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5-(2,8- “HIEE[1,2,4] =M [1,5-a] Mt -6-45) -2- {3-[(3S) -3- (N-2-F%) Wk -1-
H]-1,2,4- =Wz -6-3%) 2Ky

2-{3-[ (3R,5S) -3,5- ~FJENRMEE-1-%E]-1,2,4- =W2-6- &} -5- (7-F-2- 1 Jk - 2H- 1)
Wk -5 - 58) KT

5- (4-{3-[(3R,5S) -3,5- “HIBENRME-1-Fk]-1,2,4- =W-6-3&} -3- ook ) -2-
H - 2H-Ng -7 - H R

5- (T-98-2- FH B -2H- Mg mk-5-38) -2- {3- [ (3S) -3- (N-2-2) WRME-1-E]-1,2,4- —F&-
6- 3} K 5

5- (2- FH LRI IF[1,2-bI AR -6-2E) -2- [3- (4- H JEWRIE - 1-28) -1,2,4- =& -6-2]
PN

2-{3-[(3R,5S) -3,5- “HI IR -1-2]-1,2,4- —=W-6-%:} -5- (2,8- =HI L [1,2,4]
IR [1,5-b Mk -6-3E) K ;

2-{3-[(3S) -3-FRNHENRIE-1-FE]-1,2,4- =1E-6-%£} -5- (6,8- —HI JL-7H-1=nd-2-
5 KW

5- (2-HI%E[1,2,4] =M [1,5-alMbmE-6-3&) -2- {3-[ (3S) -3- (N-2-2&) Rk -1- %] -
1,2,4- =M-6-FE) K

2-{3-[(3R,5S) -3,5- ~HIFENRME-1-3£]-1,2,4- =MB-6-FL} -5- (2- FHJEBKME I [1,2-
a) LR -6-35) 2Ky

6- (4- {3-[ (3R,5S) -3,5- “HIJEIRME-1-J£]-1,2,4- =& -6-4L) -3-FR B 0R ) -2- HI 3
IR (1, 2-a] ERE -8- H A 5

5- (2-H 5L -2H-Mg|me-5-38) -2- {3- [ (3S) -3- (N-2-2&) WRME-1-2E]-1,2,4- —F&-6-J)
PN

2-{3-[ (BR) -4- 2. 3-3-FIJEIRME - 1- 6] -1,2,4- =M -6- %k} -5- (8- -2- F I mkme Jf:
[1,2-alfLnE-6-25) K ;

2-{3-[(3R,5S) -3,5- ~FIFENREE-1-3£]-1,2,4- =5-6-3&) -5- (8-FEIE-2- 3L (1,
2,41 =M [1,5-b] kR -6-3%) 2K ;

5- (2-HE[1,2,4] =M [1,5-almtBE-6-3&) -2- {3-[(3S) -3~ (§-2-3&) RME-1-JE] -
1,2,4- =MH-6-FE) K

5-(2,8- “HIEE[1,2,4] =M [1,5-b]WEME-6-45) -2- {3-[(3S) -3- (N-2-F5) ke -1-
H]-1,2,4- =W -6-3%) 2Ky

12
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5- (8-FEFLE-2-FFE[1,2,4] =MJ:[1,5-al kB -6-3%) -2- {3-[ (3S) -3- (FF-2-3%) IR
BE-1-%]-1,2,4- =M-6-3L) K,

5- (8-% -2~ JEmKmME I [1,2-almkiE-6-3%) -2- {3-[ (3R,5S) -3,4,5- = FHFLNREE-1-
H]-1,2,4- =W -6-3%) 2Ky

5- (T-9R-2- FH B -2H- Mg mk-5-38) -2- [3- ONAMEg FF [1,2-a]mbie-2 (1H) -%5) -1,2,4-
=E-6- 3] A

5-(2,8- ZHIELBKMEIE[1,2-a] MR -6-4%) -2- {3-[(3S) -3- (N -2-F%) Wk -1-%&] -1,
2,4- =& -6-FE) Ky

2-{3-[(3R,5S) -3,5- “HIJENRME-1-%£]-1,2,4- =WE-6-3L) -5- (2- FF 2L - 20 - nip e 5
[3,4-b]nLnE -5-%5) Ky

5-(2,8- FHAFEBKMEI:[1,2-bIWABE-6-3%) -2- {3-[ (3R) -3-FHAENRME-1-%£]-1,2,4-=
W -6- 2} 2K 5

5- (T-%-2- FH 5L -2H-Mg| Mk -5-38) -2- {3- [ (8aS) - /NAMEMS - [1,2-al -2 (1H) -] -
1,2,4- =M-6-FE) K

2-{3-[ (3R,5S) -3,5- “HISENRME-1-4E]-1,2,4- =WE-6-%E} -5- (2-FIHE([1,2,4] =Mk
F[1,5-b]WAME-6-55) 2K

2-{3-[(3R,5S) -3,5- “HIJEWRME-1-2]-1,2,4- =W-6-%:} -5- (2,8- = HI L [1,2,4]
— IR, 5-al e -6-3E) K ;

5- (BKMEH:[1,2-bI kR -6-3%) -2- {3-[ (3S) -3~ (P -2-3&) WRBE-1-FE]-1,2,4- =& -6-
B} oKW

5-(2,8- HIZEBKMEIE[1,2-alnbiE-6-2%) -2- {3-[ (3R, 5S) -3,5- —FIJENRMEE -1-2&] -
1,2,4- =MH-6-FE) K

5-(2,8- HAFEBKMEIF[1,2-bIWAME-6-3E) -2- [3- (4- FHJEWRME -1-3E) -1,2,4- =H:-6-
Fe] oKW

5- (7T-%-2- FHJE-2H- M| -5-38) -2- {3- [ (8aR) - /NEMME I [1,2-alibBE-2 (1H) - 3] -
1,2,4- =MH-6-FE) K

2-{3-[ (3R,5S) -3,5- “HIJENRME-1-4E]-1,2,4- =WE-6-%E} -5- (2-FIHE([1,2,4] =M
F[1,5-a] Mtk -6-55) Ky

2-{3-[(BR) -3,4- ZHIJENRME-1-F5]-1,2,4- —=Wz-6-FE} -5- (8- -2- I JEMKME I [1,
2-a ] LI -6-3%) A7) ;

6- (3-F23E-4- {3-[ (3R,55) -3,4,5- =HIHENRME-1-2£]-1,2,4- =M -6-3&) K IE) -2-F
FEMKIE I [1,2-b] AR - 8- H i ;

5- (8-FANIE-2-HFE[1,2,4] =M [1,5-al EME-6-3%) -2- {3-[ (3R, 5S) -3,5- ~HI %
WRIGR-1-45]-1,2,4- =12 -6- 4} K,

2-[3- (4-FFENRME-1-38) -1,2,4- —WE-6-3&]-5- (2- F L -2H-ML M I [3,4-bIERE -5-
5 KW

5-(2,8- “HZEIRMEIE[1,2-bI MR -6-3%) -2- {3-[ (3R,5S) -3,4,5- = HI FENRMEE - 1-
H]-1,2,4- =W -6-3%) 2Ky

2-{3-[ (3R,5S) -3,5- “HISENRME-1-4:]-1,2,4- =WE-6-%E} -5- (2-FIE([1,2,4] =Mk

13
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IE[1,5-a] BEnE -6-55) Ky

5- (BKMEH:[1,2-al kiR -6-3%) -2- {3-[ (3S) -3- (P -2-J&) WREE-1-FE]-1,2,4- =B -6-
B} oKW

5- (BKMEH:[1,2-almbmE-6-3%) -2- {3-[ (3S) -3- (H-2-3&) WRBE-1-FE]-1,2,4- =B -6-
B} oKW

2-{3-[(3S) -3- (H-2-F) WRME-1-%L]-1,2,4- =WH-6-3£} -5- ([1,2,4] =M [4,3-a]
M IE - 6-55) K

2-{3-[(3R,5S) -3,5- I RENRME-1-3E]-1,2,4- =M-6-J&} -5- (4,6- —FFI3E[1,3]mE
eI [5,4-c LI -2- 25) 2K 5

2-{3-[(3R,5S) -3,5- “HIJENRME-1-2]-1,2,4- =M-6-%&} -5- (5,7- =H & [1,2,4]
=R, 5-a BERE -2-3E) K ;

2-{3-[(3R,5S) -3,5- —FIFENREE-1-3£]-1,2,4- =WE-6-3&) -5- [2- (= H P 5L mkme ot
[1,2-b]WAME -6-J5 ] 2K 5

2-{3-[(3R,5S) -3,5- “HIFENRME-1-3£]-1,2,4- =MB-6-%&) -5- (6- 3 [1, 3] WEMLIF:
[4,5-b] itk -2-55) 2K

2-{3-[(3R,5S) -3,5- ~HIRENREE-1-3£]-1,2,4- =M-6-JE} -5- (5- H JEMRIR I [3, 2-
b MHLIE - 2- 55) Ky

5- (T-F G HE-2- FH AL -2H-Mg[wk-5-3) -2-[3- (4- FAEDRE - 1-2%) -1,2,4- =& -6- 2]
mL e -3 - 1

5- (8-9R-2- FHJERKME - [1,2-almbiE-6-3&) -2- [3- (4-FIENRME-1-38) -1,2,4- = M-
6- & ] ML - 3- 1 5

2-{3-[(3S) -3- ZLFEWRME-1-3£]-1,2,4- =WE-6-3E) -5- (3-%- 1H-NHLMe-4-35) 2Ky

2-[3- (4-HIHEWRE-1-35) -1,2,4- =W-6-F%] -5- (LH-AEMe-4-3%) ML g - 3- 1 s

2-{3-1(3S) -3- MU T HEMRME-1-2£]-1,2,4- =WE-6-25) -5- (3-%- 1H-MEMe-4- L) ey,

5-(2,8- HAFEBRMEI:[1,2-alENE-6-3%) -2-[3- (4- A IEIREE-1-3E) -1,2,4- = -6-
HEINLERE - 3-F 5

3-HIHE-2-{3-[(39) -3- (N-2-2) WRME-1-%E]-1,2,4- —=W-6-J&} -5- (1H-NkME-4-35)
ENOE

2-{3-1(3S) -3- (H-2-F&) WRME-1-3£]-1,2,4- =8-6-3L} -5- ([1,2,4] =M 3 [1,5-a]
M - 6- 55 2K

2-{3-1(3S) -3-FU T HWRME-1-3£]-1,2,4- =HE-6-4L£} -5- ([1,2,4] =M 3 [1,5-a]nt
5 -6 - 3) 2K 5

2-{3-[(3S) -3-FA P FENREE-1-FE]-1,2,4- =M-6-3&} -5- ([1,2,4] =M:3F[1,5-a] it
5 -6 - 3) 2K 5

5-(2,8- HIZEBKMEIE[1,2-almbmE-6-4%) -2- {3-[(3S) -3- (H-2-2L) R -1-%] -1,
2,4- =M -6-FL) K

2-{3-[(3S) -3- L FEWRIG-1-3£]-1,2,4- =W&-6-%5) -5- (2H-1,2,3- =M-2- ) FKHy)

2-{3-[(3S) -3- Z.BENRWE - 1-2£]-1,2,4- =W -6-3E) -5- {6- [ CH,) FF4AFE] s -4- %)
K 5

14
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2-{3-[3- (1-FHEEFA R WRIE - 1-5E]-1,2,4- =WE-6-FE} -5- (1H-AHEME-4-25) 2Ky,

2-13-(3,8 —H WA [3.2.1]13-3-4L) -1,2,4-=M&-6-FE] -5- (1H-ILme-4-3E)
19 ;

2-{3-[(3R) -3-FF N JENRIE-1-3E]-1,2,4- =WE-6-J} -5- (1H-NHEME-4-J5) JE %y

2-{3-[(3S) -3-FF N JENRIE-1-E]-1,2,4- =WE-6-J} -5- (1H-NHEME-4-J5) JE %y

5- (8- 2.3 -2- H FEmk M I [1, 2-al MEiE -6-3%) -2- {3- [ (3S) -3~ (F-2-3&) WRME-1-JE] -
1,2,4- =M-6-FE) K

5-[2-F1 3-8~ (=g H 28) BRME I [1,2-almbie-6-2£]-2- {3- [ (3S) -3- (N -2-2&) WRHE -
1-3£]-1,2,4- =M -6- &) XKWy

5-(2,7- I 5L-2H-15[Me-5-3E) -2- {3-[ (3S) -3- (F-2-FL) WRME-1-%E]-1,2,4- = M-
6- 3} KW ;

5- (2- FHIEIRMEFF [1,2-a) bR -6-3L) -2- {3- [ (3S) -3- (N-2-2&) WRME-1-FE]-1,2,4-
=R -6- ) IRy

5~ (LH-BKMEFFL-1-58) -2- {3-[(35) -3- (-2~ %) WRMR-1-2k]-1,2,4- = -6- &} 5
19 ;

5- (6-FHAEMEME -2-58) -2- {3-[(3S) -3- (N-2-%8) WRGE-1-28]-1,2,4- = -6- %) R
19 ;

2-{3-1(3S) -3- (Fj-2-FL) WRME-1-%E]-1,2,4- =BE-6-%L) -5- (EEE-2-3L) 26y,

5- (5-FHALMEMR-2-38) -2- {3-[(3S) -3- (N -2-F%) WRME-1-2E]-1,2,4- =& -6-J&} O
19 ;

5- (1H-PEME-4-35) -2-{3-[3-(2,2,2- =4 L35 URME-1-3E]-1,2,4- =W -6-FE) 75y ;

5- (2-HI%E[1,2,4] =M [1,5-almbme-7-3&) -2- {3-[ (3S) -3- (N-2-3&) DRk -1- %] -
1,2,4- =M-6-FE) K

2-{3-[rac- (3S,5R) -3- 2. F-5- I RLNRIL-1-4E]-1,2,4- =B2-6- 4L} -5- (1H-HEME-4-
5 KW

5- (6- FJEmENE -4-45) -2- {3-[ (3RS) -3- (N -2-48) URMR-1-%E]-1,2,4- =R -6- %) R
19 ;

5-(6- L FEmENE-4-55) -2- {3-[(3S) -3- (N-2-%) WRMGE-1-2£]-1,2,4- = -6- %) R
19 ;

2-{3-1(3S) -3- (Fj-2-FL) WRBE-1-%E]-1,2,4- =BE-6-%E) -5- (W50 -2-38) KWy,

A-5-5-[1- CH,) F - TH-MEME-4-38]-2- {3- [ (3S) -3~ (-2-3) RHE-1-%]-1,2,4-
=R -6- ) IR

2-{3-[(8aS) -/NA Mg [1,2-a] Mt -2 (1H) -%&]-1,2,4- =W -6-%&} -5- (2H-1,2,3-
= -2-FL) IRy

2-{3-[(3S) -3- (-2-F) WRME-1-%£]-1,2,4- =WE-6-2£) -5- (2H-1,2,3-=Mk-2-%5)
K 5

5- (5-F - TH-MEME I [4,3-bInbrE -1-38) -2- {3-[(3S) -3- (-2- %) WRME-1-2%:]-1,
2,4- =& -6-FE) Ky

2-{3-[(35) -3~ AT HENRE-1-3E]-1,2,4- =8 -6-3E) -4-95-5- [1- CH,) F 2~ 111t
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W -4 - oA

5- (T-98-2- FH B -2H- Mg mk-5-38) -2- {3- [ (3S) -3- (N-2-3) WRMR-1-E]-1,2,4- —I%-
6- 2} NHIE - 3- 1 5

4-%-2-{3-[(3S) -3- (H-2-F) URME-1-2E]-1,2,4- =W-6-J&} -5- (1H-nEme-4-36) 2%
s

5- (5-F AL - TH-MEE FE (3, 2-bIMERE - 1-35) -2- {3-[ (3S) -3- (-2-3%) MR- 1-%&] -1,
2,4- =& -6-FE) Ky

5- (6-FH2EMERE-3-28) -2- {3-[(3S) -3- (N -2-F%) WRME-1-2E]-1,2,4- =& -6-J&} O
s

2-{3-[(3S) -3- (f-2-3&) WRME-1-3L]-1,2,4- =Ws-6-3L} -5- (HLnE-4-3E) KW,

2-{3-1(3S) -3- (N-2-2K) R -1-%E]-1,2,4- =& -6-JE} -5- (1H-MEPEIF [3,4-d] e
WE - 1-58) K 5

5- (3-F(-1H-MEME-4-3) -2- {3-[(3S) -3-IA N FLWRME-1-3E]-1,2,4- =& -6- &} K ;

2-{3-[(3S) -3-#U T FHENRME-1-5E]-1,2,4- —WE-6-3E} -4-%-5- (1H-MEME-4-35) 286

2-{3-1(3S) -3-HFEMRME-1-FE]-1,2,4- =ME-6-FE} -5- (LH-mHLmE-4-3E) W,

2-{3-[(3R) -3-HIEMRE-1-FE] -1,2,4- =ME-6-JE} -5- (LH-nHEme-4-3E) W,

2-{3-[ (3R,5S) -3,5- —FIRENRME-1-%E]-1,2,4- =WE-6-%£) -5- (2-FIHE[1,2,4] =M
FE[1,5-almbmz-6-4%) K ;

2-{3-1(3S) -3-FA PN RENREE-1-3£]-1,2,4- =H-6-3L} -5- (2-FEE-2H-[1,2,3] =M Jf
[4,5-b]ALRE -6-F5) KM ;

2-{3-1(3S) -3-FF PN RENREE-1-3£]-1,2,4- =M-6-3L} -5- (1-F2E-1H-[1,2,3] =M If
[4,5-b]ALRE -6-F5) KM ;

2-{3-[(3S) -3-FF A HENREE-1-3E]-1,2,4- =WE-6-J&} -5- (1,2,4-18 M -5-38) 2K,

2-{3-1(3S) -3-FA P RENREE-1-3£]-1,2,4- =W-6-3L} -5- (1-F2E-1H-[1,2,3] =M Jf
[4,5-b]ALRE -5-F5) KM ;

2-{3-1(3S) -3-FFA PN RENRMEE-1-3£]-1,2,4- =W-6-3L} -5- (2-FFE-2H-[1,2,3] =M Jf
[4,5-cIMERE -6-F5) KM ;

2-{3-[(3S) -3-FA P FENRGE-1-FE]-1,2,4- =W-6-J&) -5- (3-HI%E-3H-[1,2,3] =M 3F
[4,5-b]ALRE -5-F5) KM ;

2-{3-1(3S) -3-FFA PN RENREE-1-3£]-1,2,4- =M-6-3L} -5- (1-F2E-1H-[1,2,3] =M If
[4,5-cIMERE -6-F5) KM ;

2-{3-[(3S) -3- (F-2-FL) WRME-1-%£]-1,2,4- =WE-6-%£} -5- (2H-1,2,3-=Mk-2-%5)
ML - 3 - B 5

2-{3-[(2S,5S) -2,5- “FIFLNRIBE-1-3£]-1,2,4- =Bz -6-FL) -5- (1H-ALmE-4-J55) 550

2-{3-[(3S) -3-FF IR FEWRIE-1-3L]-1,2,4- =WE-6-3L) -5- (MEwE-4-35) FH

2-{3-[(3S) -3-FF A FLNRME-1-5E]-1,2,4- =W -6- %5} -5- (3-FALNE -4-55) KMy,

4-{3-[(3S) -3-FR P IEWRME-1-3E]-1,2,4-=Hs-6-%8) -4 - (REIL) [1,1° -FeFE] -
3-WE;2-{3-[(3S) -3-FRPHENR R -1- 58] -1,2,4- =W&-6-J&} -5- (2-HI E-2H-[1,2,3] =M
F[4,5-b]MLRE -6-3%) MEAE -3-BF ;

16
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2-{3-[(3S) -3- PRI HENRIR - 1-E] 1,2, 4- =& -6-3&) -5- (7- 5 -2~ I JE - 2H- 154 - 5 -
) WEE -3- 1 5

2-{3-[(3S) -3-FRPNHENRMR-1-E]-1,2,4- =Wz-6-3K) -5- (2H-1,2,3- =M-2-J) g
WE -3-IF ;

2-{3-[ BR) -3-FRPYLENRMR - 1-2E]-1,2,4- =2 -6-F} -5- (4-F1HE-2H-1,2,3- =M-2-
) K

5- (4-F2E-2H-1,2,3-=M-2-2) -2- (3-[(3S) -3- (N-2-F) URME-1-%]-1,2,4-=
B -6- 5} 2K

2-{3-[(39) -3~ (H-2-JE) R -1-38]-1,2,4- =W -6-3L) -5- (1,3-MEMe-2-5E) ) ;

5-[4- (oA -1,3-WEmE-2-4]-2- {3-[(35) -3- (-2-FH) URME-1-3E]-1,2,4-=
B -6- 5} 2K

2-{3-[4-FJE-3- (AR T he-3-28) URR-1-2]-1,2,4- =2 -6-3L) -5- (1H-AHLME-4-
) K

5- (4-5-1,3-MEME-2-5) -2- {3- [ (39) -3~ (-2-F&) WRGE-1-J&]-1,2,4- =GR -6- 5}
ESUR

5- (5-%-1,3-WEME-2-3L) -2- {3-[ (35) -3- (§-2-3&) URME-1-4E]-1,2,4- =M-6-FE)
ESUR

2-{3-[(2R,5S) -2,5- HIFENRME-1-FE]-1,2,4- =& -6-J&} -5- (TH-MEME-4-J8) 2K 7% ;

2-{3-[(2S,5R) -2,5- HIFENRME-1-JE]-1,2,4- =& -6- 2%} -5- (TH-MEME-4-J8) 2K 7% ;

2-{3-[(39) -3~ (H-2-3%) WRMEE-1-3£]-1,2,4- =Me-6-3&} -5- ([1,3] MM [5,4-b] it
WE-2-5) 2K

2-{3-[(3S) -3-FAPNILNRIE -1-38]-1,2,4- =& -6-3L) -5- (WEnE -4- %) 2Ky

2-(3-[(39) -3- AT SLIRME - 1-56]-1,2,4- =Wz -6-E} -5- G-FH % [1,2,3] =M If (1,
5-alMENE -6-3%) K ;

2-(3-0(3S) -3-AYEENRME -1-%E]-1,2,4- =W -6-F} -5- (1- I IEBRIEIH[1,5-a it
E -6-5) 2K ;

2-(3-0(3S) -3-AYEENRME -1-K]-1,2,4- =W -6-K} -5- (3- FFIEBKIEIH:[1,5-a it
WE-7-%5) 2K

5- (5-9-1,3-WEME-2-JL) -2- {3-[ (35) -3- (§-2-3&) URME-1-FE]-1,2,4- =M-6-FE)
ESUR

2-{3-[(3R,5S) -3,5- HIFENRMIE-1-HE]-1,2,4- =W -6-F5} -5- (2- 1 JE-2H-[1,2,3]
=M [4,5-bILIE -6-3) K ;

2-{3-[(3R,5S) -3,5- HIFENRIE-1-HE]-1,2,4- =W -6-F5} -5- (2- 1 JE-2H-[1,2,3]
=M [4,5-cIAEIE -6-3) 2K ;

5- (5-3ANZE-1,3,4- % ME-2-08) -2- {3-[(3S) -3- (N-2-2H) URME-1-2&]-1,2,4-=
B -6- 5k} K

5- (4-HAAE-1,3-MEme-2-J) -2- {3- [(3S) -3- (H-2-2%) WRWE-1-%E]-1,2,4- =Wz -6-
) K

2-{3-[rac- (3R,55) -3,5- " HIJENRIE-1-J]-1,2,4- =Ws-6-4} -5- (2-FH&-20-[1,

17
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2,31 =M [4,5-b] MHLIE -5- L) Ky ;

2-{3-1(3S) -3-FFA PN RENREE-1-3£]-1,2,4- =H-6-3L} -5- (2-FHE-2H-[1,2,3] =M Jf
[4,5-b]MLnE -5-%5) 2K

2-[3- O\&-2H-MEE F:[1,2-al LB -2-3E) -1,2,4- =Wz -6-FE]-5- (1H-AkmME-4-38) 2%
19 ;

5- (5-FAJE-1,3,4-ME —mk-2-3E) -2- {3-[(3S) -3- (H-2-2&) URME-1-2£]-1,2,4-=
W -6- 2 ) 2K 5

5-[5- (4 3E) -1,3,4-1 —M:-2-F£1-2- {3-[(3S) -3- (§-2-3&) WRME-1-%£]-1,2,
4- = -6-E) K

2-{3-[rac- (3R,5S) -3,5- “HIFLWRME-1-FE]-1,2,4- =Wz -6-FL} -5- (3-FHE[1,2,3]
= IR, 5-al iHEiE -6-3) K ;

5-(2,6- ZHISHFEMERE -4-38) -2- {3-[ (3S) -3- (N -2-3%) WRME-1-F&]-1,2,4- =R -6-
B} oKW

2-{3-[(3S) -3-FRNFEWRME-1-FE]-1,2,4- =ME-6-3L) -5- (1- 2 FE-1H-MEme-4- 55) 2%
19 ;

2-{3-[ (3RS) -3-H N HEWRME-1-FE]-1,2,4- =WE-6-JE} -5- (2-FRMLRE -4-35) KW

5-[6- (EZI T - 1-55) meng-4-3£]-2- {3- [ (3RS) -3-FA N IEIRMEE-1-FE]-1,2,4-=
W -6- 2 ) 2K 5

2-{3-1(3S) -3-HU T HEMRMEE-1-3£]-1,2,4- =H-6-3L} -5- (- H-2H-[1,2,3] =M If
[4,5-b]MLnE -6-%5) 2K

5- (2-H3:-2H-[1,2,3] =M [4,5-b]MERE -6-5) -2- {3-[(3S) -3- (N -2-F&) DRGE- 1 -
H]-1,2,4- =W -6-3%) 2Ky

2-{3-[ (3S) -3-FF A JREMRIGE-1-FE]-1,2,4- =1B5-6-%8) -5- (1,2,4-ME M -3-38) ZE My,

2-{3-[(3S,5R) -3-Z % -5- FIJEWRIE -1- 48] -1,2,4- =& -6- 4} -5- (2-FHE-2H-[1,2,
3] =M 3[4, 5-bIHLmE-6-38) ZK) 5

2-{3-[(3R,5S) -3-F NI -5- LR -1-2]-1,2,4- =& -6-J) -5- (5- 96 - LH-NHEMeE -
4-35) 2Ky

2-{3-[(3S,5R) -3-F 4k-5- (P9-2-2k) URWE-1-HE]-1,2,4- =W -6-%} -5- (1H-MEME-4-
5 KW

5- (59 - TH-MHLME-4-3E) -2- {3- [ (38,5R) -3- K -5- (N -2-56) IRWe-1-2]-1,2,4-=
W -6- 2 ) 2K 5

2-{3-[(3R,5S) -3- £ Hk-5-FBLIR MR- 1- 3L ] -1,2,4- =M&-6-3L} -5- (5- - 1H-MEME-4-
5 KW

2-{3-[(3S,5R) -3-FF P HE-5- FILIRME-1-FE]-1,2,4- =BE-6-3&) -5- (2,6- —FI 4%
WG -4-J5) KW 5

2-{3-[(3R,5S) -3-FF P He-5- FILIRME-1-FE]-1,2,4- =BE-6-3&) -5- (2,6- —FI 4%
WEIE -4-J5) KW

2-{3-[(3S,5R) -3-FA N -5- FHILNR G -1- 2] -1,2,4- =& -6-J) -5- (5- 96 - LH-NHE M -
4-35) K1y

18
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5- (59 - TH-MHLME-4-3E) -2- {3-[ (3R, 55) -3-H K -5- (N -2-56) IRWe-1-2]-1,2,4-=

W -6- %) 2 5

2-{3-[(3S,5R) -3- £ Hk-5-FILIR MR- 1- 3L ] -1,2,4- =M&-6- 3L} -5- (5- - 1H-MEME-4-
) K

2-{3-[ (3R, 5S) -3- PN JE-5- FHIENRMR - 1- 3] -1,2,4- =R -6-J&} -5- (1H-MEME-4-3%)
ESUE

2-{3-[(3S,5R) -3- RN JE-5- FHEENRR - 1- 3£ -1,2,4- =R -6-J&} -5- (1H-MEME-4-3%)
ESUE

2-{3-[(3R,5S) -3-IAAHE-5- FELNRIR - 1- k] -1,2,4- =& -6-Jk} -5- (6- F S SEMENE -
4-55) K 5

5- (6- A LM IE -4-5E) -2- {3-[(3S,5R) -3-F k-5~ (4-2- %) URIR-1-4]-1,2,4-=
W -6-5) 2 5

2-{3-[(3R,5S) -3- £ Jk-5- FHIILNRIE - 1-JE] - 1,2,4- =W&-6-JE} -5- (6- F ARSI g -4 -
) K

2-{3-L(3R,58) -3-HIH-5- (H-2-5) IRMR-1-F£]-1,2,4- =& -6-F&} -5- (1H-MEME-4-
) K

5- (6- F A LM NE -4-55) -2- {3-[ (3R, 55) -3-FHk-5- (-2 %) URIR-1-46]-1,2,4-=
W -6-5) 2 5

2-{3-[(3S,5R) -3-FF | J&-5-FHIENRMR - 1-E]-1,2,4- =R -6-J&} -5- (1H-MEME-4-3%)
ESUE

2-{3-[(3S) -3-FRNIEIRME-1-4E]-1,2,4- =&-6-%E) -5- (5-F&E-1,3-mk-2- ) ¢
1y 5

2-{3-[(3S) -3-FRPILNRME-1-3E]-1,2,4- =W&-6-3L) -5- (1,3- LM -2-35) ZE)

2-{3-[(3S,5R) -3- L H-5-HHLNREE -1-3E]-1,2,4- =W2-6-FE) -5- (6- F 5 FEMEIE -4 -

H) AWy s

2-{3-[(3S,5R) -3-FA Py HE-5- FIIENRIE - 1- 3] -1,2,4- =2 -6- %5} -5- (6- IS KM 0E -
4-55) KWy

2-{3-[(3S,5R) -3-FA T J&-5- FIHLNRIGE - 1- 25 ] -1,2,4- =W -6- K&} -5- (3-8~ 1H- AL -
4-55) KWy

2-{3-[(3S,5R) -3-FF [ J:-5- I AREWRME-1-3£]-1,2,4- =MBs-6-%£) -5- (2H-1,2,3-=
-2 - 58) KT

2-{3-[(3S,5R) -3-FF T HE-5- I BENRME - 1-3£]-1,2,4- =W -6-4E) -5-[1- CH,) FF3%-
TH- I e -4 - 2] 2R 19

2-{3-[(39) -3- (-2-FL) WRME-1-FE]-1,2,4- =MH-6-3L) -5- (1,2,4- —Mp-3-3L) 2%
s

2-{3-[(3S,5R) -3-3F T Jk-5- HHLNRME - 1-JE]-1,2,4- =Mz -6-F&} -5- (1-H 3L - 1H-NiE
e -3-58) KT

2-{3-[(3S) -3- (1-HF HEIAHIE) WRE-1-3]-1,2,4- =Wa-6-%L} -5- (2-F%L-2H-[1,2,
3] =M [4,5-b]MENE -6-FE) 2K

19



CN 115768762 A W F E Kk B 19/44 T

2-{3-[ (3R) -3- (1- LI IL) WRMR-1-E]-1,2,4- =Wg-6-4k} -5- (2- I %E-2H-[1,2,
3] =MEJf[4,5-b]MbnE -6-3k) K ;
2-{3-[(3S) -3- (N-2- ) WRIE-1-25]-1,2,4- =W -6-J&} -5- (MEMEIF[1,5-a] MERE-3-

) KWy 5

2-{3-[(39) -3- (j-2-F) WRME-1-£]-1,2,4- =8 -6- %} -5- (MEMEIF[1,5-a]mEngE-3-
) KWy 5

2-{3-[(3S) -3-FA P JENRIBR-1-3E]-1,2,4- =H5-6-4L) -5- (5-FJE-1,2,4-1 —me-3-
) KMy 5

2-{3-[(3S) -3-FF P IENRIGE-1-FE]-1,2,4- =W-6-J&) -5- (2-HI k-1, 3-MEME-4-3E) 2%
s

2-{3-[(3S,5R) -3- BT H-5-HILMRE-1-5E]-1,2,4- =W -6-J&} -5- (LH-NEME-4-35)
PN

2-{3-[(3S,5R) -3- BT H-5-H LR -1-36]-1,2,4- =& -6-J} -5- (3- 96~ LH-NHE M -
4-3%) 2K 1%

2-{3-[(3S,5R) -3- L)% Hk-5- I JLWRME - 1-3£]-1,2,4- =HE-6-%£) -5- (1H-NEmE-4-35)
PN

2-{3-1(3S) -3- (N-2-H) WRME - 1- £ -1,2,4- =Wz -6- 3%} -5- (1,2-MEmMe-4-58) 2K ;
2-{3-[(3S) -3-FRPNIENRME-1-3E] -1,2,4- =WE-6-3E) -5- (2- AL FEMENE -4-55) K ;
2-{3-[(3S) -3-FATNILNRIE -1-38]-1,2,4- =W -6-3L) -5- (1,2-MEMe-3-5E) 2 ;
5-(4-FIJE-1,2-MEME-5-38) -2- {3- [ (3S) -3- (N -2-F%) URME-1-%E]-1,2,4- =%-6-

=3P SUE

2-{3-[(3S,5R) -3~ T HL-5- FIILWREE-1-3£]-1,2,4- =Hs-6- %5} -5- (1,2,4- Mg —wk-
3-3%) KMy

2-{3-[(3S,5R) -3- BT H-5-HHLMRE-1-55]-1,2,4- =W -6-J&} -5- (6- FH A JE M -
4-35) K1y

2-{3-[(3S,5R) -3~ 2E-5-FI HENRE - 1-2E]-1,2,4- =W -6-2&) -5- (2- A &ML e -
4-35) 2Ky

5- (2-HSAFEMERE-4-3) -2- {3-[ (3R,5S) -3-FIKk-5- (-2-F8) IRGE-1-4E]-1,2,4- =
W -6-JE} K 5

2-{3-[(3S) -3-#U T FEMRME-1-%E]-1,2,4-=M-6-3&) -5- (1,2, 4-1E —M:-3-J55) A

5- (1-F2E-1H-1,2,4- =M-3-F5) -2- {3-[ (3S) -3- (N-2-2&) IRME-1-2&]-1,2,4- =
W -6-JE} K 5

5- (1-F2E-1H-1,2,3- =M -4-F5) -2- {3-[ (3S) -3- (N-2-2&) URME-1-2E]-1,2,4- =
W -6-JE} K 5

5- (1-F2E-1H-1,2,3- =M-5-05) -2- {3-[ (3S) -3- (N-2-2&) URME-1-2&]-1,2,4- =
W -6-JE} K 5

5- (2-FHE-2H-1,2,3- =M-4-F5) -2- {3-[ (3S) -3- (N-2-2&) URME-1-2E]-1,2,4- =
W -6-JE} K1 5

5-(2,1,3-ZKFFmE —mk-5-J8) -2- {3-[(3S) -3- (H-2-J&) WRHE-1-2E]-1,2,4- =B -6-

20
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B} oKW

2-{3-1(3S) -3- (H-2-H) WRME-1-%E]-1,2,4- =1E-6-%E) -5- ([1,2,5] M — M3 [3,4-
b L mE -6-35) 2Ky ;

2-{3-[(3S) -3- (N-2-F&) WRME-1-FE£]-1,2,4- =WB2-6-FL} -5- (1,2,5-Mg —me-3-3E) 7%
19 ;

2-{3-[(3S,5R) -3-Z % -5- FIBENRIEE - 1-4E] -1,2,4- =& -6-FL} -5- (2- A SR ng -4-
5 KW

2-{3-[(3R,5S) -3- £ J-5- FIBENRIE - 1-J£]-1,2,4- =Bz -6-FL} -5- (2- A SR MEng -4-
5 KW

2-{3-[(3S,5R) -3- 4.2 -5-HIJEWRME -1- 2] -1,2,4- —W&-6-JE} -5- (1,2,4-ME —Wk-5-
5 KW

2-{3-[ (BR,5S) -3- 4. F-5-HIJEWRME-1- 28] -1,2,4- —=W&-6-FE} -5- (1,2,4-ME —Wk-5-
5 KW

2-{3-[(3R,5S) -3-FI&-5- (H-2-F) URME-1-2£]-1,2,4- =He-6-3E} -5- (1,2,4-HE—
M -5-3) A ;

2-{3-[(3S,5R) -3~ F -5~ (I -2-2) URWE - 1- 2] -1,2,4-=We-6- 2} -5- (1,2,4- 1
M -5-3) AP ;

2-{3-[(38,5R) -3- A 2-5-FIRENRWE - 1- 3] -1,2,4- =W -6-JE) -5- (1,2, 4- M -
5-3%) 2Ky

2-{3-[ (3R, 58) -3- A H-5-FIHEORWE - 1-F]-1,2,4- =W -6-FE) -5- (1,2, 4- M -
5-3%) 2Ky

2-{3-1(3S) -3- (Fj-2-FL) WREE-1-%E]-1,2,4- =BE-6-%L) -5- (1,2-MEME-5-3L) ZE My,

5- (2-HI%A L -6-FARMENE -4-35) -2- {3- [ (3S) -3- (N-2-2) WRME-1-JE]-1,2,4- —F&-
6- 3} K 5

2- (3-F4E-4-{3-[(3S) -3- (N-2-F) kM- 1-5E]-1,2,4- =H-6- K} R AE) -1,3-1%
e - 5- F

2- (3-F4E-4-{3-[(3S) -3- (N-2-FE) kM- 1-4E]-1,2,4- =He-6- K} N AE) -1,3- 1%
Ik -4 - RIS

5- (2-FH-5,6- & [1,2,4] =M Ff[1,5-alnthEz-7 (8H) -3&) -2- {3-[(3S) -3- (§-2-
H)WREE-1-3E]-1,2,4- =HE-6- %) Hly,

2-{3-[(3S) -3-FA P IENRME-1-3E£]-1,2,4- =Ws-6-&} -5- (1-FIE-2,3- &~ 1H-BKme
FEL1,2-b] g -7- ) 2K E;

2-{3-[(3S) -3-ANEENRME-1-FE]-1,2,4- =M-6-FE} -5- (5,6- & -4H-MEM - [1,2-
b LM -3 - 35) ZK

2-{3-[(39) -3-FFA P ILWREE-1-3E]-1,2,4- =HE-6-%£} -5- (4,5,6,7- VU MEME (1, 5-
a] MEmE -3-35) 2Ky

2-{3-[ 3R) -3-FFA P IEWREE-1-3E]-1,2,4- =HE-6-%£) -5- (4,5,6,7- VU MEME (1, 5-
a] MEmE -3-35) 2Ky

5-(5,6- & -AH-MERE I [1,2-b]nkme-3-3E) -2- {3-[(3S) -3- (H-2-3) DR -1-4E] -

21



CN 115768762 A W F E Kk B 91/44 Ti

1,2,4- =M-6-FE) K

5-(6,7- & -5H-MEAE I [1,2-al Bk -3-3E) -2- {3-[ (3S) -3- (H-2-3) DR -1-4E] -
1,2,4- =M-6-FE) K

5-(5,6- & -4H-MEr% I [1,2-bntkme-3-2E) -2- {3- [ (3S) -3- (1- IR AL) DRIEE - 1-
F]-1,2,4- =W -6-3%) 2Ky

5-(5,6- & -4H-MErS I [1,2-bIntkme-3-2E) -2- {3-[ (3R) -3- (1- AL IR AL) IRIEE - 1-
H]-1,2,4- =W -6-3%) 2Ky

5-(6,7- & -5H-MEMEIF[5,1-b] [1,3] mE-3-45) -2- {3-[ (3S) -3- (A -2-%&) WREE-1-
H]-1,2,4- =W -6- %) 2Ky

3-9-5- (5- 98- 1H-MEME-4-58) -2- {3-[(3S) -3~ (-2-2&) URMR-1-%E]-1,2,4- = -6-
B} oKW 5 A1

2-[3- ONEME I [1,2-al Mk -2 (1H) -3%) -1,2,4- =85 -6-FE]-5- (1H-nEme-4-38) 2R
19 ;

Hrp b & Mr ek B H R K-S E I B AR R AT 2

28 MRIEARNE R 2T R I G, Hrp &R e Ak B BL I B e oK &
WV T ) R LA S R A

2-{3-[(3S) -3-FFA P ENRIE-1-FE]-1,2,4- =BE-6-3L) -5- (3- - 1H-Atb e -4- 3E) ZE
:%ﬁﬁfi%}i;

2-{3-[(39) -3-FFNHIRME-1-3E]-1,2,4- =Wz-6-3%) -5- {6- [ CH,) AR FE] s -4 -
}zlgg/ﬁ ii\ “ii\

5- (3-9R- 1H- nttﬂ£—4—%)—2—{3—[(35>—3—(ﬁﬁ—z—%) WRIEE-1-3£]-1,2,4- =MHE-6-%8) 2
My — 2R AL

5- (3-F - 1H-MEMe-4-J5) -2- {3-[3- (2-FRIEN-2-28) URMEE-1-2E]-1,2,4- =k -6-2E)
Ky IR L

2-[3- G-I HEIRME - 1-38) -1,2,4- =H&-6-FE]-5- (IH-MEME-4-38) SRy — 2hiRdh

2-(3-[3- (I-BRERHEL) URWE-1-F£]-1,2,4- =W-6-3&) -5- (1H-nEme-4-3%) zrx@/ﬁg

EF'EEJ%
2-{3-[(3R) -3-FA N EENRMR-1-F£]-1,2,4- =Mz -6-Fk} -5- (3- % - 1H-MLME-4-J%) k)
%ﬁﬁﬁ%ﬁ

