -2, 5- —HkiE -3-
) W-2- MR O BET-330 (100mg,0.23mmol) , FFEKs I MR & 7E = i T HiHE:20min, 2R 5 78
50°C I ARG o K 3 1) T L YR A i AL — FF RS AR AR (66 75mg, 0. 30mmo1) FIE Ak 4
(11.59mg,0.29mmo1) [ LA (1. 0mL) I A B R MIREYIH , HAES0C TN R FF
3ho I MR SV KM B, O GRRZEI =R AN Z B ER B0, 505k, L
1 Bt aith ()& ZITLC- FH — & F ¢ /MeOH-95/5% i) ,#33] 12mg 2- (6- {[ (6-%-
1H- P - 3- 25%) i 2 ] G 2} -2, 5- Uk ng - 3-28) IR S FH R LT T - 359, 3 (Al 44k

[4375]  U%:10%.

[4376]  FEMELOMS /i1 (ESY) :456 (M+H) ©, 88 % 4liJ .

[4377]  FROr i) B S5l 42 R 2w el 19 7 v o 4%

[4378] 729
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TUPAC % ## %M
6-F-N-(3,6-= f-5-F H oo FH 1-368
-2-3)-1H-7t2%- 5 [2,3-b] #toE. 4
-3-FE BRAR o{\Hi F
O
Ow
Cl N N
H
N-(5-3-3- Rt R-2-K)-6- &, o~ 1-369
TH-% -3k P~
(0] F
Q‘\Sé:o
|
H
6-#-N-(3,5-= #.-6-F & 4wt OH F 1-370
2-2-)-T-(Z AT A)-1H-7| Q
o HN
(4579] k-3- A% B 0\}/&_0 F
|
Cl N
H
F ! F
N-(4-3$-2,5-= BEK)-6-(F L 1-371
A T B )-1H-"5] %-3-5%
BB Yook
i 3 °x S/:: .
|
\S/©\T/(
8
N-(2,5-=fi-4-F X X 3)-6- ; 1-372
(F X T B )-1H-5| %-3-
BB on/ F
S,
[ ]
\ﬁ N
O
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IUPAC % #& %M
N-[4-(=RF &H#)-2,5-— R = =t ] 1-373
$2]-6-(F A ZARBLE)-1H- Q/G
3| -3 -k W F ’
o S{:: ] F
[4380] \‘ﬁ/©\N—’l(
6]
N-(5-F-3- Btz -2-2)-1H- 'S ¢ 1374
e85 [3,2-h| Eok-3- B B o N ?
%S{_;___O
|
"

[4381]  PRK S, 3F HAE N H IR 10 4R 7 Ca” McAMPIIE I3 1

[4382]  B.A:Wy2f/ 253 %

[4383]  B-1.40Jfud%9%

[4384]  GPRI7EEZHZHM A -

[4385] R HEvi KostenisSEEG = (B R, EHE) FIfa e RIEN GPRITSZ/KMF1p-1In
T-Rex CHOZHAE (CHO hGPR17) fE37°C F1E 5% CO, MG A A AT 55 9% 4 ML AE & A #h 72
AHERB (500ug/mL) FIAFEE R (30ug/mL) KIS FRIR A YIF - 12 DMEMR A2 K o Ji st 72 )
SERTFHZ TR E (lug/mL) AFE16-20/N5 K5 SF1p-In LR EER £k .

[4386]  JELAR/D S JoR e -

[4387]  7EHA G SE0K 2 552K MWi s tar KRR S A7 10 mi o 20 25 SR AR /D 98 i J5 41 it 4H 41 it
(OPC) o FHYE S 28 AT N AS[R] R 23 0o (B2 1.2 X 4088 J50.60 X 30) HLIH MR 25 % o 6 [ B
PR 20 A V2 R e 70 - B 3k B8k i L -4 b B DMEM 1 5% - D - M R B ) 75 - e
IR, FTIRDMEMAN A 10% (v/v) BOKIERIIGA- 135 , 7585 3 (100541 /mL) FIEER: 3
(0. 1mg/mL) , FFG — R B He—IRIEFRELAE3TC, 5% CO, MR A P8RILK)G  RE
(35 FRPIAE240rpm 3R Bl114- 247N, DL R T i o 40 i AN/ i s 4 i o 70 250PC. o 1 3t
— 3B B HEOPC, B R IR B I AR AR B 2 4550 Bh AR5, J5O0PCEEFI 5L - B R
B, I AE G TE I Neurobasal i FRE:H1 75 % CO, I IR R 4ERFE3T C , fiTid
Neurobasal 5775 #h7e 2% (v/v) B27,2mM GlutaMAX, 100847 /mLE 8 %, 0.1mg/mLEE
B %, 10ng/mL. PDGF-AAFI10ng/mLAREFGE , BR% — R B #— IR E5 7 5