2-(3-[3- Q- FRHEHN-2-2E) IR -1-3£]-1,2,4- =W -6-3E) -5- {6- [ CHl,) F A3 ] mas e -
B} KMy IR AL
2-{3-1(39) -3-FFNHEIRME-1-F]-1,2,4- =W5-6-3) -5-[1- CH,) 3 - 1TH- ML me -4 -
FEIRE bR

5-{6-[ CH,) FARIEImEnE-4-35) -2- (3-[(3S) -3- (H-2-3K) WRWE-1-2£]-1,2,4- =%

SN
|

i

63} Ky —EhER L,

2-{3-1(3S) -3-FA P IEMRME-1-FE]-1,2,4- =W-6-J&} -5- (2H-1,2,3- =M-2-3L) Ky
IR ER

2-{3-[(3S) -3-FRNFEWRME-1-3E]-1,2,4- =ME-6-3E) -5- (1-FH - 1H-MEme-4-5) 2%
oy —EhREh

22
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2-{3-[3- 2-F2HHN-2-3) WRME-1-F£]-1,2,4- =MB&-6-3&) -5- (1H-Migme-4-3%) 2K —
[
2- {3 [3- (- N-2-F) RME-1-38£]-1,2,4- =M5-6-%L) -5- (2H-1,2,3- =M-2-3E)
oy — ERER £

5- (3~ - TH-MEME-4-F5) -2- {3-[3- (F-2-2%) DRME-1-2&8]-1,2,4- =W -6- &) K —
[
2- {3 [(3S) -3-FU T HEMREE-1-45]-1,2,4- =B-6-4L} -5- (1H-nthmE-4-3) KMy — hiR

E¢
E¢

E¢ H

E¢

EH-

.
2-{3-[(38) -3- BT HEIRME-1-3£]-1,2,4- =Wz-6-3%) -5- {6- [ CH,) AR HE] s -4 -

B} Ry AR R

2-{3-[(3S) -3-#U T FHEWRMEE-1-F£]-1,2,4- =Ms-6-J&) -5- (2H-1,2,3- =M-2-35) XK
—HEREL

2- {3-[3- (2- ¥Rk -2- ) URIE-1-3£] - 1,2,4- =WE-6-3E) -5- [1- (CH,) FI - 1H- MLk -
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Ko

[0143]  BWJ LA 7% 75 2k , a6 [ PR ARg - 2 - o (IR - 3 - Jo (I My - 2- i B Gy - 3- i L TH- WL - 1 -
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FE TH-RHE M3 - TH -4 - TH-RHEME5 - 5 L TH- TR MR 1 - J5 L TH- BRI 4 - 3L | ol -3- 3 (S
MR- | SRR -5k (1, 3-MgEmE - 2-Fk (1, 3-MEEME-4- 3 (1, 3-TEEME-5- 3 1, 3B -2- 3
1,3- %M -4-JE 13- %M -5-FL PUme-5-JE 1H-1,2,3- =M-1-FE 1H-1,2,3- =M -4-JE
1H-1,2,3-=M:-5-F£ 2H-1,2,3- =M-2-FL 2H-1,2,3- =M-4-FL 2H-1,2,3- =M-5-J&
1,2,4-3 —Mp-3-5E 01,3, 43 —mp-2-5E 1,2, 3-8 —mk-4-5E 1,2, 3-8 —mk-5-FE kg -
2-HE ML RE - 3- FE I E -4 - Fh B E - 4 - L R NE - 2- Bk (ML - 2- Rk (AR - 3- Rk LA -4 - i
IH-1,2,4-=M-3-FE 1H-1,2,4-=M-5-FE£ . 1,2,4-W —Me-3-FE 1,2, 4-M —m-5-JE .1,
3,4 k-2 Bt SRigE e - 3-SR -4 - SN -5 -6 1,2, 58 T -3-3E 1,3, 4-
e -2~ AR b — R IR EUR

[0144]  BRJDAAE 475 5k, 3% [ TH-NH M- 4- 5 TH-IRME - 1- 36 .1, 3-Igeme-2- 3 1, 3- I -4 -
Fe1,3-Me-2-FE 1H-1,2,3-=M-4-F6 1H-1,2,3- =M:-5-36 21-1,2,3- =M -2- J&  2H-
1,2,3-=M-4- B NHEIE - 3- B CIHEE -4 - 5 VR IE -4 - 6 (EIE - 2- L e -2-JE 1H-1,2,4- =
r-3-3E 01,2, 4-M8 e -3-FE 1,2, 4- 1 e -5-3E 1,3, 4% k-2 SRigEme-3- 3L S
WEM - 4- B SpMERE-5-BE 1,2, 5-E M -3- 0 1,3, 4 - k- 2- T e gk — R AR
FEHUAR

[0145]  BRJ DA 75 2, 6 B 1H-PHEME -4 - J5 CTH-PR M- 1-F6 1, 3-MEme-2-JE (1, 3-IEMe-4-
Feo1,3-EMe-2-FE 1H-1,2,3-=M-4-F6 1H-1,2,3- =M:-5-3 . 21-1,2,3- =M -2-J& (21 -
1,2,3-=M-4- B NEIE - 3- 56 (IHEIE -4 - 5 C R IE -4 - (R RE - 2- L b -2-JE  1H-1,2,4- =
M -3-FE 0 1,2,4-W8 I -3-FE.1,2,4-W8 M -5-FE.1,3,4- % -2 FL  SmEme-3- 3L R
WEI -4 -k | S -5-Jk 1,2, 5- M I -3- 61,3, 4- 1 - 2- kg — AR BB
[0146]  —J7 I AHE (D) P&, HB 4405 58, Hrb e 05 3L 2 B 1. 2. 384k ar
1% FNL OB S % J5 B J 53 B 98K 1 070 75 IR Bk SR 1 I 25 R 2k (], A ade b Al — A By N i ST
IR AL A BRI DA e 07 2, Horp R 05 B R A0 &2 /D —ANJR TR A AR
B 5 0BS I B A% SR T IR R DR 9B 10 70 XU ik Ji T~ A4 45 74 S [, A 3 b e — N B A
AT FERIR BORIE AR BRI DA 2% 97 48, Forp 97 B R B85 2 BERAN R 1 AT M B 25
1% H OB S 5 — R JE - FA B 51 1K 988 1 0 7 XU IR Al i 1 PR 46 1) Bk [, A 328 b g — > Bl
SLIEFEHIR UAREE U BRT DA % 05 6, Hor J% 05 B 2 152 3El4- NI 9 70 XU ik J57 -1 24
GE R R, AT 38 4 — AN B AN SRS B R, IR HUAR o BT DA A 05 5, FLvp Z 0 ik i
A0 75 2 384N AT e A Bk 5 0BG S 55 — R JE 1 R 52 1K) 9 70 MUK JiR 1 P4 45 f ik 4]
FEIE A — BRI IE B R R E AR  BAT DL Z 07 B, Forb 05 22 40,572 . 304
ANV I AL B % H 0BRSS Y 28 — 2% JE 3 s 5 ) A B 9 70 U Bk S5 - PR 285 7 2k [4] . BT
DA J 05 5, b 22 5 2 R B0 22 3B AN AT e Hb 0 5 3% B 0B SIP) 28 — 24 J5 T 30 B 2 14 9
TCRU SR - PR 25 K B A, AR AR — R IR E AR

[0147]  BRJDASR 475 3%, 3% [ 1TH- M| L | o - V| ek 1| e K 4% S I I 32k L 2 I gy 32
TH- 2R IR (1, 3- R HOmMe L (1, 3- 2R MM L 1, 3- IR FF U A 2L 1,2, 3- 2R FF =
B VTH-NERS L BRIRIIE (3, 2-b] MERE e (R I (3, 2-cIMbiE KL 1, 3- M1 [5, 4 - b ik IE K&
WEy I [3,2-c T nHb e 2 ey I [2, 3-d ] B IE JE (LR I [1, 2-a ] e 52 (e 9 [1, 2-a] MLk
FE LR I [1,2-b] Mk R 2 (M I [1,5-a] MEng 22 | TH-TE A% I [2, 3-b] ntk i 2 L 5H- itk i Jf:
[2,3-bIAkBEEE  TH-IEE 35 [2,3-cImbE 3t IH-nth M 3 (3, 4-b] Atk g & L 2H- Ak 3 (3, 4-b]
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ML AE JE | TH-ARE M (3, 4-b] ML M L TH-ME M 5 [3, 4-c Ttk mE 6 L TH- MM I (4, 3-b ] ik g 2
2H- MM 5[4, 3-b ] nEmg 3 L 2H - kM 3 (4, 3-c T L 5k  TH-RL Mk I (4, 3-d ] masmg JiE | itk mde 5
[1,5-al Mk KM [1,2-a] b mE 2 DKM FF (1, 2-a ] Wame 28 (KPEH[ 1, 2-a ] s 22 (K
M1, 2-b] WEMR L DKM [1,2- ¢ JWRAE - 2- 6\ TH-BK MR 3[4, 5-b] Mg J& \ 3H-KME - [4,
5-b]MERE L KM [2,1-b] [1, 3] MEME L (DKM FF (2, 1-b] [1,3, 4]0 S [1, 3] %M If
[4,5-b]MEBERE . [1,2,3] =MEFF[1,5-almbmE L 1H- [1,2,3] = M3F[4,5-b]ntbmE 2L 3H-[1,
2,3 =MEIE[4,5-bIMbRE L [1,2,4] =MEIF[1,5-alMbme gt [1,2,4] =M JFF[1,5-a] BEAE
F[1,2,4] =M [1,5-almkme 3 [1,2,4] =M [1,5-bIWABREE ([1,2,4] =M J[4,3-a]
M RE JE  DUMRIE (1, 5-a it g J  PUMEFF [1,5-b]WAME 3 BEME 3[4, 5-b] AL R L e mE 3 (5,
4-c ML rEdL R | SR (1,2, 5] 0 M (3, 4-b] Atk mE B L IH- MR 3R (3, 4-d] s g
B IH-REng I3, 2-b] Ak iE R (2H-[1,2,3] =M 3[4, 5-b] Mtig R . 2H-[1,2,3] =M 3[4, 5-
clmbmE L 3H-[1,2,3] =MJf:[4,5-bIMEme 2 3H-[1,2,3] =M [4,5-c]mkng 5 2K IF [c]
[1,2,5] 0 ML (DKME I [1,5-a] MEne 2 L ik I [1, 5-a] MEnE 2 FImERe IF [5,4-b] ik e
B AT A — A AN SR BRI HUAR

[0148]  BHJ DA 4255 55, i [ 2H- 5 M 35 | 7H- 04 5L iR I (3, 2-b] A ng 3 itk ik 3 [1,5-
al ML e 2 2H- ML I (3, 4-bntb e J2E L TH- it I (4, 3- b At me 2 (R I (1, 2-a ] ik 22 (K
WEIE (1, 2-al ML I (R PE I (1, 2-bIMARR AL | [1,2,3] =Mk Jf[1,5-alibmedE  1H-[1,2,3] =
W IE[4,5-bImEnE R [1,2,4] =91 [1,5-almbme k. [1,2,4] =MJF[1,5-a]mEmE L (1,2,
41 =M [1,5-al MEmeFE  [1,2,4] =M JF[1,5-bIWABEFE  [1,2,4] =M 5[4, 3-a] ntbmgdE
WEPE I [4,5-b] MR 3 JEME I [5,4-cJMERE 3L [1,2, 5] M8 eI [3,4-b] nb i 2 | 1H- ik i
I3, 4-d]msng L IH-Eng IE (3, 2-b] it L . 2H- [1,2,3] =M [4,5-b] Mt me £ . 2H-[1,2,
3] =WkJE[4,5-clmbmE L 3H-[1,2,3] =Wk JFF[4,5-bInbme L 3H-[1,2,3] = MkJFF[4,5-clnit
MEdE ORI [c][1,2,5] 1 M3k (keI [1,5-al nthme ik (ki 3 [1, 5-a] Wng 3k | Frmseme It
[5,4-bIMLnE X , AR HI A — A BTSRRI R

[0149]  BuJ LA 4255 25, % [ 2H- 5 M 3L | 7H- P04 5L iR I (3, 2-b] A ng 3 itk e 3 (1, 5-
al ML e 5 2H- ML I (3, 4-bntb e 22 L TH- i I (4, 3- b nHmE 2 (R I [1, 2-a ] ik e 22 (K
MR IE (1, 2-al ML I (R PEIE [1, 2-bIMARR AL | [1,2,3] =Mk JIf[1,5-alibmedE  1H-[1,2,3] =
IR [4,5-bImEnE R [1,2,4] =M 9f[1,5-almbme e [1,2,4] =M IR [1,5-a]mEmE L (1,2,
41 =M [1,5-al MEmeFE  [1,2,4] =M JF[1,5-bIWABEFE  [1,2,4] =M 5[4, 3-a] ntbmgdE
WEME I [4,5-b] MR 3 JEMR I [5,4-c b e 3L [1,2, 5] ME eI [3,4-b] nb i 2 | 1H - ik i
I3, 4-d]msng L IH-Eng IE (3, 2-b] it L 20 [1,2,3] =M [4,5-b] Mt me £ .20 [1,2,
3] =WkJE[4,5-clmbme L 3H-[1,2,3] =Mk JF:[4,5-bInbme L 3H-[1,2,3] = MkJFF[4,5-clnit
MEdE ORI [c][1,2,5] 1 M3k (kM IF (1, 5-al nthme ik bk 3 [1, 5-a] Wng 3k | Frmseme 3t
[5,4-bIMtnE 3 — R, HAREHUR.

[0150]  BHJ DA 4455 25, i [ 2H- g M 3L | 7H- P04 5L IR I (3, 2-b] A ng 3L itk e 3 [1,5-
al ML e 5 2H- ML I (3, 4-bntb e 2% L TH- it I (4, 3- bt 8 (K I [1, 2-a ] i e 22 (K
IR [1, 2-al ML JE (R PEIE [1, 2-bIMARR AL | [1,2,3] =Mk Jf[1,5-alibmedE  1H-[1,2,3] =
IR [4,5-bImEnEdE . [1,2,4] =M 3f[1,5-almbme k. [1,2,4] =M JF[1,5-a]mEmE L (1,2,
41 =M [1,5-al LML  [1,2,4] =M JF[1,5-bIWABEFE  [1,2,4] =M 5[4, 3-al ntbmgdE
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WEMEIE (4, 5-b] ket BEMRIF [5,4-c ] MbRmE LV [1,2, 5] M3 [3,4-b] itk g L | 1H-npp e
I3, 4-d]msng L IH-Eng I (3, 2-b] it L . 2H- [1,2,3] =M [4,5-b] Mt me £ . 2H-[1,2,
3] =ME[4,5-cImbrg sk 3H-[1,2,3] =MkJFF[4,5-b]MtHE R 3H-[1,2,3] =M [4,5-c ]t
EdE ZE I (e [1,2,5] 8 MR IE RMEIF[1,5-a] Atk meEdd b e 3 (1, 5-a] msng 5L | FnngEme It
[5,4-b] ﬂttﬂi%,%ﬂzﬂﬁ/\zmiii&aﬁ}z HUAREEIUAR

[0151]  BWJ DA 205 3, 106 [ 1H- 19| - 5- 5 L 2H - M| - 5- J5 | W5 Ik 15 - 2 - | 48 Ik g - 2-
F R IFIRIR - 5- 8 IR IR ey - 2- B DR IFME Wy - 3- 2 L 1H- z;:ﬂiﬂ;kﬂi 2- %\11{ PR -5 -
FEIH-ZRIEIKME -6-FE 1, 3- A me -2 (1, 3- ZR M -5- 38 1, 3-SR IR -6- 361,
3-TRIFMEME - 2-FE (1,3- K IFMEME -5- 38 (1, 3- R IFMEME -6-FE 1, 3- K )F A RIR-5- %1,
2,3-FKFF =M -5- 6 (TH- MRS -2 - JE BRI (3, 2-b] ML mE - 2- 36 (R 5 [3, 2-c Ttk e - 2-
iR I [2,3-cInthinE-2- 3.1, 3- M3 [5, 4-b] AL IE -5- FE JEWY 31 [3, 2- c T IE - 2- Fk L IEmy
H[2,3-dIWEE-6-FE ML I [1,2-a] WENE-7-JE MEIG 3F (1, 2-a] MEHE - 7- 25 kg 3F: (1, 2-
b WA -2~ J (LM 5 [1,5-a] MEmE -2 J (ke g (1, 5-a] MEmE - 3-8 (ke I (1, 5-a] M meE -
5-3E  TH-MERE I [2,3-b]MENE -5- 3  5H-MERE I [2,3-b] ML -2- 35 TH-TERg 1 [2,3-c ]l
WE-4- L TH-TEmE I [3,4- b]ﬂHi”/E 5-J&  IH-MEMEIE [3,4-b]MEHE -6- 55 2H-ME M 5 [3,4-b]
M RE -5- 3% TH-RHEME 3 (3, 4-b AR -5- 5  TH-AEME 3 (3, 4-c Ik mE-1-FE  TH-mE e 31 [3, 4-
cIMEmE-5- 3 IH-MEME I [4, 3-bImknE - 1- & 1H-ntk e3[4, 3-b] ntkng -5- 3% L TH-AkmE - [4,
3-bIMERE -6- 3L 2H- ML I (4, 3-bIMEmE -5- 25 2H- ML P I (4, 3-c Mk mE - 5- 38 L TH- ik g Jf:
[4,3-d]msnE-5- & M3 [1,5-a ] MBS -2- 3% R MRFE (1, 2-a it iE - 2- 35 Bk 3 [ 1,2-a]
ML RE -6- 5 KM [1,2-a] MERE - 2- 5 (KM [1,2-a] MERE -6- %\ﬂzltﬂiﬂﬁ[lj alMEigE-2-
e KM [1,2-a  MEME-6- 2 BRI FF (1, 2-b] MAME - 2- 5 (DK I [1,2-b ] HAME -6 - FL DR me
FELL,2-c)msng-2-F  TH-BRPE (4, 5-b b RE - 5- 2  3H-DKMEFF [4, 5-b] ML IE - 5- 8 (DK FF:
[2,1-b][1,3]MEME-6-JL BkMEIF[2,1-b] [1,3, 4]0 —ME-6-%E [1,3] M3 [4,5-b] HLnE -
2-% [1,2,3] =Me3f[1,5-almtmeE-5-3£.[1,2,3] =M [1,5-al knE-6-%&£ . 1H-[1,2,3] =
M3 [4,5-b]AERE-5- 5 1H-[1,2,3] =M 3 [4,5-b] MtnE -6-25 3H-[1,2,3] =M [4,5-b]
menE-5-360[1,2,4] =M [1,5-a] Eng-6-4& . [1,2,4] =Mk 3f[1,5-almEng-2-3 . [1,2,4]
— M1, 5-almEnE-6-FE . [1,2,4] =MFF[1,5-alMEme-6-FE . [1,2,4] =M [1,5-bI Kk
R-6-FE.[1,2,4] =MkIE[4,3-almbne-6-J&  PUME - [1,5-almEng -7-F& UM [1,5-b] Mk
R -7 -3k MEI I [4,5-b ] MLMBR -2 - FE (EME S [5, 4-c ke -2- 3%  DUME I [1, 5-almkie -7- 3,
PUPEIE (1, 5-b] WAMR -7 - J (I - 6- Bk ek - 6- 2 L [1,2, 5] 8 — R I [3,4-bI Ak IE -6- 2 |
TH-BHE PRI (3, 4-d]msngE - 1- 38 TH- A 31 (3, 2-b] ki - 1- 25 2H-[1,2,3] =M 3 [4,5-b]Hit
WE-5-3% 2H-[1,2,3] =M JFE[4,5-b]mkiE-6-3& . 2H-[1,2,3] =M 3[4, 5-c I LiE -6- 3 . 2H-
[1,2,3]=MJ:[4,5-bIMtrE-6-4L 3H-[1,2,3] =M 3 [4,5-cImtmE-6-J& 2K 3 [c] [1,2,5]
JE I -5 - (R [1,5-a ] IHEIE -6- 2 DKM I [1,5-al Mb e -7- & (ke [1,5-a] MEng -
3~k EEMETE [5,4-bMLNE - 2- B8, AR IE MR — DS IE B IR AR IR

[0152]  BAJLAZ 7% 5, ik [ LH-Ng|We - 5- 5 7H- =04 - 2- B e 3 [3, 2-b] Ak - 2- 35 LAk
I [1,5-al MENE -3-F5  2H- MM I (3, 4- b1 Ntk iE - 5- 2% L TH- LM I [4, 3-b] Mk - 1 - J (DK i
H[1,2-alMbnE-6-JL KM IF[1,2-a] AkBE-6- 25 (KR IE (1, 2-b] Wk -6-F5 . [1,2,3] =M
H[1,5-almtmE-6-3L 1H-[1,2,3] =M [4,5-b]ntkiE-5-3L  1H-[1,2,3] =M 3 [4,5-b] Atk
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ME-6-2%.[1,2,4] =MEFf[1,5-almbmE-6-25.[1,2,4] =M [1,5-a]ming-2-2£.[1,2,4] =
M (1,5-almsnE-6-25.[1,2,4] =ME3F[1,5-alMtBE-6-3E.[1,2,4] =M [1,5-b] mkEE-
6-2E.[1,2,4] =MEI-[4,3-alMENE -6- 34 BEME I [4, 5-b Nk - 2- JE (eI [5,4-c ] ML e -
2-%£ [1,2,5]08 —ME3F[3,4-b]MEmE-6-3E 1H-AEmEIF (3, 4-d]msmg-1- 2L IH-mEg 3 [3, 2-
bImbmE-1-%&.2H-[1,2,3] =MJFF[4,5-bInkrE -5-2 2H- [1,2,3] =M JFF[4,5-b]MEAE -6-
F2H-[1,2,3] =M [4,5-cIMtnE-6-3&.2H-[1,2,3] =M [4,5-bIAknE -6-3£ . 3H-[1,2,
3] =M [4,5-cImbmeE-6-3& 28I [c] [1,2,5] W M -5-J& BRI I:[1,5-a] EIE -6- 3% B
M [1,5-al MEmE -7-FE LM [ 1, 5-a ) MENE -3- 3% (EME I [5,4-b kg -2- 3% , (R ik g —
A B AN AL G BRI R AR IR

[0153] BRI LA %75 5, ik [ LH-Ng|We - 5- 5 7H- =04 - 2- B e 3 [3, 2-b] ARk - 2- 3 LAk
I [1,5-al MENE -3-F5  2H- MM I (3, 4- b1 Mtk mE - 5- 25 TH- LM I [4, 3-bI Ik - 1 - J (DK i
H[1,2-alMbnE-6-JL KM IF[1,2-a] AkEE-6- 25 (KR IE (1, 2-b] Wk -6-%5 . [1,2,3] =Mk
H[1,5-almtmE-6-3L 1H-[1,2,3] =M [4,5-bIntkiE-5-3L  1H-[1,2,3] =M 3 [4,5-b] Atk
WE-6-35.01,2,4] =MIE[1,5-alMbme-6-F5. [1,2,4] =M If[1,5-a]mEmg-2-36.[1,2,4] =
Mg [1,5-a] BEBE-6-3&.[1,2,4] =MJf[1,5-a]MbBE-6-3&.[1,2,4] =M J3f[1,5-b] KA -
6-25.[1,2,4] =M [4,3-alMENE -6- & BEME I [4, 5-b Nk - 2- JE (e I [5,4- c ] ML e -
2-%£ [1,2,5]08 —ME3F[3,4-b]MEmE-6-3E IH-AEmEIF (3, 4-d]msmg-1- 2L IH-mEng 3 [3, 2-
bImbmE-1-%&.2H-[1,2,3] =MJFF[4,5-bInkrE-5-25 2H- [1,2,3] =M JFF[4,5-b]MELAE -6-
FE2H-[1,2,3] =M 3 [4,5-cIMEmE -6-FE . 2H-[1,2,3] =M [4,5-b]MEne -6-FE . 3H-[1,2,
31 =M [4,5-cImEmE-6-3E K H [c] [1,2,5] M8 —me-5-J& BRI FH:[1,5-a] ALIE -6- 3L . BK
M1, 5-al AHERE -7- 5 (LM I [1,5-a] W5 - 3- K BEMEF [5,4- b MLnE - 2- 5, e — R X
IR

[0154]  BRJ DAL 4475 5k, 3% [ 1H- 15|14 - 5- 5 7H- WA - 2- 5 (iR I [3, 2-b] Atk nE - 2- F ik
I [1,5-al MENE -3-F5  2H- MM I (3, 4- b1 Mtk ig - 5- 2% CTH- LM I [4, 3-b] Ik e - 1 - J (DK i
H[1,2-alMbnE-6-JL KM IF[1,2-a] AkEE-6- 25 (KR IE (1, 2-b] Wk -6-%5 . [1,2,3] =Mk
H[1,5-almtmE-6-3L 1H-[1,2,3] =M [4,5-bIntkiE-5-3E  1H-[1,2,3] =M 3 [4,5-b] Atk
WE-6-35.01,2,4] =MIE[1,5-alMbme-6-F5. [1,2,4] =M If[1,5-a]mEmg-2-34.[1,2,4] =
M [1,5-a] MEnE-6-3&.[1,2,4] =M [1,5-a] kBE-6-JE . [1,2,4] =M [1,5-b] mAE-
6-25.[1,2,4] =M [4,3-alMENE -6- 34 BEME I [4, 5-b Nk - 2- JE (e I [5,4- c ] ML g -
2-% [1,2,5]08 —ME3F[3,4-b]MEmE-6-3E 1H-AEmEI: [3,4-d]msmg-1-FE  IH-mEg 3 [3, 2-
blmbmE-1-%&.2H-[1,2,3] =MJFF[4,5-bInkrE -5-2 2H- [1,2,3] =M JFF[4,5-b]MEAE -6-
£ 2H-[1,2,3] =M [4,5-cIMtnE-6-3&.2H-[1,2,3] =M [4,5-bIAknE -6-3£ . 3H-[1,2,
31 =M [4,5-cImEmE-6-FE K H: [c] [1,2,5] M8 —me-5-J& BRI FH:[1,5-a] ALIE -6- 3L . BK
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57!

2-[3-(4,7- 5 8]2.5] - T-3E)-1,2,4- = B5-6-H£ ]-5-(3- - |H-MHE -4 ) R oy

58’

2-[3-(8-F JE-3,8- A AUIR[3.2.1]F-3-5E)-1,2,4- = WE-6-5E£]-5-[ 1-(*H3) B JE- 1 H-tE
M4 JE 2R Wy

59!

(7R ,8aS)-2-{6-[2- 2 L -4-(1H-ME e -4- 3 ) FR Kk 1-1,2,4- = W5-3- 3L 1 VAL 31 [1,2-a]
i -7 - i

60

2-{3-[4-(P-2- 3 IR E- 1 -FE]-1,2,4- = E-6-FE } - 5-( 1 H-RE P-4 - 3 ) S 5y
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61'

2-[3-(3-ZKFE IR R -1-9E)-1,2,4- = E-6-JE ]-5-( 1 H-HE 4 -4-J) 2K )

62!

5-(1H-ME -4 J)-2- { 3-[3-(ME g -4-FE IR BR -1 -5 )- 1,2,4- =R -6- 5L } Ky

63

2-[3-(4-FRTH FE R E-1-3E)-1,2,4- = W5-6-FE ]-5-(1H-IE -4 35 ) K 5y

64

2-[3-(FNEMEIE I [2,1-c][1,4] % e -8(1H)-FE)-1,2,4- = -6~ Fk ]-5-(1 H-AE Pk -4- 35 5
Py

65"

5-(7- 3.2 FF e -2 H W8] 18 -5 - )2~ { 3-[3-(F% P B R -1 - 3 )-1,2,4- =5 -6- 3} 257

66

2-{3-[(3R,58)-3,5- - FFJLWRBR-1-FE]-1,2,4- = BR-6-F }-5-(8- Ff-2- FF FL K M4 [ 1,2-a]
e -6- ) K %)

67"

5-(7--2-FF BE-2H-1g - 5-J)-2-[3-(3- FF B R G- 1- 5)-1,2,4- = R -6- L 1 K

68'

2-[3-(3- . FENR 5 - 1-3E)-1,2,4- = WE-6-3 |- 5-(8-F-2- FF SR I FE [ 1,2-a] bt B -6- 3 ) 2
Py

69’

5-(2,8- - F LK FF[1,2-b] AR -6-3E)-2- {3-[(3R,58)-3,5- - FAENR ME-1-3E]-1,2,4-
—E-6-55} Ky

70"

5-(8-F A Ak -2- A JE[1,2,4] = e [ 1,5-b] Wk R -6-Jik )-2- {3-[(3S)-3-( ] -2- 45 ) Wik = - 1 -
JE]-1,2,4-=HE-6-Jk ) Ky

71

5-(7-F-2-F JE -2 H-W5| -5 -3 )-2- {3-[3-(1H -2- R BB~ 1 - |- 1,2,4- = 15-6- 3 } )

72

2-{3-[(3R,5S)-3,5- - F SRS 1 -3 ]-1,2,4- =I5 6-FE ) -5-(2- B k2 - M| Isk 5.3k 3%
[}

73!

5-(8-F-2- L IBK I I 1,2-a] ik g -6- 32 )-2-[ 3-(4- FF I MR BR - 1-3)-1,2,4- = WR-6-FE |
iy

74!

2-[3-(3- L LR R -1-F)-1,2,4- = W& -6-FL |-5-(7- -2 - FR FE -2 H- 15| -5 - ) s iy

/£

2-{3-[(3R.58)-3,5- I HENRIGR-1-2E 1,2, 4- = WR-6-HE | -5-(2- FFLEE R I I [1,2-b] K 1R
-6-5) K

76

2-{3-[(3R,5R)-3,5- - HA JEWRME-1-3E]-1,2,4- = BE-6-L 1 -5-(7-F(-2- FF Sk -2H-H5| -5
HE) A W)

v a

2-[3-(4- 7. HEWRIGE-1- 3 )-1,2,4- =W 6-5E - 5-(8- -2 FF SEIK P [ 1,2-a] 0, B -6-3E) 26
[}

78!

5-(2,8- - H AL [1,2,4] = M 5 [1,5-a] ML R -6- 3t )-2-{3-[(3S)-3-( T -2- 4L ) IR W& -1-
$£]-1,2,4- =Bz -6-JL K Wy

79

2-{3-[(3R,58)-3,5- - F FLUR BR-1-1-1,2,4- = WR-6-F } -5-(7- i -2- FF Fk -2 H-H5| g -5
)Ry

80’

5-(4-{3-[(3R,58)-3,5- - H L NR WE-1-JE]-1,2,4- = R -6-Jk }-3- 3R FL 2K Bk )-2- A Sk 2 H-
W a7 F s

81!

5-(7-$-2- 1 3L 2H-W8| W53 )2- {3-[(3S)-3-(TH -2- 3L )R 5 -1 - 3£ ] 1,2,4- = W -6- 3L}
pN]

82

5-(2- F FE BRI 1 [ 1,2-b] Bk R -6-F )-2-[ 3-(4- FF FLNR R -1-3E)-1,2 4- = 5-6- 3L | 2K B

83!

2-{3-[(3R,58)-3,5- — FA HENR W5 -1-3£)-1,2,4- = W5-6-3 }-5-(2,8- - F 3 [1,2,4] =M 3
[1,5-b]ANE-6-5L) A5 F)

84!

2-{3-[(3S)-3-F A FENRWE-1-3E]-1,2,4- = R-6-3 } -5-(6,8- — H JE-7H-NE R4 -2 Jit ) %y
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85"  5-(2-HHE[1,2,4] =M F[1,5-a] ML IE-6-FE)-2- {3-[(3S)-3-(FH -2- 3 ) IR WE-1- 4 ]-1,2,4-=

R -6-Fk L 5 )

86"

2-{3-[(3R,5S)-3,5- - F JE R -1 - ]-1,2,4- =85 -6- 35k 1 -5-(2- F FE K I [ 1,2-a] it 5
-6-45) 1)

87  6-(4-{3-[(3R,58)-3,5- ~FBENRWE-1-FE]-1,2,4- = W5-6-L } -3-F5 F IR Bk )-2- FR L g
H[1,2-a]ukme-8-F i
88"  5-(2-F HL-2H-M|-5-3k)-2- {3-[(3S)-3-(H -2- L )WR IR -1 -3 )- 1,2,4- = WE-6- 4L } Ky
89"  2-{3-[(3R)-4-Z.Fk-3-F HENRWE-1-3E]-1,2,4- = 185-6-JE } -5-(8-R-2- FF BL R 14 3 1,2-a)
ML -6- 32 ) 2 1)
90"  2-{3-[(3R,5S)-3,5- ~ FHILNRWE-1-JE]-1,2,4- =I0R-6-J 1 -5-(8- 4 HL-2- 3 [1,2,4] =
M JE[1,5-b] KA WE-6-3 ) 7K )
91" 5-(2-FFJE[1,2,4] =M [1,5-a] i E-6-3E)-2- {3-[(3S)-3-(PH -2- 3 IR W5 -1 - ]-1,2,4-=
WR-6-3E L 75 )
92! 5.2,8- - HH [1,2,4] = M JF [1,5-b] Ik BE -6- 3L )-2-{3-[(3S)-3-( 1A -2- 3L ) WR W& -1-
3]-1,2,4-=Wr-6-3E } Ky
93" 5.(8-FA A Jk-2-F HE[1,2,4) =M 3 [1,5-a] it R -6-L )-2- {3-[(3S)-3-(TH -2- ik ) W 1 - 1 -
$1-1,2,4-=W-6-H5 ) K
04" 5-(8- i -2- HF JE 1K M 3 [1,2-a] Ak BE -6- 3£ )-2-{3-[(3R,5S)-3,4,5- = HI J& R 1R -1-
F]-1,2,4-=1R-6-FL ) )
95" 5-(7-%R.-2- FF B -2H-H| 5 JE)-2-[3-(FN AL I T [1,2-a] ML R -2(1H)-3)-1,2,4- = &
-6-3 | 2K %
96"  5-(2,8- - HFLBKIE IE[1,2-a] bt BR-6-3E)-2- {3-[(3S)-3-(TH-2-F& IR BR-1-E1-1,2,4- =&
-6-3 } A
97  2-{3-[(3R,58)-3,5- - F ILIRIE-1-FE]-1,2,4- = IBR-6-FL } -5-(2- F FE-2H-NE 18 3 [3,4-b]
nb e -5-5E) K My
98"  5-(2,8- " FFIEBKMEIF[1,2-b]BEIE-6- 5% )-2- {3-[(3R)-3- F L WR R - 1- 3L ]-1,2,4- = WE-6-
3} K8
99 5-(7-F-2-F IE-2H-| e-5-5E)-2- {3-[(8aS)- 7N AL G [ 1,2-a] L E-2(1H)-3E]-1,2,4-
—WE-6-3L } SR
100"  2-{3-[(3R,5S)-3,5- — FP L WR & - 1- J |-1,2,4- = W -6- 3 1 -5-(2- HF 3L [1,2,4] = M Jf:
[1,5-b]ARE-6- 3 ) A5 F)
101" 2-{3-[(3R,58)-3,5- - FIBE MR E-1-3E]-1,2,4- = W5 -6-Jk }-5-(2,8- - FF HE[1,2,4] =M 3F:
[1,5-a]ntt BE-6-3k ) K %)
102" 5-(IKME 3 [1,2-b] Bk R -6-FE)-2- {3-[(3S)-3-(TH -2-F Wk W -1 -3 ]-1,2,4- = W -6-FE }
i
103" 5-(2,8- — FP BLBKMEIF[1,2-a] i W -6-3)-2-{3-[(3R,5S)-3,5- — FF S WR 065 -1-3E]-1,2,4-
ZHE-6-E L R
104" 5-(2,8- - F LRI IR [1,2-b] Bk WE-6-3 )-2-[ 3-(4- F S OR R -1-JE)-1,2,4- =W -6-JE ] 2K

P
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105" 5-(7-5-2-FF L -2H-M| -5 J)-2- {3-[(8aR)- /S AL G FF[ 1,2-a] L R-2(1H)-FE]-1,2,4-

=W-6-JE )

106"

2-{3-[(3R,58)-3,5- — FP Jik WR W - 1- J ]-1,2,4- = W -6- Jik }-5-(2- 1 L [1,2,4] = Mt JF
[1,5-a]ntt B2-6-3E ) K %)

107"

2-{3-[(3R)-3,4- - FF SLWR 5 -1-3E]-1,2,4- =56k} -5-(8-F5L-2- FF ALK I J:[1,2-a]
WE-6-55) Ay

108"

6-(3- 2 H-4-{3-[(3R,55)-3,4,5- = FF LR IBE -1 -3 ]-1,2,4- = Wi -6- ik } i )-2- Y ko
W FE[ 1,2-b] Bk IEE-8-FF i

109!

S5-(8-FA T4 HE-2- F HE[1,2,4] =M H[1,5-a] L MR -6-3E)-2-{3-[(3R,5S)-3,5- - F FL IR &
-1-3£]-1,2,4- =5 -6-3E | Ky

110

2-[3-(4- FF LR W -1- ) 1,2,4- = W& -6- 3k ]-5-(2- F 2k -2 H- 1k M4e I [3,4-b] ik Wi -5- 3 ) %
iy

1!

5-(2,8- . HF 2k K M4 G [1,2-b] WA B -6- 5 )-2-{3-[(3R,5S)-3.,4,5- = H J IR WGs -1-
HE]-1,2,4- 7 r-6-HL } )

12!

2-{3-[(3R,5S)-3,5- — FP JL R W& -1- L |-1,2,4- = Wg -6- Fk }-5-(2- HH L [1,2,4] = M Jf:
[1,5-a]M I -6-3E ) K By

113!

5-(BKIEFE1,2-a] P R -6- 45 )-2- {3-[(3S)-3-(1-2-FE) IR R - 1 - ]-1,2,4- —z-6-J } K )

114

S-(KIEIF[1,2-a]EIE-6-i%)-2-{3-[(3S)-3-(PH-2-F )R WE-1- 4k - 1,2,4- —2-6- ik } K[y

115"

2-{3-[(3S)-3~(TH-2-3&) K R -1-3]-1,2,4- = W& -6-4k }-5-([ 1,2,4] =M F[4,3-a] L e -6-
M) 2K W

116"

2-{3-[(3R,5S)-3,5- ~ FH JLHR WR-1-3£]-1,2,4- = W& -6- 3L }-5-(4,6- — FF JL[1,3] ME i Jf:
[5,4-cnt e -2- 3 ) K 8y

117"

2-{3-[(3R,58)-3,5- - I FLNR BR-1-3E]-1,2,4- = W& -6-FE}-5-(5,7- ~FIE[1,2,4) =M IF
[1,5-a]mE g -2-3k ) K 5

118’

2-{3-[(3R,5S)-3,5- — H FEWR W& -1- 3 ]-1,2,4- = W& -6- 3k }-5-[2-( = # H 3k ) 1ok e )
[1,2-b]hARE-6- 5L | 45 F)

119'

2-{3-[(3R,5S8)-3,5- - FABLNR E-1-3E]-1,2,4- = E-6-J 1 -5-(6- FF 1,3 ]ME M, 3 [4,5-b]
N -2 ) 2

120"

2-{3-[(3R,58)-3,5- - FF FLWR -1 -5 ]-1,2,4- = W8 -6- I } -5-(5- B JL K I 9 [3,2-b] At i
-2-3E) Ky

121"

5-(7- FAE -2 P R 2 H- 1) 1 -5 3 )2 [ 3-(4- P IR W - 1 -0 )-1,2,4- = W -6- JiE | L I
-3-E%

122!

5-(8-F-2-F ZEIK e I 1,2-a] bk g -6-3 )-2-[ 3-(4- FF ZE MR IR - 1 - 2K)- 1,2,4- = W -6- Ll
e -3-1%

123!

2-{3-[(3S)-3- 2. HEWRWE-1-3:]-1,2,4- = W5-6- 3 } -5-(3-Fi- | H-E -4 -2 2y

124"

2-[3-(4-FF FEIR IR -1-3E)-1,2,4- — WE-6-Fk]-5-(1 H-AHL e -4 - JE )tk g -3 -/

125"

2-{3-[(3S)-3-F T MR- 1-3E]-1,2,4- = W5-6-3L } -5-(3-F- | H-NL e -4-FE) F )

126"

5-(2,8- - F ALK I FF[1,2-a] ML IE -6-FE )-2-[ 3-(4- B FE MR HR-1-35)-1,2,4- = B -6-FL L
g -3
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127" 3-FHE-2- {3-[(38)-3-(F -2- 3 )Wk W5~ 1- 4K ]-1,2,4- =I5 -6-Jk }-5-( 1 H-IE 1E-4-J) 2y

128"

2-{3-[(38)-3-(7 -2- 3 R W5 -1-3E]-1,2,4- = WE-6-3E 1 -5-([1,2,4] = M 3 1,5-a] i W -6-
B H

129'

2-{3-[(3S)-3-HU T ZENRME-1-FE]-1,2,4- =HE-6-FE }-5-([1,2,4] =M F[1,5-a] Lz -6-5L)
7515y

130"

2-{3-[(3S)-3-FR A HE R -1 -3 ]-1,2,4- =W -6-J 1-5-([1,2,4] = M I 1,5-a] ik W -6~ )
ENL]

131"

5-(2,8- ALK HE[1,2-a] L -6-35)-2- {3-[(3S)-3-(TH -2- 2% IR HE-1- 4L ]-1,2,4- =&
-6-3 } 2R )

132! 2-{3-[(3S)-3-Z HEWRIE-1-3E]-1,2,4- = WE-6-FE ) -5-(2H-1,2,3- = M- 2-FE)
133" 2-{3-[(3S)-3- L HENRWE-1-3E]-1,2,4- = WE-6-3E 1 -5-{6-[ (CH3) FF A8 3 W it -4 3k ) 57y

134!