[4388]  B-11:ZJREMHARINGPRTINE

[4389]  B-11-1:%5%) G IREMIE

[4390]  GPR17/ZGH [ B2 14 . GPRI THLE il K GaMCEAE S 145, S5 N RN (Ca’
) A AE B B e, FLRT DL B S g RL  (4E M FiCa” KT B3R R Yekl) &L 7E
GPR17Ca™ W& H il BT St 1l LA 5 (k) FLGPRI T T & 1k
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[43911  Ca® J5E HI A -

[4392]  #CHO hGPR1T7fE I LAEFFL20, 000/ M40 25 FE e fh 3 B 3B B R A0 S A1
384FL MR A AL AESTC , 5% CO, M WIE AT B IR . P J5 16 £ 20/, AR 4% il ik
UL, RS54k (40 R R Ca” FEoR 19 4ekh) MNECHO hGPR17 60481 fE IR T
FE FLIPR Tetraisz$ias B [A)10 S T 40 000E FiCa” W 76615 5 . 1 Se s 4n i e
S TS A SR R MR A GEH 10 M F10 °M) fHBSS HepesZEFilipH 7.4+
I B 305380 A5, #% 50nM MDL29,951 (— FHGPRL7HES)F) Ho A 2 40 o I & AN [F] K i
Ak & W B 40 ) 4 T O U5 B I pIC, BT A i B ¥ — i tn it 17, R4 RS
GPR17¥ SN FIFE DL S AL S P e o7 i 28 3F AT LE B AE XL it 4- 508 7 1%
y=A+((B-A) / (1+((C/x) "D))) fEActivityBase XEHEAT43#T Al 283004, HAF A, B, CAID
RFEdm IMEY, K 1Hy , IC, MR

[4393]  Ca® l5E )45 5 -

(43941 47ECa” B 5052 MR , St 451 ) 4k A R R B pIC, B K T 3055 6. 55
BRERTEEET7.5, BRFERILE KR TEEET 8.5, MR Lot & s ik T F
T AIB2BIR 2 (K R o 3% P YEFEA, BAICZ TR W0 T fCa™ W52 FP I pIC, ff: “A”: pIC,<7.5,
“B” :pIC,,7.5<x<8.5, “C" :pIC,>8.5,

[4395]  B-T1B.cAMPZEFINEENI &

[4396]  GPRITVEMIE W] LASFEEGIBGERAG 54T, SN B BRIRTT (cAMP) B9
/b AT LA B3k [ CisBio (Codolet, ) ff) HTRF cAMPZEHZS M & % 751 A & 4 M P cAMPAE
b oA I RIEIST (8] 53 3858 HR (HTRF) 5 %00 58 55 T 4 7= A2 16 R S8 c AMPFI FH 4wkl d2h5
LI cAMPZ [B] R 56 4 o AN B R 45 F 2505 AR IC I PTcAMP HTIARHA E