2-{3-[3-(1-FF FE IR TR JE )R R 1- 9L )- 1,2,4- = BR-6-HL } -5-(1H-ML M4 JE ) )

135"

2-[3-(3,8- B ZNIF[3.2.1]3-3-3E)-1,2,4- =563 ]-5-( | H-HE ek 43 ) 56 5y

136"

2-{3-[(3R)-3-FF A FLNR R -1-3E]-1,2,4- = R-6-JE }-5-( 1 H-ME -4 9y

137"

2-{3-[(3S)-3-FR A HLNR W5 -1-3E]-1,2,4- =563 1 -5-( 1 H-NE Pe-4-3E) 2y

138'

5-(8- 2. Fk-2- FR LRI 3 1,2-a] M e -6- 3 )-2- {3-[(3S)-3-(TH -2- L )R & -1- £ ]-1,2 4-
-6k R

139"

5-[2- F 5k -8-( = R0 B Ak ) 1K 1A ) [1,2-a] ML I -6- 2k ]-2-{3-[(3S)-3-( A -2- 3 ) Wk 1R -1-
H)-1,2,4-=W5-6-3E ) 5 F

140"

5-(2,7- - FR 3L 2H-Hg|Me-5-3E)-2- {3-[(3S)-3-(TH -2- )Wk IR - 1- 3K ]-1,2,4- =& -6-Fk ) 7K
)

141"

5-(2- FF B IR W I [1,2-a] Mk -6- 3 )-2- {3-[(3S)-3-(TH -2- 5 ) R WE - 1 - ]-1,2,4- — W& -6-
3K

142

5-(1H-PKMEFF: 1-1-F8)-2-{3-[(3S)-3-(H -2-F )R WE-1-3E]-1,2,4- =85 -6- 5L} 5 1)

143

5-(6-F HE IR 2-3)-2- {3-[(3S)-3-(T -2- 5 WR MR- 1 - - 1,2,4- = W -6 }

144

2-{3-[(3S)-3-(-2-FE) IR R -1-4E]-1,2,4- = WE-6-J | - 5-(ME R -2- 0L ) K )y

145 5-(5-FHLIEEE-2-5E)-2- {3-[(38)-3-(H-2- L) IR - 1-4E - 1,2,4- = &-6-JL } )
146"  5-(1H-FME-4-3)-2-{3-[3-(2,2,2- = IR IBE-1-3E]-1,2,4- = WR-6-J ) 5 W)

147"

5-(2-FR3E[1,2,4] =M HE[ 1,5-a] M BE-7-3E)-2- {3-[(3S)-3-(F -2- 3L R e 1-3E]-1,2,4-=
WBR-6-JE ) )

2-{3-[rac-(3S,5R)-3- 2, H:-5- F BEWR W -1 - 3 )-1,2,4- = W -6 1 -5-(1 H-TE e -4- 3 ) 2

148'
149" 5-(6-FFLMENE 4-J5)-2- {3-[(BRS)-3-(H-2-FL R IBR-1-JE ]-1,2,4- = R -6-JL } Ky
150  5-(6-Z.FEWENE-4-35)-2-{3-[(3S)-3-(TH-2- 2R WE-1-5E - 1,2,4- = R -6-FL } XKy

151

2-{3-[(3S)-3-(-2- 3 ) WRME-1-5E]-1,2,4- = WR-6-HL | -5-(Ws g -2 )

152!

A-3-5-[1-(CHs) B -1 H-ME R 4512+ {3-[(3S)-3-(TH -2- 3 ) R s - 1 -3 ]-1,2,4- =W -6-
B} K

153"

2-{3-[(8aS)-7~ 2L & I [1,2-a] L & -2(1H)-FE ]-1,2,4- = BR-6-FE }-5-(2H-1,2,3- = M
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154" 2-{3-[(3S)-3-(-2- 3 )RR~ 1-FE]-1,2,4- = WR-6-Fk }-5-(2H-1,2,3- = M2 3L ) K )

155"

5-(5- 1 L -1 H- WL P4 O [4,3-b] ML IE - 1- 3 )-2- {3-[(3S)-3-(TH -2- 4% Wk W -1 1-1,2,4- =
BE-6-2k } A1)

156"

2-{3-[(38)-3- T FEWRME-1-FE ]-1,2,4- =R -6-Fk }-4-F(-5-[1-(C'H3) B Jk- 1H-FE e -4-
SR

157"

5-(7--2- FF 3 -2H- 05| e -5- FE)-2- {3-[(3S)-3-(TH -2-Fk )R B -1- 3 ]-1,2,4- = BE-6- 5L
i v -3- 5

158"

4-57-2-{3-[(38)-3-(P-2-F IR MR- 1-FE]-1,2,4- = W&-6-Fk } -5- (1 H-IE -4 FE) 2K 5y

159"

5-(5- F J- TH- M 1 JF: [3,2-b] ML IE - 1- 5 )-2- {3-[(3S)-3~(T -2~ R Wk - 1 - £ - 1,2,4- =
WR-6-4 } K1)

160

5-(6-F ML -3-3iE)-2- {3-[(3S)-3-( A -2- 5 IR W& - 1 - FiE]-1,2,4- =182 -6- 3 ) )

161

2-{3-[(38)-3-(Fi-2-3 R -1 - 3] 1,2, 4- = W-6- 3 -5-( 5 -4 -3 ) 2

162"

2-{3-[(38)-3-(H-2-FE) R R -1-F£]-1,2,4- = W& -6-L } -5-(1H-ME 148 5 [3,4-d ] s e -1- % )
p R

163"

5-(3- 5 - 1H-E -4 )2~ {3-[(38)-3-FF P AL WRE-1-0E]-1,2,4- = WR-6-E ) K

164

2-{3-[(3S)-3-F T FENRHE-1-FE]-1,2,4- = W5-6-3L } 4-F-5-(1 H-MEL e -4-FE) F 1)

165"

2-{3-[(3S)-3- I JLWR R - 1-Fk]-1,2,4- = W&-6-Jk } - 5-( 1 H-PL -4k ) 65y

166"

2-{3-[(3R)-3- P FENR HE-1-3]-1,2,4- = WE-6-Fk } -5-(1 H-HHL -4 38 5 )

167

2-{3-[(3R,58)-3,5- . I BL R W& -1-JE )-1,2,4- = W -6- 3L 1-5-(2- FI HE [1,2,4] = M 3f:
[1,5-a]ntk E-6-2k ) K %y

168"

2-{3-[(3S)-3- 35 TA F WR W& -1- 3 )-1,2,4- = W& -6- 4 }-5-(2- B9 3t -2H-[1,2,3] = M If
[4,5-b]IEIE -6-3E ) A<y

169'

2-{3-[(38)-3- FF 1A 3 R W -1- 3£ 1-1,2,4- = W -6- 56 1-5-(1- B9 L -1H1,2,3] = M 3f
[4,5-b]AEIE -6-3) 2y

170

2-{3-[(3S)-3-FR A HLNRIE-1-3E]-1,2,4- =563 } -5-(1,2,4-E —Isk_5. 35 ) ey

171!

2-{3-((38)-3- FF P JEWR W5 -1- JE1-1,2,4- = g -6- 4 }-5-(1- 1 JE-1HA{1,2,3] = 1k Jf
[4,5-b]HEBE-5-4E) R )

172!

2-{3-[(3S)-3- FF A ik R 165 -1- 3 )-1,2,4- = R -6- & }-5-(2- B L -2H-[1,2,3] = M JF
[4,5-c]nkmE-6- 55 ) 25 1y

173"

2-{3-[(3S)-3- 31 T4 AL WK 16 -1- Bt ]-1,2,4- = W -6- ik }-5-(3- F Bk -3H-[1,2,3] = M JF
[4,5-b]MEWE-5-HE ) AR )

174"

2-{3-[(3S)-3- ¥F TA Fk R 5 -1- 3 }-1,2,4- = W65 -6- 3 }-5-(1- B9 JE -1H-[1,2,3] = M JF:
[4,5-c]HEmE -6-35) 1)

175"

2-{3-[(3S)-3-(H -2- 2 WK 2 - 1-JL]-1,2,4- = W&-6- 5 }-5-(2H-1,2,3- = -2 B g -3-
o

176"

2-{3-[(28,58)-2,5-— F FEWRE -1 -3E]-1,2,4- =563 }-5-(1 H-MHE P-4 35k ) ey

177"

2-{3-[(38)-3-FF A FENR E-1-FE]-1,2,4- = W5-6-3k } -5- (ML g -4- 3k ) K 1)

178'

2-{3-[(38)-3-FF A FEWRE-1-3E]-1,2,4- =185 -6- 3 } -5-(3-FRUMLL I -4- 28 ) sy
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179" 4-{3-[(38)-3-FR A FENRIE-1-3E]-1,2,4- = W5-6-Jk }4'-(FR & IE)[ 1, 1'- R Fk ]-3- B

180"

2-{3-[(38)-3- 3 T ik W & -1- B )-1,2,4- = W& -6- 5k }-5-(2- FF &k -2H-[1,2,3] = M Jf:
[4,5-b Mg -6-JE )L g -3-F%

181"

2-{3-[(3S)-3-FF P ZE R -1 -3 ]-1,2,4- = 563 }-5-(7- -2~ B -2 H- W5 e 5. 35k y il
-3

182!

2-{3-[(3S)-3-FF A HEWR IS -1-35]-1,2,4- =563 } -5-(2H-1,2,3- = Me-2- Byt e -3- 5

183!

2-{3-[(3R)-3-IFTA AL NR G - 1-3]-1,2,4- = WR-6-FE }-5-(4- FF 7 -2H-1,2,3- = 2 L) O
4}

184"

5-(4-FF 3£-2H-1,2,3- =M 2-3E).2-{3-[(3S)-3-(F -2- 3L ) R W -1- 3£)-1,2,4- =W 6- 3L}
ENL]

185

2-{3-[(3S)-3-(TH-2- 3 IR E -1 -3 ]-1,2,4- =563 }-5-(1,3-MEME- 2 3E)

186

5-[4-( 5 R FE)-1,3-MEME -2 FE ]-2- {3-[(3S)-3-(T-2- 3k )R R -1-FE]-1,2,4- = B&-6-E}
g

187"

2-{3-[4-F L 3-(H A T HE-3-F8) R R-1-FE]-1,2,4- =ME-6-FE - S-(1H-ME e -4- ) 5%
4}

188

5-(4-54-1,3-MEME-2FE)-2-{3-[(3S)-3-(TH -2- WK HE-1-4K]-1,2,4- = WR-6-L ) 2Ry

189

5-(5-5-1,3-MEME-2-5E)-2- {3-[(3S)-3-(TH -2-F R E-1- 3£ - 1,2,4- = WE-6-3L } K )

190"

2-{3-[(2R,58)-2,5- - JEIRIE-1-FE]-1,2,4- = W5-6-Jk }-5-( 1 H-NHE -4 JE) 3 B
2-{3-[(2S,5R)-2,5- - FF FENRME-1-E]-1,2,4- = WR-6-HL 1 -5-(1 H-ML e -4-JE) 75 )

191"

2-{3-[(38)-3-(H-2-FE )R HR-1-FE]-1,2,4- = HR-6-FE }-5-([ 1,3 ] ME I FF[5,4-b L g -2- %)
ENL)

192

2-{3-[(38)-3-FR T HEWRWE-1-3E]-1,2,4- =655 -5-(MEE 4-35) S

193"

2-{3-[(3S)-3-FF A AL WK & -1- 5L ]-1,2,4- =z -6- 4k }-5-(3- FF JiE[1,2,3] = M Ff:[1,5-a] it
WE-6-3 ) R )

194"

2-{3-[(3S)-3-FA A FLWR MR- 1-3E]-1,2,4- = H&-6-45 1 -5-(1-FF BE KR [ 1,5-a]itL e -6- %)
W

195"

2-{3-[(3S)-3-FA A FENREE-1-3]-1,2,4- = HE-6-FL 1 -5-(3- FF FE KM I [ 1,5-a] itk e -7-58)
2y

196

5-(5-F-1,3-MEME-2- 0K )-2- {3-[(3S)-3-( A -2-J R W -1 - ik - 1,2,4- = W-6-J } iy

197

2-{3-[(3R,5S8)-3,5- — FR I WR 5 -1-3E)-1,2,4- = B5-6- 4t 1 -5-(2- FF JE£-2H-[1,2,3] =M IF:
[4,5-b] itk W -6-45) K

198

2-{3-[(3R,5S)-3,5- — I ILNRIE-1-3E]-1,2,4- = W5-6-JL }-5-(2- FF HE-2H-[1,2,3] =M F:
[4,5-c]RHkIE -6-J8 ) A &3

199

5-(5-FF P 1,3 4- 6 -2 358)-2- (3-[(3S)-3- (P -2- R IBE - 1 - 2] 1,2,4- = B -6- 3 )
)

200

5-(4-F A ik -1, 3- B 12 3 )2 {3-[(3S)-3-(T -2- 5 R s - 1- 3 )-1,2,4- = W -6- ik } 2
45}

201

2-{3-[rac-(3R,58)-3,5- — F BLWR W -1 ]-1,2,4- =W -6- 4k }-5-(2- FF JE -2H-[1,2,3] =
143 [4,5-b] ML ik -5-HE) 7R 9
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202’

2-{3-[(3S)-3- 3 A & WK W& -1- 3£ )-1,2,4- = W& -6- 3t }-5-(2- B 4t -2H-[1,2,3] = M Jf
[4,5-b]MEWE-5-HE ) A< )

203

2-[3-(O\ A -2H-MLIE FE[1,2-a] L E-2-3E)- 1,2, 4- = W-6-3E]-5-(1 H-IEME-4-55) S

204

S-(5-F A Ft-1,3,4-ME 2 FE)-2-(3-[(3S)-3-(TH-2- 3L R M- 1-5E]-1,2,4- = WE-6-5E )
Iy

205

S-[5-( SR AL )-1,3,4-18 23 ]-2- {3-[(3S)-3-(Fi -2- 3k JWR -1 - 5] 1,2,4- =1 -6-
B} K

206

2-{3-[rac-(3R,5S)-3,5- - P HLWR W5 -1-5E]-1,2,4- = W5 -6-FE 1 -5-(3- FH 3 [1,2,3] =M
[1,5-a]nk e -6-3E ) K 19y

207

5-(2,6- - R S E-4-JE)-2- {3-[(3S)-3-(F -2- 3L WR 5 -1 - 3£ - 1,2,4- = WE-6- 3 } %)

208’

2-{3-[(38)-3-FR T JEWRWE- 1 -3E]-1,2,4- =08 -6- 3 } -5-(1- 2. -1 H-ME I 4-38) 26y

209

2-{3-[(3RS)-3- A FENRWE-1-IE]-1,2,4- = Bk-6-FE } -5-(2-FUL e -4-FL ) K

210

S5-[6-(Z R T be-1-5E ) g -4- 3£ -2 (3-[(3RS)-3-FF A ZENR e -1- 5 ]-1,2,4- =165 -6-
e R

211!

2-(3-[(38)-3- BUT H R e -1- 2 1-1,24- = g 6- J }-5-(2- 1 -2H-{1,2,3] = Mt Jf
[4,5-b]HEBE-6-4E) K )

212!

5-(2- H Ak -2H-[1,2,3] = M Jf: [4,5-b] WL B -6- 2 )-2-{3-[(3S)-3-( A -2- 3 ) WK W& -1-
3£]-1,2,4- =165 -6- 55 } Ky

213!

2-{3-[(38)-3-FF A FEWRHR-1-F£]-1,2,4- = WR-6-FL }-5-(1,2,4-WE —1-3-JE) F5 )

214

2-{3-[(3S,5R)-3- 27, 3E-5- B SEURIE-1-3E]-1,2,4- =I5 -6-3 ) -5-(2- FF 3L -2H-[1,2,3] = e
JF[4,5-b] b i -6-3L) K My

215

2-{3-[(3R,58)-3- 4 [ 2k-5-FF FLWR R - 1-3L]-1,2,4- = WR-6-Fik | -5-(5-F- T H-NE -4 3k
ENLU

216

2-{3-[(3S,5R)-3- B -5 (7 -2 ) WR W5 - 1 - ik ] 1,2,4- = W -6-Fk 1 -5-( | HI-THE Ik -4- ) 2
oy

217

5-(5- - 1H-FHE e -4-)-2-{3-[(3S,5R)-3- F Jk-5-(TH -2- 2 WR W& -1-2E 1-1,2,4- = W& -6-
Ik} Ky

218

2-{3-[(3R,5S)-3- 7. 3E-5- I FLNRIZE - 1-3E]-1,2,4- = WE-6-3 ) -5-(5- - 1 H-NHE Pe-4- 3 ) 2
oy

219

2-{3-[(3S,5R)-3- A P 4k -5- F FE R R - 1- 5L ]-1,2,4- = MR -6- 3 1 -5-(2,6- — FH A FL s g
-4-F5) K

220

2-{3-[(3R,5S)-3-FF T 5k-5- F FENR W -1 -3 ]-1,2,4- =05 -6- 3k 1 -5-(2,6- — F 4 ek s g
-4-35) Wy

221

2-{3-[(3S,5R)-3-F T Hk-5-F FENR IR - 1-HE]-1,2,4- = -6 } -5-(5- 3R - 1 H-HI e 4 - Sk
2

222

5-(5-F-1H-ME e -4-FE)-2- {3-[(3R,5S)-3- H J-5-(TH -2- 2 ) R 1= -1- 2 1-1,2,4- = G2 -6-
B} 5

223

2-{3-[(3S,5R)-3- £ k-5-FH JLWRIEE - 1 -3 ]-1,2,4- = W2 -6-J } - 5-(5- - 1 H-HE M4k ) Of
P
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224 2-{3-[(3R,5S)-3-FF A H-5-FF JLNR R - 1 -3 ]-1,2,4- = 5-6- 3k } -5-(1 H-HHE -4 5 ) R oy

225

2-{3-[(38,5R)-3-FF P Jk-5- S WR TR -1 - ]-1,2,4- =02 6- 5k | - 5-(1 H- it P -4- 3 ) 7y

226

2-{3-[(3R,5S)-3- B TA] J-5- FH JL MR R -1 - 3£ ]- 1,2,4- = MR -6~k } -5-(6- F 2 S Wt g -4 - 2L
21

227

5-(6- FF 2k I 0 -4 ik )-2- {3-[(3S,5R)-3- FF B -5-( T -2- 4 Y WR W& -1 - ik ]-1,2,4- = W -6-
e} K

228

2-{3-[(3R,58)-3- £, B-5-FF FLNR E-1- 3K ]-1,2,4- =R -6-3 } - 5-(6- F 42l ik W gt -4- i ) O
i

229

2-{3-[(3R,58)-3-FF dL-5-(TA -2- 2 IR W& - 1- 3£ )-1,2,4- = Wz -6- 3 } - 5-(1H- Mk P -4- 3k ) Of
i

5-(6- 1 2 JHk W g -4- ik )-2- {3-[ (3R, 5S)-3- FF B -5-( T -2- ik YWk W -1 - ik ]-1,2,4- = W& -6-

230 AL Ry
231" 2-{3-[(3S,5R)-3-FF | J-5-F JLNR MR- 1-FE]-1,2,4- = BR-6-Fk }-5-(1 H-ME M -4-JE) Ky
232" 2-{3-[(3S)-3-FFTH FENRBR-1-3E]-1,2,4- = 188-6-FL } -5-(5-F Jik- 1, 3-Sme-2 - Jk ) iy

233!

2-{3-[(38)-3-FF I HENRMR-1-3E]-1,2,4- =88 -6- L } -5-(1,3- e 23 ) Ly

234

2-{3-[(3S,5R)-3- 2, F-5-F FENRIBE -1 -3 ]-1,2,4- = B5-6- 3 } -5-(6- I AR S Wk g -4- ) 2
Py

235

2-{3-[(3S,5R)-3-FF A JE-5- FI BLNR IGE- 1 -JE ]-1,2,4- = W3- 64k } -5-(6- F AL A M g -4- 0k )
K

236"

2-{3-[(3S,5R)-3-FF | Jk-5-F JENRWE- 1 -3 ]-1,2,4- = 0563 } -5-(3- M- | H- ML 14 4 )
ENL]

237"

2-{3-[(38,5R)-3-FF T Hh-5- I HLNRIE-1-3E]-1,2,4- = Ws-6-3E ) -5-(2H-1,2,3-= 2 3E)
ENL

238!

2-{3-[(38,5R)-3- 31 ] H:-5-FF JENRWE-1-3E)-1,2,4- = WE-6-3 }-5-[1-(CH;) - 1H- Mt
M4 S 1Ry

239!

2-{3-[(3S)-3-(A-2-J= )R e -1-F ]-1,2,4- = WR-6-5L }-5-(1,2,4-ME — k3L IRy

240"

2-{3-[(3S,5R)-3-FF | J-5- B B R Wi -1 - ]-1,2,4- = W -6-Jk 1 -5 1-F B -1 H-Iif 13-
) A

241!

2-{3-[(39)-3-(1-F LI T I )Wk - 1- 5L ]-1,2,4- = HR-6-FE 1 -5-(2-F Bk -2H-[1,2,3] =M
I [4,5-bIMLIE-6-JE) K )

2-{3-[(3R)-3-(1-FF B BR 1 3R M5 - 1- 35 ]- 1,2, 4- = WE-6- 56 -5-(2-FF 5E-2H-[1,2,3] = M

242" JF[4,5-b]MkIE-6-3E) K H)

243" 2-{3-[(38)-3-(TH-2-FE )R IER-1-3E]-1,2,4- = E-6-JL L -S-(HE IR I [ 1,5-a ] i -3- 5 ) K
244 2-{3-[(3S)-3-(TH-2-3E)IRME-1-3E]-1,2,4- = WR-6-FE } -5-(ME M FF[ 1, 5-a] ik I -3- 3 ) A5 ¥y
245" 2-{3-[(3S)-3-FF TN FENRHR-1-5E]-1,2,4- = I85-6-FE } -5-(5-FP Jik-1,2,4-18E 1433k ) Sy
246"  2-{3-[(3S)-3-FF A HENRWE-1-3E]-1,2,4- =05 -6- Ik } -5-(2-FF FE-1,3-WE I -4 ) Iy

247"

2-{3-[(3S,5R)-3-H T H-5-F L WR MR- 1-3]-1,2,4- = W5-6-H }-5-( 1 H-E -4 3 ) S

248!

2-{3-[(3S,5R)-3- | HL-5-FF FLORR-1-3E]-1,2,4- = WR-6-Jik | -5-(3-F-1H-ML 43
21y
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249" 2-{3-[(3S,5R)-3- 2.} H-5-FR JLOR R - 1-FE - 1,2,4- = R-6-Fk }-5-(1 H- ML M -4-JE ) 2Ky

250"

2-{3-[(3S)-3-(TH-2-3 IR -1 -3 ]-1,2,4- = W63 } -5-(1,2-MEME-4-3E) ey

251!

2-{3-[(38)-3-FF K FEWR I -1-3K]-1,2,4- = WE-6- 5k } -5-(2- A FE it e -4- 25 2K )

252!

2-{3-[(3S)-3-FR T FEWRWE-1-FE]-1,2,4- =655 -5-(1,2-MEME 335 ) Sy

253

5-(4- T -1 2-WE -5 J)-2- (3-[(3S)-3-(F -2- 3 R 5 -1 -3 ]-1,2,4- =5 -6- 3 } ey

254"

2-{3-[(3S,5R)-3-# | F-5-F FLWRWE-1-3E]-1,2,4- = WE-6-3k 1 -5-(1,2,4-E - g_3-3L)
g

255"

2-{3-[(3S,5R)-3-# T -5 FF HENR W5 -1-3E1-1,2,4- = W5 -6- 5k } -5-(6- FF 48 SE gz -4 )
K15

256

2-{3-[(38,5R)-3-FF A L-5- FF FENR BR-1-3E]-1,2,4- = HR-6-Fk } -5-(2-F A SL ML g -4k )
ENL)

257

5-(2- F AR B b g -4- 56 )-2- {3-[(3R,58)-3- FF -5 (A -2- L IR R -1- 5 -1,2,4- = 5 -6-
YRy

258

2-{3-[(38)-3-F T FEWRMR-1-F£]-1,2,4- =WR-6-FE } -5-(1,2,4-WE —1-3-JE) F )

259

5-(1-FF $E-1H-1,2,4- = M-3-3E)-2-{3-[(3S)-3-(P -2- 3k ) U W -1 - 3K ]-1,2,4- =W -6- 3L}
K1)

260"

5-(1-FF #E-1H-1,2,3- = M 4-3£)-2-{3-[(3S)-3-(H -2- 3 ) IR & -1- L ]-1,2,4- = W& -6- 4L}
ENLU

261!

5-(1-FF 3E-1H-1,2,3- = M-5-3E)-2-{3-[(3S)-3-(P -2- 3 ) R W -1- 3£ ]-1,2,4- =W -6- 3L}
gL

262"

5-(2-F H:-2H-1,2,3- =M -4-3k)-2-{3-[(3S)-3-(TH -2- 4L IR W -1- J ] -1,2,4- — W& -6- 2 }
K

263!

5-(2,1,3- 2 JFME -5 3)-2- {3-[(3S)-3-(F-2-F)WR -1 - ]-1,2,4- = W5-6- 5L } 5y

264"

2-{3-[(38)-3-(TH -2- L) IR MR -1-FE ]-1,2,4- =R -6-FL }-5-([1,2,5]HE 4 5§ [3,4-b] L
-6-4% ) K

265"

2-{3-[(39)-3-(-2-FL WK ME-1-3E]-1,2,4- = WE-6-FL }-5-(1,2,5- 1 13- JL) 25

266

2-{3-[(3S,5R)-3- 2, Fk-5- A FLWR IR - 1-3E]-1,2,4- = W5-6-3 }-5-(2- B A L L g -4 ) %
e

2-{3-[(3R,58)-3- 2, F-5- 1 FL R BE- 1 -JE ]-1,2,4- = WE-6-J } - 5-(2- A i ik g -4 ) %
iy

267

2-{3-[(3S,5R)-3- 2.} -5- 1 FENR 5 - 1-FE ]-1,2,4- = WR-6-Fk }-5-(1,2,4-E S35
i

2-{3-[(3R,58)-3- 2, Bk -5- FH FLWR 5 - 1-FE]-1,2,4- = WR-6-Jk }-5-(1,2,4-ME -5 JE) %
i

268

2-{3-[(3R,58)-3- Ff L -5-(TH -2-FL )R W& - 1- 3 ]-1,2,4- = W&-6-Fk }-5-(1,2,4- 1 - 1k.5-
He )R B

2-{3-[(38,5R)-3- I J-5-( T -2- )R W -1-9E]-1,2,4- = WE-6-3E }-5-(1,2,4- 19 145
S AR

269

2-{3-[(3S,5R)-3-Ff [ F-5- FF FE R R - 1- £ ]-1,2,4- = W& -6-3E }-5-(1,2,4-ME .5 3E)
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2-{3-[(3R,5S)-3-FF 1 Hik-5- FF L MR W - 1- 55 ]-1,2,4- =R -6-3L }-5-(1,2,4-E - Ie_5-J)
ENL)

270!

2-{3-[(3S)-3-(TA -2-FE WR 5~ 1-5E]-1,2,4- = WE-6- 5L 1 -5-(1,2-EME-5-5E) )

vl by

5-(2- Fp A -6- B JE g -4- 3£ )-2- {3-[(38)-3-(TH -2- 35 ) IR Wk -1- 3K ]-1,2,4- = 1R -6- 3L}
g

272!

2-(3-F3 -4~ {3-[(3S)-3~(TH -2- b WR W - 1- 3 ]-1,2,4- =5 -6- 3 } 248 3k )-1,3- I s 5.

i}

273!

2-(3- ¥ 3k -4-{3-[(3S)-3-(TH -2- )R W& -1-5E]-1,2,4- = WE-6- 5L ) 5 5L )-1,3-ME M4

i

274!

5-(2-F3-5,6- & [1,2,4] =M I [1,5-a] itk HE-7(8H)- 3 )-2- {3-[(3S)-3-(7A -2- L )R 1
-1-3£]-1,2,4- =H5-6- 5 L Ay

275"

2-{3-[(3S)-3-FF T FE WK B -1- 3 - 1,2,4- = B8 -6- 3 1 -5-(1- FH 5 -2,3- - %0 -1 H- K 1 -
[1,2-b]AHERe-7-35) 2 )

0349
[0349] 276"

2-{3-[(3S)-3-FF A L WR 5 -1- 3L ]-1,2,4- = W5 -6- 3 }-5-(5,6- — & -4H-HL & FE[1,2-b] 0
W3- 3 ) Y

PP

2-{3-[(3S)-3- I A LWk BE-1-FK]-1,2,4- = B5-6-FL 1 -5-(4,5,6,7- VU ML M FF:[1,5-a] ke
-3-E) Py B

2-{3-[(3R)-3-F A FEWR R -1-FE]-1,2,4- = R-6-3E 1-5-(4,5,6,7- P4 S L M 3 1,5-a] it B
-3-55) Ky

278

5-(5,6- A -4H-MEME FE[1,2-b]ME I -3-)-2- {3-[(38)-3-(H -2-FE) IR R -1-3£]-1,2,4- =
WE-6-Fk L 5 )

279

5-(6,7- S -5H-MLIE I [1,2-a] ik Me-3-3E)-2-{3-[(3S)-3-(A-2-2 ) IR HR-1-H£]-1,2,4- =
-6~k } K1)

280

5-(5,6- - -4H- L 18 FF[1,2-b] Mk M -3- 5 )-2-{3-[(3S)-3-(1- B 3L 3R 7 5L ) IR W - 1-
$E1-1,2,4-=W5-6-3L ) K}

281

5-(5,6- — Z -4H- Mk 1% FF[1,2-b] AHk M -3- 3£ )-2-{3-[(3R)-3-(1- FF J& BF 74 5k ) Wk W& - 1-
H)-1,2,4-=W5-6-3 ) I F

282

5-(6,7- & -5H- WL 1 3f: [5,1-b][1,3] 8 W& -3- 3 )-2-{3-[(3S)-3-( [N -2- &L ) UK W& -1-
$)-1,2,4-=W5-6-FL} Py, F

283!

3-3-5-(5- -1 H-FHE I -4 )-2- {3-[(3S)-3-(T -2- 3 )W W5 -1 -3 )-1,2,4- = W -6- 3} 2
[F

[0350] Ak &P E ik B 8L KRG AR A B AR A i
[0351] X (D) AL &M 55— A2 B LU N Sk -

e
i/

A

[0352] 1

2-{3-[(3S)-3-FF P SE R WE-1-3E£]-1,2,4- = WE-6-FL 1 -5-(3- - 1 H- ML 1 -4- ) ey~ &%
iR &

2

2-{3-[(38)-3-FF T JENR W5 -1-JE]-1,2,4- =I5 -6-J }-5-{6-[(CH3) B 4 J | W g 4
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£y

Py - EhmR £k

3 5-(3--1H-MEME-4-J5)-2-{3-[(3S)-3-(P-2-F R R~ 1-FE]-1,2,4- = R-6-Jk } % — £k
I &5

4 5-(3-F-1H-NEe-4-35)-2-(3-[3-(2-FR FE P -2- L )Wk R - 1- 5 )- 1,2,4- = R -6- 3L } Ky —
EhEgEh

5  2-[3-(3-MA P AENRME-1-JE)-1,2,4- = HE-6-FL]-5-(1H-MEMe-4- ) 5y — SRR &6

6  2-{3-[3-(1-FR IR )RR -1-3]-1,2,4- = WR-6-3 ) -5-(1 H-HtE I -4- ) oy — R R
b

7 2-{3-[(BR)-3-FF P FLMRME-1-3E]-1,2,4- = W5 -6-FE }-5-(3- F- | H- ML -4 iy — &
A £

8  2-{3-[3-(2-F I 2-HWWRHE-1-JE]-1,2,4- = 85-6-3 }-5-{6-[ (CH3) B A0 3 s it 4 k)
AWy Eh iR

9 2-{3-[(3S)-3-FF A HLNR WE-1-3E1]-1,2,4- =WE-6-FL }-5-[1-(PH3) F J- | H-HHL e -4- 3 2%
My — 2L R £k

10 5-{6-[(*Hs) B 48 3 W8 0 -4- 3 1 -2-{3-[(3S)-3-(TH -2- 3 )WR & - 1- 3£ - 1,2,4- =W -6- 3}
Ky —EhEgEh

11 2-{3-[(38)-3-FF A FE R BR-1-F& ]-1,2,4- =BE-6-4k }-5-(2H-1,2,3- = M-2-FE) 5y — 4
R £k

12 2-{3-[(3S)-3-FF A HEWR e -1-E]-1,2,4- = 188-6-F }-5-(1- FF Jk - 1 H- bt e -4 3 ) S /iy —
thEgEh

13 2-{3-[3-Q2-FF HE TR -2-FL )R MR- 1-E]-1,2,4- = We-6-HL } -5-(1H-ME 1e-4- % ) ey — 36 1
&

14 2-{3-[3-Q2-FRILTH -2-FE)IRWE-1-FE]-1,2,4- = WE-6-FE 1 -5-(2H-1,2,3- = -2 J ) Ae gy —
thEgh

15 5-(3-3- 1H-MLME-4-3)-2- { 3-[3-(TA -2-FL R R 1-FE]-1,2,4- =& -6-FL ) Py — Th AR &

16 2-{3-[(38)-3-K | FENRME-1-FE]-1,2,4- = Bz-6-FL ) -5-(1 H-AL Me-4-F) Ry — Eh R &

17 2-{3-[(3S)-3-# T FENRBE-1-3E]-1,2,4- =WE-6-HE ) -5-{6-[(*H3) B A Jk | iz -4k y 2
My bR

18 2-{3-[(38)-3-Hl T FENRIBE-1-3E]-1,2,4- = W5-6-3L } -5-(2H-1,2,3- = Me-2-FE) JE gy — 4k
2 £h

19 2-{3-[3-(2-FHE A -2- 3L IR IBE-1-3E]-1,2,4- = E-6-3E ) -5-[ 1-(PH3) B - 1 H-NiL -4 -3
Wy Eh R R

21 2-{3-[(3S)-3- U T FIWRWE-1-3£]-1,2,4- = 185-6-J }-5-(1- FF Jk - 1 H- bt e -4 3 ) S /iy —
thERER

24 2-[3-(3- L AEWRME-1-3E)-1,2,4- = HE-6-FE]-5-( 1 H-ML e 4-F5) K 8y — L% £

25  5-(3-3- 1H-MLPE-4-35)-2-{3-[(3R)-3-(2-FE T -2-FL ) IR R -1 -3 ]-1,2,4- = WR-6-FE ) O
My — sh AR AR

26 2-{3-[3-(2-FHETH -2-H)-4- P ILWR R -1-FE1-1,2,4- = R-6-Jk 1 -5-{6-[(*Hs3) F S I %

-4 26 SRR
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27 2-[3-(-FFTA H-4-F HEURIR-1-0E)-1,2,4- = R-6-4E]-5-(1H-ML -4 B Sy — Sh R 4

28 3-H-5-(6-FF AE S B E -4-3E)-2- {3-[(3S)-3-(TH -2- I IR B -1- 3 ]-1,2,4- = We-6-HL ) 2
Fiy FP 2 6

29 2-{3-[3-(1- A IEIF T IR R-1-3E]-1,2,4- = WR-6-E }-5-(1H- ML e -4-FE) R gy — FF
iR £h

31 2-[3-(3-THHENRIE-1-3E)-1,2,4- = W-6-3 ]-5-(1 H-ME P-4 JE) 5y — SR ER &k

32 2-[3-(3-FF TN AENRME-1-3E)-1,2,4- = H5-6-F]-3-9R-5-(5- .- | H-FLL -4 ) 5 ) FR R &6

33 2-{3-[3-(] -2-FL)IRME-1-4E]-1,2,4- = WE-6-24k } -5-(1H-ME e -4- 5L ) Ry — Eh R 2k

35  5-(1-FJE-1H-AEME-4-38)-2- {3-[3-(F -2-F IR R - 1 - FE - 1,2,4- = WE-6-JL ) JEmy — 2h 1R
£h

36 2-{3-[3-(2,2- IR )RR -1-3E]-1,2,4- = -6-HL }-5-(1H-ME M -4- 3 ) 6y — 36
i 6

38  2-[3-(3-ZJHFHEWRWE-1-3E)-1,2,4- =85 -6-FE-5-(1 H-ML Me-4-FE) 5y — Eh R &

39 2-[3-(3-Z.FENRMR-1-55)-1,2,4- = W5-6-JE]-5-[ 1-(CH3) B - 1H-HE -4 JL 2 Ry — #h 7R
h

41  5-[1-CHz) 5P 2E- 1 H-ME IE-4- 3K ]-2- {3-[3-(H -2- IR E-1- 3L ]-1,2,4- = E-6- 3 ) Ky —
thEgEh

43 2-[3-(6,9- “H IIE[4.5]155-9-3E)-1,2,4- = W5-6-FE]-5-( 1 H-IHL e-4-J5) Ky — $hmg &

44  5-(2-FFENEnE -4-5E)-2- {3-[3-(TH -2- 3 IR WE-1-3E]-1,2,4- = We-6-3L } Ky —EhiReh

45  2-{3-[(3S)-3-(}F FF 2L )R WE-1-2E]-1,2,4- = IBR-6- 4L }-5-(2H-1,2,3- = M2 JE) Iy — 4h
&

47 5-[1-CHz) B 5L - 1H-MHE e -4- 3 1-2- {3-[(3S)-3-(TH -2- e IR W -1 - i )-1,2,4- = W& -6- 4 )
Wy Eh R

49  2-{3-[(3R,5S)-3,5- - I FLOR R -1-3£]-1,2,4- = WR-6-HL }-5-[1-(PH3) B - 1 H- A, 1 -4-
FEER R

50  2-[3-(5,8- ~HIIZ[3.5]F-8-3k)-1,2,4- = IHE-6-4E ]-5-(1 H-Hit Me-4- ) Ry — Eh g &k

51  5-[1-CHs) - 1H-1E 4e-4-FE]-2-{3-[(3R,58)-3,4,5- = F S IR WE-1-3E ]-1,2,4- = IE-6-
FE R R Eh

52 5-(2H-1,2,3-=M-2-3£)-2-{3-[(3R,55)-3,4,5- — H JENR R -1-3£]-1,2,4- = WE-6-FE ) O
Py — Eh R £k

54  2-{3-[(3R,58)-3,5- ~FILIRIER-1-3E]-1,2,4-=W5-6-FE }-5-(2H-1,2,3- = 2 FE ) S 1)

-EhEgh

55  2-[3-(4,7- —BIMZ[2.5)F-7-35)-1,2,4- =85 -6-3E - 5-(1 H-FIE M -4- 5 ey — 2h AR Eh

56  2-[3-(3,3- HBENRIEE-1-3E)-1,2,4- = WE-6-FE]-5-(1 H-nE -4 3k iy bR &6

57 2-[3-(4,7- R Z&UB[2.5)F-7-3E)-1,2,4- = H5-6-3 ]-5-(3- A -1 H- A e -4- 38 Ry — £
2 Eh

58 2-[3-(8-FFHE-3,8- EAIR[3.2.113-3-5E)-1,2,4- = W5-6-3E ]-5-[1-(H3) Sk 1H-tE
-4 SRy — fhiR i

59  (7R,8aS)-2-{6-[2-F% I -4-(1H-MEME4-JL) IR FE]-1,2,4- = W3-} J\ SR JF[1,2-a]

110



CN 115768762 A

i B P 66,138 7

[0355]

e
/]

£y

MtwE-7-1F —EhER R

61  2-[3-(3-ZRHENRME-1-JL)-1,2,4- = WE-6-H5]-5-( 1 H-IE -4 - ) iy — $h e £

62 5-(1H-MEmk-4-J&)-2- {3-[3-(MLmE-4-FE)WRR-1-FE]-1,2,4- = WE-6-JL ) Ry EhiREh

65  5-(7-%R-2-F Ft-2H-Fg| -5 5L )-2- {3-[3-(F5 FF AL IR WE-1-5E]-1,2,4- = 18R -6-3E ) 2Ry -
£ R £k

66  2-{3-[(3R,58)-3,5- - H FLWRME-1-JE]-1,2,4- = HE-6-J4 } -S-(8-h-2- F FL KL IF[ 1,2-a]
nEuE-6-55) KMy SR &L

67  S-(7-F-2-FF HE-2H-Mg[ -5 3E)-2-[3-(3-FH I MR E-1-3E)-1,2,4- = WE-6-FL 2K My £h 1R
£

68  2-[3-(3- L FENRME-1-45)-1,2,4- = WE-6-3E]-5-(8-F-2- F S IK I JF[ 1,2-a] ML I -6- 3 ) 2
My — sh AR

69  5-(2,8- - FEBKMEIE[1,2-b]KE WE-6-5E)-2-{3-[(3R,59)-3,5- - FHALNR R -1-5E]-1,2,4-
— -6k} R R Eh

70 5-(8-FF A L -2- FFHE[1,2,4] = M JF[1,5-b] bk 1R -6- 3 )-2- {3-[ (3S)-3-(TH -2- 3k ) W & -1 -
3]-1,2,4-=W5-6-3E ) K8y IR &

71 5-(7-5-2-FF F-2H- Mg | e -5-F)-2- {3-[3- (T -2- 45 ) IR R - 1-3£ 1-1,2,4- =R -6-3k } K )
—ihmEh

73 5-(8-F-2-FF ALK I [ 1,2-a] bW -6- 3 )-2-[3-(4- FF FE R R-1-5%)-1,2,4- = WE-6-JE K
iy — EhER &k

74 2-[3-(3-FENRIEE-1-FE)-1,2,4- = HE-6-FL]-5-(7-5(-2- B FL-2H-Mg[ M- 5- Ik ) Ry — £h 1%
h

77 2-[3-(4- LIEWRIR-1-35)-1,2,4- =R -6-FE1-5-(8- F-2- FF FE DKM [ 1,2-a] it g -6- 3% ) 2
Mt — ik £k

78 5-(2,8- B AE[1,2,4] = M 3F [1,5-a] L 18R -6- 3 )-2-{3-[(3S)-3-( TH -2- 3L ) Uk & -1-
HE]-1,2,4-—WE-6- 45} Jk Py — Sh AR £h

80  5-(4-{3-[(3R,55)-3,5- ~ HILWRME-1-3E]-1,2,4- = HE-6-FL 1 -3- 52 JL O Ak )-2- FA ik 2H-
L R i Y

81  5-(7-%-2- F Jk-2H-W| e-5- 5 )-2- {3-[(3S)-3-(T -2~ IR B2 -1- 3 ]-1,2,4- = W -6- 4k }
Py R AR

83  2-{3-[(3R,58)-3,5- — FHBLIR WE-1-3E]-1,2,4- = R-6-4L }-5-(2,8- - FHJE[1,2,4] =M Jf:
[1,5-b]BkIE-6-48) KMy — #hER £h

84  2-{3-[(3S)-3-FF A FENRWE-1-3E]-1,2,4- =5 -6-3£ ) -5-(6,8- - F FL-TH-EN4 2 JE) )

(R L

85  5-(2-FIE[1,2,4] =M I [1,5-a) Mt WE-6-5E)-2-{3-[(3S)-3-(7H -2-FE )R - 1-FE]-1,2,4-=
W5-6- 4k} 5 — SRR Eh

86  2-{3-[(3R,58)-3,5- - HFLNRWE-1-F£]-1,2,4- = WE-6-Fk }-5-(2- FFF FE MK 3 [1,2-a] L
-6-38) 5P — EhiR i

88  5-(2-FFIL-2H-Mg|Mk-5-3E)-2- {3-[(3S)-3-(TH-2-FE R - 1- 3 ]-1,2,4- = WR-6- 4L 5y —

thig th
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89  2-{3-[(3R)-4-Z.Hk-3-HI LR BR-1-FE]-1,2,4- = H5-6-Fk } - 5-(8- . -2- B L k4 I 1,2-a]

MEWE-6-IE) R Hy - Fh R #h

90  2-{3-[(3R,58)-3,5-  H FLNRME-1-JE]-1,2,4- = BE-6-JE } -5-(8-FF A Jk-2- 3 [1,2,4] =
I 3F[1,5-b] Bk WE-6-55) 8y — hig &

91  5-(2-HJE[1,2,4) =M Ff[1,5-a] L HE-6-5E)-2-{3-[(3S)-3-(TH -2- 2 IR - 1-3E]-1,2,4-=
BR-6-3L } 8y R L

92 5-(2,8- — H 3 [1,2,4] = M Jf: [1,5-b] A B -6- 5 )-2-{3-[(38)-3-( A -2- 5 ) Wk W& -1-
3]-1,2,4-=5-6-3 ) KBy R &

93  5(8-F A I -2-F B [1,2,4] = M I [1,5-a] itk R -6- 3k )-2- {3-[(3S)-3-( 1A -2- 5L ) Wk W - 1 -
3]-1,2,4-=85-6-3E } KMy AR mR

94  5-(8- 7 -2- F AL K W I [1,2-a] M WE -6- 3 )-2-{3-[(3R,58)-3.4,5- = FF JL UK Mg -1-
H]-1,2,4-=8-6- 35 J5P) L Eh R £k

95  5-(7-F-2-FR HE-2H-H| e -5 B )-2-[3-(FR AL IR FF[1,2-a] L R -2(1H)-FE)-1,2,4- = 1R
-6-JE 2K M) — #h R ER

96  5-(2,8- ~FIEIKIME IF[1,2-a] L BR-6-F5)-2-{3-[(3S)-3-(TH -2-Fk Wk IBE-1- 9 ]-1,2,4- =&
63} Ay IR MR

98  5-(2,8- - FH LKL FE[1,2-b]BA R -6-45)-2-{3-[(3R)-3- FF FEWR WE-1-5E]-1,2,4- = Gz -6-
Ry —EhER L

100  2-{3-[(3R.58)-3,5- - F FL R W& -1- 3 )-1,2,4- = W& -6- FL }-5-(2- FF 3L [1,2,4] = M Jf
[1,5-b]hAME-6-J5) KM - thRR ik

101 2-{3-[(3R,5S)-3,5- ~HFLWRIR-1-3£]-1,2,4- =5 -6-FL }-5-(2,8- ~HIJE[1,2,4] =M Jf:
[1,5-a]rtt E-6-JE) Ry — Eh g &k

102 5-(BKMEI[1,2-b]BERE-6-J8)-2- {3-[(3S)-3-(TH -2-F IR BR-1 -3 1-1,2,4- = WR-6-HL } A

_EhEgth

103 5-(2,8- - FR ALK IR [1,2-a] 0tk IR -6- 3L )-2- {3-[(3R,5S)-3,5- - R JE IR W& -1-4]-1,2,4-
—WE-6-3k | Ry R R L

104 5-(2,8- - FFBEIK I I [1,2-b] AR -6- 5% )-2-[ 3-(4- FF S WR IR -1-3i)- 1,2,4- = W -6-FE ) 7%
My — FhER &k

105 5-(7-#-2-FF FL-2H-5|8-5-3)-2- {3-[(8aR)-75 A ML NG H[1,2-a] L HE-2(1H)-FE]-1,2,4-
—z-6-3k | Ry EhER L

106 2-{3-[(3R,58)-3,5- — H JL R W& -1- 5L 1-1,2,4- = W& -6- Jik }-5-(2- FF B [1,2,4] = M Jf:
[1,5-a]itt BE-6-3k ) Ry — #h R &k

107 2-{3-[(3R)-3,4- - FHJENRMR-1-3£]-1,2,4- = W85 -6-Fk } -5-(8-F.-2- FF JE Ik 1 FH-1,2-a] it
WE-6-3E) 2 $h R R

108  6-(3-FH-4-{3-[(3R,5S)-3,4,5- = F HLWR W - 1 - HE -1,2,4- = MR -6- 5k } D 5k )-2- FR Bk
M4 g [1,2-b]hAWE-8-FF i — Sh iR #h

109 5-(8-FF A JE-2-H L[ 1,2,4] =M [1,5-a] L W5 -6- 3 )-2-{3-[(3R,5S)-3,5- - FI JL IR 165
-1-3E)-1,2,4- = BR-6-3E ) R Hy SRR ER

11 5-(2,8- — FF & 1K W Jf [1,2-b] Ik W5 -6- FE )-2-{3-[(3R,5S5)-3,4,5- — F¥ J& U Wz -1-
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H]-1,2,4- =10 -6- 2 | Rkl —EhER TR

112

2-{3-[(3R,5S)-3,5- — FF FLUR W& -1- 3£ 1-1,2,4- = BR -6-FL }-5-(2- FF 3 [1,2,4] = M Jf:
[1,5-a]WanE-6-38) My — $hig &k

113

S-(WK P JF: [ 1,2-a] ML R -6-)-2- {3-[(3S)-3-(TH -2~ R W& - 1 - 5 ]-1,2,4- = W&-6- 55 | iy
hth

114

5-(WKME I [1,2-a]ME BE -6-2E)-2- {3-[(3S)-3-(TH -2-k Ik E-1-4E ]-1,2,4- =185 -6-FL } 5y
— ik

115

2-{3-[(3S)-3-(TH -2-3E) R W& -1- 4L ]-1,2,4- = B2 -6- 3 1-5-([1,2,4] = 14 Ff:[4,3-a] itk B -6-
YR R R £R

116

2-{3-[(3R,55)-3,5- - H AL WR R -1- 5L ]-1,2,4- =Wz -6- ik }-5-(4,6- - H Ak [1,3]0E 1 -
[5,4-cibme-2-H5) 8 M — Ehm &k

117

2-{3-[(3R,58)-3,5-  FBLWR IR~ 1 ]-1,2,4- = WR-6-Jk }-5-(5,7- — FF B [1,2,4] = 14 Jf
[1,5-a]E-2-36) K1) — $hi &

118

2-{3-[(3R,5S8)-3,5- - I FE R 15 -1- 3 ]-1,2,4- = MR -6- 3k }-5-[2-( = 7 HP 3k ) Ik 1 5
[1,2-b]hARE-6- L 4 — $h R &k

119

2-{3-[(3R,58)-3,5- - L NRIEE-1-JE)-1,2,4- = WE-6-JE } -5-(6-FF [ 1,3]ME 142 JF:[4,5-b]
MER-2-J8) A8y — Ehik #h

120

2-{3-[(3R,58)-3,5- - FF B MR R - 1-JE]-1,2,4- = 1R -6-Jk } - 5-(5- FF B MK IR JF:[3,2-b] At
2-5) R #h

121

5-(7-F AH 3k -2- 3 -2 H -5 -5 3 )2 [ 3-(4- TR BEWR R - 1-3)-1,2,4- = 5 -6~ L g
3-EEERER R

122

5-(8-F-2- B K I 3 [1,2-a | IE -6- 3 )-2-[ 3-(4- FF LR BR-1 -k )-1,2,4- =182 -6-JL itk
e -3 Eh iR £

123

2-{3-[(38)-3- Z. T WR W2 -1 -3 )-1,2,4- = W5 -6-3E }-5-(3- -1 H-ME P43 ) ey — b i

Eh
oL

124

2-[3-(4-FF FENRIR-1-3E)-1,2,4- = WE-6-FE]-5-(1H-NHL M4 -JE )ik g -3 -/ 6 1R R

125

2-{3-[(38)-3-# T FEWRWR-1-FL1-1,2,4- = BR-6-F }-5-(3- - 1 H- ML P -4- 6 iy — 3

il

126

5-(2,8- L F ALK I I [ 1,2-a] L g -6- 3 )-2-[ 3-(4- FF FEWR R - 1- 9% )-1,2,4- = Bz -6-FE ]NHE
WE -3 Eh AR 3

127

3-FHE-2-{3-[(38)-3~(TH-2-FE)IR R -1- 5L )-1,2,4- = WR-6-FE } -5-(1 H-HE P-4 32 K By R
fig &b

128

2-{3-[(38)-3-(TH-2- 3k )Wk W& - 1-FE ]-1,2,4- = 185 -6- 5 1-5-([1,2,4] = FF:[1,5-a] Ik B -6-
VR - Eh R Eh

129

2-{3-[(38)-3- T FENRWR-1-2£]-1,2,4- = WE-6-2 }-5-([1,2,4] =M I [1,5-a] WL WE-6-2E)
R EhmR ik

130

2-{3-[(3S)-3- AT ZENRIEE-1-FE]-1,2,4- = WE-6-F } -5-([1,2,4] =M FF[1,5-a] L B -6-4L)
Wy —EhER L

131

5-(2,8-— FF BRI JF[1,2-a] b E -6-3%)-2- {3-[(3S)-3-(TH -2-F) IR & -1 - 1-1,2,4- =8
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-6-3E) Ky —Eh R L

132

2-{3-[(38)-3- 2, FEWR Wz - 1- 3 ]-1,2,4- = HE-6-FE 1 -5-(2H-1,2,3- = M2 L) IR Py — Eh 1R

Th
oL

133

2-{3-[(3S)-3- 2. HEWR G - 1- 3£ ]-1,2,4- = W5-6-3L }-5- {6-[(PH3) B 4 L |5 0 -4- 3L ) Ky
SRR R

134

2-{3-[3-(1- FF JEBR T L )IRMR-1-3E - 1,2,4- =R -6-JL }-5-( 1 H-ME -4 JE) R ) FPY R 2

135

2-[3-(3,8- B A WUIA[3.2.1] 9 -3-)-1,2,4- =185 -6- 3k ]-S-( 1 H-ME 18 -4- ) S5y —
L&

136

2-{3-[(3R)-3-IA A I MR IE-1-FE]-1,2,4- = WE-6-JE 1 -5-( 1 H-MHE 435 ) gy Eh R &

137

2-{3-[(3S)-3-FF T FLWRWE-1-3E]-1,2,4- = BR-6-FL } -5-(1 H-ME -4 B0 ey — R AR h

138

5-(8- £, FE-2- F JE K e I [ 1,2-a] L WE -6-3E )-2- {3-[(3S)-3-(TH -2-FE IR & -1 -7 ]-1,2,4-
—WE-6- 4L} Ry —EhRR Eh

139

5-[2- F i 8- = 47 Y ) 0K P 9 [1,2-a] ML W -6- 5 ]-2- {3-[(3S)-3-( TR -2- 5 ) Wk W05 -1-
31-1,2,4-=WE-6-3E ) KRy — #hER R

140

5-(2,7- - FA 32 H-H5| 15 HE)-2-{3-[(3S)-3-(TH 2- 3L )R HR-1-3£]-1,2,4- = WR-6-JL } 5
[ e

141

5-(2-FR LK M [ 1,2-a] ML R -6-FE )-2- {3-[(3S)-3-(TH -2- 2 ) WR W - 1 - FE ]-1,2,4- =W -6-
HE KR — b

146

5-(1H-MEe-4-55)-2-{3-[3-(2,2,2- = L FE) IR E-1-4E]-1,2,4- = E-6-3L ) Ky R
h

147

5-(2-FA3E[1,2,4] =M FF[1,5-a] it B - 7-F% )-2- {3-[(3S)-3-(A -2- L IR W& - 1-FE]-1,2,4- =
WE-6-Jk } KM — #h iR ik

148

2-{3-[rac-(3S,5R)-3- . 3&-5- F FLWR W -1- 3£ ]-1,2,4- = & -6-Fik 1 -5-(1H-ME e 4- 3k ) 7%
By Eh IR &R

149

5-(6-H FEWENE -4-3E)-2-{3-[(3RS)-3-(A-2-FE )RR -1-FE]-1,2,4- = WHE-6-3L 2Ky — 3k
g sh

152

4-53-5-[1-(*H3) B Jk- | H-NbE I -4- 3 ]-2-{3-[(3S)-3-(TA -2- )R IR - 1 -3k - 1,2,4- = 85 -6-
S IR ) R R

153

2-{3-[(8aS)-75 £ ML 1% I [1,2-a] L BE-2(1H)- 3£ 1-1,2,4- = BE-6-3 }-5-(2H-1,2,3- = 14
2-FE) Ky Rk R

154

2-{3-[(38)-3-(TH -2- 3 )R W& -1- 3k ]-1,2,4- = W& -6-3 }-5-(2H-1,2,3- = Me-2- 3 FE iy
thigEh

155

5-(5-FF B -1H-tE 1 IF: [4,3-b]HHE I -1- 52 )-2- {3-[(3S)-3-(H -2- 5 )R W -1- 2 ]-1,2,4- =
WR-6-J } Ay — Eh IR Eh

156

2-{3-[(38)-3-H T HEWR WE-1-3£]-1,2,4- =5 -6- 3 }-4- 55 -5-[1-CH;) B k-1 H- i 14—
BRI L

157

5-(7-$-2- L 2H- M| W 535 )2~ {3-[(3S)-3-(T -2- 3L IR W -1- 3£ )-1,2,4- =W -6-3E)
e e -3- i 3 iR £k

158

4-F-2-{3-[(3S)-3-(F -2-FL)WR MR- 1-FE - 1,2,4- = WE-6-Fk }-5-( 1 H-MHL M4 ) 25 53 FY 63
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159  5-(5-FF FE-1H-ME g 35 [3,2-b] L e -1- 35 )-2- {3-[(3S)-3-(TH -2- Fk ) R R -1- 4L ]-1,2,4- =

WR-6-4t } K B I ik

162

2-{3-[(38)-3-(TH-2-2E )R Wk -1-3E]-1,2,4- = W& -6-FL } -5-(1H-MHL I HF[3,4-d ] g - 1-3E)
By R

163

5-(3- - 1H- ML 14t 4 3E)-2- (3-[(3S)-3-FR 4 LR IR -1- H£]-1,2,4- = Wk -6- 3} 3 ) — #h
Mk

164

2-{3-[(3S)-3-HL T FENR R -1-5]-1,2,4- = W& -6-5E } -4- 550 -5-(1H- ML -4 35k ) 25 5y FR 7
b

165  2-{3-[(3S)-3-F JLWRIGE-1-J]-1,2,4- = WE-6-Jik } -5-(1 H-MEMe-4- 3 ) )y — #h % £
166  2-{3-[(3R)-3-F IENRIE-1-F£]-1,2,4- = W&-6-Jk | - 5-(1H- Ik -4 -5 iy — bR &k

168

2-{3-[(3S)-3- FF T HE IR W5 -1- 3 1-1,2,4- = W& -6- 3t }-5-(2- FF 3 -2H-[1,2,3] = 14 If
[4,5-b]MEWE-6-HE) 4 — bk ih

169

2-{3-[(3S)-3- BF T B WR W& -1- i ]-1,2,4- = W& -6- Jk }-5-(1- B -1H-[1,2,3] = M Jf:
[4,5-b]EE-6-J5) KM — EhER £k

171

2-{3-[(38)-3- FF P JE IR WE -1- 3£ 1-1,2,4- = We -6- 4 }-5-(1- ! 2 -1H-[1,2,3] = M Jf
[4,5-bIEWE-5-4E) ) — #h Rk

172

2-{3-[(3S)-3-FR A HE R - 1- 5 ]-1,2,4- =I5 -6- 3 1 -5-(2- F HE-2H-[1,2,3] =M 3[4, 5-c]
ntnE-6-55) KMy — Eh e ik

173

2-{3-[(3S)-3- 3 [ & UK W& -1- % 1-1,2,4- = W& -6- 4k }-5-(3- FF AL -3H-[1,2,3] = M Jf:
[4,5-b]REme -5 ) Ry — fh R £k

174

2-{3-[(3S)-3-FF A HENRWR-1-4£]-1,2,4- = WR-6-4E } -5-(1-FF 25-1H-[1,2,3] =M 3 [4,5c]
ML -6-3) He R — b e

175

2-{3-[(3)-3-(P -2- )R W5 - 1- 3£ -1,2,4- =5 -6-H }-5-(2H-1,2,3- = -2 J )tk g - 3-
BE —hEgih

176

2-{3-[(28,58)-2,5- — FA FEWR e -1-FE]-1,2,4- = BR-6-FL ) -5-(1H-FIL M -4- L) Ry — b
2 Eh

177

2-{3-[(39)-3-FF A FL IR HE-1-3£]-1,2,4- = HE-6-3k ) -5-(ME e 4-35) 5 Wy — ER R £h

178

2-{3-[(39)-3-FA A FEWR - 1-FE]-1,2,4- = W5-6-F } -5-(3- ML e -4- 8 ) A5y — Eh MR £k

179

4-{3-[(3S)-3-FF T FL R W5 -1-FE -1,2,4- = WE-6-FL L -4'-( R & B[ 1, 1= 6 2 Sk )-3- %

Hhis it

180

2-{3-[(38)-3- FF T 2 R W5 -1- 2 1-1,2,4- = W& -6- 5E }-5-(2- F ik -2H-[1,2,3] = M JF
[4,5-b] Mk e -6~ )k g -3- B — 98 2. B8 £

181

2-{3-[(3S)-3-FR 1A R W5 -1 - ]-1,2,4- = W5 -6-F 1 -5-(7-Fi-2- FF J-2 H- 16| ek -5 3 i
WE-3-1% £h G £

182

2-{3-[(38)-3- IR A FE MR IR - 1- 4L )-1,2,4- = WR-6-FE }-5-(2H-1,2,3- = M2 Lt - 3-
=RLERH:

183

2-{3-[(3R)-3- I TH AL NRIE-1-3E]-1,2,4- = B&-6-FE } -5-(4-FF H-2H-1,2,3- = k-2 Jt ) 5%
Py — Eh AR £
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184  5-(4-FF 3E-2H-1,2,3- = 4-2-3k)-2-{3-[(3S)-3-(TH -2- 3L IR W& - 1-3£ ]-1,2,4- = 15 -6-F

Wy hEg ik

187

2-{3-[4- T HE-3-CA I IR T t-3-J RIS -1 -3 ]-1,2,4- =W -6- 3 } -5-(1 H-ME -4 3 2
iy HR 12 6

190

2-{3-[(2R,58)-2,5- - FJLWRWR-1-FE]-1,2,4- =WR-6-Fk }-5-(1H-NHL -4 F5k ) 255 15 o %of-
AL N Wl ko

191

2-{3-[(38)-3~(H-2-H Wk 0R-1- 3£ 1,2,4- = W-6- 5L } -5-([ 1,31 WHE I I 5,4-b ML i -2- 3 )
K = LB

193

2-{3-[(3S)-3-FA A BLWR IR -1- 55 ]-1,2,4- = W& -6- 3 }-5-(3- FF B[ 1,2,3] = M Hf[1,5-a] it
WE-6-3) 19 FF e £

194

2-{3-[(38)-3-FA A HEWR %R -1-2K - 1,2,4- = W8-6- }-5-(1- FF HE WK I I [ 1,5-a] WL Wi -6- 22 )
KM} B

195

2-{3-[(3S)-3-FA T FENREE-1-3]-1,2,4- = W5 -6-3E }-5-(3- FF ZE BRI Ji[1,5-a] ik g -7-4E)
2y B R £

202

2-{3-[(3S)-3- I T 3 R 165 -1- 3 ]-1,2,4- = Wi -6- ik }-5-(2- P 3 -2H-[1,2,3] = Mt 5
[4,5-b]MEIE-5-5E) XMy -tk 2k

208

2-{3-[(3S)-3-FF N LR We-1-HE]-1,2,4- = W& -6~k } -5-(1- 2. Ak - 1TH-E M -4- 55 ) 2R oy —

s

211

2-{3-[(38)-3-Hl T 3 WR W& -1- 3 ]-1,2,4- = W5 -6- 3£ }-5-(2- FF 3L -2H-[1,2,3] = M I
[4,5-b]MEmE-6-H5) Ay — EhER &k

212

5-(2- B 3k -2H-[1,2,3] = M 3 [4,5-b] L B -6- Fk )-2-{3-[(3S)-3-( T4 -2- Fk ) WR W65 -1-
$£]-1,2,4- =z -6- 55} 5y — ER AR £k

213

2-{3-[(3S)-3-FF P FENR BR-1-FE - 1,2,4- = WR-6-FE }-5-(1,2,4- T —-3-J8) % = L 2.
R &k

231

2-{3-[(3S,5R)-3-F1 ] H-5-FR AL ORI - 1-JE]-1,2,4- = W& -6- L }-5-(1H- ML IE-4- L) 55y
R

232

2-{3-[(3S)-3-FF K =R W -1 -3 1-1,2,4- =005 -6- 4 }-5-(5- F k-1 3- MGk 2 ) 2y =
B

233

2-{3-[(3S)-3-F A FENRIE-1-FE]-1,2,4- = HE-6-FE 1 -5-(1,3- M2 ) Ry = S 2 BR &1

236

2-{3-[(3S,5R)-3-3 ] Jk-5-FF FEWR - 1-3E]-1,2,4- = BR-6-4L } -5-(3- .- 1 H-ALL P-4 3%
ety — EhER R

237

2-{3-[(3S,5R)-3-FF | Ft-5- I IEIWR BR-1-3E]-1,2,4- = W&-6-Fk } -5-(2H-1,2,3- =142 3k)
AWy R R

238

2-{3-[(3S,5R)-3-FF | H-5- Fp IR 05 -1-3L]-1,2,4- = WE-6- 4 }-5-[1-(H3) B - 1H- it
-4 JE R EhRR 2k

239

2-{3-[(3S)-3-(H-2- 3 R - 1-3]-1,2,4- = E-6-3 1 -5-(1,2,4- 18 — I3 )R ) = 4
g

240

2-{3-[(3S,5R)-3-Ff | J-5- FF MR R - -3 )-1,2,4- = E-6-3L }-5-(1- FF - 1 H-MLE -3
H) Ky LR R
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241 2-{3-[(3S)-3-(1-F JL IR S ) WR R - 1- 0L )-1,2,4- = R -6- 4k } -5-(2- FF JE-2H-[1,2,3] = 14

31 [4,5-b bk e -6-H5 ) K By &5 R

242

2-{3-[(3R)-3-(1- TP S FRTA ik R 5 -1 - 3K ] 1,2,4- = 5-6- 3} -5-(2- T 3L -2H-[1,2,3] =8
FF[4,5-b]ME g -6-J8 ) AWy £ i £

243

2-{3-[(38)-3-(F-2-FE R HR-1-F£]-1,2,4- =W&-6-FL 1 -5-(ML e - [1,5-a] M8 e - 3-8 ) Ky
=R IR

245

2-{3-[(38)-3-FR A HEWRWE-1-JE]-1,2,4- = W5 -6k } -5-(5- FF H1,2,4- 18 130 ) 58y
=RLEH

246

2-{3-[(3S)-3-FA P FE MR W5 -1- 3 ]-1,2,4- = W5 -6- 5L }-5-(2- FF J - 1,3- Mg k-4 - J ) 5 iy =
TR S

247

2-{3-[(38,5R)-3- A T -5 F HEWR 5 - 1-J]-1,2,4- = W05 -6- 4 }-5-(1 H-NLE P-4 J) ey

—EhER R

248

2-{3-[(3S,5R)-3- T H-5-FF FENR G5 -1-3E]-1,2,4- = W& -6- 5 }-5-(3- - | H-HLL e -4-3k)
Mgy EhmR i

249

2-{3-[(38,5R)-3- Z. M -5 T HEWRIE - 1- 2 ]-1,2,4- = 0563 }-5-(1H-MEIE-4- 1)

R

250

2-{3-[(38)-3-(F-2-FE R IBR-1-HE-1,2,4- = WR-6-Fk }-5-(1,2-MEME-4-3E) R My £6 82 26

251

2-{3-[(3S)-3- 1 TH FEWR R - 1-FE]-1,2,4- = Wa-6- } -5-(2- FF S L 1k g -4- 25 ) 2R By =
ZgRh

252

2-{3-[(3S)-3-F T MR HE-1-FE]-1,2,4- = W&-6-FL } -5-(1,2-MEME-3-J) Ry — 5 £, BR 6

254

2-{3-[(3S,5R)-3-H | F-5-F FLWRE-1-9E]-1,2,4- = WE-6-FL 1 -5-(1,2,4-1E - e_3_3L)
P Eh R #h

255

2-{3-[(3S,5R)-3-FU ] FE-5- FIHLNRIGE-1-5E]-1,2,4- =85 -6- 4k } -5-(6- FF A S g -4- 32k )
R R £h

260

5-(1-FF HE-1H-1,2,3- = 4. 35)-2- {3-[(3S)-3-(H -2- IR W - 1- 5L - 1,2,4- = W -6- I }
L

261

5-(1-FF 3-1H-1,2,3- = -5-3£)-2-{3-[(3S)-3-(1H -2- 28 IR Wz - 1- 3 ]-1,2,4- = W& -6-3 |
My e Eh

262

5-(2- 1 H-2H-1,2,3- = I -4-5E)-2- {3-[(38)-3-(TH -2- ) UR W& - 1 -t ]-1,2,4- = R -6- 3 }
K — sk Bk

263

5-(2,1,3- 2 FFME -5 JE)-2- {3-[(3S)-3-(TA -2-F WR - 1-3]-1,2,4- = 15-6- I } 1)

thRREh

264

2-{3-[(38)-3-(7H-2-HE )R W& -1- 5k - 1,2,4- =W -6-Jk }-5-([1,2,5]E 1 JF[3,4-b] AL 1
-6-4) Ky — Eh R b

265

2-{3-[(38)-3-(7-2- 3 )R e -1 - - 1,2,4- = W5 -6-3 }-5-(1,2, 5-1E — -3 3 ) ) = 4
LREh

270 2-{3-[(3S)-3-(TH-2-3)WRMBE-1-FE]-1,2,4- =R-6-JE }-5-(1,2-MEME-5 ) Ay — Ehik £k
271 5-(2-F S Fk-6- AL -4- 5K )-2- {3-[(3S)-3-(TH -2- 3L IR W& - 1- 3K ]-1,2,4- =Wz -6-FL )

R b
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272 2-(3-¥83E-4-{3-[(3S)-3-(H-2-FL )R MR- 1-FE]-1,2,4- =WE-6-3L ) IR IE)-1,3- R L5 FR i
Eh R L

273 2-(3-F3-4-{3-[(3S)-3-(TH-2-JE )R IBE-1-HE]-1,2,4- =185 -6- ) S5 )1, 3- e 4- R %
thigEh

274 5-(2-FFE-5,6- A[1,2,4] =MEFF[1,5-a]L BE-7(8H)- 3% )-2- {3-[(3S)-3-(TH -2- 3 ) IR 185
-1-3£]-1,2,4- = 5-6-35 ) IRy B R &L
275 2-{3-[(3S)-3-F A L IR 185 -1- 3 )-1,2,4- = W -6-Hk }-5-(1- 9 Hk-2,3- — & -1H- Bk 14 Jf:
[0362] [1,2-b]ubre-7-38) 25 /) — Eh R £k
276  2-{3-[(3S)-3-FF A FENR E-1-5E]-1,2,4- = HE-6-3E }-5-(5,6- - Z-4H-ML & F[1,2-b] AL
Ie-3-JE) A8y AR ek
277 2-{3-[(3S)-3-FF [ HEWR E-1-5E]-1,2,4- = W&-6- 3L} -5-(4,5,6,7- VY ML e IF[1,5-a] itk i
3B KRy R R Eh ok
2-{3-[(3R)-3-IR A JEMR E-1-9E]-1,2,4- = HE-6-L 1 -5-(4,5,6,7- VU S ML [ 1,5-a] L e
-3-3E) Ry BN R Ak — SRR
283 3-F-5-(5-F-1H-Mk B -4-F5)-2-{3-[(3S)-3-(7H -2- 3L )R MR -1-FL ]-1,2,4- =R -6-Fk }
ML, LR
284 2-[3-(FNEAMERE FE[1,2-a] LR -2(1H)-3E)-1,2,4- = IBE-6- 3L |- 5-( 1 H-HE 443 ) K Gy 5
[0363]  HA v AMr e ik B HKEY a A i B AR s K.
[0364]  fh2f5E X
[0365]  FRIEFIAMHIHE S, 75 WA SR I AR N G2 8 B AR DA b AR 33 B 4 S rp A
AL ARTE B LU T 48R e
[0366]  GA ST, ARVE “C,, He e il 2 F8 7E B e SRR AL b B — R YA IR 1
AR , B HE (AP T 2 L 0k IR TN (AR N P B T e J%) e L OE T 2 (e
PROAT ZEBCT e ke) o T 5 AP T & T B AR S RVFRIIE AL T, C ST
36 M A A S IR 1 AT 2R EUAR
[0367]  GASCHT HH, R “C, Ji L™ I 8 48 72 B s BE M R B — R AR IR 1
HIEA BAH — AN AN - I B 3 0 ARG I, B E AR T 42 (ethenyl) (11
PR CHEEE (vinyl)) i A EE IR RS54 AR T -GS I RVFIIG OL T, . M AT e
WA ST A B B AR AR
[0368]  4nA ST FY, RTE “C, JbREE” 3 W 2 F 78 BB B BE M B b BT — & )\ MR SR T
HEHABEG =A% - = BER o AR, AR EARR T 4 gk b IE T bk
FLEG SR AEFLLETT I, C, SRR AFRHAMR T-C, Skt C, WIS AR R b &0 RV 1
DL 5 C, JRFEAT G M4 U A ST i3 ) BOA R e SR AR
[0369]  GASCHT FH, R1E “C,_ Ji 8 R Il 8 R 4R AE X “-0-C,_ He 5”1 B sl S ey AL v
BA 1245 T AR, R AR T H 8, 5 ERNARE . R NER B TR
BT AECEE P TSEEE RUT RS AW M S RVFRIIE DL R L C SR AR I Y
AR 1 AT PR EUA .
[0370] A ST Y, AR 1E “C, (PR 2R 30 2 4R A B ER 70 A AT B 2E XA B 2 M 42
B B EAR TR AT AN O B AR LS R R E LR, C, b
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[0371]  WASCRT H, R 1E “O5 57 18 8 2 48 B30  XOUPA B22 34 05 e S5 1 PR &6 1) 1], (04
(EANBR 23 20 U 7 0 O SRR TR AL A I SRV DL R, 05 ATk
WA SCFT iR I B R FR 2R EUAR

[0372]  GnARSCHT Y, ARAE “4 05 257 I8 5 2 F8 BN L OUR B 22 R 0% it S5 IR 4 i Bk AT,
HELE R B YE ARV IR N s — AN AN S T R 1 g — N AN 2R R 7 (W10 S
BUNJET) BUAR , A 35 (E AN PR TG IR 2 1 1y 56 | b g | P e | IR e S | S G L | S e
B CEME L 1, 3-MEMR AL =L 3 L e L ORI | e | IR 3 Ik
W | W | M | A M e Gt | S g P R | RS SH G R 2 | R S M My L R IO el 5 |
1,3~ JFMEMEEL (1, 3- 2R Jf G e MEE A JL | s bR L | S s IR L | s e b L L R BR D L1, 3-
etk 1,2- Tk 1,2- ML 1, 4- TRURTRAR Y IE S (DR (3, 2- b MR nE JE kAR (3, 2-
] I L IHRE (2, 3- ] e 3L L 6H-E MY 3 (2, 3- b Mms 3k  IEmy 3 [3, 2- ¢ ] Ak g 3k L nggmy 7t
[2,3-d]msngE  TH-n% 3 [2, 3-b itk nE & 1H- Mg I (2, 3-c Ik nE 3k L TH-Ak g 3 [3,2-b]
M 3 L IEE A 3 (1, 2-a ] MG 3 IR 9 (1, 2- b ka2 e M 3 [ 1, 5-a] Mo 3 bk 3 [ 1,
5-a B L BRIEIE (1, 2-a] ML mE 38 3H- BRI (4, 5-b] nHmg 35 KM I [ 1, 2-a ] msng JE ik
eI [1,2-c Mg 3k (KM I [1,2-b] WABRIE (BKIEIF (1, 2-a ] MEBRIE (kM IF[2,1-b] [1, 3]
DL L KRR [2,1-b] [1,3, 4008 Mg [1,2,4] =M 3F[1,5-alMbngEdE . [1,2,4] =M 3f
[4,3-almbie 34 A 0] LA RVFIIE O T, 205 HeAT 3% 70 A 5l U 1 PR A 3 b e dan
AT HEIA B AR AP IR

[0373]  7E FEUE Ty TR , A% 05 2 (1 Ay 47K T REAS [E) , 451 dn 78 JE FR i) 4 s 5] v, L o ik g
(furanyl) A FRABRME S (Furyl) , MEW; JE (thiophenyl) 0 A] Fx AMENY I (thienyl) , MERE
% (pyridinyl) ] FRGMERE L (pyridyl) , AR HBEW JE (benzothiophenyl) tH A FR AR I
IBEN 3L (benzothienyl) , 11, 3- &M EE (1,3-benzoxazolyl) AR AL, 3- K Ff G mpFL
(1,3-benzooxazolyl) .

[0374] 75 HE 6 H A 75 T, %55 35 1 RV 18 AT DAL 35 HoAth 7 B 5 A4, 491 Gn 78 S PR sl s
e, e R R AT I 5 R ] DAL 5 2H - H g R | SH - PR 25 R T ML e R AT DA R TH - it
M RS R TEIDK A L3 ] DL A4 TH- KPR B S5, R = MR i DLRIFE TH-1, 2, 3- =ML SE
ARAE MG WA AT DA FE L, 2, 4- B e (1,3, 4- % R AR ORAE PU Mk BE VR AT DL AUFE 1H-
DU e 3 | 2H - D e 25 A T35 W Wk S5 s T DAL L H - M| 356 45, R 1|k 2 54 T D 355 1H - W
W JEE | 2H - M| e JEE 25, A 1 5 S DK M 3 348 T DAL TH - 2R FR IR W L, R 3 M4 I 38 v DL AL 45
OH - WIS FE A5

[0375] AR ST A, R T O PR L™ 38 0 o 8 1 R0 B0 43 AN T R B A L RO B 22 BA ik SR
TG, Hrh AR MR g tE R VFIEOL T, — AN ERE NIRRT 3 2k 2 R 1 (5]
W0 SEINJR ) BUAR, BLFFEA IR TR L e dE B A R T e 2 R BR T e 28 L DY Sk e
LRI PR R | LG I e | L A R S | L A e | TR A R | TR A e | S IR R R | S SR
S | S A R 356 | S A o R ST A R 56 e e | R AR IR G | T A R | — R L — e
Fe G IR IR | I e L I kIR L | e o | [T kR | O e R bR A L -
2H- ML 3 DR IR L (1,3 b dE L 1,2,5,6-TUEMEmEFE 1,2,3,6- DS mE & L R ie 5 IR
W T bR I B ARG IR L 1, 4- AR IR B 1, 3- ORI AR AR L1, 4 - 2RI R

119



CN 115768762 A ﬁﬁ HH :I:; 75/138 1t

H.2,3- & -1,4-FIF P (benzodioxinyl) NG I3, 4-b] AL - (1H) -3,
(3aS,6aS) - /NEMEME I [3,4-bIuEmg - (1H) -FE . (3aR, 6aR) -/NE MM F[3,4-bInkE - (1H) -
B NEMEE I [3,4-bI LR - (2H) -3, (3aS,6aS) - NAMIE I [3,4-b] AL - (2H) - 2
(3aR, 6aR) - 7S & MM I [3,4-b] Mg - (2H) -2 S ML I [3,4-cImkn% - (1H) - 3£, (3aR,
6aS) - FNEMEIG I [3,4-c]MEm% - (1H) -3, (3aR, 6aR) - /SZMEIE FE (3, 4-c Tk - (1H) -3 )\
2 -5H-MEE I [3, 2-cImb g K J\ A -6H- kg 5F: [3,4-bIMERE L | (4aR, 7aR) - J\ & - 6H-HL %
FH[3,4-b]MLEERE | (4aS,7aS) - JNE -6H- L% 3 [3,4-bIMLng K /S EMEE I (1, 2-a] nb i -
(1H) -2, (TR, 8aS) -/NAMME FE [1,2-al bk - (1H) -5, (8aS) - /NEMLME FF [1,2-a] MLk -
(1H) - 2. (8aR) -7SEMEME I [1,2-alMbBs - (1H) -2 (8aS) - NEMLAE I [1,2-almtbE - (1H) -
B (8aR) - JNEMEMEFE[1,2-a] LR - (1H) - & S EEns (1, 2-a itk s - (2H) -fid . J\& - 2H-
e (1, 2-al iR FE 3- R4 WA [3.1.0] % (IR, 5S) -3- & BIA[3.1.0] 2% 8- &
ZeXIR[3.2. 1] 3FFE L (IR, 5S) -8- &4 WIA[3.2. 1] I 8- 44X [3.2.1] -2 J k.
(IR,5S) -8- A MIF[3.2. 1] F-2- /2L 9- B A XA [3.3. 1] & (IR, 5S) -9- A A XA
[3.3. 1] F&.2,5- "R EXA[2.2. 1] 5%k, (1S,45) -2,5- “RAVIA[2.2.1] %L 2,5-
TRERIA[2.2.2] EFE 3,8 RARAA[3.2.1]1FF (IR, 5S) -3,8- R AERIA[3.2.1]
FHE 1,4 TR ANGA[3.2.2] BRLVEIUIR[3.3] Pigk 2,6- R AR [3.3] ik 2,6- &
ZebB (3. 4123 .2, 7- R AMR[3.5] £ .5,8- RSB [3.5] F4.2,7- A SIE[4.4] F
BE.6,9- TR AIB 4. 5] 285 T-E A B [5.1.5°. 3% PNk AL A 7R W] AL S SR I
U ZRPA AT A B A Al U PR 8 B A AR SC R R I 1 BRGE Fh 2R EAR

[0376]  FEHELLTTTH , ZePAIEN iy 4492 T BEAN ] L 451 an 70 AR BR i1k s v, 1, 3- 2K 9F AU
R AT FRAZEIH[d] [1,3] ZRURIAIE,2,3- Z4(-1,4-FIF BB al #RoN2,3- =4
I [b][1,4] Bk,

[0377]  GARSCRHT L, RiE “C befi 2k -C b k" 48 N U 2EH] : -C bike-0-C_ bk,
[0378]  GARSCHT I, R “C, bike- A" 48 N U EEH]  -NH-C | Je k.