[4397]  IEAE1%GPR17cAMPINE F K 1 ZECa™ M A W& HE AR A& X R AE N
AR B T — e AR R St 9] T AN 2 BT B A ) B AR

[4398]  cAMPII5E [ Fhik

[4399]  F-&HEDTAMIPBS/) BSCHO hGPR17, - LLEFFL5, 000441 i 7 B2 (5 384 5L i H 4>
Be. B 0B AN IR S ES A NN E W IMEAGPRI 745 BT/ [ 18 B sh F4k &
YIMIHBSS Hepes (pH7.4) HviE & 3070 8l 2R ), KAMDL29, 95 1GPR1 7385 71 G H 910 °M &
10 "OM) B9 751655 0 57 o 2 B N A RO ARG PR TRE LR/ S 1) S sh 74 S IR,
ZARFI 200l HBSS HepesZZiil (pH 7.4) , 4 1%DMSO, 5uMf =] A #k (forskolin)
0.1mM IBMX.7EZE R T E 604805 , £ 1k s o7 R 48 il ik 7 Fr b B 38 e d 246 3K 5
FTCRAA PR B A LOuLZLAR S il R 2R A0 7 B 60 438 o , AR il & 7 1
Wi B A B A BOL O B Env i s Ton AR 2% I & c AMPIR FE I A8 4k, . BT B 0% & 35— A w7 it
1T o fd FGraphPad Prism A 4 -2 502 8 5 12 0 Ml , DAAEA T AE RIAEEGPR 74,
PL 7/ IR A B Eh IR AL A P 1 B T WEMDL29, 95 1pBC, A4 IR EL (DR X HLRs ik
FEAE, 3 HSchild s Hr#@ HEGPRITHEHLF/ Sl Bah A4 S 00 Al v B 55 A JTpA, .
[4400]  cAMPI 5 45

[4401] M 7ECAMPI 52 H AR, St 49 1 A6 & P S B s R I tHpA (. K T E%% 165511
R T A T7. 55 B R T 805 T8 5. MR SEuti A& P id iR T R b o0
PEJEHIA, BRICAZ TR R cAMPIISE P IpA, fi : “A” :pA,<7.5, “B”:pA, 7.5<x<8.5, “C”:
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pA,>8.5.
[4402]

[4403]

[4404]

FH 1057 T 7ECa> FICAMPIIE MR A ST A pIC, RIpA, (B pA, 51
[958 BT AR AL A I AR B4 SR 3.

%10:
Ca’* | cAMP Ca’* | cAMP Ca® | cAMP
%k %% %k
B E A Z B E A Z wME | ME
4 N° %] N° #| N°
plCsp PA2 plCsp PA:2 pICso PA:2
1-99 A 1-160 | C B I-1 A A
1-92 A 1-154 | C B 1-80 C B
1-91 A I-153 | C B 1-78 C B
1-90 A 1-152 | C C 1-25 C B
1-89 A 1-151 C C 1-228 C C
1-87 A 1-150 |B C 1-227 C C
1-86 A 1-148 | C 1-213 C C
1-84 A 1-143 | C C 1-202 C B
1-82 A 1-142 | C C 1-194 C C
1-81 A I-140 | C C 1-193 & C
I-8 A A 1-134 | C C 1-192 €
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Ca’* | cAMP Ca’* | cAMP Ca’ | cAMP
o R R P R R o ) Z R Z
pICso pA2 pICso pA: pICso pPA2

1-77 |A 1-1133 | C B 1-190 | C
176 |A A 1-12 C B 1-189 [ C C
175 |A I-118 | C C 1-188 | C C
1-74 A I-116 C C 1-185 C C
172 A I-114 | C C 1-184 | C C
171 A I-110 | C C 1-183 [ C e
170 A 1-109 | C B -182  |C B
L7 A 1-104 | C C 1-179 | C B
169 | A A 1-157 |B 1-177 | C C
1-68 | A 1-155  |B C 1170 | C C
164 |A 1-149 |B 1-165 | C