[0379]  GARSCRT A, R1E“(C,_ Jedh) - 3" 248 T H  -N (€ Jedh) .

[0380]  GASCRT I, RTE “C, b ks - B dE” 48 N U 2] -C (0) -C,_ bk,

[0381]  GASCRT I, AR1E “C, b dE - Btk - A" 248 N U 2 4] : -NH-C (0) -C,_ bk,
[0382]  UnASCRT HH, RIE “C bk - it 248 Ui A - -S-C bk,

[0383]  GASCHTH, RTE “RAE-C, b FE” 48 MR EEH] : -C, bk -NH, .

[0384] A SR H  ARVE “IiAR-C, e Bk 28 T AR R - -C | e dk - AR, Feh e W]
WEARVFIE DL R, C,_ BB 40 Hh Bl 58 A i g — AN B AU 7 B

[0385]  4nATSCHT A, RiE “m 4R (halo) ” 8% “&i & (halogen) il H & a1 & JE 1 3L M, (45
B A IR

[0386] A SR H  ARVE “pifX-C, e S8 L R 48 NN R -0-C, bidk - 2, Hop 72
A RMEN RVFIIEIL T, C, e L0 43 h B 58 A g — N2 2 J5 U

[0387] A SRR A RVE “pifX-C, ek 28 AR R - -C | e dk - &, Heh W]
AW FRVFRIIEOL N, C, SeJE 0 53 B 58 A gl — AN B2 A 2 J5 T HUAR.

[0388]  GASCRT T, R1E “pifX-C,_ btk -2 2" 248 N U E] : -NH-C_ bike- s &K
[0389]  4nASCRT L, RIE 5" 248 T U JE 4] : -OH.
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[0390]  GrASCHT H, R1E “Fekk-C  bihE” 248 T AR 2R -C,_ Jidk - O, Hrp 7Ew] itk
G RVFRIEBL T, C, He 070 1 i 58 4 e — A~ Bl 2 R B B HUAR

(03911 dnASCAT A, R “BURE” B8 EZ O THE T LR B R R, &% 05 F1E
f € R AL B AP EUR, B Az de e i1 B — A ANE AR A e IR IR
A I HAZ B AR e AL S A BRI R/ 848 B 1 2H & 7 A R AL & )
B, 4 SOV SR A o ARSI I8 RN 53 B B 3, A ST i B 7S R ALL - ANl 2 1 2
(RAEART ik DA S % S5 » 30 e v B A 2 8 i i &5 DA 2 BT iR BB = AN 2. 7E 5
Be s, — AN a2 AN B XU (a0, AR B =07) 1E i 5 s i U AR v] DAFE A ST )
HACEE A Hh iR  WoR sl F e, Hodaz g5 il ge AR s B E A 520 (D) %O 45 M i) 2 42
R o AN AT RN R ER A, AR T R, (H XU B R T AR AR

[0392]  4nASCRT H, SA SR AL A 2 RS 8 MR B ARTE “5587 48 A MUIRE AR N 51 7]
DLTIEA R AL 22 S5 1 B A4k, FEEAN R T i (B3 8 L Sk alihr B 450 k) 3 24t
(CELHE VAN B 7 AN AN B3R O WOA BR 22 PR g5 44) 1) /KA 4B F BA S AE 0] AL &0 e Vr i 1S
BUR PR AR E A A YR B HoAh AR Ak

[0393] W T AUEBRE K, 40 (D HEWEH I 1) — A a2 AN HURE R & A I
AT (D) & B RE BN, HILE T A TSP N AR A B AN B Be 4] m] DU A7
e, HF HAEIE 15 0L T 7 Hi R/ B30 0 4 AR

[0394] WA SCHr A, R TR M7 e 457 B0 “% B ik B 2R e BURE SR H AT AE R (D
()&t b P — IR ) Dhae A2 &, A5 % HE I A BOARBE b 37 A AT Ar] IR B 5 X L
A, TEA ST IR AL S P AT AT A 2 2 Bl 45 A b A B o B O R AR =, B B B 46
TR 5 CEAF 58 J8 H 1 B P 2 35 46 a8 FH A, , 48] dan 5% R v DA R It e 2R B S5 B 46k, DA
PS4 & Vi SR £ A SCRT iR AL S P0TE N

[0395] A SCHT Y, RS “BE AP S B “FERE RS b, BAFAER” FEIE 40 -, b
Fe.C,  FABERE-C bk 7R TR -C ) etk RO B R DT HE-C ) etk R AR MR BA A -
C,  JedE” Jih 2 Al I, & FE 48 B MAFAE U E Y BUREEAFAE I C, | b dE  J7 B Vo7 2
AN RS

[0396] WA ST FH, AR “AFak Mgl BUARY 72 48 FH Ry i 1) AR A2 & L B2 [ (group) 4]
(radical) BEH T HLEAR

[0397] & HIEa

[0398]  dnASC AT, R T ZfaX (DG EGEA LT RE R iR e
B K AWV A TG  STAZR S R A2 I L AR S R AR

[0399]  FEARSCHTHEIARM FELL T 10, 2 (D) A G0 T XN Holie B IR Ui B ik

[0400]  FEASCRT AR FE LT, 2 (D A &8 H AR

[0401]  FEATSCRT R I 3L 7 1, 20 (D A ST 08 H B AR Rl ik

[0402]  FEASCHTHEIAI FLL T 1, =X (D A& TE RN 25 Bl 852 TR 2

[0403]  FEATSCRT R I FE LT 1, 20 (D A S el H I8 Xt 45 B DL AE

[0404]  GnASCATH, RIE “r B 7 280 (D A& H e XA Rl 72 (4, M B

AR ST H A ) AR AN RN — R B2 R 73 B B Al AL 5 (B0 3 L B4 55)
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AT A A P B T U 4l B2 2 DL IS ik AR ST R ) BRAR ST AR N (R 2 R0 B B v 2
BT AR BT AL .

[0405]  GnA LA H, ARIE “CRI 07 218X (D A A9 HE b 10 5 5e H N &2 1 I T2
2, BT 1B A G AT S B, PE LRI 67 i Ah e AR AN A BE 1R 1) o A5 3 R AR 37 3 (] Dl AR 43
WA B RN G AL, DL S AT ik 2 2 b e 2ORE R BN 6 an “E LA R ) PR A A
(T.W.Greene et al,Protective Groups in organic Synthesis(1991) ,Wiley,New
York) . WIS B BRI 4E 2 28 K Wy &=L DL SR TR  Fe SR BRI I 5 1 IR 47 ik A A0 356 = e 2t
PR R Joe i Bl 05 i e i R R o 26 (49 a9 T 2 = R R R R e s 0T R R R e e A
iR R e IINIIE AL B S ANV E A e SE SN R N R R I AN - 18
() A& PRAP i A LGB T A I, R R E & R IR & iE ORI S B HE e 2t 5 B el
Fe Ll o AR SRS vh R4S AR RT DU R AP IE , 1 IR IR (Wang resin) Bi2- 5
AR LG NR o PR3P 55 1 AT DUAR H5 AR S5shss RN 5328 1 B0 DA B T AR S B it () s 2
AR INElE % .

[0406] A SCHT AR ) —FhEl 2 b &4 mT L5 25 2% Fal 52 355 (I dnsK | £ 1 5) LA
AEIE I LA SIS T AR AR, AU B B 78I a8 1 A ARV R AR T 2

[0407]  4nASCHT H, ARE “E A" 2 SR A SO R R A& 5 — Pk 2 P il 4+ 10
WIBR G IR B 45 500 SO R R FE ) 5 B RS A B, B0 4 S0 o AR S e s il o, 34557
R )b A=A 7 e s R 1 R A b | | P2 e e R N PR < S 1 Nl 5
VD B FE R LA K0T 2y BS IV A A 3 IRV SR 1 R FIR i P S 1) B0 4 20 1
14 A

[0408]  4nASCRT L, RIE “IKEH” 48 Hrh 55150+ 7K e .

(04091 X (D) Wtk & mr U R, HE A EEEARUH BREE N A A WA, &
WAL S =0 (D A& HOE AR B A B 4G H R 0 A SO L, RiE “87 Ron 5
TEALIR A/ 5 A HLER Y B B R 3 2k, DL A 5 e MLas AN / 55 WL 1 i i =X 26 < ik 4k, 24 50
(D) AP el H R AL SRt 5 7 (1 an BN BR T+ Jie 56 ) AR A 3 (B an (B AN PR TR %)
I, BT (P ERT) AT DO RO 48 AR AR SO RS “E87 I .

[0410]  4nA ST FH, ARG “24 % Bl 352 1 £87 2 18 7200 2L 3h W b 3 A 22 4 Il 20
(B, B AR B2 B AT 4252 1) FF H B A V00 1 B A STk A P 3, R HoAth 2h
W] B 2 (D A& b el ana] DL A = (D & ei e S — e = W, L&) 1
PR BB AE A1 5T (51 a0 e ShUTHE T H A (A J52) BOKPE A B s SR S R T T -

[0411] 2527 Bl 42 i b L FE AR A2 T A ST R iR A A Wb 1) — bl 22 b i =X 26 Bl =X
£ BRI R I B AR T A S E AR T 48R 2 PUR MR £R R R 3h L 2R B IR 6 L I IR &
A BREEL B L IR TR R TR R 2 AR IR £ AR AN R AL | 2 B ER
HRER VE SRR NHER 3h A ) HE IR £ AT R IR 2 A =R B VUL SRR 2
FLBREh ok IR AL L PR £ L ZR M IR 2h L IH IR £h L IR Eh WU 2R IR 2h 2 TR 3h B RR 1 L TN R
FN e N 7 L N A L N L s N 7 L s R U Lo s S 7 9 1l
(toluenesulfonate) (WKL E: (tosylate)) « =9 LR ERE - B M0 Al #h 1 FE 46 HL
IR E L S .

[0412] Ak, 38 5 A RS S B 25 1 & 8 B 2 2 Ea I SR ER , 1 an 76 DL R ST

B B

o
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BR A BEAT 1R IR T B L FE AT (P.Stahl et al,Camille G. (eds.)
Handbook of Pharmaceutical Salts.Properties,Selection and Use. (2002) Zurich:
Wiley-VCH) ; “Z5¥FRl % 4<&” (S.Berge et al,Journal of Pharmaceutical Sciences
(1977)66 (1) 1-19) ; “EHPrEZ 24" (P.Gould, International J.of Pharmaceutics
(1986) 33,201-217) ; “Z4¥4b %52 (Anderson et al,The Practice of Medicinal
Chemistry (1996) ,Academic Press,New York) ; fl “& W M2 ¥ & S K" (The
Orange Book,Food&Drug Administration,Washington,D.C. 2T FHMuh) XL /NN
FIEE 5 AR

[0413]  &i&EMHE S AR EARRE T Eh A 2h V85 2h VRE h LB Eh L Eh R g 2
[0414]  Frfy kSR X ER A X ER B B I A2 WA SO R IR 1Y 25 2% b mT 43252 11 R 1 YE
W o b AR, T AT BE F 1 B 1, BT A i SR X SR A Sh &R A 9 &5 R T AH LA A P i
HE.

[0415] =X (D) tb &9 R FOR UL W] DUR. AR 53 W T 2UAFAE - T A7 U 2K 238 S d 1 U R4 2%
EFF H B AR A SO iR = (D &P el e N e A .

[0416] =X (D) A &Pk HE 2] DLAL & AN FR BT H 0y 5 BR] I DUAS [R] (19 57 A S 44 T 2K
fEfE AU B B AR B (D WEMR BT A AR R e R IR A, BFE SN E ER &
Yo

[0417] AT IR AL G P aT DLALHE — AN a2 ATt , BRI AT DUAE 9 S e iR & 4
(R/S) BRAE Ay B A | 4 1 56 Aol S A A AN S0of Bl SR A AR A E o 2 A B ) CUARAE — DF 0
) AT AR EE AR B4l (R) 8 (S) X B A AR AFAE 72— AN BAR D7 T, A SO iR A&
Yo (S) Frafs, 3 BT AR IR A EAELFE (S) S M A i) 0 e S d A 4l 41 A A7 AE - 4E )
— HARTT I, AR A& A (R) gk, I HaT AR N EEA FAVEFE R) A4 1)
Xof Wl S R AR AR 2H 5 AT AE o AR STUREE AR N G AR B, (A E S T — AT D i, A
SCHTHEIR AL 36 mT DLAE R Gn TUPACHT 44 82 BT € XLHT R,R) « (R, S) ~ (S,R) 8L (S, S) 744
RAFALE .

[0418]  4nASCAr A, ARG “F1HERT” 2 48 5 VU AR B BARER B & 1 Bk B 1 o A8 SR - Y
SEAR AR 2 TE SCAIE 51 38 G “AL o RTE W 7 (S.P.Parker,Ed. ,McGraw-Hill
Dictionary of Chemical Terms (1984)McGraw-Hill Book Company,New York) Fl “H Hlit
EWINIABAL S (Eliel ,E. flWilen,S.,”Stereochemistry of Organic Compounds”, John
Wiley&Sons,Inc.,New York,1994) . fEffid 24 id AL A W00, BFZRDAIL , BRRFNS, T
R RTHF MO 4ant g 84 . 5 e BRI T oG AR IE 1) BUAR 2 4% B Cahn L Ingo1d
FiPrelogh) 74 # 0] (Cahn et al.Angew.Chem.Inter.Edit.1966,5,385;errata 511) ff
Fl.

[0419] AR, ARG “HEA Raif)” 2B EEAR EH B — R AN, 28— 7
AR B R T EEE T790% , KT 4 T-92% , KT T-95% , KT 85 T-98% , KT 5i4%
F99% , 55 F100% .

[0420]  FEARBHFHE—T71, X (D G EHIE XA i (S) XTH 7 ik
1% (S) XTSRRI LR F B0 T90 % (N EAF 1R, LK T T92% I EA77E, LA K
FEHET B MRATE, LR THET 98U M EAFTE, LR THET99% M EAFLE, LK T
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BT 100% [ B AR

[0421]  ZEARUE OB — A5, 20 (D A AP al B O 3 A _E 4 (R) X B S5 44 74 FE
X, 1% R) KW SR AR T 2L R T 30 T 90 % 1 EAZAE , LK F i 192 % B 772, LK
FEETIS B R, LR TR TISY R, LR THET99% K RAFE, LT
BT 100% [ B AR

[0422]  fnAS ST P “HNIS BEAAR” AT AR AF w4 1) S A A SRR &, B L S
{EASBR T HL 419 £950/50 . £160,/40 . 2970,/ 30852180,/ 20 I VR4 -

[0423]  ghAb, AU B BAEE BT E JLA FIAL B SR R il an, an s (Dt & s e 0a
FE B O ER , ) A e T 25 BA B =0 e X% TR & 3 B FE AR AR 1 B A5 Y
Y0 R Y o 8 Ik AR ek AN 53 BT 92 A8 e et R G R/ B0y 2 4 o AR S R A
RG] AT e A 5 25 570 BN EAT15% B I X B S A AR 6o e S ) 4 e L
Tk A T PEHPLCAE BAR 34 AN 53 2 R At €8 1% 7 32K 9 B o S5 B e A A s ] LA e ot
DL AR08 5 E @M s AL A 4 (9, 14 Bh 7 an - M B2 535 55 X (Mosher” s)
R0 SR, Bt W S M A2 VR s A g AR o i SR AR IR S0, 20 B AR X e S A, IR AL,
(151 a1 7K e A A ol S S5 W A7 g i P R 2 %] ke S M 42 o G AR, — 2638, (T) Ak & mT DA N BH 4%
SRR (an, BRI BT 28 AU R T AR A —5 .

[0424] A AL &9 (BRI Le1b S W0 2 ALY B FORG 24, LA SR 24510 & LA 74k
VIFIER) 1 A SEAR SR AR (B4, JUAR) SRR 2 S AR S5 91 o pl T 25 AR 22 1 11
ANKERR B8 T 0] B8 A7 15 B SEAR SR AR, 048 0T e S A R 2 (B 28 AE AN A7 AR AN X R (1) 15
N ATREATAE) i AR T 2 B A S A AR R X e S R A 5K LR A B S R A (f6
LT, 4 - WEk g A3 - L i ) AR 8K 5 7 A 0 BH 1 Y Bl Y o AR BTIR AR SRR AL S 0 AL
PSRRI U an B A AN Hofh S i 4, B0 T DUAAAE T AN I-IR &4 .

[0425]  RAE “E8” VAR SR AE B RS A S T AR R B AL S PR B S A A
SEAR SRR e SRR AR SRR A B S AR A T B E ATA TR

[0426] k&) Hi&

[0427]  ARPEAS UL B P FUAYE R, AR UL B 5 I aRE O Eg s et A KU ] i T
EFEVE L TR 6T B CEHD AN 2 & 4 i T TR iR 97 BUCGEHD I A

[0428]  AULHH I — AN 5 T B FE IR 75 Z00 2603 TRy i6 7 B DI 77 v2: , B4
) 52 it A RE R = (D (A e e .

[0429]  ARUEEH I —N 5 B FEIEA T Z 02 TG T B HD I 7 V2, B ) 52K
Fi A MER (D s HE A

[0430]  AUEEH P —N 5 B HEAEA 7 Z 052 o T HDI 5 v , B4 ) 5243 it
HRER O &P e,

[0431]  ARUEEHBI—N 7 B FEEA T Z 02 G TTHD 5 i B4 ) 5243 i
HRER O &P e,

[0432]  ARULEH I —N 5 B FEEA T Z 02 E o UGB 5 i, AL ) 523 it
HRER O &P e,

[0433]  ARULEH 1) 55— 4 B FEIEA 7 B0 2 TR T B s HD I V2, B 1) 52K
Fils A MER (D &Y e
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(04341 AULH A 53— Uy T RAEAEA /5 B0 32 103 TR YT BLECE HDIN 5k, B 1) 32 ik
it A R 2 (D A S s &Y s L NS — Rl 2 g T, AR 4L &7 il B
HETrik.

[0435]  ZRULEA 51— A5 AHE (D W EMEELE A SV T A 7 Z 1 2l
H IR T BESCEHDI 7, A4 R 521 it A RGN 3K (D) AL S s 8 sl &4 .
[0436]  ZRULEA5H J3— i AHE (D &M ERBELE A S TEH L H Ei 52
W TR YT BRESCEHDI 752, B4 7] 3210 it A RCE ) 3 (D (& Eh s .

[0437]  ZRULEA 51— A5 R HES (D S EEE A TR & 20 3210 a7 5L
S HD F 3, B4 1 32 6l it AT 2 1 3K (D A s

[0438]  ZRULEA5H J— i AHE (D S E BT TR & 2N 2l E Hin)r
e I FH i , B4 17 32 6l Tt A A 2 15X (D A S s 3.

(04391 ALY — A7 T RAE S (D A G P B AL 1 % F TR T BsCs 7 /s 2
A HUHDIY 25 )b i 3k, LA 1) 321X 3 e A R ) 2454

[0440]  ZRULEA 51 J3— A HE S (D A& 8RB U fil 26 R 7 s A /5
32 10 FRTHDH 2459 1) Rl , B0 45 17 32 10 it T A RCE I 299 .

(04411 A B P51 — 5 T A 45 B A S XHDAE P 0 28 (D b & s R R 4 Bk A
JREpE

[0442]  ZRULBH A5 — 5T R AE K (D A S B AR &7 i) g, DR (L4
o R BRI PR 12 AT RE S T 5 F V87 B s HDI AL 657 i o

(04431 AU A1 55— 7 M FE A G975  ZH ST R AR A ST iR A &7 5 v H
THRYTHDI — Al e A O AN 25 W) sl — Fh el 2 B LTI AL & ANEHDAE 15X SR 25 0
M N o

[0444]  ZRULEA 51— A5 AHE (D W EMEELER S — el M e v dl &7
a9 &, P2 A 75 2200 52U e 7 B 1D, 4 1) 32 6l it P A CE i 2 (D AL &
P e S BRI — Rl M2 A

[0445]  ZRULEA 51 53— 5 AHE (D WS ER B RS — el Mg i vl &
77 i R R, P TR 5 N 526l iR T B D, B4 1 32 13 i A R 3 (D A6
EMEHR B G HRER M R FINHE

[0446]  FEASCHR ML 3 85 1) — NI K2 (D A S B L S — Fh el 2 Fl )
AN 25V E it P T 3210, B 5 A2 1 R 1R AN i, i FH B 5 Ak T [
I B2 g, T RURE 53 20 245 fit P 32 103 B0 B S5 L A B 5K (D) Ab 5 el e
AN T3 AR 245770 F] LA LA S — A S W BRAN [RI AL Wit P T 52 1 B 5 L 4 i 1 ik 72 B ARy
1, 30 (D A G B A5 2 D7k (B il s #3402 480 4A) 4165 LA S RIHT TSR
o 5t A 53— RN T TG 4 A 08 o 2 5 — BAR O i, 38 (D e el ig s
A P70 A R AR SRAZHTT 200 6 200 6 8 R 2 5 16 o £ 5 — B O i, 30 (D A & el e
A 18 FH A ATHT T 200 6 Fr) 4 2 4 5

[0447]  fE Ty, ASCHRAE 130 (D A SV 05 SO MR v I B 72 (B4 4l 2R
I7) AL 1 g

[0448] Tyt , X T LL 5 KA A AR E R ARGIRIT I AL T35 X T
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ST R, R E AR AREIBITH

(04491 WASCHT H, RIE “Tip;” & 48107 (k20 B G sl he K AEAE 32 & b %2 il
AT HE S B0 BRGSO RE (H G A2 Wy SR 1208 P g A/ BB

[0450]  4nATSCET F, ARE “VRIT” & Fa 4] 52 13 (1 5 03 i B0 RE i 2E 8 232 i3 B
2RI HAZ T FERSAN/ BRRE R S BIFH 1E 2 28 5200 52 15 2 05 05 B i A0/ BRI e
Jig o

[0451]  WASCRT H, R1E “B03E” R A8 G2 5218 0 B S BORs iE B HE AR , 22 il 2
22 RN HAZ I B AG AN/ BOPEAE FRRER , BB O 28 52 52 10 9 0 B A R/ B i v
iB.

[0452]  WASCRT A, RiE 2 #E7 iR B A R M H Fiashae /1 AR 28 M E L&
W) S EAEART 7% B A AL o AERR 6 1 SE B FE L T . AR R KBS 5 8 A4 )
B R B KRB S AR B A8 L TT T, 32 9 3L sh W sl a4 3h ) 78 At 7
[, S2ARFE NN WA SR A, ARG “H387 AT LA S 5237 f N R B g A .

[0453]  WASCHT A, R1E “B 2GR 8L Y97 A 28" 2 4818 24 Rt Gy 7 8k 3% an A S
FiIA FIHD I R AR A 77 220 523803 vh ™ 2R B 75 IV OG5 A B TR R B b i
WRER (D S el H GV AR & AE—J7 1 %A M E VT LLRRIT 2
s (E Bk N) MHDFT R & .

[0454]  7E 55— 10, WAL RN 58 T30 (D A B el H IR U BE - AWk 8ok 23800 B br
I 3% R FE I YE N 290,00 1ug /mL & £950ug /mL , 410 01ng/mLZ)20ug/mL , 410 . 051g /mL % £
10ng/mL, BR£)0. Ing/mL A £)5ug/mL . Jy 1 18 B ALY I 2R W E , A8 SR il A& 4] LA
DA AR 7 e 450 i fEASPR T-1 . Ong %210, 000mg

[0455] 711, 9k 245 25 B F I 5 e B 1 ot FH B¢ 770 & T DA T 52l o Bl A 2 1) FL A
DRl 2t FH 5 JH o 36 - Bt P 7 591 2 B Y L AT B 290 001mg /kg /R 22 £3500mg kg /K » BY
£70.001mg/kg/ R AE#)3000mg/kg/ K, 8£]0.001mg/kg/ R & #12500mg/kg/ K, 8L %)
0.001mg/kg/REZ12000mg/kg/ K, 84%10.001mg/kg/ R EZ)1500mg/kg/ K, 8,%)0.001mg/
kg/ RZEZ11000mg/kg/ K, Bi#10.001mg/kg/ K ZE £1500mg/kg/ K , 8i£]0.001mg/kg/ K £ 2]
250mg/kg/ K, B £10.001mg/kg/ R ZE#1200mg/kg/ K , B £)0.001mg/kg/ K 2 2] 150mg/kg/
K, 8#J0.001mg/kg/ R EZ100mg/kg/ K, B£10.001mg/kg/ REL)T5mg/kg/ K , 8%
0.001mg/kg/ R & £150mg/kg/ R, BLZ10.001mg/kg/ R & £125mg/kg/ K , B5.£10.001mg/kg/ K
£ 2)10mg/kg/ K, 8i£10.001mg/kg/ K E £)5mg/kg/ K , 8i£J0.001mg/kg/ KR & 4] 1mg/kg/ K,
2 270.001mg/kg/ REZI0.5mg/kg/ K, 8£]0.001mg/kg/ R EZ0. 1mg/kg/ K, B H £
0.01mg/kg/ K % #)3500mg/kg/ K, 85£10.01mg/kg/ K & £13000mg/kg/ K , BE£10.01mg /kg/
KEZ)2500mg/kg/ K, 8. £10.01mg/kg/ R E£)2000mg/kg/ K , 8 £]0.01mg/kg/ RE 2]
1500mg/kg/ K, 8£10.01mg/kg/ K Z £11000mg /kg/ K , 8L £]0.01mg/kg/ K & £1500mg/kg/
K, 8 Z10.01mg/kg/ REL250mg/keg/ K, BZ0.01mg/kg/ REZI200mg/kg/ K, B4
0.01mg/kg/ R EZ)150mg/kg/ K, 8 %)0.01mg/kg/ K E#)100mg/kg/ K , 8L %)0.01mg/kg/ K
£ 2)75mg/kg/ K, 84210.01mg/kg/ K 2 %)50mg/kg/ K, 8. 210.01mg/kg/ K £ %)25mg/kg/ K,
B 270.01mg/kg/ R 221 10mg/kg/ K, 8210, 01mg/kg/ R & £1bmg/kg/ R, BLZ10. 01mg /kg/ K
24 1mg/kg/ K, 8 Z10.01mg/kg/ R EZ)0.5mg/kg/ K, 8 Z10.01mg/kg/ R EZ)0. Img/kg/
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K,BFH 2)0. Img/kg/ R E213500mg/kg/ K, B2)0. Img/kg/ K & 2£13000mg/kg/ K , B %)
0.1mg/kg/RZE212500mg/kg/ K, BLZ0. 1mg/kg/ R & £12000mg/kg/ K , Bi£)0. Img/kg/ R &
Z11500mg/kg/ K, 82410 . Img/kg/ K E£11000mg/kg/ K, 8L £10. Img/kg/ R F £1500mg / kg /
K, 8410, Img/kg/ R E£1250mg/kg/ K, BZ10. Img/keg/ K E Z1200mg/keg/ K, 8210 Img/
kg/ R ZE21150mg/kg/ K, 820 . Img/kg/ R ZE£)100mg/kg/ K, BL£]0. Img/kg/ R & £ 75mg/
kg/ R, BLZ10. Img/kg/ R & £150mg/kg/ K, 820 Img/kg/ K & £125mg/kg/ K , BL£10. Img/
kg/ RZEZ)10mg/kg/ K, B£)0. Img/kg/ R E 2)5mg/kg/ K, 8210 . Img/kg/ R ZEZ) 1mg/kg/
K, 8210, Img/kg/ K2 £)0.5mg/kg/ K.

[0456] 45 T 521X (M)A Rl T LARRAE 5 52 6035 AH O 1 IR 28 0 o L SR B A 5 SX AR I R
= AE B AT F AN 53 ) 52 B AN AR 9 B P o m DA o R ) R it FH O = DA SR S 8 KT
T M 24 70 B 5 BT 75 R o T LA R 1) L 2R L L DT 97 2 o DR A 1 ™ B BT e it e
ARAS V32 1) A i BEtR 0 PR 8% AR L ) AR S — R HR it FH ) B TR R R L 2
WIEH & SRR L At TR B R 58 AR T VA [ i 52 1/ i 9

[0457] SRk 2 R B bx MR B Tt 55 & mT LA AR R 1 ot B — IR (292478 — 1K 5
BT, “q.d.”) SR (ZI12/80F — kB, “boi.d.” B “q. 12h”) « =K (ZI8/Nik— 2k BT,
“t.1.d.” 8 “q.8h") B IR (L4167 — 1k EP, “g.d.s.” “q.1.d.7 B “q.6h7) .

[0458]  fERLLLTT I, A9k BA R B br MR R EE , i FH 55 2t o] DU BB IR | 73 Ik Bl 45
F1%) 7] & it FH T 44 B 7E 2440 22 29200k g 76 [ P 1) JE 3 B2 i3 O A4 B vy T B T b i
() B B A 1% & 0] AEAT A #E, e il 2 40kg DL R B L&) o — BB 32 i [ AR
HE TR THE 20 7T0kg I YU ] A o B R - 5 A 1) 70 ) - 32 SR AIIE ok 22, KA W4 & W mT DL 4k
2 3B AR VB A — R B RE R A — it

[0459] AR STRT IR 14k A W AN 4 A ] DLEE e A A0 2 60 7R A AT 245 4 s 0% i A2 it FH T
AR o A PR )P 1 S 11 A S R 5 B IS SR S N VR TR LA
ek Py REE: FNdryE) i P AR 50 it FH & 428

[0460]  7E 55— 7 11 , AT LA 3 T~ A SCAfr a8 %0 551 28 1)) 6% ik FH 70 =, Pt S ) 4 P 35 2% 1) 77
HN%]0.02.0.025.0.03.0.05.0.06.0.075.0.08.0.09.0.10.0.20.0.25.0.30.0.50,
0.60.0.75.0.80.0.90.1.0.1.10.1.20.1.25.,1.50,1.75.2.0.3.0.5.0.10.20.30.40.50.
100.150.200.250.300.400.500.1000.1500.2000.2500.30005%4000mg/ X

[0461] Xt FARATAA ), B AT AT LA AE 40 M 855 57 1 30 B 2 Sh A 2 (4] /8 B KRR, L 2B
PRI BB B S HRAG TH A AR  AH S Sh AT Y R RT3 R AR B
At 242 o AR vl A FH 2845 Bk i T N 80 FH B0 A ) & A& A2 o YR 97 D crl
B PR AT LI I 40 3 IR Y B SEG B A b AR AE 24 27 A5 R A E L BIANED,, (450 % I REAR TG
I R R ) AILD, ) (450 %6 K BHASBUERI AR o167 st AR FHZ IR R & B iRy
TaH, WA IR A EAR LD, /ED, o 7E L8 T 1, A7 R0 /2 {45374 B KB VE T F8 8. 75 B B4R
HIJTTH 2 A EAEE IR BV Y 2 A AR B 48 B R AR /N B0 A B PR ED, o 7715 7T LA
FEIX AN B N AR AL, S BT B A R 50 2 B8 ) U P R T FH IR 428

[0462]  fE— 5, A SCHEAE T T HTT F T ) M= v, AR A K40
530 &P el X £ BARTT I, ASCRR AL T T AASHT TR &1 J7 3%, HAaFEd
NEAM S FTHTTRIE R 20 (D AP How Ak N 40 n] DUAE AR S Bk Y (5] 40
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EAE N LN ) 520 (D AP How A8k 78 BARJ7 i, ANSEgik 3 80 rE A
Frh AE F— BART T, NRA MR B 8 AE A HDI N K A8 i — Bk 7 i, N R4h ik
H 8 E EAHDA N, iR HDHy Ht t 32 (K HH (R CAG EE &2 51 e , T BCHT THY Rk A1/ 5L T fig

R o 75 75— J7 1, NSRRIk B BAHDI AR 78 75— 5 1, N R4 /e BB A HDIM N 2K 7
— 7, A EW R (D e ERIE .

[0463]  fEEAKRTT I, ASCHRAE T AT 3G i 47 i) AAHt ¢ 356 PR 3% S () RARHT T 77 1%, Ho AU dE
ffENEAM 520 (D) G Xz fih . N R4 nT CAAEAR S sk ) (1 an 72 E N SR80 4)
A 5D S W e i £ AR TT T, ARk B s N R AT — R
PRTT T, NRAAMSR A 87 B HDI N 2R A 7 — B D7 T, NSS40 >k H 8 AE 28 A HDIY)
N, Bk HDEH Ht t 25 R [ CAGER & 5| ke , FLF BUEF AL 8 “T1E W7 HT T R I8 A1/ 5 Dl fig
Mo 75 75— J7 1, N2R4fk B BAHDI AR 78 75— 5 1, N R4 /e A HDIM N 2K 7
— 7, A EW R (D &R

[0464] 75 55— TJ7 11, AN SCHEHE 1 T U8 7 H0 i) ANH £ ¢ 28 R 2 S 1) SRABHT T 7 7%, HoAL 4
[ HDAE A 2R sh A5 A it FH =X (D) A& sl X o A8 BARTT T, ASCRE AL 1 T 175 #l i) A
Ht t JE PR S i R ARHT THY 7 v, HAUFE [ HDAE N R sh i A it H =0 (D b & e A . 78
BAxTm, s (D teamiE .

[0465]  7E 55— 7 I, AR SCHR AL T F T /b SARHT T & 1) 7 32, B 48 N R4 s 5 5K
(D A B e i o 78 B AR 7 1, A SCHR AL 7 F T D SRAHTTIN B 7, H A HE Al
N4 5 X (D &P, prid =X (D 46 &P 3 61k B Ht t 2 B RAZHTT (F T HimRNA)
() 5% o AE S — BAR T T, AR SCHRAE T FRARHT T &1 7, AR AR 5 (D b E
s, ik 28 (1) AE Y3 It t 22 R 3% S I SRARHT TR R IE o N SR 40 A AT LAFE AR Hh Bl f
W Wl fEdE N R hei N ) 530 (D 1t &l 3w X8l /£ B AR T i, N R4k A
BUE N AE 5 — BARTT T, N SR4BoR B B AE A HDI N o £E 5 — HAR D7 T, A28
ANk B 5 7E A DA N2, FriRHD I Ht t 3 K A CAGEE & 5 e, H S EHTTH FKIA R/
B INRE G AE S — 5 T, NIk B BAHDEI NS A8 A/ —J5 M, N4 fE A HDRY
N AE—T71H, G A (D & E .

[0466]  fEFELETT I, = (D AP IE 0 GRS 7 A 2557140 4) V697 BEGEHD
HABIT RN/ 80 i ROR AR BART7 1, H (D A a8 X CRE S 55 48 24557
HE) WWITHDFELL N —F PRI ek 2 AR : (1) FRARERSCEHDY P B4 5 (1) ZEIRHDI &
PEs Gi1) #HIHDIBEE s (iv) 2l H BRI T 5 (v) a5 52 a3 BT i 18] 5 (vi) 3
INsZRE AFTE S (vil) BEE 2 HE I AE R (viii) CHDAHSSER ) & s (ix) 93k
12 B S HDAH S E R 7 B4 5 (%) 98 HDAH ICRE IR B 457 BRI 1] 5 (x1) By (EHDAH SCREIR I &2
Ky (xi1) FHIHDAE R & R BUR AT s R/ 85 (xd11) FIHHDAH ICRE IR ) 2 & o

(04671 ARist¥y

[0468] A1t BH 50 ] B9 HE I o — 7 THI A& AR SR i Ak & W0 A AR 7= 10 ) FH a& - 151
o, e a] DL B e AL S P B AL 1B SR K R AL B AL A e AR, R R
TR AR R, AU B AL HE DA R R R AR AL S0 RIS 2 AR B AR S A
(146 & 5505 3L Bh P 2H 23 Bl 7L 3 A4 fi 2 0 7= A AR = 0 ) B TR) B

[0469] X by pid i i ik DL T SR %S « il A U R A& W0 BT8O PRI 1 R A7 2% e 4k
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& (fldn, MCEEH) , $ w RS I (9140, K T 2490 . 5me/ke) B KR A0 A4 2 it T 3L
) B, KR N IKER ) EERN) , &3 R A8 R AR AR R B ] GRS 29300 22 29307
INF) 4858 PR B I 3 B Atk AR PR it TR AR B AL 7 4 - B A - W0 el T R AL 2 & R T
B TR PRI CHoAts = 4ad i £ FHRE 8 455 AU h A7 3E R AL K B EAT 53 89) , FirbA
AT Ty T o0 AR PR S5 A DL T S E , 48] A s i MSBUNMR 73 #r o — AR T &5 5 AU
WIE) 53 A o] DA CL 5 AR SRR AR N D3 BRI 5 R 24 W AU A e AR 1R 1) 07 =RadEAT « R LAk 7
WIAEAR AN 2 DA AR T ORI, I8 EATTR AT T A ST i A& IR 97 14 25 24 (1) 12 1 D
5E , A EATARA H B 5 0 A VEE .

[0470]  Z5MZHEW

(04711 ARG AR 15 B 5 0 FURAYE B, A 1 B 50 7 T A3 © &4 %5 € JF B 2 @9 uk i vl H
TIRBR M RT V69T B e DA O a4 SR A AR — Fhall 2 A AT 17 VR 97 B GE HD )
M EIED

[0472] AU BRI — DI EFE R (D AP H R e S & H T A & 2052103
BT BLEHDI 29 A S b i R a% , 045 n) 3263 it A 3z 1 X (D A& el R a0
5 —Fhal 2 P2 bl sz IR IR A4 .

[0473] AU BRI — N IEFER O G HIE M AWAE G & AT EET
B3z e )T BCEHDI A A & R I R IE A & e (D & e HE A 24
WHZH A WAL T it Rz 2 A A R SR

[0474]  4nASCRT A, ARG “HEY)” 72 18 036 e 8 5 B HRF 8 BOor 177 i, DL R 2 b Bl [ A]
P Hb R R 8 B AR A8 B A G TR A AT AR P

[0475] 2540 & Wy ml LA i) DAIA ) A FRARZE B pH, FLVE T M ZJpH 32 Z9pH 11, fEHE L8
J7 T, BC I 2540 A P ULk R pH A ZIpH 32 29pH 7 78 HoAh 77 T , i 1) 265 W 4 & M LA Ik 21 pH
NZIpH 5% Z)pH 8.

[0476]  ARE “Zj2 BTz R A)” & 18 F it FH 245 W i 500 R 2 7, 25 5504 iy
AT R I ) o AR E A2 F8 AT LU FH 1 3% A i B 5 1 AT AT 25 R 771« 25 2% T
F2 52 BT 770 AT LLSES 20 Bb R Bt FH ) B AR 26 0 DL % el B A i it 7 =XORR /850701 2 R A
SE o 2475 b AT 452 B T 75 7 A2 FIR ) 12k S 5140 958 B Ak 3 71 AR 7R A 7R A R 7 5 LU
X T A ST IR A B A ), A7 AE 22 Bl 38 1) 25 W) 2H 6 W il 771) (Fg) a2 D, 7 B 4 245 47
B#” ,Remington’ s Pharmaceutical Sciences) .