[4405] 163 | A B 1147 |B B 1-67 B B
1-62 | A 1-145  |B 1-66 B B
161 A 1-144 |B 1-65 B B
1-60 | A A -141  |B C I-55 B B
1-6 A 1-14 B B 1-50 B B
159 A A 1-139  |B A 1-48 B B
I-58 | A 1-132  |B B I-4 A B
157 |A 1-129 |B B 1-39 B A
1-56 | A B 1-127 |B B 1-241 B B
154 A 1-126 |B B 1242 |B C
153 |A 1-125  |B B 1-238 | B B
152 |A B 1-124 |B B 1-235 | B e
151 | A 1-123  |B B 1233 |B A
I-5 A I-119 | B B 1-230  |B B
149 A B I-113  |B A 1-229 |B B
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Ca’* | cAMP Ca’* | cAMP Ca’ | cAMP
o 7 pU) P 7 R Z o R Z R Z
pICso pA2 pICso pA: pICso pPA2
1-47 A 1-112  |B B 1-224 B B
1-46 A 1-108 |B B 1-223 B A
1-45 A 1-107  |B B 1-221 B B
1-44 A B 1-102 |B 1-220 B B
1-43 A 1212 |B L 1-219 B B
1-42 A 1-210  |B C 1-216 B B
1-41 A 1-206 |B C 1-215 B B
1-40 A 1-204 |B C 1-196 A
1-38 A 1-203 |B C 1-19 A
1-37 A 1-20 B 1-180 A
1-36 A 1-199 |B C 1-175 A B
[4406] 135 | A 1195 |B C 171 | A
1-34 A 1-191  |B C 1-17 A
1-33 A 1-187 |B 1-169 A
1-32 A 1-18 |B B 1-166 A
1-31 A 1-181 |B B 1-164 A
1-30 A 1-18 B 1-163 A
1-3 A 1-178  |B B 1-16 A
1-29 A 1-176 | B 1-158 A
1-28 A 1-174 |B B 1-156 A
1-27 A 1-173  |B B I-15 A
1-26 A 1-172  |B 1-146 A
1-240 | A A 1-168 | B 1-131 A
1-24 A A 1-167 |B 1-130 A
1-239 | A A 1-161 B 1-13 A
1237 | A A 1-159 |B B 1-128 A
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Ca’* | cAMP Ca’* | cAMP Ca’ | cAMP
o 7 pU) P 7 R Z o R Z R Z
pICso pA2 pICso pA: pICso pPA2

1236 | A A 1-117 | A 1-122 A
1-234 | A I-115  |A 1-121 A
1232 |A I-111 | A 1-120 A
1-231 | A I-11 A 1-197 A
1-23 A 1-106 | A 1-85 B B
1-226 | A 1-105 | A 1-83 B B
1225 |A B 1103 |A 1-79 B A
1222 [A 1-101 | A 1-73 B +
1-22 A 1-100 | A B 1-201 A C
1-218 | A 1-10 A 1-200 B B
1217 |A 1-98 B B 1-2 A

[4407] 11214 |A 197 |B B 1-198  |B B
1211 | A 1-96 B A 1-207 A
1-21 A 1-95 B B 1-205 A
1-2209 | A 1-94 B B 1-9 B B
1-208 | A B 1-93 B B 1-88 B B
1-162 | C C 1-243  |B B 1-244 B C
1-245 | C C 1-246 | C C 1-247 B C
1-248 |B B 1-250 | B B 1-251 B B
1-252 | C C 1-253 | C C 1-254 C C
1-255 | C C 1-256 | C C 1-257 C C
11258 | C B 1-259 |B C 1-260 B B
1-261 |B B 1-262 |B B 1-263 B B
1-264 | A A 1-265 |B A 1-266 C C
1-267 | C C 1-268 | C C 1-269 C C
1270 | C C 1271 | C C 1-272 B C
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Ca’* | cAMP Ca’ | cAMP Ca’* | cAMP
o | B P B A Z o R cil-s
pICso pA2 pICso pA: pICso pPA2

1273 | B B 1274 |B B 1-275 B B
1276 | B B 1277 |B % 1-278 B &
1279 | B B 1-280 | B B 1-281 B B
1-282 |B B 1-283 | B B 1-284 B A
1285 | C C 1-286 | C C 1-287 C B
1-288 | C B 1289 | C C 1-290 C C
1291 | C C 1292 |B B 1-293 B B
1294 | B B 1295 |B B 1-296 B B
1297 | B C 1-298 | B B 1-299 B C
1-300 |[B B 1-301 B B 1-302 B B
1-303 | C C 1-304 | C C 1-305 C C

[4408] 1306 |B C 1307 |B B 1308 | C C
1-309 [ C C 1-310 | C C 1-311 B B
1-312 | B B 1-313  |B B 1-314 B B
1-315 | C C 1-316 | B B 1-317 B B
1-318 | B B 1319 | C C 1-320 C
1-321 | C C 1-322 | C 1-323 C C
1-324 | C C 1-325 | C C 1-326 B C
1-327 | C C 1-328 | C C 1-329 C +
1-330 | B C 1-331 | C C 1-332 B C
1-333 | C C 1-335 | B B 1-336 C B
1-337 |B C 1-338 | C C 1-339 L B
1-340 | B B 1-341 | C £ 1-342 B B
1-343 |B C 1-344 |B B 1-345 B B
1-346 | B B 1-347 |B C 1-348 C B
1-349 | C C 1350 | C C 1-351 B B
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Ca’ | cAMP Ca’ | cAMP Ca’* | cAMP

pp-4 R Z )4 b U)-4 b4 > U)-4
#] N° 4] N° #] N°

plCso pA; plCso pA: plCso pA:

[4409] 1-352 B B 1-353 C C 1-354 C C

I-355 | C B 1-356 B B 1-357 B B
1-358 | B B 1-359 B B 1-360 C C
1-361 C C 1-362 B C 1-363 B B
1-364 | C C 1-365 B B 1-366 B B

[4410]  B-T1C: /b9 5 o 24 A s 2 / 5 A 2 Fs il 5

(44111 GPRL7 () S 15 770 S AR 2D 5 e o 4 B o/ e A T2 R ) /R R A dast A FH 56
BEBENET I (MBP) MU G2 e FEAR AP PPA AR R D R o i B A A i
[4412]  MBPHE [ BTERE/ /> 5% Jie Joa 40 A/ B8 % 1 5 1) i

[4413]  ZESBEEE R IEF3-4K 5 , B K B EAROPCLL25, 000/ 4R/ e B2 b T+ 12 FLAL 4385
gt , BN A KK T Neurobasal 85 5% LA S B R ARSI L FIGPRITHE H £
K AT B RERIE AR ARGE BT, 24-48/0 i Ja , B4 KR 7 5 75 e xb 7
0.20ng/mL= it FF R A JF A 2 (T3) A110ng/mLEEIR #4785 5 R LA JZ1uM GPR17 54555/
SR AN AR S P SN 3R A S VIR ER J5 , B UKYA (R PBS Y S 40 i 3 1, It
TEVKA IR 78 A & A BRI SR A1) 2R P (25mM Tris,pH 7.4,150mM NaCl, 1mM
EDTA, 1%Triton X-100,1% IGEPAL) H £ 4 ZEAEMIE4C R IEZ 207 %, HAE4C R LA
15,000 X g &L 10773 o ARAR 113 R T 569, {6 FH Pierce BCAERH il s R € B H ik
JE B 10% SDS- SR A M et e B Kk 70 39 7. 5- 15ug B A i, FF3 I e B[ 2R 4 7% B iR 41
B b RS, (£S5 HRoti-Blockd L /NS, H:4F4°C T4 Roti-BlockH H
MBP#i441:5000,LifeSpan BioSciences) W H LK. H&HO0.1% TweenfIPBSHELRIEIIK,
SRIGAEE L N HRoti-Block A iR I S AL RG24 & 1) Ll S 0/ R Tg GRS B 1/ &
{f ] Amersham Biosciences ECL PrimedE [ J5i EJ 7546 It 5758 oL A 22 &G 8 5% [ W
PR B BT AL, A HGe LscanB A @ i Y63 FE I gV €& N 1 As A AH R g i
EE R, BP-8- s E A PiE (1:2500,BioLlegend; —#i Ll “EHi i 1gCHi/AHRP
(ABIN) ) R Ji B MR AL S A7 AE FMBP R A K F () 384k, 5 5% IR 4441 T fIMBP ik
AT