(04771 GiERIIE AT DL 8k o+, 4 R W S8 AR 1 K4+, Bl n i 1 )T s 2 6
BRI IR OTFIR R B A LR 2R L B A e i ME AR o oAt = 1 1 U 77 B FE i R
AT, B UnBT IR LR 5 255550, I ANEDTA s BRaK A A4 B A RiAs R e SR 4R 4 3R L F e ik HH O
Aot (N, FE P 5E H LA 4 25, AR HPMC) B HE I 5 A4S, 48 Gl 7K < 2R 7K S H v AT Z
B 5 YRR B LA R s pHEE i R 55 45 o R AR 0 B B 7 24 2 mT 252 T 77U e SCH
[0478] AR STHT R 1) 245 W 2H 6 W m] IE i B & A SC R IR T A AR T 0. 1E A 1
ket FE 4 s 0] 58 [ A AR I AR LRI RH o 771 Tk I 350t P 70 T PR N o) 7 0, 3
K 2 o R 328 F4) ) 5106 75 R 2R 70 LB ) 3O ) AR L A, AT TRT AR it P i AR
PHAH A I R A

(04791 f5an, 4 FUHA AT 10 Ay, W DL 28 7 770 B 771 Bl BE KM B o P B v 711 AR 7K I
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T T 43 IO AR BORURE (CBLFETRIOR 10 B0RE BN K IORE) L 77)  A fise 2 B0 R 9 il 2 551 s it
) o AR AR 40038 2 N i FH T 11 2% 29 W A6 i AR AT 7 R & O T D IR 4540, BA
S WA A ] A — el 22 B ISR AL FEEH R A R R TR AR IR ), BARR AR R
[y il 551 o

[0480]  X& & 5 v 4G A0 FH IR 24 % b AT 482 52 06 W 790 490 a0 355 1 P R 79 497 2T 4
B VTR B FR A LV IR A B TR BN 5 AR A 1), 191 A SS BRR Y B A e AN SR B R 4
P T K TE Ky B R IR 5 R 7R A1) G SR A B ey B e ST A1 e 5 AR T 71 45 T et A TR
B R NR IR BT Ak o AT DA AR BRI, B v DUE I B AR T R AE N 1 2 R B R AT
FLAR VA SEAR 7E 15 138 Hh 1 9 A AR B DT S 3k B i [ PR 45 824 FH o 45 , T DL R A P
JEISS 4 1L Bl 5 0 ZE B A 8k 55 55— B2 S P, 3R B P A4 Rk S 48] a6 T TR Vi 1 e — el I TR
H s

(04811 [0 fie i) 3510t W DA AR BH 52 Jise 30 XA 4t JFG w14 i 2 45 ¥ e 3 4 B 51 (451 4
AR FLPE IR A B S TR ) TR B LA I IR I 2R AL o iE P E S AR
KBS IHPEE AY JBR CBGnHVr  T E SR 2 E AR A I TR A  AORS Y) TR

[0482]  7EHAhJ7 1] , A SCHT R 1) 254240 & P mT DLRC il i v 771 1z =2 7 e dE 20 (D 4k
EPETE X 51 S )& = i I — Fhel 2 M2l 2 BT sz R IR &4« 78 oAt 7
T 5 A SC R4 38 1 245 40 266 ) T LA 1) s 23 50K A ORI , 12 7 80K AR AURIORE 3 38 I s
0l 22 P R 77 11 ) 2% B 7

[0483]  Jd& &5 BRI 4 A 450 FH IR BT 77 60 45 Bl g aml , 451 4k F R 4R 4E 3R H L 41 4 2
FR N R AP LR IR N IR L I s St B B T BTz AR IR 5 43 H ) I 2 ) 451
WIRIRAEAER B IE (B an SRR 3RS0 e 5 TR T R 0 4 & 7= (19 58 4 £ s R IR TR 1)
WA WS KEENR TN 466 729 (Ban-+-L i LR A OB R L5 5614 B BRI R A1
O T I 1 s B %) 246 6 774 (49 T 5 480 0 L B R I By R i)+ ARTBSERRT70) 4] a1 2 L e
e A A e B N o R R T DAL — Pl 22 BRI R, 45040 £ R X R R R P
A/ B0 F2 28 F R AE P TR s — Al 22 Mg €0 7] s — il 22 Mg 7] s R — Tl 22 AR )
151 4 R R

[0484] AR IR 259020 & 0 mT DL 7K ALy LRI i T2 =X o i AR BT BL 2 A v 5 1 G
RONE R EAE A 30, 03 () s A i), BRIX L VRS - & 18 1 FLAL T 36 R IRAEAE )
W 5 451 Gn BT A A AR B A B3 i 5 R SRAFAE BT M » 49 oK 52 SR i 9T A= 18 R 7 IR P 1
Pl s COBEBE T, 51 2 1L A I B P R 1 5 DA SO S8l I 5 A 580 S e I 48 & 7= 40, 491 n 51 4
0 L ZR T e e R T o 7L )34 T DA A5 AR 7R AR R R 7)o 5 AR Rt 7] T LA R R S5 B o
A5 Gn I L ZRUAE P IR o L SIS ) TR T DA B B R 7 R R TR TR B A

[0485] kA, AT IR B 2540 20 G )] A T B AT 3 S i R0 TR =X, 480 dn G e T S
I L7 BT 5 A 7 o e S FL R Bl v 7 o] DUAR 8 2 RN AR A A CA 42 21 1) AR £ 5 1)
3 B B 3 51 R Bk R DA T 1) o I B R SR R T AR AE T FE ) i A AT R B RRRE
FRVERIE 7R ) TG TR AT SR VR B T R IS T, 2 - T RV R o I TR SR R AT
DA £ R T o BT LAASE FHR) AT 4252 B AR IS 551 7K S RAS TG Ringer” s solution) Al
B FACINTEI - BE AN, TE W AN R AT LA AR R 808 A T vtk B i, AT A F AR AR
BATPIATE R I, BT A B H bR B E H vk 8 o b Ak, R R (B ki BR) [R A m] FH T il
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[0486]  ASCRT AL G AT AR EAE TR TR 28255 a2 i+
VA TR AN A el AELIE R TV TR RE AR TR (19 dnSE BR AN ZE ) BCH T e, DRI T B
JE W R 10 T B B v o DR O, U B b 25 FE 1 72 O 208 5 b 2% s AR A 23 B AR B iz
MR AW, IXAE AT B AT T & A T ak () an 38 v e B AR i 1k 38 P VDA R
N5, il iE i ER R AR RS R 4 A

[0487]  FEFELCTTTHT , A ST A 1 A4 P IR 7 sk FH 3 10 Bt FH %) 3 S IGVA i B2 AL S 4
[ i S 2H A0 o IR o 356 1) 771388 35 AT AR v 2R & 0 0 IR AR P o TR L, AR ST BT 4
W2 AT LB FE A RE R S (D AR, DL B D — 22 Bl 8521
MGt T 7 A 24 2 b mT 482 52 () R Th v PR R a2 B0 7R B Hh B A 7 IR B T I I (i
RE AR (an=¢ FR AN SR 1 T —BERR) , ZR S M an o 5 (L ZL BE S 205180 (43 HIHFR A
Tween® 208Y, Tween® 80) Bl 28 48 £ 154040 BE R v -

[0488] £ At 7 1HI, AT LA AR BEAR A B AR SR B8 i 1A i B AL S Wi A R FE BE S R B
MRAAE A AL HE AT FH A St AN 53 O 60 ) 5 A 1) 2% R oK RRE Bt oK 7 771 o 28 i 751 A7
TEMAE I R BFETCE Y B T e T 3 43 45 sl s d e K

(04891  FE I (1) 77 TH » 254 2H A Wi v] LA AL TS — Folr kg 22 b 7K P v g P58 388 5 551, 4510 4 2480
5 o PRS0 A B 1) 12 S ) AL T - BRRIDARG B - FRRIRE A y - FRRIRE O 52 TR 3 L 2 2 366 ) 2
B IFWEI AN G AT AR, UL R TR - B ORI (HPBC) o fERELE 7 TH , 25 &9
BEFEL0. 1% BL120% , 291% BL115% , 80292 .5% Z 2110 % [FJHPBC . AT FH 75 i 5 384 538 771)
[ AT LB FAH SR L S I & .

[0490]  fLAWII 2%

[0491] 3@ A RRIT I

[0492] AR SCAr A FFIT , F T il & oA SC R iR 19 =X (D) A & s 3L X n i s k]
T ARV () AR BT R R A BT 3R A o VF 22 R AR A R T RS W, B3 9 AN BT RS WIS, AT
DAAS AR IR B AN R 2RI B A L B AR FH R ST 1 156 2 il 2% o A SCHAE I & T R
F& 2R BDP IR, A NP IR B RO EEAT I LT DU 8O A AT S i Bl S 2220 BRI
THEOL N AT 4 T 2, A SCHRAL & BT SRR BN i B0 BR8] 2 B AT 1Y

[0493] A GS1-8MI4LEH, HoA A B X R, Andn = (1) W B e S, w4 DL R 7 R 1P B
AT H114%

[0494] @ %1
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X7 ‘ GS15
BU3sn X
oP
GS1-3
{(Ry)n (Rwn

[0495] \ Suzuki = Stillie

x\e W2 5 Buchwald-Hartwig e~ -B
| R |
N - NN
P 2

A
- N
|

|
A/I\NN oP
GS16 GS17
S
B XN
- NT= =
|
GS1-8

[0496]  FEE & VAT (BN, 4- %K =) o, FE MR (1 Pd (dppf) C1,55) A (5] 4
K,COZKVEMEE) IAFAE T KA B IGST- 1 bW 2 iR VU4 185 5 57 FE IR (s Amiml i ol
MR 1) GS1-2 (FLHhW, /2 IR VAR R J S A S FR i T AU O i o 07 25 PR IR 9P R T
151 IIMOMZ%:) (1 Suzuk i 18 BE L AL AL B HIGS1 -4, B AR, 7A@ BT 7 (il 1, 4- — e 2%
£5) b, FEAEAL TR (B BPd (PPh,) 2C1,58) ANV IR (1 4nCul %) BIAFAE T KA & 4GS 1 - 13
i 555 BB HEGS1 -3 (LW, 2 ¥ S5 s PA2 ORI EE [T, 49 nMOMES) 1St 11 e fRIRA% £k il fh
EYIGS1-4AEETERVE T (B a0 — S B 55) o, a1 IS804 57 (AmCPBA B i A R & £
) AT B AL A IGS - AFE AL AL A NGS5 o £E A IE ¥ 77 (] InDMF ) v, 64 38 (1) i
(BIUNEL NZE) AF4E T, WAL IR I ABEAT SR A I, R AL S PGS T - 554 N & H)GS1 -6 4
EIERVE (Ban1, 4- —8EeSs) B, ZEMHEAG R (1 Pd (dppf) C1,5%) A (%1 40K, CO, 7K ¥ K
) BIAFAE T, ik 5 07 BRI R (BS00me B 0 1R 1) B 4 0 R T e (B8 40 s et 1 12 i) 1
Suzuki B, B L PGS T -6FAL AL A IGS -7 A, 78 A& 1 7 77 (Bl 1, 4- — ke
85) v FEAEALR (B TPd,, (dba) J55) B (111X -Phos %) FIBR (9] inCsF4E) MAFELE T, il
597 BB B R O7 He e S ti L1 e IR RAL S IATHAL WL EGST-T. B AL, £ &
TE AT (BN, 4- S8 keSE) o, AEAEAL TR (191 4nPd (dppf) C1,5%) A7 T, i HI ks —
AN (1 AIKOACSE) Ab T , 98 J5 NN 2k i A M el 2 05 ik s A 0, AL 5 W0GS T - 656 AL Ak
BHIGS1-T. B A, 75 A @RI (a1, 4- 8 ke%) b, ZEfEAL 7R (F13nPd,, (dba) ,25%5) (T
& (1 I tBuX - Phos%§) FIBE (7] 4K ,PO,55) HIAFAE T, il 5 % 55 B s iz ) Buchwald -
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HartwigfBIEE , AL S HIGS1 - 65640 AL S IGST -7  AE S R IA 7 (9t — S ke ) o, 76
EA T B H R B 25 (B nBr ZMOMER 37 28 A T HCT B e i) A0 B 5, M &4
GS1-THA A HGST -8,

[0497]  HAKE RS it 5

[0498] Dy 1 BE T2 Al AN K B AR, SR DL S PR ) 4 STt 5] LA B 78 40 b i BH AR ST Rl
B EIAE P TE ], HAS AR 9 B AR FR 1 e [ IAE e B S & B A SC R iR
AP SR AR, FOB AR A IR AN G2 7 95 BB PN, B R 8 N AR STRIT I A iy 22
SRERP AL S P T P o 3X S STt 5 00 B 1 b S I ) 2% o ARSI N SR LA
T 6 ST A5 AR R FE R, R AN A I I RN TR R — R RS S R
FER UFAE R IR DR M A ol L S B A AR S A 5 o AR 1T 97 24 B A, AR TR EE RN AR IS A A FF N
255 NG AT LUK B A T I B AR T VR ATV 2 SO AT IR SRS A BRI 46 2R, A E &
A B TRTA e RR A i BH IR Ve

(04991 B 1 LA BARLL A Wi SETti 5 2 A, R AEA AH B 35 BE 5 5 T 7E U BA 5 AR AR 22
SR AT A S B BT 3R B A3 I B RN 2R A S B A s S ) Bl R N B R RS 4B
T o R, BT A e SR B AR R AR, mT DIAR #8388 3 S B 3 3R 3R A5 1 BT 75 14 Joia 1 738 4 1 A2
b, B AR RSB0 2 AR I 45 SR AR Ak o DR b, 7 S 56 EE I 1) TS R P9 5 75 T AS 0HE
(1) N ST RAE “407 2 i AT AR O Y8 B e AT e e R S S S8 4B 1 bR A e 22 T
A FIAE X T IR L IR 85 R, FEA B R A S OL T, 45 RAE v se 2 1) b aln]
TEN, DL—EHh 2 IR o 20, A A R S 005 ) A 8 B s AE ORI SR i
W BN BB 2 H N AZAR 3 A S AR N A R A 2508807 I B2 R i N AR A RS
[0500]  JRAE AR 1 BH P 21 HH 56 02 5 Bl P 00 Y0 A S 0 AL, (HLFE R ST H 1) 5 it 5]
H 2 R B T RE RS A o SR T o AT A BB AR [ A b B FR AR 72 IR SR E R T
AN S8 S L AE AT T8 1R DN & e R B s v vt 22 T 5 B0

[0501] 7% P4 fib () S i 5] v 45 FH B S 2 R AT R T, 5538 AT AAR 3 A S0 R N 172
CL I 5 v ) 4, B3 AT DA JE sk 8 SCA FF B FE T il 2% o 458 P AR Qs AN 53 2 1) 43 A
A 8 Hal ORGSR 6 1 B 50 AT S5 M A

[0502]  ffi AL T-20194:3 H27 H #2752 1 Bl br #1141 5 W0/2019/191229A1 (E:3K2018
FE3 H27 H HEAL ) 35 E I B .S . 62/648, 6994 26 A0 Hh itk (K FE 7 , 3 B AR & & 1K)
UM L RN S B2 A & X (D &4

[0503] 1k & WsLjiti 5]

[0504]  dm B SCANAULEH B AL BRIESA A, SWLL T 485 RB AR N R LL T &
X
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%5 FX
A e (ks BUllBER CEED
AcOH 3¢ HOAc .1
Ar WS
ACN B CH;CN i
aq. K
atm K=
BBr; —IRALH
Bopin, KPR EE ) —Hl
Boc BT L Ik
Boc,O TBRER —RUT B
[0505]  t-Bu 75 Qe
t-BuOK % KOtBu BT A
BuOH &% n-BuOH 1IET B
t-BuXPhos 2- R A fE-2',4,6- = R R
& T G
Celite™ 5 Celite Bt
mCPBA [i) S 2R R
Cul A il
d/h/hr/hrs/min/s K (d) //DES (h, hr B hrs) /48 (min) # (s)
DCM Y CH,Cl, e i
DIPEA NN-— "R I%
DMAP 4- R ke
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5" FX

DMF TR R
DMSO s tE 2
EtOAc LR Wk
EtOH 2.8
Et,O 7Tk
equiv HE
H, ax
HBr SRR
HCI thig
H,S0, i 12
K»CO;s Tk 1 B
K3PO, ik e =4
KOAc LR
KOH R A
LC/MS. LCMS B A TR T G
LC-MS
LiO#-Bu BT B

L0506 LiOH AN
MeOH Ea)
MeSO;H F T R
MgS0, i PR %
mL =Tt
MOM R L
MS g
NBS N-IRART B P i
NEt; =%
NH,CI S
NH4O0Ac LR
Na,COs B IR
NaH R
NaHCOs TR =
NaOH A5
NaySO4 T PR
N> B
NH,CI AR
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A X
NMP N- 2 bt s e B
NMR ALERSIT
Pd i
Pd/C AR
PdCl,(PPhs), R 2R L) — A4 aT)
Pd,(dba); (R AL PTER) AR (0)
Pd(dppNCl, 5k [1,1- X0 2R ) — k] &R aD S5 & ke
Pd(dppf)Cl,-CH,Cl, AL &4
PhMe EIF S
Psi 5~ F- 5 et A
QPhos 1,2,3,4,5- FLRFE-1-( U T R L) — %8k
Rt B rt =i
[0507] S-Phos.SPhos B% Sphos 2- ¥ LA [ HE-2",6'- — FA A LI
S-Phos G, S(2-FF CAE B L2 6 — B A -1, (-
-1, 1B -2l 1Ty
TBAF P A%
TBS FUT S R R e A
TEA. Et;N B¢ NEt; =
Tf P I B AR R
TFA =R
THF INENUR
THP VY St g
TIPS =5
TLC W2 L
UPLC TR = AU i
XPhos Pd G4 22 W AE ARG B FCAR (CAS 45 1599466-81-5)

[0508] =i 511
[05091  fL&W21310 %%
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cl Cl
Br - .
/l.ﬁ\/%r . o a3 N IR
N
SN ﬁ(d I Fe S)'\NN OMOM
|
0J§< o -
T . ’ N
By R | ) 184 I N/>
N7 N
[0510] ~ )l\ N  OMOM /I']J]\ Nl y
S N Ng N OMOM \S)\N.,N OMOM
&
.S
N
| ) N’S>
N7 U6
I N7
(\NJ\N‘.N OMOM NJI\N"N 'y
HN. "
A A

(05111  SDIRL: [a) — AT B ECH IR N : 6- 3 - 3- FH LT i 2 (methylsulfanyl) -1,
2,4-=M% (7.0g,34.0mmol) \2- [4-5-2- (FH A I K] -4,4,5,5-IUHHL-1,3,2- =
S ATt (10g,33. 5mmol) \K,CO, (9.5g,68mmol) \PddppfCl, (3.8g,5. Immol) o KV &4 FHR
AR 10min, 2R 5 I % (100mL) F7K (20mL) , 7E90°C n# e W 16h GLR) o K e i v
K% E I, TEELOAC FIK 2 [H] 43 e, 45 L3R 43 46 Na, S0, 0 , W4, 38 Ak A A € i Ati A, B
FE0-20% HIEtOAc/ R EE T it . 15 36 - [4-5-2- (4 FE AL AL ) -3- LR dE-1,2,
4-=WE (4.5g,44% 72 %) , REEEE A MS m/z 298.1,300. 1[M+H] .

[0512]  JDHR2:[m6- [4-F-2- (A AR KA -3- AR A -1,2,4- =% (350mg,
1.18mmol) EVFMININ4,4,5,5- VU HE-2- (4,4,5,5-DY R HE-1,3,2- S 440ke-2-%5) -1,
3,2- A 4% (750mg, 2. 9mmol) \KOAc (575mg,5.86mmol) .X Phos Pd G4 (175mg,
0.20mmo1) ) JE7K — bt (5mL) ¥, & TR FH1073 B, SR FE AE R A R In# 290 °C Ik
2/, 2 JE MR B e A A N6 - (2- (AR AIE) -4- (4,4,5,5-DUREHE-1,3,2- 25
FeMpe-2-58) RHL) -3- (Ffidd) -1,2,4- R R EHRMIREA N EER, AT T
—3 MS m/z 390.4[M+H] ",

[0513]  JDIR3.[a] Lk B IER2HIVR SR N :3-7R-1,2,4-18& 14 (0.15g,0.91mmol) - (2-
TR -2 47,67 - SR, U -BOR) [2- QF-& 21, 1 -BOR) T R BEERAE (1)
(0.16g,0.181mmol) FHKEZFH (0.38g,2.72mmol) o3I I AL S N i <570 8, FHAE R
RN GRS N TR AR NN, 4- 3% 8¢ (3mL) F17K (3mL) , 7E90°C F 45 BE S M 2h o K S b
RS, F/KMRE, IF FHEtOAC R . & I A ML Z ZMe S0, T # , 1 B H- IR IR 4 o T A
Ypid L R e g A b, ARG (0-100%) EtOAc/ e il , A5 23 - [3- (F 48 FE HH 48 0E) -4- (3-
PR et -1,2,4- =5 -6-3%) K9] -1,2,4-E M (0.2g,60% 77 %) MS m/z 348.2[M+
H]".

[0514]  JBUR4.[H3- [3- (A FEHF AL -4- - FHEMEfLIE-1,2,4- =W -6-3%) 2RI -1,
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2,4-18 M (0.2g,0.6mmol) [FICH,C1, (5mL) ¥ A& 4y I3 - & A A& H R (0. 2¢g,
1.0mmol) ¥4 & %f%/mT#fﬁcmh B B 250 7 Bk R il A e i Al Ak, FHBR S
(0-10%) CH,C1,/MeOHE i , #5323~ [3- (FF 42 FAH ) -4- (3- WA AL -1,2,4- =& -6-
B SRR -1,2,4-E M (0.1g,50% 77 %) MS m/z 380.3[M+H] .

[0515]  JBUR5:[m)3- [3- (FHAR AL W4 AE) -4- (3-FIRsME AL -1,2,4- =R -6-55) R ] - 1,2,
4-1E W (0. 1g,0.3mmol) AIACN (3mL) ¥ H II (2S) -2- AP 3ENRIE (0.07g,0.6mmol) Al
NON- =N (0. 2mL, Immo 1) o R MR G HTES0°C T #3078 o YU bk 215 5771, %
Ry Ak, B (0-20%) CH,CL,/MeOHBEIIL , #5353~ [4- [3- [ (3S) -3- AP AR
Ba-1-35]-1,2,4- =B-6-3L]-3- (AL EIL) 73] -1,2,4-8E 1 (0.07¢,60% 72 K) ,
MS m/z 426.5[M+H]".

[0516]  JDBR6:[m13-[4-[3-[(3S) -3-FAPNENRMR-1-2E]-1,2,4- =E-6-JE]-3- (AT
) KHE]-1,2,4-1E 1 (0.07g,0. 2mmol) [RICH,CL, (ImL) AN 2 MeOH - IR $1,4-
%4 (0. 1mL, 0. 4mmol) fRIHCT (4mol/L) o ¥ [ i /NG, B B UPLC B /s ALt bk} 58 45 1
FE o Ul R B £V 55, B sr Wi i i) 4 ZHPLC (prep-HPLC) 24k, FH#REE5-40 % HJACN/ /K (%
0.1% HPR) i, 19512- [3- [ (3S) -3-IANHEWRME - 1-FE]-1,2,4- =MR-6-J£]-5- (1,2,4- M
W -3-3) 25 (55mg, 90% 77 %) JMS m/z 382.2 [MHH] s 'H NMR (500MHz ,DMSO-d,) 8:10.99
(s,1H) ,10.39 (s, 1H) ,9.16 (s,1H) ,9.10(s,1H) ,8.00(d,J=8.1Hz,1H) ,7.95(d,J=1.7Hz,
1H) ,7.87(dd,J=8.1,1.6Hz,1H) ,4.83-4.67 (m,2H) ,3.59-3.35 (m,3H) ,3.18-3.07 (m, 11]) ,
2.77-2.63 (m,1H) ,1.04 (tt,J=8.4,3.9Hz,1H) ,0.67 (ddp,J=17.3,8.5,4.2Hz,2H) ,0.56
(dq,J=9.9,4.7Hz,1H) ,0.45 (dq,J=8.8,4.5Hz, 1H) .

[0517] AR IR B HoA AL & P ] F BSOSt o 1 B i R I A2 7, i@ i B A IE
SRR B R R SN SR AR ) 2%, BRI e H DL R A& -

e i
1 MS m/z 382.4 [M+H]"; "H NMR (500 MHz, H#-d,) 8:9.05 (s, 1H), 7.98 (s, 1H),
[0518] 7.83 (d, I=8.7 Hz, 1H), 7.18-7.23 (m, 2H), 4.80 (br d, J=12.4 Hz, 1H), 4.64 (d, J=13.7

Hz, 1H), 3.12-3.22 (m, 2H), 3.01 (dd, J=12.9, 10.9 Hz, 1H), 2.79-2.89 (m, 1H),
1.94-2.03 (m, 1H), 0.82-0.95 (m, 1H), 0.57-0.67 (m, 2H), 0.31-0.43 (m, 2H); ¥4 M
%% 3H (2 NH 1 OH)
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waw 48]

2 MS m/z 409.5 [M+H]"; 'H NMR (500 MHz, F##-d,) 8: 9.10 (s, 1H), 8.81 (s, 1H),
7.98 (d, J=8.2 Hz, 1H), 7.70 (s, 1H), 7.68 (br d, J=8.2 Hz, 1H), 7.33 (s, 1H), 4.83 (br d,
J=13.3 Hz, 1H), 4.72 (d, J=13.4 Hz, 1H), 3.12-3.24 (m, 2H), 3.02 (dd, J=12.8, 10.7 Hz,
1H), 2.83 (td, J=12.2, 2.5 Hz, 1H), 1.98 (td, J=9.2, 2.7 Hz, 1H), 0.83-0.95 (m, 1H),
0.57-0.67 (m, 2H), 0.30-0.43 (m, 2H); A7 M%<%| 2H (NH Al OH)

3 MS m/z 384.1 [M+H]"; "H NMR (500 MHz, F#-d,) §: 8.93 (s, 1H), 7.86 (s, 1H),
7.72 (d, ] = 8.6 Hz, 1H), 7.11 — 7.07 (m, 2H), 4.73 — 4.52 (m, 2H), 3.09 — 2.95 (m,
2H), 2.77 - 2.65 (m, 2H), 2.34 (ddd, J = 10.4, 7.0, 3.0 Hz, 1H), 1.62 (h, ] = 6.9 Hz,
1H), 0.95 (dd, J = 6.9, 1.9 Hz, 6H); 47 W% % 3H (2 NH #1 OH)

4 MS m/z 400.4 [M+H]"; '"H NMR (500 MHz, H#-d,) §: 9.07 (s, 1H), 7.98 (d, J=1.8
Hz, 1H), 7.85 (d, J=8.5 Hz, 1H), 7.16-7.26 (m, 2H), 4.91-4.95 (m, 1H), 4.75 (d,
J=13.3 Hz, 1H), 3.20 (d, J=13.0 Hz, 1H), 3.08 (td, J=12.4, 2.5 Hz, 1H), 2.81-2.94
(m, 2H), 2.66 (br d, J=10.1 Hz, 1H), 1.31 (d, J=12.4 Hz, 6H); W53 4H (2NH
F1 20H)

5 MS m/z 364.3 [M+H]"; "H NMR (500 MHz, DMSO-d;) 3: 9.79 (d, ] = 10.5 Hz, 1H),
9.43 (d, ] = 10.8 Hz, 1H), 9.14 (s, 1H), 8.10 (s, 2H), 7.87 (d, J = 8.0 Hz, 1H),
7.21-7.27 (m, 2H), 4.61-4.80 (m, 2H), 3.45-3.60 (m, 2H), 3.41 (dt, J = 12.8, 2.9 Hz,
1H), 2.99-3.11 (m, 1H), 2.61-2.72 (m, 1H), 1.10 (ddt, J = 13.0, 8.0, 4.4 Hz, 1H),
0.56-0.73 (m, 3H), 0.38-0.47 (m, 1H); ¥4 M%<3| 1H.

[0519] 6 MS m/z 380.5 [M+H]; 'H NMR (500 MHz, H#-d,) 5: 9.08-9.15 (s, 1H),
8.31-8.43 (s, 2H), 8.01 (s, 2H), 7.78-7.87 (m, 1H), 7.21-7.25 (m, 1H), 7.18-7.21 (m,
1H), 4.97-5.09 (m, 2H), 3.47-3.59 (m, 2H), 3.37-3.46 (m, 1H), 3.23-3.31 (m, 1H),
2.87-2.96 (m, 1H), 0.92-1.05 (m, 2H), 0.76-0.88 (m, 2H); % W53 2H (NH Hl
OH)

7 MS m/z 382.4 [M+H]"; "H NMR (500 MHz, Ffi%-d,) 5:9.06 (br s, 1H), 7.98 (br s,
1H), 7.84 (d, J=7.8 Hz, 1H), 7.21 (br s, 2H), 4.80 (br d, J=12.5 Hz, 1H), 4.69 (d,
J=12.5 Hz, 1H), 3.11-3.23 (m, 2H), 3.00 (br dd, J=10.6, 9.8 Hz, 1H), 2.73-2.90 (m,
1H), 1.87-2.09 (m, 1H), 0.78-0.97 (m, 1H), 0.55-0.71 (m, 2H), 0.27-0.48 (m, 2H); %
1M %E3 3H (2 NH Al OH)

8 MS m/z 427.4 [M+H]"; '"H NMR (500 MHz, Hi#-d,) 8: 9.12 (s, 1H), 8.81 (s, 1H),
7.95-8.08 (m, 1H), 7.63-7.78 (m, 2H), 7.34 (s, 1H), 4.95-5.07 (m, 1H), 4.03-4.14 (m,
1H), 3.12-3.21 (m, 2H), 2.91-3.08 (m, 2H), 2.71-2.89 (m, 1H), 1.34 (br d, J=13.9 Hz,
6H); A W%EE| 3H (NH 1 20H)

9 MS m/z 381.5 [M+H]"; 'H NMR (500 MHz, DMSO-dy) 3: 9.66 (d, ] = 10.5 Hz, 1H),
9.36 (d, J = 10.8 Hz, 1H), 9.12 (s, 1H), 8.17 (s, 1H), 7.83-7.89 (m, 2H), 7.15-7.22
(m, 2H), 4.60-4.82 (m, 2H), 3.38-3.57 (m, 3H), 3.07 (g, J = 11.3 Hz, 1H), 2.63-2.71
(m, 1H), 1.05-1.15 (m, 1H), 0.55-0.73 (m, 3H), 0.39-0.47 (m, 1H).

10 MS m/z 411.5 [M+H]™; 'H NMR (500 MHz, F¥-d,) 8:9.10 (brs, 1H), 8.81 (s, 1H),
7.98 (brs, 1H), 7.61-7.77 (m, 2H), 7.33 (s, 1H), 4.64-4.78 (m, 2H), 3.12-3.22 (m, 2H),
2.81-2.95 (m, 2H), 2.38-2.57 (m, 1H), 1.72-1.82 (m, 1H), 0.95-1.18 (m, 6H); %71 M
%% 2H (NH 1 OH)
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12 MS m/z 378.5 [M+H]"; 'H NMR (500 MHz, Ff%-d,) &: 9.05 (s, 1H), 8.01 (s, 1H),
7.86 (s, 1H), 7.81 (d, J=8.1 Hz, 1H), 7.19 (br d, J=8.4 Hz, 1H), 7.16 (s, 1H), 4.79 (d,
J=13.3 Hz, 1H), 4.68 (br d, J=13.3 Hz, 1H), 3.95 (s, 3H), 3.08-3.21 (m, 2H), 3.00 (dd,
J=13.5, 12.1 Hz, 1H), 2.82 (td, J=12.8, 2.5 Hz, 1H), 1.96 (br td, J=8.5, 1.8 Hz, 1H),
0.81-0.96 (m, 1H), 0.54-0.70 (m, 2H), 0.30-0.42 (m, 2H); ¥ M %<3 2H (NH H1
OH)

13 | MS m/z 382.3 [M+H]"; "H NMR (500 MHz, H'fi#-d,) 8: 8.47 - 8.40 (m, 1H), 8.35
(brs, 1H), 7.70 (d, J = 8.1 Hz, 1H), 7.38 - 7.19 (m, 2H), 6.03 (br s, 1H), 5.20 - 4.98
(m, 1H), 4.39 - 4.25 (m, 1H), 3.78 - 3.38 (m, 5H), 1.48 - 1.37 (m, 6H); %4 W 55|
4H (2NH #1 20H)

15 MS m/z 384.1 [M+H]"; 'H NMR (500 MHz, F#-d,) 3: 8.97 (s, 1H), 7.91 — 7.85
(m, 1H), 7.74 — 7.70 (m, 1H), 7.12 — 7.02 (m, 2H), 4.84 (d, J = 13.0 Hz, 1H), 4.74 —
4.69 (m, 1H), 3.30 — 3.25 (m, 1H), 3.20 — 3.16 (m, 1H), 2.98 (td, J = 12.9, 9.6 Hz,
2H), 2.77 (ddd, J = 11.2, 7.5, 3.3 Hz, 1H), 1.80 (h, ] = 6.9 Hz, 1H), 1.02 (dd, J = 6.7,
1.9 Hz, 6H); A M%%| 3H (2 NH I OH)

16 MS m/z 380.3 [M+H]"; '"H NMR (500 MHz, F#-d,) &: 9.13 (s, 1H), 8.07 (s, 2H),
7.84 (d, J=8.1 Hz, 1H), 7.26 (d, J=8.5 Hz, 1H), 7.22 (s, 1H), 5.13 (br d, J=14.2 Hz,
1H), 5.00 (d, J=14.3 Hz, 1H), 3.57 (d, J=12.8 Hz, 1H), 3.45 (td, J=13.5, 3.1 Hz, 1H),
3.23-3.33 (m, 2H), 3.18 (dd, J=11.3, 2.1 Hz, 1H), 1.19 (s, 9H); ¥4 M %% 3H (2
NH FiI OH)

17 MS m/z 425.6 [M+H]"; '"H NMR (500 MHz, FE-d,) 8:9.07 (s, 1H), 8.79 (s, 1H),
7.95 (d, J=8.2 Hz, 1H), 7.67 (s, 1H), 7.64 (d, ]=8.2 Hz, 1H), 7.29 (s, 1H), 4.91 (br d,
J=13.0 Hz, 1H), 4.76 (br d, J=13.0 Hz, 1H), 3.19 (br d, J=12.1 Hz, 1H), 3.08 (id,
J=12.7,2.9 Hz, 1H), 2.78-2.92 (m, 2H), 2.46 (br d, ]=9.3 Hz, 1H), 1.06 (s, 9H); %4
MELF| 2H (NH A1 OH)

19 MS m/z 399.5 [M+H]"; "H NMR (500 MHz, F#-d,)8: 9.07 (s, 1H), 8.02 (s, 1H),
7.86 (s, 1H), 7.83 (d, J=7.9 Hz, 1H), 7.20 (dd, J=8.4, 1.4 Hz, 1H), 7.17 (d, J=1.4 Hz,
1H), 4.93 (brd, J=12.1 Hz, 1H), 4.78 (d, J=13.2 Hz, 1H), 3.24 (d, J=13.1 Hz, 1H), 3.11
(td, J=12.1, 3.5 Hz, 1H), 2.92 (t, J=12.1 Hz, 2H), 2.73 (br d, J=11.4 Hz, 1H), 1.34 (s,
3H), 1.31 (s, 3H); {#ATMEE] 3H (NH #1 20H)

20 | MS m/z 366.2 [M+H]"; 'H NMR (500 MHz, H#-d,) 8: 9.01 (s, 1H), 8.10 - 7.92
(m, 2H), 7.79 (d, J = 8.1 Hz, 1H), 7.18 (s, 2H), 4.85 - 4.72 (m, 1H), 4.69 - 4.61 (m,
1H), 3.17 - 3.06 (m, 2H), 2.88 - 2.77 (m, 2H), 2.48 - 2.42 (m, 1H), 1.73 (qd, J = 6.8,
13.7 Hz, 1H), 1.06 (dd, ] = 3.4, 6.8 Hz, 6H); %17 W %% 3H (2 NH 1 OH)

21 MS m/z 394.5 [M+H]"; 'H NMR (500 MHz, F##-d,) 5:9.05 (s, 1H), 8.02 (s, 1H),
7.86 (s, 1H), 7.82 (d, J=8.2 Hz, 1H), 7.19 (d, J=8.2 Hz, 1H), 7.17 (s, 1H), 4.89-4.93
(m, 1H), 4.73 (d, J=12.8 Hz, 1H), 3.96 (s, 3H), 3.18 (br d, J=12.7 Hz, 1H), 3.07 (td,
J=12.7, 2.5 Hz, 1H), 2.85 (dd, J=12.7, 10.2 Hz, 2H), 2.45 (br d, ]=10.2 Hz, 1H), 1.06
(s, 9H); WA MEEE] 2H (NH Al OH)

[0520]
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22 MS m/z 366.6 [M+H]"; '"H NMR (500 MHz, F#-d,) &: 9.04 (s, 1H), 8.01 (br s,
2H), 7.81 (d, ] = 8.2 Hz, 1H), 7.26 - 7.15 (m, 2H), 4.81 (d, J = 13.0 Hz, 1H), 4.68 (d,
J = 13.7 Hz, 1H), 3.19 - 3.08 (m, 2H), 2.90 - 2.79 (m, 2H), 2.52 - 2.43 (m, 1H), 1.80
- 1.68 (m, 1H), 1.07 (d, J = 6.7 Hz, 6H); %4 M %<3 3H (2 NH M OH)

23 MS m/z 352.2 [M+H]; '"H NMR (500 MHz, F#-d,) 8: 9.02 (s, 1H), 8.06 - 7.92
(m, 2H), 7.78 (d, J = 8.1 Hz, 1H), 7.21 - 7.16 (m, 2H), 4.78 - 4.64 (m, 2H), 3.15 (s,
2H), 2.94 - 2.85 (m, 1H), 2.84 - 2.75 (m, 1H), 2.74 - 2.65 (m, 1H), 1.56 (s, 2H), 1.06
(t,J=17.6 Hz, 3H); ¥ATM %% 3H (2 NH #1 OH)

24 MS m/z 352.2 [M+H]"; '"H NMR (500 MHz, FE-d,) 8: 8.61 (s, 2H), 7.73 (d, J =
8.2 Hz, 1H), 7.43 - 7.29 (m, 2H), 6.04 (s, 1H), 4.42 - 4.14 (m, 2H), 3.82 - 3.40 (m,
5H), 1.92 - 1.77 (m, 2H), 1.24 - 1.10 (m, 3H); #A7M %% 3H (2 NH 1 OH)

25 MS m/z 400.4 [M+H]"; '"H NMR (500 MHz, H##-d,) 8:9.06 (s, 1H), 7.98 (d, J=1.4
Hz, 1H), 7.84 (d, J=8.7 Hz, 1H), 7.16-7.26 (m, 2H), 4.91 (d, J=13.4 Hz, 1H), 4.75 (d,
J=13.4 Hz, 1H), 3.21 (d, ]=12.8 Hz, 1H), 3.08 (td, J=12.8, 3.1 Hz, 1H), 2.82-2.93 (m,
2H), 2.67 (d, J=11.0 Hz, 1H), 1.31 (d, J=12.8 Hz, 6H); ¥ M %3] 4H 2NH 1
20H)

26 MS m/z 441.5 [M+H]"; 'H NMR (500 MHz, H#%-d,) &: 9.11 (s, 1H), 8.81 (s, 1H),
7.98 (d, J=8.2 Hz, 1H), 7.71 (d, J=2.0 Hz, 1H), 7.68 (dd, J=8.1, 2.0 Hz, 1H), 7.34 (s,
[0521] 1H), 4.61 (dd, J=13.8, 4.3 Hz, 1H), 4.25-4.38 (m, 1H), 3.37-3.51 (m, 2H), 3.09-3.26
(m, 1H), 2.74-2.85 (m, 1H), 2.59 (s, 3H), 2.46 (dd, J=8.9, 4.3 Hz, 1H), 1.30 (d, J=6.4
Hz, 6H); &7 M%< 3| 2H (20H)

27 | MS m/z378.4 [M+H]"; "H NMR (500 MHz, DMSO-dj) 8: 9.14 (d, J = 10.9 Hz, 1H),
8.96 (s, 1H), 8.09 (s, 2H), 7.87 (dd, J = 10.1, 4.0 Hz, 1H), 7.15-7.37 (m, 3H),
4.75-4.84 (m, 2H), 3.45-3.64 (m, 3H), 3.08-3.15 (m, 1H), 2.94 (s, 3H), 2.60-2.73 (m,
1H), 1.08-1.17 (m, 1H), 0.82-0.89 (m, 1H), 0.69-0.80 (m, 1H), 0.66-0.63 (m, 1H),
0.31-0.39 (m, 1H).

28 MS m/z 426.5 [M+H]"; '"H NMR (500 MHz, F#-d,) 5: 8.82 (s, 2H), 8.51 (s, 1H),
7.57 (s, 1H), 7.52 (d, J=12.1 Hz, 1H), 7.35 (s, 1H), 5.00 (d, J=13.3 Hz, 1H), 4.81 -
4.80 (m, 1H), 4.07 (m, 3H), 3.37-3.39 (m, 2H), 3.07-3.13 (m, 2H), 2.86-2.90 (m,
1H), 1.89-1.93 (m, 1H), 1.13 (d, J=6.85 Hz, 6H); #A M %<F| 2H (NH 1 OH), 1H
k 5 R L

29 MS m/z 394.5 [M+H]"; '"H NMR (500 MHz, B #¥-d,) 8: 9.11 (s, 1H), 8.31 (s, 1H),
8.02 (s, 2H), 7.77-7.89 (m, 1H), 7.16-7.28 (m, 1H), 4.95-5.05 (m, 2H), 3.48-3.56 (m,
1H), 3.35-3.45 (m, 2H), 3.36 (s, 3H), 3.25-3.31 (m, 2H), 1.10-1.26 (m, 2H),
0.81-0.94 (m, 2H); ¥ A M%F| 3H (2 NH Fil OH)

30 MS m/z 378.2 [M+H]; 'H NMR (500 MHz, T#-d,) 5: 9.03 (s, 1H), 8.07 - 7.88
(m, 2H), 7.79 (d, ] = 8.1 Hz, 1H), 7.22 - 7.16 (m, 2H), 4.72 - 4.63 (m, 2H), 3.24 -
3.13 (m, 2H), 2.97 - 2.87 (m, 1H), 2.85 - 2.72 (m, 2H), 2.47 - 2.37 (m, 1H), 2.19 -
2.09 (m, 2H), 2.05 - 1.84 (m, 4H); #AM%<E| 3H (2 NH Fl OH)
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31 MS m/z 366.3 [M+H]"; "H NMR (500 MHz, DMSO-d) 8: 9.13 (s, 1H), 8.14 (s, 2H),
7.87 (d, J = 8.5 Hz, 1H), 7.27 - 7.23 (m, 2H), 4.80 - 4.65 (m, 2H), 3.60 - 3.49 (m,
1H), 3.41 - 3.25 (m, 3H), 3.16 - 3.04 (m, 1H), 1.76 - 1.61 (m, 2H), 1.53 - 1.36 (m,
2H), 0.94 (t,J = 7.2 Hz, 3H); %4 W%<%| 3H (2 NH M OH)

32 MS m/z 400.3 [M+H]"; [M+H]"; '"H NMR (500 MHz, H##-d,) &: 8.71-8.69 (m,
1H), 8.42 (s, 1H), 7.91 (d, J=1.6 Hz, 1H), 6.97-7.0 (m, 1H), 6.90 (d, J=12.4 Hz, 1H),
4.79-4.82 (m, 1H), 4.69 - 4.72 (m, 1H), 3.26-3.31 (m, 2H), 3.07-3.16 (m, 1H),
2.89-2.95 (m, 1H), 2.18-2.22 (m, 1H), 0.84-0.87 (m, 1H), 0.58-0.62 (m, 2H),
0.36-0.39 (m, 2H); %A M%3| 3H (2 NH H1 OH), 1H K[ HEE:

33 MS m/z 380.2 [M+H]"; "H NMR (500 MHz, DMSO-d;) 8: 9.14 (s, 1H), 8.14 (s, 2H),
7.87 (d, J = 8.5 Hz, 1H), 7.26 - 7.24 (m, 2H), 4.83 - 4.72 (m, 2H), 3.57 - 3.48 (m,
1H), 3.40 - 3.32 (m, 1H), 3.31 - 3.22 (m, 2H), 3.17 (s, 1H), 1.93 - 1.84 (m, 1H), 1.62
- 1.51 (m, 1H), 1.39 - 1.29 (m, 1H), 1.07 - 1.03 (m, 3H), 0.93 (1, J = 7.3 Hz, 3H); %
HMEEF] 3H (2 NH il OH)

34 MS m/z 380.3 [M+H]"; 'H NMR (500 MHz, F##-d,) 5: 9.04 (s, 1H), 8.13 - 7.88
(m, 2H), 7.81 (d, J = 8.1 Hz, 1H), 7.24 - 7.17 (m, 2H), 4.74 - 4.61 (m, 2H), 3.22 (d, J
= 2.6 Hz, 1H), 3.05 - 2.88 (m, 2H), 2.45 - 2.39 (m, 1H), 2.39 - 2.36 (m, 3H), 2.31 -
2.23 (m, 1H), 2.07 - 2.00 (m, 1H), 1.10 (d, ] = 6.9 Hz, 3H), 1.02 (d, J = 6.9 Hz, 3H);
#ATMEEE) 2H (NH Hl OH)

[0522] 35 MS m/z 380.2 [M+H]"; '"H NMR (500 MHz, F&-d,) 5: 8.93 (s, 1H), 7.90 (s, 1H),
7.74 (s, 1H), 7.69 (d, J = 8.2 Hz, 1H), 7.07 (dd, J = 8.1, 1.8 Hz, 1H), 7.04 (d, J = 1.7
Hz, 1H), 4.71 (d, J = 12.7 Hz, 1H), 4.58 (d, J = 14.9 Hz, 1H), 3.83 (s, 3H), 3.09 -
2.96 (m, 2H), 2.80 — 2,70 (m, 2H), 2.39 (ddd, J = 10.4, 7.1, 3.0 Hz, 1H), 1.64 (h, J =
6.9 Hz, 1H), 0.96 (dd, J = 6.8, 2.0 Hz, 6H); %A M %% 2H (NH Fil OH)

36 MS m/z 400.3 [M+H]"; '"H NMR (500 MHz, F&-d,) §: 9.23 (s, 0.5H), 8.49 (s,
1H), 8.39 (s, 1H), 7.94 (d, J=8.2 Hz, 0.5H), 7.71 (d, J=8.2 Hz, 0.5H), 7.27-7.36 (m,
2H), 6.02 (s, 0.5H), 4.80-4.87 (m, 1H), 4.12-4.33 (m, 1H), 3.42-3.88 (m, SH),
2.05-2.23 (m, 1H), 1.85-2.00 (m, 1H), 1.65-1.83 (m, 1H); ¥ MW%<%| 3H (2NH Fl
OH)

37 MS m/z 366.3 [M+H]"; 'H NMR (500 MHz, Hi#-d,) 8: 9.13 (s, 1H), 8.02 (s, 2H),
7.85 - 7.82 (m, 1H), 7.25 - 7.19 (m, 2H), 5.00 - 4.88 (m, 2H), 3.58 - 3.49 (m, 2H),
3.37 (s, 1H), 3.32 - 3.23 (m, 2H), 1.81 - 1.70 (m, 2H), 1.65 - 1.51 (m, 2H), 1.07 (t, J
=7.3 Hz, 3H); %7 W% %] 3H (2NH #1 OH)

38 MS m/z 350.2 [M+H]"; '"H NMR (500 MHz, T-d,) 8: 9.11 (s, 0.5 H), 8.35 (s,
1H), 8.26 (s, 1H), 7.82 (d, J=8.2 Hz, 0.5H), 7.59 (d, J=8.2 Hz, 0.5H), 7.14-7.26 (m,
2H), 5.83-5.95 (m, 1.5H), 5.49-5.69 (m, 2H), 4.80-4.87 (m, 1H), 3.91-4.09 (m, 2H),
3.31-3.69 (m, 4H); AT M%2E| 3H (2 NH Al OH)

39 MS m/z 369.3 [M+H]"; '"H NMR (500 MHz, F#%-d,) 8: 9.13 (s, 1H), 8.04 (s, 1H),
7.87 (s, 1H), 7.83 (d, J=8.2 Hz, 1H), 7.22 (d, J=7.9 Hz, 1H), 7.18 (s, 1H), 4.93-5.01
(m, 2H), 3.48-3.61 (m, 2H), 3.24-3.38 (m, 3H), 1.73-1.92 (m, 2H), 1.16 (1, J=7.6 Hz,
3H); A MER| 2H (NH f1 OH)
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40 MS m/z 366.2 [M+H]"; '"H NMR (500 MHz, H##-d,) 8: 9.01 (s, 1H), 8.10 - 7.92
(m, 2H), 7.79 (d, J = 8.1 Hz, 1H), 7.18 (s, 2H), 4.85 - 4.72 (m, 1H), 4.69 - 4.61 (m,
1H), 3.17 - 3.06 (m, 2H), 2.88 - 2.77 (m, 2H), 2.48 - 2.42 (m, 1H), 1.73 (qd, ] = 6.8,
13.7 Hz, 1H), 1.06 (dd, J = 3.4, 6.8 Hz, 6H); 4 M%%| 3H (2 NH #1 OH)

41 MS m/z 383.2 [M+H]"; '"H NMR (500 MHz, H#-d,) §: 9.13 (s, 1H) 8.01 (s, 1H),
7.87-7.78 (m, 2H) 7.22-7.17 (m, 1H) 7.16 (s, 1H) 5.10-5.01 (m, 1H) 4.98-4.92 (m,
1H) 3.56 - 3.12 (m, 4H), 2.25-2.13 (m, 1H), 2.06-1.95 (m, 1H), 1.17 (d, J=6.9 Hz,
6H); &AM %3] 2H (NH 1 OH)

42 MS m/z 338.2 [M+H]"; '"H NMR (500 MHz, F/#-d,) 8: 9.09 (s, 1H), 7.96 (s, 2H),
7.81 (d, J = 8.1 Hz, 1H), 7.25 - 7.14 (m, 2H), 4.95 - 4.86 (m, 2H), 3.59 - 3.42 (m,
3H), 3.31 - 3.20 (m, 2H), 1.46 (d, J = 6.6 Hz, 3H); ¥4 W43 3H (2NH fI OH)

43 | MS m/z378.4 [M+H]"; "H NMR (500 MHz, H##-d,) 8: 9.05 (s, 1H), 7.94-8.13 (m,
2H), 7.82 (d, J=8.2 Hz, 1H), 7.23 (dd, J=8.2, 1.8 Hz, 1H), 7.20 (d, J=1.5 Hz, 1H), 3.94
(dd, J=6.8, 5.1 Hz, 2H), 3.79-3.83 (m, 2H), 3.02 (dd, J=6.8, 4.6 Hz, 2H), 1.71-1.85 (m,
6H), 1.57-1.65 (m, 2H); %747 M &£%) 3H (2 NH 1 OH)

44 MS m/z 391.3 [M+H]"; "H NMR (500 MHz, DMSO-d;) &: 9.15 (s, 1H), 8.82 (d, ] =
6.4 Hz, 1H), 8.31 (s, 1H), 8.19 - 8.15 (m, 1H), 8.09 (d, J = 8.1 Hz, 1H), 7.66 - 7.60
(m, 2H), 4.94 - 4.69 (m, 2H), 3.62 - 3.50 (m, 1H), 3.44 - 3.37 (m, 1H), 3.37 - 3.26
(m, 1H), 3.16 - 3.08 (m, 2H), 2.82 (s, 3H), 2.14 - 2.01 (m, 1H), 1.08 (t, ] = 6.9 Hz,
6H); #AM%EE| 2H (NH F1 OH)

46 MS m/z 380.2 [M+H]"; "H NMR (500 MHz, H##-d,) &: 9.10 (s, 1H), 7.95 (s, 2H),
7.81 (d, J = 8.1 Hz, 1H), 7.25 - 7.14 (m, 2H), 5.02 - 4.85 (m, 2H), 3.61 - 3.47 (m,
2H), 3.43 - 3.36 (m, 1H), 3.28 (s, 2H), 1.94 - 1.82 (m, 1H), 1.72 - 1.56 (m, 2H), 1.05
(d,J=6.6 Hz, 6H); A7 M %% 3H (2 NH 1 OH)

47 MS m/z 383.5 [M+H]"; '"H NMR (500 MHz, F#%-d,) 5:9.06 (s, 1H), 8.02 (s, 1H),
7.86 (s, 1H), 7.82 (d, J=8.1 Hz, 1H), 7.19 (d, J=8.2 Hz, 1H), 7.16 (s, 1H), 4.83 (d,
J=12.8 Hz, 1H), 4.70 (d, J=14.0 Hz, 1H), 3.11-3.21 (m, 2H), 2.79-2.93 (m, 2H),
2.44-2.58 (m, 1H), 1.76 (h, J=6.9 Hz, 1H), 1.08 (d, J=6.9 Hz, 6H); %15 M %% 2H
(NH #1 OH)

48 MS m/z 352.2 [M+H]"; 'H NMR (500 MHz, H#%-d,) &: 9.02 (s, 1H), 8.06 - 7.92
(m, 2H), 7.78 (d, J = 8.1 Hz, 1H), 7.21 - 7.16 (m, 2H), 4.78 - 4.64 (m, 2H), 3.15 (s,
2H), 2.94 - 2.85 (m, 1H), 2.84 - 2.75 (m, 1H), 2.74 - 2.65 (m, 1H), 1.56 (s, 2H), 1.06
(t,J=7.6 Hz, 3H); %A M%EH| 3H (2 NH #1 OH)

49 MS m/z 369.3 [M+H]"; "H NMR (500 MHz, §##-d,) 8: 9.13 (s, 1H), 8.01 (s, 1H),
7.85 (s, 1H), 7.84 (d, J=8.1 Hz, 1H), 7.20 (d, J=6.6 Hz, 1H), 7.16 (d, J=1.5 Hz, 1H),
5.05 (dd, J=14.3, 2.7 Hz, 2H), 3.43-3.52 (m, 2H), 3.04 (dd, J=14.5, 11.6 Hz, 2H), 1.44
(d, J=6.6 Hz, 6H); 47 W%£3 2H (NH I OH)

50 MS m/z 364.3 [M+H]"; "H NMR (500 MHz, H§f-d,) 8: 9.05 (s, 1H), 8.07 (br s, 1H),
7.93 (brs, 1H), 7.82 (d, J=8.2 Hz, 1H), 7.22 (d, J=8.1 Hz, 1H), 7.19 (s, 1H), 3.93 (s,
2H), 3.85-3.91 (m, 2H), 2.87-2.96 (m, 2H), 2.00-2.09 (m, 2H), 1.94 (td, J=14.2, 7.2
Hz, 4H); #A7M %23 3H (2 NH il OH)

[0523]
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51 MS m/z 383.5 [M+H]"; '"H NMR (500 MHz, Hfi#-d,) 8: 9.03 (s, 1H), 7.99 (s, 1H),
7.84 (s, 1H), 7.76 (d, J=7.0 Hz, 1H), 7.09-7.19 (m, 2H), 4.64 (br d, J=12.8 Hz, 2H),
2.80-2.91 (m, 2H), 2.30 - 2.38 (m, 4H), 1.23 (d, J=6.1 Hz, 6H); % M %£%| 2H (NH
fil OH)

53 MS m/z 368.2 [M+H]"; "H NMR (500 MHz, H##-d,) : 8.98 (s, 1H), 7.95 (s, 2H),
7.79 - 7.73 (m, 1H), 7.18 - 7.15 (m, 2H), 4.65 (1, ] = 14.2 Hz, 2H), 3.51 - 3.41 (m,
2H), 3.41 - 3.40 (m, 3H), 3.19 - 3.10 (m, 2H), 3.04 - 2.97 (m, 1H), 2.96 - 2.82 (m,
2H); #AMEEF| 3H (2NH 1 OH)

55 MS m/z 350.2 [M+H]; "H NMR (500 MHz, DMSO-d;) 8: 9.11 (s, 1H), 8.14 (s, 2H),
7.87 (d, J = 7.9 Hz, 1H), 7.27 - 7.22 (m, 2H), 4.23 - 4.14 (m, 2H), 4.03 (s, 2H), 3.35 -
3.29 (m, 1H), 1.19 - 1,02 (m, 3H), 0.97 - 0.92 (m, 2H); 47 M %<3 3H (2 NH Fl
OH)

56 | MS m/z 352.3 [M+H]; 'H NMR (500 MHz, F#-d,) 8: 9.09-9.18 (m, 1H),
8.02-8.08 (m, 2H), 7.85 (d, J=8.2 Hz, 1H), 7.26 (dd, J=8.1, 1.7 Hz, 1H), 7.22 (d,
J=1.5 Hz, 1H), 4.23 (br t, J=5.3 Hz, 2H), 4.06 (s, 2H), 3.44 (br d, J=5.5 Hz, 1H),
3.40-3.47 (m, 1H),1.50 (s, 6H); ¥4 W %<3 3H (2 NH A1 OH)

57 | MS m/z 3683 [M+H]"; 'H NMR (500 MHz, H##-d,) 8:9.05 (s, 1H), 7.98 (s, 1H),
7.85 (d, J=8.5 Hz, 1H), 7.16-7.26 (m, 2H), 3.97-4.06 (m, 2H), 3.66-3.72 (m, 1H),
3.02-3.13 (m, 2H), 0.84-0.98 (m, 1H), 0.63-0.78 (m, 4H); %4 M ££% 3H (2 NH !
OH)

58 MS m/z 381.2[M+H]"; '"H NMR (500 MHz, H##-d,) 8: 9.03 (s, 1H), 7.99 (s, 1H),
7.84 (s, 1H), 7.80 (d, J=8.1 Hz, 1H), 7.17 (br d, J=8.2 Hz, 1H), 7.14 (s, 1H), 4.36 (br d,
J=12.5 Hz, 2H), 3.38 (s, 2H), 3.27 (s, 1H), 2.41 (s, 3H), 2.06-2.18 (m, 3H), 1.70 (br d,
J=7.9 Hz, 2H); & M%3 1H (OH)

59 MS m/z 380.4 [M+H]"; "H NMR (500 MHz, F$-d,) 8: 9.07 (s, 1H), 8.09 (brs, 1H),
7.95 (brs, 1H), 7.84 (d, J=8.2 Hz, 1H), 7.24 (dd, J=8.2, 1.5 Hz, 1H), 7.21 (d, J=1.5 Hz,
1H), 4.93 (dd, J=13.7, 1.5 Hz, 1H), 4.81 (dd, J=13.7, 1.8 Hz, 1H), 4.43-4.51 (m, 1H),
3.54(dd, J=9.8, 6.7 Hz, 1H), 3.12-3.24 (m, 2H), 2.84 (t, J=11.4 Hz, 1H), 2.39-2.55 (m,
2H), 2.18-2.27 (m, 1H), 1.82-1.91 (m, 2H); #A M %3] 3H (2 NH il OH)

60 MS m/z 366.4 [M+H]"; '"H NMR (500 MHz, F#¥-d,) 8: 9.11 (s, 1H), 8.00 - 7.94
(m, 2H), 7.85 - 7.81 (m, 1H), 7.73 (s, 1H), 7.25 - 7.16 (m, 2H), 5.05 (d, J = 13.9 Hz,
2H), 3.69 - 3.52 (m, 5H), 3.28 - 3.15 (m, 2H), 1.46 (d, J = 6.6 Hz, 6H); 7% M %23
1H (NH X OH)

61 MS m/z 400.2 [M+H]"; "H NMR (500 MHz, DMSO-dj) 8: 9.16 (s, 1H), 8.13 (s, 2H),
7.88 (d, J = 7.9 Hz, 1H), 7.73 (d, J = 7.2 Hz, 2H), 7.57 - 7.45 (m, 3H), 7.28 - 7.21
(m, 2H), 4.92 - 4.79 (m, 2H), 4.57 (br s, 1H), 3.79 - 3.61 (m, 2H), 3.54 - 3.47 (m,
1H), 3.36 - 3.24 (m, 1H); ¥ A M %% 3H (2 NH Fl OH)

62 MS m/z 401.3 [M+H]"; "H NMR (500 MHz, DMSO-dj) &: 9.17 (s, 1H), 9.15 - 9.00
(m, 2H), 8.49 - 8.33 (m, 2H), 8.15 (s, 2H), 7.95 - 7.77 (m, 1H), 7.26 (s, 2H), 5.02 -
4.78 (m, 3H), 3.89 - 3.70 (m, 2H), 3.66 - 3.55 (m, 1H), 3.36 - 3.25 (m, 1H); &AM
2% 3H (2 NH Al OH)

[0524]
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63 MS m/z 364.4 [M+H]"; "H NMR (500 MHz, DMSO-d;) &: 9.07 (s, 1H), 8.28 - 7.91
(m, 2H), 7.85 (d, ] = 8.1 Hz, 1H), 7.26 - 7.17 (m, 2H), 3.81 (br s, 4H), 2.66 (br s,
4H), 1.69 (br s, 1H), 0.47 (d, ] = 5.8 Hz, 2H), 0.39 (d, J = 2.0 Hz, 2H); A W3
2H (NH A OH)

64 | MSm/z380.4 [M+H]"

96 | MS m/z 394.5 [M+H]"; 'H NMR (500 MHz, F#-d,)8: 9.1 (s, 1H), 8.31 (s, 1H),
8.02 (s, 2H), 7.77-7.89 (m, 1H), 7.16-7.28 (m, 1H), 4.95-5.05 (m, 2H), 3.48-3.56 (m,
1H), 3.35-3.45 (m, 2H), 3.36 (s, 3H), 3.25-3.31 (m, 2H), 1.10-1.26 (m, 2H),
0.81-0.94 (m, 2H); ¥ M %% 3H (2 NH FI OH)

123 | MS m/z 370.2 [M+H]"; 'H NMR (500 MHz, DMSO-dj) &: 9.09 (s, 1H), 8.23 - 8.20
(m, 1H), 7.88 (d, ] = 8.1 Hz, 1H), 7.25 - 7.22 (m, 1H), 7.20 (d, J = 8.2 Hz, 1H), 4.79
- 4.63 (m, 2H), 3.60 - 3.49 (m, 1H), 3.42 - 3.34 (m, 1H), 3.34 - 3.27 (m, 1H), 3.27 -
3.18 (m, 1H), 3.16 - 3.04 (m, 1H), 1.85 - 1.64 (m, 2H), 1.03 (t, J = 7.5 Hz, 3H); %
FiM %3 3H (2 NH #1 OH)

125 | MS m/z 398.5 [M+H]"; "H NMR (500 MHz, H'fi§-d,) 8:9.06 (s, 1H), 7.98 (s, 1H),
7.85 (br d, 1=8.4 Hz, 1H), 7.18-7.28 (m, 2H), 4.90 (d, J=13.2 Hz, 1H), 4.74 (d, J=13.3
Hz, 1H), 3.18 (d, J=12.5 Hz, 1H), 3.07 (t, J=12.5 Hz, 1H), 2.85 (t, J=11.6 Hz, 2H),
2.46 (d, J=11.6 Hz, 1H), 1.06 (s, 9H); ¥f5 M %2%| 3H (2 NH 1 OH)

127 MS m/z 380.3 [M+H]"; '"H NMR (500 MHz, F-d,)3: 8.40 (s, 1H), 8.36 (s, 1H),
[0525] 7.85 (s, 2H), 6.99 (s, 1H), 6.88 (s, 1H), 4.90 (d, J=13.2 Hz, 1H), 4.81 - 4.80 (m, 1H),
3.28-3.31 (m, 2H), 3.00-3.07 (m, 2H), 2.81-2.84 (m, 1H), 2.12, (s, 3H), 1.80-1.84
(m, 1H), 1.02 (dd, J=5.85, 0.85 Hz, 6H); A W53 3H (2 NH #l OH), 1H KH
AR L

133 | MS m/z 397.4 [M+H]"; '"H NMR (500 MHz, Hf§-d,) 8: 9.21 (s, 1H), 9.00 (s, 1H),
8.09 (d, J=8.1 Hz, 1H), 7.61-7.70 (m, 2H), 7.51 (s, 1H), 4.99 (d, ]=13.6 Hz, 1H), 4.91
(d, J=16.0 Hz, 1H), 3.53-3.61 (m, 2H), 3.47 (br s, 1H), 3.34-3.38 (m, 2H), 1.78-1.86
(m, 2H), 1.18 (t, I=7.2 Hz, 3H); #%47M 45| 2H (NH F1 OH)

134 | MS m/z 378.2 [M+H]"; '"H NMR (500 MHz, H#%-d,) 5: 9.09 (s, 1H), 8.02 (s, 2H),
7.82(d, 1 =8.2 Hz, 1H), 7.23 (dd, ] = 8.2, 1.7 Hz, 1H), 7.19 (s, 1H), 4.99 — 4.93 (m,
2H), 3.50 — 3.44 (m, 1H), 3.19 (td, ] = 12.5, 3.6 Hz, 1H), 2.60 (dd, J = 11.6, 3.2 Hz,
1H), 1.23 (s, 3H), 0.76 — 0.66 (m, 2H), 0.65 — 0.55 (m, 2H); A MW %% 5H (2 NH
M OH; CH,f5'% Y5 MeOH 5 5 HE).

135 | MS m/z 350.3 [M+H]"; "H NMR (500 MHz, H{#-d,) 8: 9.10-9.17 (m, 1H), 8.33 (s,
1H), 8.02 (s, 2H), 7.80-7.90 (m, 1H), 7.19-7.30 (m, 1H), 4.68-4.78 (m, 2H),
4.21-4.30 (m, 2H), 3.42-3.53 (m, 2H), 2.13-2.22 (m, 2H), 2.00-2.10 (m, 2H); &4
M%LH 3H (2 NH #1 OH)

136 | MS m/z 364.4 [M+H]"; "H NMR (500 MHz, DMSO-dj) &: 9.78 (d, J = 10.5 Hz, 1H),
9.44 (d, J = 10.8 Hz, 1H), 9.16 (s, 1H), 8.13 (s, 2H), 7.87 (d, J = 8.0 Hz, 1H),
7.23-729 (m, 2H), 4.59-4.72 (m, 2H), 3.45-3.61 (m, 2H), 3.34-3.54 (m, 1H),
2.99-3.14 (m, 1H), 2.66-2.71 (m, 1H), 1.06-1.12 (m, 1H), 0.55-0.72 (m, 3H),
0.38-0.46 (m, 1H); #4753 1H (OH B( NH)
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137 MS m/z 364.4 [M+H]"; "H NMR (500 MHz, DMSO-d;) 8: 9.76 (d, ] = 10.0 Hz, 1H),
9.42 (d, J = 11.0 Hz, 1H), 9.18 (s, 1H), 8.17 (s, 2H), 7.88 (d, J = 8.0 Hz, 1H),
7.26-7.31 (m, 2H), 4.57-4.71 (m, 2H), 3.48-3.63 (m, 2H), 3.34-3.59 (m, 1H),
2.97-3.13 (m, 1H), 2.64-2.71 (m, 1H), 1.09-1.18 (m, 1H), 0.57-0.73 (m, 3H),
0.37-0.46 (m, 1H); #AM%EE] 1H (OH 3¢ NH)

143 | MS m/z 392.3 [M+H]"; "H NMR (500 MHz, DMSO-d5) 8: 9.10 (s, 1H), 9.05 (s, 1H),
8.54 (s, 1H), 7.99 (d, J = 8.1 Hz, 1H), 7.83 (s, 1H), 7.74 (d, J = 8.2 Hz, 1H), 4.92 -
4.71 (m, 2H), 3.57 - 3.48 (m, 1H), 3.43 - 3.36 (m, 1H), 3.33 - 3.24 (m, 1H), 3.16 -
3.09 (m, 2H), 2.59 (s, 3H), 2.12 - 2.01 (m, 1H), 1.11 - 1.06 (m, 6H); %77 M %23 2H
(NH 1 OH)

144 MS m/z 378.3 [M+H]"; '"H NMR (500 MHz, DMSO-d;) 8: 9.26 (s, 1H), 9.12 (s, 1H),
8.77 - 8.74 (m, 1H), 8.65 (d, J = 2.3 Hz, 1H), 8.01 (d, ] = 8.2 Hz, 1H), 7.84 - 7.82
(m, 1H), 7.76 (dd, J = 1.5, 8.2 Hz, 1H), 4.91 - 4.73 (m, 2H), 3.48 - 3.37 (m, 2H),
3.28 (dd, J = 11.3, 13.9 Hz, 1H), 3.20 - 3.09 (m, 2H), 2.09-2.02 (m, 1H), 1.11 - 1.04
(m, 6H); A M%3| 2H (NH A OH)

145 | MS m/z 392.3 [M+H]; '"H NMR (500 MHz, DMSO-dj) &: 9.11 (s, 2H), 8.64 (s, 1H),
7.99 (d, ] = 8.1 Hz, 1H), 7.81 - 7.78 (m, 1H), 7.71 (dd, J = 1.4, 8.2 Hz, 1H), 4.85 (d,
J=13.4 Hz, 1H), 4.81 - 4.73 (m, 1H), 3.52 (s, 1H), 3.43 - 3.35 (m, 1H), 3.27 (d, ] =
14.0 Hz, 1H), 3.17 (s, 2H), 2.55 (s, 3H), 2.11 - 2.01 (m, 1H), 1.10 - 1.04 (m, 6H); %
HMELE] 2H (NH Al OH)

146 MS m/z 406.1 [M+H]"; "H NMR (500 MHz, T E#-d,) 8: 9.02 (s, 1H), 8.00 (s, 2H),
7.76 (4, = 8.1 Hz, 1H), 7.17 (d, J = 1.7 Hz, 1H), 7.15 (s, 1H), 4,90 — 4.81 (m, 1H),
4.74 — 4,64 (m, 1H), 3.48 — 3.41 (m, 1H), 3.19 — 3.05 (m, 2H), 2.71 — 2.51 (m, 2H);
HAHMEES) SH (2 NH fl OH; CH, {555 MeOH 155 &)

148 | MS m/z 366.3 [M+H]; 'H NMR (500 MHz, DMSO-d;) 8: 9.14 (s, 1H), 8.14 (s,
2H), 7.87 (d, ] = 8.2 Hz, 1H), 7.30 - 7.19 (m, 2H), 4.94 - 4.78 (m, 2H), 3.42 - 3.32
(m, 1H), 3.24 - 3.18 (m, 2H), 3.17 - 3.10 (m, 1H), 1.89 - 1.79 (m, 1H), 1.77 - 1.66
(m, 1H), 1.39 (d, J = 6.4 Hz, 3H), 1.09 - 0.98 (m, 3H); ¥4 M %3 3H (2 NH I
OH)

149 | MS m/z 392.3 [M+H]; 'H NMR (500 MHz, DMSO-dp) &: 9.14 (s, 1H), 9.13 - 9.11
(m, 1H), 8.05 - 7.99 (m, 2H), 7.91 (s, 1H), 7.79 (d, J = 8.2 Hz, 1H), 4.90 - 4.73 (m,
2H), 3.56 - 3.47 (m, 1H), 3.43 - 3.37 (m, 1H), 3.28 (dd, J = 11.2, 13.8 Hz, 1H), 3.17 -
3.10 (m, 2H), 2.57 (s, 3H), 2.11 - 1.99 (m, 1H), 1.11 - 1.04 (m, 6H); %75 M 525 2H
(NH #1 OH)

150 MS m/z 406.4 [M+H]"; '"H NMR (500 MHz, DMSO-d;) 8: 9.15 (s, 1H), 9.10 (s, 1H),
8.01 (d, J = 8.1 Hz, 1H), 7.99 - 7.97 (m, 1H), 7.90 (s, 1H), 7.82 - 7.78 (m, 1H), 4.86 -
4.65 (m, 2H), 3.49 - 3.40 (m, 1H), 3.18 - 2.98 (m, 2H), 2.98 - 2.87 (m, 1H), 2.83 (q, J
= 7.6 Hz, 2H), 1.97 - 1.84 (m, 1H), 1.30 (t, J = 7.6 Hz, 3H), 1.08 - 1.01 (m, 7H); %
4 M%EE| 2H (NH Al OH)

[0526]
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151 | MS m/z 378.2 [M+H]"; "H NMR (500 MHz, DMSO-d;) &: 9.07 (s, 1H), 8.93 (d, ] =
4.9 Hz, 2H), 8.08 (s, 1H), 8.02 - 7.97 (m, 2H), 7.48 (1, J = 4.8 Hz, 1H), 4.82 - 4.62
(m, 2H), 3.48 - 3.41 (m, 1H), 3.28 - 3.18 (m, 2H), 3.07 - 2.88 (m, 2H), 1.89 - 1.78
(m, 1H), 1.02 (dd, J = 3.2, 6.7 Hz, 6H); ##M %% 2H (NH 1 OH)

152 MS m/z 401.4 [M+H]"; '"H NMR (500 MHz, F#-d,) 8: 9.09 (s, 1H), 8.52 (br. s,
1H), 8.07 (d, J=1.45 Hz, 1H), 7.91 (s, 1H), 7.67 (d, J=12.4 Hz, 1H), 7.21 (d, J=6.55
Hz, 1H), 4.96 (d, J=13.2 Hz, 1H), 4.81 - 4.83 (m, 1H), 3.28-3.31 (m, 2H), 3.05-3.11
(m, 2H), 2.84-2.88 (m, 1H), 1.89-1.93 (m, 1H), 1.12 (d, J=6.7 Hz, 6H); #47 M %23
2H (NH #1 OH), 1H [ Higsh

156 MS m/z 415.4 [M+H]"; '"H NMR (500 MHz, FE#-d,)8: 8.92 (s, 1H), 8.43 (s, 1H),
7.94 (d, J=1.45 Hz, 1H), 7.79 (s, 1H), 7.54 (d, J=12.4 Hz, 1H), 7.07 (d, J=6.55 Hz,
1H), 4.83 (d, J=13.2 Hz, 1H), 4.68 (d, J=13.5 Hz, 1H), 3.13-3.16 (m, 1H), 3.05-3.11
(m, 1H), 2.79-2.87 (m, 2H), 2.50-2.52 (m, 1H), 0.96 (s, 9H); %A MW %<F| 2H (NH
1 OH), 1H k[ HFER:

158 | MS m/z 384.3, [M+H]"; 'H NMR (500 MHz, H'f-d,) 5: 8.97 (s, 1H), 8.40 (s, 1H),
7.95 (br. s, 2H), 7.58 (d, J=12.1 Hz, 1H), 7.14 (d, J=6.55 Hz, 1H), 4.85 (d, J=13.2
Hz, 1H), 4.69 - 4.72 (m, 1H), 3.26-3.30 (m, 1H), 3.15-3.18 (m, 1H), 2.92-2.99 (m,
2H), 2.70-2.73 (m, 1H), 1.74-1.79 (m, 1H), 1.00 (d, J=6.8 Hz, 6H); %A W%ZF| 3H
(2NH FI OH), 1H K FERHE

[0527] 160 | MS m/z 391.4 [M+H]": 'H NMR (500 MHz, T E2-d,) : 9.14 (s, 1H), 8.74 - 8.68
(m, 1H), 8.04 (dd, J = 2.3, 8.1 Hz, 1H), 7.95 (d, ] = 7.9 Hz, 1H), 7.43 (d, J = 8.1 Hz,
1H), 7.28 - 7.25 (m, 2H), 5.07 (br d, J = 13.1 Hz, 1H), 4.97 (br d, J = 14.3 Hz, 1H),
3.60 - 3.51 (m, 2H), 3.31 - 3.22 (m, 2H), 3.13 (ddd, J = 3.2, 7.4, 10.9 Hz, 1H), 2.62
(s, 3H), 2.16 - 2.05 (m, 1H), 1.19 (dd, J = 4.3, 6.8 Hz, 6H); AW EF] 2H (NH Al
OH)

161 MS m/z 377.4 [M+H]"; "H NMR (500 MHz, B #-d,) &: 9.04 (s, 1H), 8.60 (d, ] =
5.6 Hz, 2H), 7.93 (d, J = 8.1 Hz, 1H), 7.73 (d, ] = 6.0 Hz, 2H), 7.36 - 7.32 (m, 2H),
4.80 (brd,J = 12.8 Hz, 1H), 4.67 (brd, J = 13.7 Hz, 1H), 3.17 - 3.06 (m, 2H), 2.88 -
2.76 (m, 2H), 2.44 (ddd, J = 2.8, 7.2, 10.3 Hz, 1H), 1.72 (qd, J = 6.8, 13.6 Hz, 1H),
1.06 (d, J = 6.7 Hz, 6H); ¥ M%£3 2H (NH # OH)

163 | MS m/z 398.1 [M+H]"; '"H NMR (500 MHz, #&#-d,) &: 8.79 (s, 1H), 7.76 (s, 1H),
7.59 (d, J=8.2 Hz, 1H), 6.92-7.07 (m, 2H), 4.53 (br d, J=13.1 Hz, 1H), 4.36 (d, J=14.6
Hz, 1H), 2.84-2.94 (m, 2H), 2.73 (dd, J=13.1, 10.7 Hz, 1H), 2.50-2.60 (m, 1H),
1.65-1.70 (m, 1H), 0.53-0.67 (m, 1H), 0.28-0.37 (m, 2H), 0.05-0.16 (m, 2H); %4 M.
%£%| 3H (2 NH Al OH)

164 | MS m/z 398.3 [M+H]"; '"H NMR (500 MHz, F¥-d,)3: 8.96 (s, 1H), 8.41 (s, 1H),
7.95 (br. s, 2H), 7.57 (d, J=12.1 Hz, 1H), 7.13 (d, J=6.55 Hz, 1H), 4.89 (d, J=13.2
Hz, 1H), 4.69 - 4.72 (m, 1H), 3.13-3.16 (m, 1H), 3.05-3.11 (m, 1H), 2.86-3.00 (m,
2H), 2.62-2.65 (m, 1H), 0.99 (s, 9H); ¥ MW%£%] 3H (2 NH Ml OH), IH K H
i £k
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165 | MS m/z 338.0 [M+H]"; 'H NMR (500 MHz, H#-d,) &: 9.16 (s, 1H), 8.10 (s, 2H),
7.87 (d, J=8.2 Hz, 1H), 7.27 (dd, J=8.2, 1.8 Hz, 1H), 7.24 (d, J=1.8 Hz, 1H),
4.89-4.95 (m, 2H), 4.17-4.28 (m, 2H), 3.40-3.66 (m, 3H), 1.46 (d, J=6.0 Hz, 3H); %
f7 M %£%) 3H (2 NH 1 OH)

166 MS m/z 338.0 [M+H]"; "H NMR (500 MHz, H#%-d,) : 9.18 (s, 1H), 8.14-8.11 (m,
2H), 7.89 (d, J=8.1 Hz, 1H), 7.29 (br d, J=7.3 Hz, 1H), 7.25 (br d, J=6.7 Hz, 1H),
4.91-4.98 (m, 2H), 4.09-4.36 (m, 2H), 3.42-3.73 (m, 3H), 1.46 (br d, J=5.8 Hz, 3H);
WA WES| 3H (2 NH 1 OH)

170 | MS nv/z 382.0 [M+H]"; '"H NMR (500 MHz, F[#-d,) 5: 9.14 (s, 1H), 8.81 (s, 1H),
8.04 (d, ] = 8.1 Hz, 1H), 7.62-7.70 (m, 2H), 4.93 (d, ] = 13.7 Hz, 1H), 4.75-4.87 (m,
1H), 3.37 (t, ] = 12.3 Hz, 2H), 3.26 (dd, J = 13.8, 10.6 Hz, 1H), 3.00-3.09 (m, 1H),
2.35 (d, J = 10.8 Hz, 1H), 0.89-1.04 (m, 1H), 0.68-0.78 (m, 2H), 0.45-0.51 (m, 2H);
WA WSS 2H (OH #1 NH)

177 | MS m/z 375.3 [M+H]"; 'H NMR (500 MHz, F###-d,) 8: 9.21 (s, 1H), 8.92 - 8.86
(m, 2H), 8.43 (d, J = 6.3 Hz, 2H), 8.17 - 8.11 (m, 1H), 7.67 - 7.53 (m, 2H), 5.06 -
4.97 (m, 1H), 4.96 - 4.89 (m, 1H), 3.64 - 3.49 (m, 3H), 3.29 - 3.21 (m, 1H), 2.76 -
2.66 (m, 1H), 1.16 - 1.06 (m, 1H), 0.89 - 0.76 (m, 2H), 0.66 - 0.51 (m, 2H); #47 M
%3 2H (NH #1 OH)

178 | MS m/z 393.3 [M+H]"; '"H NMR (500 MHz, DMSO-d;) &: 9.09 (s, 1H), 8.79 (d, ] =
2.3 Hz, 1H), 8.59 (d, J = 5.0 Hz, 1H), 8.00 (d, ] = 8.1 Hz, 1H), 7.80 - 7.71 (m, 1H),
7.38 (s, 1H), 7.30 (d, J = 8.1 Hz, 1H), 4.80 - 4.67 (m, 2H), 3.64 - 3.49 (m, 2H), 3.46 -
3.36 (m, 1H), 3.07 (br d, ] = 11.7 Hz, 1H), 2.72 - 2.61 (m, 1H), 1.17 - 1.10 (m, 1H),
0.71 - 0.59 (m, 3H), 0.46 - 0.40 (m, 1H); %A M%%| 2H (NH f1 OH)

179 | MS m/z 403.2 [M+H]"; "H NMR (500 MHz, DMSO-d;) 8: 9.11 (s, 1H), 7.92 (d, ] =
8.1 Hz, 1H), 7.70 (br d, ] = 8.2 Hz, 2H), 7.34 - 7.21 (m, 4H), 4.79 - 4.65 (m, 2H),
3.60 - 3.47 (m, 3H), 3.46 - 3.40 (m, 1H), 3.07 (br d, J] = 9.8 Hz, 1H), 2.87 (s, 3H),
2.69 - 2.62 (m, 1H), 0.71 - 0.59 (m, 3H), 0.47 - 0.39 (m, 1H); ¥4 MW%% 2H (NH
F1 OH)

185 MS m/z 383.5 [M+H]"; '"H NMR (500 MHz, F#i-d,) 8: 9.10 (s, 1H), 7.99 — 7.93
(m, 1H), 7.92 (d, J = 3.3 Hz, 1H), 7.66 (d, J = 3.2 Hz, 1H), 7.58 (d, ] = 7.3 Hz, 2H),
4.88-4.91 (m, 1H), 4.75 (d, J = 13.4 Hz, 1H), 3.13-3.24 (m, 2H), 2.91 (dd, J = 13.5,
10.3 Hz, 2H), 2.56 (t, ] = 8.0 Hz, 1H), 1.72-1.83 (m, 1H), 1.09 (d, J = 6.8 Hz, 6H);
A WE S| 2H (OH F1 NH)

186 | MS m/z 433.5 [M+H]"; "H NMR (500 MHz, F[#-d,) &: 9.09 (s, 1H), 7.94-7.99 (m,
2H), 7.57-7.63 (m, 2H), 6.77-7.03 (m, 1H), 4.86-4.93 (m, 1H), 4.74 (d, J = 13.3 Hz,
1H), 3.12-3.23 (m, 2H), 2.87-2.92 (m, 2H), 2.52-2.56 (m, 1H), 1.77 (h, ] = 6.9 Hz,
1H), 1.09 (d, ] = 6.8 Hz, 6H); %A M%< %] 2H (OH #1 NH)

[0528]
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187 | MS m/z 394.1 [M+H]"; 'H NMR (500 MHz, DMSO-d) 3: "H NMR (DMSO-ds) &:
12.93 (br s, 1H), 11.31 (br s, 1H), 9.09 (s, 1H), 7.96-8.19 (m, 2H), 7.82-7.89 (m,
1H), 7.17-7.27 (m, 2H), 4.68 (dd, J=8.2, 5.8 Hz, 1H), 4.51-4.64 (m, 3H), 4.36 (d,
J=12.8 Hz, 1H), 4.26 (d, J=12.5 Hz, 1H), 3.19-3.35 (m, 2H), 2.88 (dd, J=13.0, 9.3
Hz, 1H), 2.81 (dt, J=11.5, 3.1 Hz, 1H), 2.54 (dd, J=9.5, 2.7 Hz, 1H), 2.29 (td, J=11.5,
4.0 Hz, 1H), 2.11 (s, 3H).