[4414]  MBPZF4EAR /b 9 B Joa 20 B Rl i/ i 2 s I o ) iR

[4415]  fEMimetix Aligned 96FLET4EMX (ElectrospiningZy @) HFEL 16,000-22,000
R/ e B2 FHOPC . £E B s R e 2 R FZE AR K R T HNeurobasal 1 37 3 vh 5 952K LA
WS H KRS ACAIGPRLT B H RIAZ G KB P el LuM$E B/ i 1) sh 75 A & 4
N M8 0. 20ng /mL = fifl IR iR J5 22 82 A1 1 Ong /mLBE AR P22 78 F2 R ) &R0 1E 7
FEP6R, 3R G EHRT R R EWGAMPIEA% 2R B 2, 2R J5 FIPBSTE % , 7EPBS
[10.1% TritonX-100913E 1k, 3F FBEER Eh 22 i ERoK R B 10 %6 1L = 1L & AL %6 4= IS 2
B CEMBPHUAR LR 3 A 22 it (1:2000) AR, FFAE3TC R E 1 /N o K 40 e F R A
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PBSHH PR, IS EF X /NR TgGIICy2-S-A 1 2 —Hi4k (Millipore, 1:500) i & 1/MEf . PBS
Ve, B 0.2ug/mL DAPTH: A, BRI FAMowiol [ %8 . fE FHE A ApoTome 14
K FIPlan-Apochromat 20x/0.8¥% ) Zeiss AxioObserver.Z1 il a5 e B4, H
H A eGFPIEN: A (k. 470/40nm; & 5$525/50nm) FIDAPTJE NG H (L& 365nm; & 5 445/50
K) A FHHZeiss ZEN2. 3R AL ER (1 AR IR 15 B X 2D 154N T B (G 0. 1% DMSOHY
R o3 AR 772 28) AT IS BN IX 38 34T A& - 75 A A7 B AT EGPR 17 f i 15
FIAF LT B 2P 4E K 2 (05240um, 415 60um,61%80,81%100,101% 120 F1>120um)
15 BE AT R AT 4R = AR 1

[4416] /bS5 o 400 A R 4/ A A T s U 7 1) 485

[4417] GO 1ET S, 240 AR/ BE RS TE B 0T B 328 I s A o0t R AROR B OPCREAT MK
S AR R AL A P 38 IIMBP R K (R8I SR 4TI A AR e 4)) o

[4418]  FEMBPZT4EAR /b 5% J0 o 2 1k 24/ 8 S W i PRIk S8 1 St T- 116 XM MBP R IA
[R5 AL AT - 11635 F A BES %5 1 EI2FR.

(44191 B-TTT . I 3% v 22 55 1) I e

[4420] LA S Hte 451140 25470 LA B 5 100 S R i % 55

[44217  Ji/ifn 3% b R (K p) (1) 0 2

[4422]  1E3mg/kgMTNE N 252 f515,45F11204 %1, {f A Sprague Dawley K (BFA4 )
i) fin=2) M E WA P BIE

[4423]  FEAF/NETE) £, R (W N 57 38U ) AR I (TmLCo i 28 li3E N5 K2EDTART 1)
Ji » W R BRI ad st 7 00 B VY N (BOmLAF AL NaCl 0.9% (0.15U1/ml) S50t/ 4>
B .

[4424] W EE N JEFREE @ 250 (3000g,4°C, 15081 MR EE S P aR £5 1127 o 5 i A 1.
SRR A R L TR ]

(44251 7543 ATE B 0 FF b 7E I iR 2 Ak (1: v ), FEEER A YU 55 MR —
JECIE I HPLC/MS -MS /3 HT #E4T 204

[4426] 2

[4427] sz fitk &4 SERBIT-1) BoRERSH AL AW - 1AL 54 A5 E RS
1 2% 2 5 AT IR B A B

[4428]  B-T1V: M 5% /) BB A o s 54 & A ) A P 00k

[4429] 75200 B PR e BE A o /N BB Hp U ST - 228 [ AT KREM S %X
BR1-3] AEZBLAL A, A AR R B /N R R4 SR 15 5 0 RIR ARG T, B4 /M g
i 0 T e R A RS A o B SRR SR B R T BUDE AR (1) 7 E RN S B BE Y , S S B R T
HHITE (BB AR B T LI #%

[4430] B AIER 52 5 K4 CHTB1/6J/NRR, (Janvier, vEE) MR 4E e E o0 R AR 1) FR
B, B9 5 2 5 LB AR MEERIM SE IR s Bl = h 2 Bk & < (Federation of European
Laboratory Animal Science Associations) FJEEL, SHYIZ T 1 & B JE 7% A A4 e
MW BEESE Y B SRBbR 1 &) K .l R I8 e (+/-19-21g) HEVE /DR &
0.25% 5% [XWFF OB 2L E — Jl% ; Sigma-Aldrich, Inc. , USAT IR S SR BE (1 A5 HE s 5 50
Ve &5 SRS 5 i BE Y .
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[4431]  H L3025 FIVEAL - 9 T H L M e 0 20 2 i 7, K/ B SC F2 i (100mg
kg~ 15 MRS FIFR 28E R (10mg © kg~ 15 BRI BR 1, UK PBSZ O IEEE: , 2R J5
3. 1% ZRWEEIRR (pH 7.4) Z0 WEVETE o J5 [ € £E4°C T AEAH [R] Y [ 5 77 H 1R AT 12/
RIG¥ A AR, IFRAESidnandE NI /N K B 1 (http://www. hms .
harvard.edu/research/brain/atlas.html) , @RSk FE2652% (HI[X4k1) F12852% (R [X
.2) Ul Rsum¥) Fr o SRR 10 88 I PLP Ol it fe S 2 234k 22 vl AAL o SR ikt , g A e 1
(RIU) s , FE7K & R AEPBS R ik o ddid 78 2 iR T 3 PRV B 808 /DI SR A BE R
Bt 454 BRI A 5HMAVER (Inmunologic, faf 22) B 28 —ifk— EEFL
P2 AEH =R SR FEPBSH Yot , TEH2027H R 3 PR EPBS ki o X TR — it
PUARE ST L, BAMEH 7 EnVision® X 54 — 3t (Dako, f8H) 1% KRG 5E T3
WL AN bR REEY, B5 -6 MRSV ASIEDREASE YER.
PRI, W B B PR AR W URPE T AE I R S A - A RIS Sl M a3ER gt g 4
i — T FH & H IR R TG R 5 B 4 1HEAT J3 Z1 ) [ P ek HEE o A 0t FRE AR B v AR
MRS RS

[4432] i FHEEHERICCDARNL A Image J- 4 fFFNikon Eclipse E- 200 (50x) i - &
T EPIPLP S B 2H 2 UL 7 1) SN P2 I 5 o Dbl BRI 1 RO BRI X s (R D A< 1) v
2, WEA- 1R EoR) » IF BIE R 4 Jy8Ar K 2 IR AR =, i B FH B 3l {8 Rk
G RIS, IR EAS 5 A AR 6T X381, B Yen 892:, 10T+ X 482 , 43l
M. FHShanbhag/Moments &y (1.2 LK 4-2) .

[4433] W TFT A B9 E3E T o3 gs e, R PR IE R - DA e v 4L B R T R
B R A A 0 B AU B A E R T BT AT B X, 5 AR IE R T 43 oA
0.33,0. 7617 734 1RSI WSS 7 - A E S HIME TGttt

[4434] 24y 7 PEASLFBGL (A7) Fr v i) ot A 4 , B8 A0 T2 R P DR/ INFE IR G4 o AE 1001022 8] 1
53 o A353 100AH 24 T 2K FAR SR V67 B/ N ER I BEBR R CIRAS , TTOAH 24 T+ 5 4 M B 3 1 JF AU A2
IR A PRSI IRTGFBEANTE A, PPl R X —AME .

[4435]  SRIG it . 25 /NROR BRSO R SR N st IR E 1 LR E 2 SURA LR (R
2 P AR ) AR LR = R R IR IR R TN Y s WiadT  0F B — B AT Bk a 45
W RIERI6.5) AR IR 2] (POZ5 & N10mL/kg) o SL58 5% 72 1) B/ ¥)2) 6mg/kg
3) 20mg/kg F160mg/ke , FEFPAFAF T SV EE IO A .

[4436] % .1.Kipp% A\ ,2009Acta Neuropathol 118:723;2.Kipp % A,2011,Brain
Behav Immun 25:1554-1568;3.Slowik® N\, 2015,Br J Pharmacol 172:80-92,

(44371 Zgitr#fr . THC/r M LA B 07 2UHEAT , itk W87 A BOANAE B Bk & MG o0
Ja A AL HZE ST AiStatistica®fF (StatSoft Inc.,0K,USA) 73 A Bk - PR A% &=
FEAENF AR A SR PLPRYEAL . T & ZEEL DU A& (0, ,6,20H160mg/ke) HI 734, BT
AR, FH B DR 35 77 22 5 A o A FH L 5 ) 0 S I8 285 22 S (HSD) MK, Ikl 1 39 2 TRl 22 5
WAL, HEAT X B AAE SR T 0 i R — AR AR E0E DL SRS R I 2 07 221 [R] B
(Levenef ) Mtz A HIBs . SR1T, N TiE R, B AR A 1)~ I E AR R St
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