188 | MS m/z 417.3, 419.3 [M+H]"; "H NMR (500 MHz, DMSO-dj) 8: 11.15 (s, 1H), 9.00
(s, 1H), 7.97 (d, J = 8.1 Hz, 1H), 7.84 (s, 1H), 7.56 (d, J = 1.8 Hz, 1H), 7.51 (dd, J =
8.1, 1.8 Hz, 1H), 4.65 (d, J = 12.6 Hz, 1H), 4.56 (d, ] = 12.6 Hz, 1H), 2.97-3.09 (m,
2H), 2.62-2.83 (m, 2H), 2.29-2.42 (m, 1H), 1.66 (h, ] = 6.7 Hz, 1H), 0.97 (d, ] = 6.8
Hz, 6H); ¥ M %% 1H (OH 3¢ NH)

189 MS m/z 417.3,419.3 [M+H]™; "H NMR (500 MHz, DMSO-d;) &: 11.22 (s, 1H), 9.00
(s, 1H), 7.94-8.02 (m, 2H), 7.52 (d, J = 1.8 Hz, 1H), 7.46 (dd, J = 8.1, 1.8 Hz, 1H),
4.64 (d, J = 12.5 Hz, 1H), 4.55 (d, J = 12.5 Hz, 1H), 2.95-3.08 (m, 2H), 2.61-2.81
(m, 2H), 2.33-2.36 (m, 1H), 1.65 (h, ] = 6.8 Hz, 1H), 0.97 (d, J = 6.8 Hz, 6H) ); %
FMEER| 1H (OH B NH)

192 | MS m/z 376.2 [M+H]"; 'H NMR (500 MHz, FE-d,) &: 9.22 - 9.19 (m, 1H), 9.08
(s, 1H), 8.80 (d, ] = 5.5 Hz, 1H), 7.99 - 7.96 (m, 2H), 7.81 - 7.77 (m, 1H), 7.75 (dd, ]
= 1.7, 8.2 Hz, 1H), 4.82 - 4.79 (m, 1H), 4.79 - 4.64 (m, 1H), 3.22 - 3.12 (m, 2H),
3.02 (dd, J = 10.6, 13.2 Hz, 1H), 2.84 (dt, J = 3.4, 12.2 Hz, 1H), 2.01 - 1.93 (m, 1H),
0.94 - 0.80 (m, 1H), 0.61 (td, J = 4.0, 7.6 Hz, 2H), 0.41 - 0.31 (m, 2H); %4 W55
2H (NH #1 OH)

196 MS m/z 401.4 [M+H]"; '"H NMR (500 MHz, DMSO-d;) &: 11.19 (s, 1H), 9.00 (s,
1H), 7.95 (d, ] = 8.1 Hz, 1H), 7.79 (d, J = 3.1 Hz, 1H), 7.49 (d, J = 1.8 Hz, 1H), 7.42
(dd, J = 8.1, 1.8 Hz, 1H), 4.64 (d, J = 12.6 Hz, 1H), 4.55 (d, J = 12.6 Hz, 1H),
2.96-3.08 (m, 2H), 2.65-2.79 (m, 2H), 2.32-2.37 (m, 1H), 1.65 (h, J = 6.7 Hz, 1H),
0.97 (d, ] = 6.8 Hz, 6H); &4 M%EH| 1H (OH 5 NH)

199 | MS m/z 408.5 [M+H]"; 'H NMR (500 MHz, DMSO-d;) &: 11.20 (s, 1H), 9.00 (s,
1H), 8.02 (d, J = 8.1 Hz, 1H), 7.57 (d, ] = 1.6 Hz, 1H), 7.54 (dd, ] = 8.1, 1.7 Hz, 1H),
4,67 (d, J = 12.5 Hz, 1H), 4.57 (d, J = 12.7 Hz, 1H), 3.00-3.10 (m, 2H), 2.69-2.83
(m, 2H), 2.29-2.37 (m, 1H), 1.58-1.73 (m, 1H), 1.07-1.31 (m, 5H), 0.98 (d, J = 6.9,
6H); %A MEEF| 1H (OH 5 NH)

200 | MS m/z 413.4 [M+H]"; "H NMR (500 MHz, DMSO-d;) 8: 11.11 (s, 1H), 9.00 (s,
1H), 7.94 (d, J = 8.1 Hz, 1H), 7.52 (d, ] = 1.8 Hz, 1H), 7.46 (dd, J = 8.2, 1.8 Hz, 1H),
6.67 (s, 1H), 4.65 (d, ] = 12.7 Hz, 1H), 4.56 (d, J = 12.6 Hz, 1H), 3.89 (s, 3H),
2.98-3.09 (m, 2H), 2.62-2.83 (m, 2H), 2.37 (s, 1H), 1.66 (h, J = 6.8 Hz, 1H), 0.98 (d,
J=6.9,6H); ¥ A MEE| IH(OH 5 NH)

[0529]
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203 | MS m/z 378.4 [M+H]"; '"H NMR (500 MHz, H##-d,) 8: 9.02 (s, 1H), 8.09 - 7.88
(m, 2H), 7.79 (d, ] = 8.2 Hz, 1H), 7.23 - 7.15 (m, 2H), 4.75 (d, ] = 13.4 Hz, 1H),
4.64 (d, J = 13.1 Hz, 1H), 3.23 (dt, J = 3.1, 12.9 Hz, 1H), 2.97 - 2.90 (m, 2H), 2.82
(dd, J = 10.8, 13.3 Hz, 1H), 2.35 (dt, J = 3.2, 12.1 Hz, 1H), 2.22 - 2.06 (m, 2H), 1.86
(brd, J = 12.7 Hz, 1H), 1.79 - 1.64 (m, 3H), 1.47 - 1.30 (m, 2H); ¥4 MW %3] 2H
(NH 1 OH)

204 | MS m/z 414.4 [M+H]"; 'H NMR (500 MHz, DMSO-ds) &: 11.15 (s, 1H), 8.95-9.12
(m, 1H), 7.97 (d, ] = 8.2 Hz, 1H), 7.24-7.63 (m, 3H), 4.73 (d, J = 13.1 Hz, 1H), 4.64
(d, J=13.0 Hz, 1H), 4.20 (s, 3H), 3.17 (s, 3H), 2.81-3.02 (m, 2H), 1.76 (s, 1H), 1.00
(d, 7= 6.8 Hz, 6H).

205 | MS m/z 434.4 [M+H]"; 'H NMR (500 MHz, DMSO-dj) &: 11.33 (s, 1H), 9.03 (s,
1H), 8.04 (d, J = 8.1 Hz, 1H), 7.51-7.81 (m, 3H), 4.66 (d, ] = 12.6 Hz, 1H), 4.56 (d, J
= 12.7 Hz, 1H), 2.97-3.09 (m, 2H), 2.77 (dd, J = 12.6, 10.5 Hz, 1H), 2.62-2.71 (m,
1H), 2.28-2.41 (m, 1H), 1.65 (h, J = 6.7 Hz, 1H), 0.97 (d, ] = 6.8, 6H); %4 W 55|
1H (OH 5 NH)

207 | MS m/z 438.5 [M+H]’; 'H NMR (500 MHz, DMSO-d;) &: 11.21 (s, 1H), 9.05 (s,
1H), 7.97 (d, ] = 8.2 Hz, 1H), 7.81 (d,J = 1.8 Hz, 1H), 7.73 (dd, ] = 8.3, 1.8 Hz, 1H),
7.11 (s, 1H), 4.65 (d, ] = 12.6 Hz, 1H), 4.55 (d, J = 12.6 Hz, 1H), 4.01 (s, 3H), 3.96

[0530] (s, 3H), 2.90-3.10 (m, 2H), 2.76 (dd, J = 12.7, 10.4 Hz, 1H), 2.61-2.72 (m, 1H),
2.33-2.40 (m, 1H), 1.65 (h, J = 6.7 Hz, 1H), 0.97 (d, J = 6.8 Hz, 6H); %4 W 5<%
IH (OH B¢ NH)

208 MS m/z 392.3 [M+H]".

209 | MS m/z 393.2 [M+H]"; 'H NMR (500 MHz, H#%-d,) 8: 9.13 (s, 1H), 8.28 (d, J =
5.3 Hz, 1H), 7.99 (d, ] = 8.1 Hz, 1H), 7.63 (d, ] = 5.3 Hz, 1H), 7.43 - 7.34 (m, 3H),
5.00 - 4.78 (m, 1H), 3.43 (d, ] = 6.7 Hz, 2H), 3.37 - 3.29 (m, 2H), 3.11 (dt, J = 3.5,
12.9 Hz, 1H), 2.45 (dt, J = 3.1, 10.0 Hz, 1H), 1.02 (tdd, J = 4.5, 8.5, 12.9 Hz, 1H),
0.81-0.71 (m, 2H), 0.58 - 0.46 (m, 2H); %A W %F| 2H (NH 1 OH)

210 MS m/z 431.4 [M+H]"; '"H NMR (500 MHz, H#%-d,) 8: 9.04 (s, 1H), 8.46 (s, 1H),
7.89 (d, J = 8.2 Hz, 1H), 7.57 - 7.51 (m, 2H), 6.68 (s, 1H), 4.79 (d, J = 12.1 Hz, 1H),
4.68 (d, ] = 13.1 Hz, 1H), 4.20 (t, ] = 7.6 Hz, 4H), 3.20 - 3.10 (m, 2H), 2.98 (dd, J =
10.9, 12.7 Hz, 1H), 2.85 - 2.77 (m, 1H), 2.50 (quin, J = 7.6 Hz, 2H), 1.97 - 1.90 (m,
1H), 0.86 (dt, ] = 4.1, 8.5 Hz, 1H), 0.64 - 0.57 (m, 2H), 0.41 - 0.31 (m, 2H); %AW
%% 2H (NH F1 OH)

215 | MS m/z 396.0 [M+H]"; '"H NMR (400 MHz, F#-d,) & 9.03 (s, 1H), 7.98 (s, 1H),
7.82 (d, J=8.8 Hz, 1H), 7.20 (d,J=6.8 Hz, 2H), 4.83 (d, J=13.2 Hz, 1H), 4.70 (d,
J=12.8 Hz, 1H), 2.84 (t, J=12.0 Hz, 2H), 2.66 (t, J=12.0, 1H), 1.94 (t, ]=9.2 Hz, 1H),
1.21 (d, J=6.4 Hz, 3H), 0.85 (q, J=3.2 Hz, 1H), 0.60 (d, J=8.0 Hz, 2H), 0.36 (q,
J=14.8 Hz, 2H); A M%F| 3H (2NH 1 OH)
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216 | MS m/z: 380.0 [M+H]"; "H NMR (400 MHz, Hfi§-d,) 8: 9.03 (s, 1H), 8.01(s, 2H),
7.80(d, J= 8.4 Hz, 1H), 7.22-7.18(m, 2H), 4.89-4.84 (m, 1H), 4.71-4.68 (m, 1H),
2.93-2.81 (m, 1H), 2.69-2.59 (m, 2H), 2.49-2.46 (m, 1H), 1.73-1.71 (m, 1H), 1.21 (d,
J=6.4 Hz, 3H), 1.07 (d, J= 6.2 Hz, 6H); %4 M %£3 3H (2 NH #! OH)

217 MS m/z: 398.0 [M+H]"; 'H NMR (400 MHz, F#-d,) 3 9.03 (s, 1H), 7.95 (d, J=2.0
Hz, 1H), 7.80 (d, J=8.4 Hz, 1H), 7.18 (d, J=6.8 Hz, 2H), 4.76 (t, J=14.4 Hz, 1H),
4.60 (s, 1H), 2.97 (s, 1H), 2.69 (m, 3H), 1.76 (q, J=6.8 Hz, 1H), 1.24 (d, J=6.4 Hz,
3H), 1.08 (1, J=6.4 Hz, 6H); % AT A% 3| 3H (2 NH M OH)

218 MS m/z: 384.0 [M+H]"; "H NMR (400 MHz, F#-d,) 8 9.03 (s, 1H), 7.97 (d, J=1.6
Hz, 1H), 7.82 (d, J=8.8 Hz, 1H), 7.20 (d,J=6.4 Hz, 2H), 4.83 (d, J=12.8 Hz, 1H),
473 (d, J=12.8 Hz, 1H), 2.91 (m, 1H), 2.63 (q, J=11.2 Hz, 3H), 1.55 (m, 2H), 1.20
(d, J=6.0 Hz, 3H), 1.07 (t, J=7.6 Hz, 3H); %7 M %3] 3H (2 NH Hl OH)

219 | MS m/z: 450.1 [M+H]"; "H NMR (400 MHz, H##-d,) &: 9.08 (s, 1H), 7.93 (d, ] =
7.6 Hz, 1H), 7.71 (s, 1H), 7.66 (d, ] = 9.2 Hz, 1H), 6.96 (s, 1H), 4.75 (d, ] = 12.8
Hz, 1H), 4.10 (s, 3H), 4.01 (s, 3H), 2.90-2.84 (m, 2H), 2.68 (t, J = 11.8 Hz, 1H),
1.98 (t, ] = 11.2 Hz, 1H), 1.31 (s, 1H), 1.22 (d, J = 5.2 Hz, 3H), 0,91-0.86 (m,
1H), 0.61 (d, J = 7.6 Hz, 2H), 0.36 (d, J = 14.8 Hz, 2H); ¥ A M%LH| 2H (NH Al

OH)
220 | MS m/z 450.1 [M+H]"; 'H NMR (400 MHz, FEE-d,) &: 9.08 (s, 1H), 7.93 (d, J =
[0531] 7.6 Hz, 1H), 7.71 (s, 1H), 7.66 (d, ] = 9.2 Hz, 1H), 6.96 (s, 1H), 4.75 (d, ] = 12.4

Hz, 1H), 4.10 (s, 3H), 4.01 (s, 3H), 2.90-2.84 (m, 2H), 2.68 (t, ] = 12.0 Hz, 1H),
1.98 (t, ] =112 Hgz, 1H), 1.31 (s, 1H), 1.22 (d, J = 6.4 Hz, 3H), 0,90-0.83 (m,
1H), 0.61 (d, J = 8.0 Hz, 2H), 0.42-0.33 (m, 2H); %4 W%<F| 3H (2NH F OH)

221 MS m/z: 396.0 [M+H]"; '"H NMR (400 MHz, Hi#-d,) &: 7.45 (s, 1H), 6.40 (d,
J=2.0 Hz, 1H), 6.23 (t, J=6.8 Hz, 1H), 5.61 (d, J=6.4 Hz, 2H), 4.82 (t, J=1.2 Hz, 1H),
4.67 (d, J=12.8 Hz, 1H), 2.82 (m, 2H), 2.63 (q, J=2.4 Hz, 1H), 1.94 (m, 1H), 1.19
(d, J=6.4 Hz, 3H), 0.82 (m, 1H), 0.58 (m, 2H), 0.35 (m, 2H); %A W3 3H (2
NH f1 OH)

222 MS m/z: 398.0 [M+H]"; '"H NMR (400 MHz, H#i-d,) &: 9.03 (s, 1H), 7.97 (d,
J=2.0 Hz, 1H), 7.82 (d, J=8.8 Hz, 1H), 7.20 (d,J=6.8 Hz, 2H), 4.86 (s, 1H), 4.69 (1,
J=12.0 Hz, 1H), 2.88 (m, 1H), 2.66 (m, 2H), 2.50 (m, 1H), 1.72 (m, 1H), 1.21 (d,
J=6.4Hz, 3H), 1.08 (q, J=0.8 Hz, 6H); A7 M %23 3H (2 NH #1 OH)

223 | MS m/z: 384. [M+H]; 'H NMR (400 MHz, F/#-d,) 8 9.05 (s, 1H), 7.98 (s, 1H),
7.83 (d, J=8.8 Hz, 1H), 7.21 (d,J=6.8 Hz, 2H), 4.84 (d, J=13.6 Hz, 1H), 4.74 (d,
J=13.2 Hz, 1H), 291 (s, 1H), 2.63 (q, J=12.4 Hz, 3H), 1.56 (s, 2H), 1.21 (d, J=6.0
Hz, 3H), 1.07 (t, J=7.2 Hz, 3H); ¥ W%%| 3H (2 NH Al OH)

224 MS m/z: 378.1 [M+H]"; 'H NMR (400 MHz, F¥%-d,) 3: 9.04 (s, 1 H), 8.10-7.89
(m, 2H), 7.80 (d, J= 8.0 Hz, 1 H), 7.18(dd, J= 1.6 Hz, 1H), 7.18(d, J= 1.6 Hz, 1H),
4.87-4.82 (m, 1H), 4.72-4.66 (m, 1H), 2.86-2.84 (m, 2H), 2.71-2.58 (m, 1H),
2.02-1.92 (m, 1H), 1.21(d, J= 6.0 Hz, 3H), 0.91-0.80(m, 1H), 0.60-0.59 (m, 2H),
0.41-0.27 (m, 2H); AT M%<F] 3H (2 NH 1 OH)
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225 | MS m/z: 378. [M+H]"; '"H NMR (400 MHz, H#%-d,) 8: 9.04 (s, 1H), 8.09-7.91(m,
2H), 7.08(d, J= 8.0 Hz, 1H), 7.21(dd, J= 1.8 Hz, 1H), 7.18(d, J= 1.6 Hz, 1H),
4.85-4.82 (m, 1H), 4.72-4.68 (m, 1H), 2.84-2.81(m, 2H), 2.72-2.62(m, 1H),
1.99-1.92(m, 1H), 1.21(d, J= 6.4 Hz, 3H), 0.90-0.78(m, 1H), 0.60-0.58 (m, 2H),
0.38-0.31 (m, 2H); % HM%EF| 3H (2 NH M OH)

226 | MS m/z: 420.1 [M+H]"; "H NMR (400 MHz, DMSO-ds) &: 11.17 (s, 1H), 9.04 (s,
1H), 8.87 (s, 1H), 7.96 (d, ] = 8.4 Hz, 1H), 7.82 (d,J= 1.6 Hz, 1H), 7.75(q,J = 8.0
Hz, 1H), 7.47 (s, 1H), 4.65 (q. J = 11.2 Hz, 2H), 3.98 (s, 3H), 2.54-2.76 (m, 4H),
1.93 (d, J = 19.6 Hz, 1H), 1.08 (d, J = 6.4 Hz, 3H), 0.76-0.79 (m, 1H), 0.44 (d, J =
4.8 Hz, 2H), 0.24-0.31 (m, 2H).

227 | MS m/z: 422.1 [M+H]"; "H NMR (400 MHz, DMSO-dy) &: 11.21 (s, 1H), 9.05 (s,
1H), 8.89 (d, J=0.8 Hz, 1H), 7.98 (d, ] = 8.0 Hz, 1H), 7.84 (d,J= 1.6 Hz, 1H), 7.76
(q, J= 8.0 Hz, 1H), 7.49 (d, J=1.2 Hz, 1H), 4.67 (q, J = 36.0 Hz, 2H), 4.01 (d, J=7.6
Hz, 3H), 2.75-2.77 (m, 1H), 2.57-2.66 (m, 2H), 2.42-2.46 (m, 2H), 1.64-1.69 (m,
1H), 1.10 (d, J = 6.4 Hz, 3H), 1.00 (d, ] = 3.6 Hz, 3H), 0.98 (d, ]=3.6 Hz, 3H).

228 | MS m/z: 408.2 [M+H]"; '"H NMR (400 MHz, F&-d,)5: 8.97 (s, 1H), 8.75 (s, 1H),
7.85 (d, J=8.4 Hz, 1H), 7.57 (t, J = 6.0 Hz, 2H), 7.17 (s, 1H), 4.75 (q, J= 48.0 Hz,
2H), 4.02 (s, 3H), 2.88-2.93 (m, 1H), 2.57-2.71 (m, 3H), 1.48-1.55 (m, 2H), 1.18 (d,
J=6.4Hz, 3H), 1.03 (d, ] = 7.6 Hz, 3H); ¥4 M %<3 2H (NH Fl OH)

229 MS m/z 380.0 [M+H]; 'H NMR (500 MHz, FEi-d,) & 9.06 (s, 1 H),
8.13-7.92(m, 2H), 7.83(d, J= 8.4 Hz, 1H), 7.23(dd, J= 1.0 Hz, 1H), 7.20 (s, 1H),
4.87-4.86 (m, 1H), 4.71-4.70 (m, 1H), 2.93-2.82 (m, 1H), 2.69-2.64 (m, 2H),
2.53-2.48 (m, 1H), 1.77-1.70 (m, 1H), 1.22(d, J= 3.0 Hz, 3H), 1.09-1.07(m, 6H); %
A MEER) 3H (2 NH #1 OH)

230 | MS m/z: 422.0 [M+H]"; "H NMR (400 MHz, F#%-d,) 8: 9.02 (s, 1H), 8.80 (s, 1H),
7.90 (d, J=8.4 HZ, 1H), 7.62 (q, ] = 14.8 Hz, 2H), 7.22 (s, 1H), 4.92 (q, J= 12.4 Hz,
1H), 4.76 (d, J= 11.6 Hz, 1H), 4.07 (s, 3H), 2.94 (s, 1H), 2.65-2.76 (m, 2H),
2.55-2.56 (m, 1H), 1.73-1.75 (m, 1H), 1.24 (d, ] = 6.0 Hz, 3H), 1.08 (d, ] = 6.4 Hz,
6H); VA MEEE] 2H (NH A1 OH)

231 | MS m/z 392.3 [M+H]"; '"H NMR (500 MHz, DMSO-d;) &: 11.31 (s, 1H), 9.08 (s,
1H), 8.22 (s, 1H), 7.93 (s, 1H), 7.84 (d, J = 8.0 Hz, 1H), 7.22 (d, J = 8.0 Hz, 1H),
721 (s, 1H), 4.69-4.52 (m, 2H), 4.12-4.08 (m, 1H), 3.17 (d, J = 5.0 Hz, 3H),
2.08-1.78 (m, 6H), 1.28-1.00 (m, 4H); 47 M55 2H (2 NH)

232 | MS m/z 379.5 [M+H]"; 'H NMR (500 MHz, DMSO-d,) & 11.01 (s, 1H), 9.14 (s,
1H), 9.07 (s, 1H), 7.96 (d, J = 8.1 Hz, 1H), 7.58 (d, ] = 1.7 Hz, 1H), 7.53 (dd, J = 8.1,
1.6 Hz, 1H), 7.03 (s, 1H), 4.81 — 4.65 (m, 2H), 3.45 (ddt, J = 17.6, 14.2, 6.9 Hz, 3H),
3.15—3.07 (m, 1H), 2.73 — 2.64 (m, 1H), 2.41 (s, 3H), 1.04 (tp, ] = 8.7, 4.7 Hz, 1H),
0.67 (ttd, J = 13.4, 8.7, 4.7 Hz, 2H), 0.56 (dq, J = 9.9, 4.7 Hz, 1H), 0.44 (dq, ] = 8.6,
4.5 Hz, 1H).

[0532]

152



CN 115768762 A .I'R HH :F; 108/138 1T

e B8

233 | MS m/z 365.4 [M+H]"; "H NMR (500 MHz, DMSO-d;) & 9.05 (s, 1H), 8.26 (s, 1H),
7.98 (d, ] = 8.1 Hz, 1H), 7.63 (d, J = 1.7 Hz, 1H), 7.58 (dd, ] = 8.1, 1.6 Hz, 1H), 7.42
(s, 1H), 4.76 — 4.60 (m, 2H), 3.42 — 3.21 (m, 3H), 2.96 (td, J = 12.9, 3.5 Hz, 1H),
2.43 (td, ] = 9.9, 3.3 Hz, 1H), 1.01 — 0.92 (m, 1H), 0.60 (dtt, ] = 13.1, 8.6, 4.0 Hz,
2H), 0.47 (dq, J = 9.6, 4.5 Hz, 1H), 0.41 — 0.34 (m, 1H); ¥4/ WEEH] 2H (NH I
OH)

234 | MS m/z: 408.1 [M+H]"; '"H NMR (400 MHz, H{#-d, and CDCls) &: 9.05 (s, 1H),
8.81 (d, J=0.8 Hz, 1H), 7.93 (d, J=8.4 Hz, 1H), 7.62-7.65 (m, 2H), 7.24 (d, ]=0.8 Hz,
1H), 4.86 (d, J= 12.8 Hz, 1H), 4.78 (d, J= 13.6 Hz, 1H), 4.07 (s, 3H), 2.93-2.97 (m,
1H), 2.63-2.75 (m, 3H), 1.53-1.59 (m, 2H), 1.23 (d, ] = 6.4 Hz, 3H), 1.08 (1, ] = 7.6
Hz, 3H); A M%) 2H (NH A1 OH)

235 | MS m/z: 420.0 [M+H]; '"H NMR (400 MHz, FE¥-d, 1 CDCls) 5: 9.06 (s, 1H),
8.79 (s, 1H), 7.93 (d, J=8.0 Hz, 1H), 7.61-7.65 (m, 2H), 7.25 (d, J=0.8 Hz, 1H), 4.87
(q, J= 16.0 Hz, 2H), 4.06 (s, 3H), 4.92 (t, J=3.0 Hz, 2H), 2.68-2.74 (m, 1H),
1.98-2.04 (m, 1H), 1.23 (g, J = 16.0 Hz, 3H), 0.83-0.89 (m, 1H), 0.60-0.63 (m, 2H),
0.36-0.37 (m, 2H); &AW F| 2H (NH 1 OH)

236 | MS m/z 410.3 [M+H]"; 'H NMR (500 MHz, F{#-d,) 8: 9.02 (s, 1H), 7.97 (s, 1H),
[0533] 7.82 (d, J = 8.5 Hz, 1H), 7.20 (d, J = 8.5 Hz, 1H), 7.19 (s, 1H), 4.73-4.69 (m, 2H),
2.95-2.86 (m, 1H), 2.78-2.73 (m, 1H), 2.62 (t, J = 11.5 Hz, 1H), 2.52 (t, J = 13.0 Hz,
1H), 2.41-2.32 (m, 1H), 2.17-2.10 (m, 2H), 2.03-1.86 (m, 4H), 1.20 (d, J = 6.0 Hz,
3H); #A MR 3H (2NH Al OH)

238 MS m/z 409.4 [M+H]"; "H NMR (500 MHz, F{#-d,) 3: 9.03 (s, 1H), 7.99 (s, 1H),
7.84 (s, 1H), 7.80 (d, J = 8.5 Hz, 1H), 7.17 (d, J = 8.0 Hz, 1H), 7.14 (s, 1H),
4.77-4.67 (m, 2H), 2.92-2.86 (m, 1H), 2.76 (t, J = 9.5 Hz, 1H), 2.63 (t, J = 13.0 Hz,
1H), 2.53 (t, J = 13.0 Hz, 1H), 2.41-2.32 (m, 1H), 2.16-2.09 (m, 2H), 2.02-1.85 (m,
4H), 1.20 (d, J = 6.5 Hz, 3H); &M% F| 2H (NH Al OH)

239 | MS m/z 384.5 [M+H]"; "H NMR (500 MHz, DMSO-d;) & 11.00 (s, 1H), 10.39 (s,
1H), 9.10 (s, 1H), 8.01 (d, J = 8.1 Hz, 1H), 7.95 (s, 1H), 7.88 (d, J = 1.5 Hz, 1H),
4.83 (dd, J = 38.0, 13.7 Hz, 2H), 3.49 — 3.38 (m, 2H), 3.21 (tt, J = 19.0, 11.0 Hz,
3H), 1.98 (h, J = 6.8 Hz, 1H), 1.07 (dd, ] = 6.9, 4.3 Hz, 6H); % M %% 1H (NH
o OH)

240 MS m/z 406.4 [M+H]"; '"H NMR (500 MHz, F###-d,) §: 9.06 (s, 1H), 7.85 (d, ] =
8.5 Hz, 1H), 7.63 (s, 1H), 7.40 (d, ] = 8.5 Hz, 1H), 7.39 (s, 1H), 6.66 (s, 1H), 4.75 (d,
J = 13.5 Hz, 2H), 3.96 (s, 3H), 2.96-2.90 (m, 1H), 2.82-2.76 (m, 1H), 2.66 (t, J =
13.0 Hz, 1H), 2.55 (t, J = 13.0 Hz, 1H), 2.42-2.33 (m, 1H), 2.18-2.11 (m, 2H),
2.04-1.86 (m, 4H), 1.22 (d, ] = 6.5 Hz, 3H); ¥4 W %% 2H (NH 1 OH)
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245 | MS m/z 396.3 [M+H]"; 'H NMR (500 MHz, DMSO-d,) & 10.95 (s, 1H), 9.09 (s,
1H), 7.98 (d, J = 8.1 Hz, 1H), 7.89 (d, ] = 1.5 Hz, 1H), 7.82 (dd, ] = 8.2, 1.6 Hz, 1H),
4.80 — 4.68 (m, 2H), 3.52 — 3.32 (m, 4H), 3.11 (dq, J = 14.2, 8.1 Hz, 1H), 2.80 (s,
3H), 2.70 (t, J = 6.2 Hz, 1H), 1.05 (tp, J = 8.8, 4.8 Hz, 1H), 0.68 (dtq, J = 17.2, 8.6,
4.6, 4.0 Hz, 2H), 0.56 (dq, ] = 9.8, 4.6 Hz, 1H), 0.45 (dq, J = 8.7, 4.5 Hz, 1H); %47
AE£%| 1H (NH 5% OH)

246 | MS m/z 395.3 [M+H]"; 'H NMR (500 MHz, DMSO-dj) 8 9.11 (s, 1H), 7.98 (s, 1H),
7.91 (d, J=8.2 Hz, 1H), 7.63 (d, J = 1.6 Hz, 1H), 7.55 (dd, J = 8.3, 1.6 Hz, 1H), 4.78
—4.66 (m, 2H), 3.45 (td, ] = 14.1, 13.3, 6.2 Hz, 3H), 3.11 (dtd, J = 12.8, 8.8, 4.4 Hz,
1H), 2.74 (s, 3H), 2.71 — 2.64 (m, 1H), 1.04 (tt, ] = 8.3, 3.9 Hz, 1H), 0.67 (dtq, J =
17.2, 8.6, 4.4 Hz, 2H), 0.56 (dq, J = 10.0, 4.7 Hz, 1H), 0.44 (dq, J = 8.7, 4.5 Hz, 1H);
WA MELR) 2H (NH FI OH)

247 MS m/z 394.3 [M+H]; '"H NMR (500 MHz, H##-d,) 8: 9.02 (s, 1H), 8.10-7.90 (s,
2H), 7.80 (d, ] = 8.5 Hz, 1H), 7.21 (d, J = 8.5 Hz, 1H), 7.19 (s, 1H), 4.86 (d, ] = 12.5
Hz, 1H), 4.68 (d, ] = 12.5 Hz, 1H), 2.93-2.84 (m, 1H), 2.76 (t, J = 11.5 Hz, 1H), 2.62
(t, ] =12.5 Hz, 1H), 2.50 (t, ] = 13.0 Hz, 1H), 1.21 (d, ] = 6.5 Hz, 3H), 1.06 (s, 9H);
BATMEEE) 3H (2 NH f1 OH)

[0534] 248 | MS m/z 412.5 [M+H]"; "H NMR (500 MHz, FEE-d,) 8: 9.00 (s, 1H), 7.95 (s, 1H),
7.80 (d,J = 9.0 Hz, 1H), 7.18 (d, J = 9.0 Hz, 1H), 7.17 (s, 1H), 4.68 (d, ] = 13.0 Hz,
1H), 3.74 (t, ] = 5.5 Hz, 1H), 3.67 (q, J = 5.0 Hz, 2H), 3.58 (t, ] = 5.0 Hz, 1H),
2.94-2.86 (m, 1H), 2.77 (t, ] = 12.0 Hz, 1H), 2.63 (t, J = 12.5 Hz, 1H), 2.52 (dd, ] =
10.5, 2.0 Hz, 1H), 1.22 (d, J = 6.5 Hz, 3H), 1.05 (s, 9H).

249 MS m/z 364.3 [M+H]"; '"H NMR (500 MHz, H##-d,) 8: 9.03 (s, 1H), 8.10-7.90 (s,
2H), 7.80 (d, J = 8.0 Hz, 1H), 7.21 (d, ] = 8.0 Hz, 1H), 7.18 (s, 1H), 5.94-5.86 (m,
1H), 5.40 (d, J = 17.5 Hz, 1H), 5.28 (d, J = 11.0 Hz, 1H), 4.77-4.70 (m, 2H),
3.42-3.39 (m, 1H), 2.98-2.91 (m, 1H), 2.77 (t, J = 12.5 Hz, 1H), 2.65 (t, ] = 12.5 Hz,
1H), 1.21 (d, J = 6.5 Hz, 3H); %A M%£#| 3H 2 NH Al OH)

250 | MS m/z383.3 [M+H]"; 'H NMR (500 MHz, DMSO-d) 8: 11.23 (br's, 1H), 9.40 (s,

1H), 9.15 (s, 1H), 9.12 (br s, 1H), 9.06 (s, 1H), 7.96 (d, ] = 8.1 Hz, 1H), 7.44 (dd, J =
8.2, 1.8 Hz, 1H), 7.40 (s, 1H), 4.85 (d, J = 13.8 Hz, 1H),4.77 (d, ] = 14.1 Hz, 1H), 3.55
—3.33 (m, 2H), 3.32 — 3.06 (m, 3H), 2.12 — 1.88 (m, 1H), 1.07 (app t, J = 6.0 Hz, 6H).

251 MS m/z 405.3 [M+H]"; "H NMR (500 MHz, DMSO-d5) 6 9.12 (s, 1H), 8.27 (d, ] =
5.3 Hz, 1H), 7.97 (d, J = 8.1 Hz, 1H), 7.40 (dd, J = 8.1, 1.8 Hz, 1H), 7.35(d, ] = 1.8
Hz, 1H), 7.30 (dd, ] = 5.3, 1.6 Hz, 1H), 7.09 (d, ] = 1.5 Hz, 1H), 4.81 — 4.65 (m, 2H),
3.52 - 3.38 (m, 3H), 3.18 (s, 3H), 3.15 — 3.05 (m, 1H), 2.75 - 2.63 (m, 1H), 1.04 (tq,
J=18.7, 4.3 Hz, 1H), 0.68 (dddd, J = 15.3, 12.6, 8.2, 4.4 Hz, 2H), 0.56 (dq, J = 9.8,
4.6 Hz, 1H), 0.44 (dq, ] = 8.5, 4.5 Hz, 1H); %47 M %<3 2H (NH fil OH)
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252 | MS m/z 381.2 [M+H]"; '"H NMR (500 MHz, DMSO-dj) & 11.04 (s, 1H), 9.19 (d, J =
4.7 Hz, 1H), 9.12 (s, 1H), 8.00 — 7.93 (m, 2H), 7.71 (d, J = 1.6 Hz, 1H), 7.65 (dd, ] =
8.2, 1.7 Hz, 1H), 4.81 — 4.65 (m, 2H), 3.51 — 3.40 (m, 3H), 3.16 — 3.04 (m, 1H), 2.70
(d, J = 9.9 Hz, 1H), 1.04 (ddt, J = 13.0, 8.6, 4.5 Hz, 1H), 0.67 (dtt, J = 21.3, 8.6, 4.2
Hz, 2H), 0.56 (dq, J = 9.8, 4.6 Hz, 1H), 0.45 (dq, J = 8.4, 4.5 Hz, 1H); ¥4 M 5%
IH (NH B¢ OH)

253 | MS m/z397.3 [M+H]"; '"H NMR (500 MHz, DMSO-d;) &: 11.18 (br s, 1H), 9.01 (s,
1H), 8.48 (s, 1H), 7.97 (d, ] = 7.9 Hz, 1H), 7.18 — 7.12 (m, 2H), 4.65 (d, ] = 12.6 Hz,
1H), 4.55 (d, J = 12.7 Hz, 1H), 3.16 — 2.96 (m, 2H), 2.75 (dd, J = 12.6, 10.5 Hz, 1H),
2.68 (td, J = 11.6, 3.3 Hz, 1H), 2.40 (s, 3H), 2.37-2.33 (m, 1H), 1.65 (g, ] = 6.7 Hz,
1H), 0.97 (dd, ] = 6.8, 2.2 Hz, 6H); A W% E| 1H (NH 5 OH)

254 | MS m/z 344.3 [M+H]"; "H NMR (500 MHz, DMSO-d,) 8: 9.37 (s, 1H), 8.27 (s, 1H),
7.15(d, J = 8.5 Hz, 1H), 7.12 (s, 1H), 7.12 (d, J = 8.5 Hz, 1H), 4.09 (d, J = 13.0 Hz,
1H), 3.91 (d, T = 13.0 Hz, 1H), 2.93 (t, ] = 5.0 Hz, 1H), 2.87-2.84 (m, 1H), 2.77 (t, ]
= 5.0 Hz, 1H), 2.11-2.04 (m, 1H), 1.98 (t, ] = 12.5 Hz, 1H), 1.83 (t, ] = 13.0 Hz, 1H),
1.70 (d, J = 11.0 Hz, 1H), 0.39 (d, ] = 4.0 Hz, 2H), 0.25 (s, 9H).

255 | MS m/z 344.3 [M+H]"; 'H NMR (500 MHz, DMSO-d5) 8: 9.19 (s, 1H), 9.09 (s, 1H),
8.87 (s, 1H), 8.49 (s, 1H), 7.97 (d, J = 8.0 Hz, 1H), 7.88 (s, 1H), 7.75 (d, ] = 8.0 Hz,
1H), 7.45 (s, 1H), 4.95 (d, J = 13.5 Hz, 1H), 4.80 (d, ] = 13.5 Hz, 1H), 3.98 (s, 3H),
3.40-3.25 (m, 3H), 3.17-3.09 (m, 1H), 1.50 (d, J = 6.0 Hz, 3H), 1.12 (s, 9H).

256 MS m/z: 419.0 [M+H]"; '"H NMR (400 MHz, DMSO-dj) &: 11.25 (m, 1H), 9.03 (s,
1H), 8.24 (d, J=5.2 Hz, 1H), 7.94 (d,J=8.4 Hz, 1H), 7.33 (m, 3H), 7.08 (d, J=0.8
Hz, 1H), 4.63 (q, J=34.4 Hz, 2H), 3.90 (s, 3H), 2.74 (q, J=1.6 Hz, 2H), 2.55 (d,
J=12.4 Hz, 1H), 1.93 (m, 1H), 1.07 (d, J=6.4 Hz, 3H), 0.77 (m, 1H), 0.45 (m, 2H),
0.27 (m, 3H).

257 | MS m/z: 421.0 [M+H]"; '"H NMR (500 MHz, DMSO-d;) & 11.28 (s, 1H), 9.03 (s,
1H), 8.24 (d, J=5.2 Hz, 1H), 7.95 (d, J=8.4 Hz, 1H), 7.33 (m, 3H), 7.08 (d, J=0.8
Hz, 1H), 4.64 (q, J=25.6 Hz, 2H), 3.87 (s, 3H), 2.74 (m, 1H), 2.59 (q, J=12.4 Hz,
1H), 2.43 (m, 2H), 1.64 (m, 1H), 1.07 (t, J=6.4 Hz, 3H), 0.97 (m, 6H); %17 W5
F| 1H

258 | MS m/z 398.3 [M+H]"; '"H NMR (500 MHz, Hf#-d,) 8: 10.21 (s, 1H), 9.20 (s, 1H),
8.02 (d, J=8.2 Hz, 1H), 7.98 (s, 1H), 7.97 (br s, 1H), 5.22 (br d, J=11.9 Hz, 1H), 5.09
(d, I=14.0 Hz, 1H), 3.57 (d, J=11.9 Hz, 1H), 3.35-3.48 (m, 2H), 3.19-3.29 (m, 2H),
1.25 (s, 9H); ¥4 MEZH] 2H (NH A1 OH)

259 | MS m/z 381.4 [M+H]; '"H NMR (500 MHz, CDCls) &: 11.35 (br s, 1H), 9.45 (br s,
1H), 9.13 (s, 1H), 8.62 (s, 1H), 7.98 (d, J = 8.1 Hz, 1H), 7.74 (s, 1H), 7.72 — 7.60 (m,
1H), 4.91 (d, J = 13.9 Hz, 1H), 4.83 (d, J = 14.2 Hz, 1H), 4.00 (s, 3H), 3.58-3.52 (m,
2H), 3.50 — 3.42 (m, 2H), 3.35-3.32 (m, 1H), 2.10 (q, J = 6.8 Hz, 1H), 1.13 (1, ] = 6.3
Hz, 6H).

[0535]
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260 | MS m/z 381.4 [M+H]"; "H NMR (500 MHz, DMSO-dj) &: 11.03 (br s, 1H), 9.27 (br
s, 1H), 9.15 (br s, 1H), 8.56 (s, 1H), 7.92 (d, ] = 8.0 Hz, 1H), 7.54 (s, 1H), 7.42 (d, J
= 8.1 Hz, 1H), 4.85 (d, ] = 13.9 Hz, 1H), 4.77 (d, J = 14.1 Hz, 1H), 4.11 (s, 3H), 3.54
— 3.34 (m, 2H), 3.28-3.23 (m, 1H), 3.15 (d, J = 10.4 Hz, 2H), 2.14 — 1.94 (m, 1H),
1.08 (1, ] = 6.1 Hz, 6H).

261 | MS m/z 381.3 [M+H]; 'H NMR (500 MHz, DMSO-ds) &: 11.17 (br s, 1H),
9.21-9.36 (m, 1H), 9.10 (s, 1H), 7.99 (d, J = 8.3 Hz, 1H), 7.97 (s, 1H), 7.25-7.23 (m,
2H), 4.86 (d, ] = 13.9 Hz, 1H), 4.78 (d, ] = 14.5 Hz, 1H), 4.13 (s, 3H), 3.55 — 3.36
(m, 3H), 3.30-3.25 (m 1H), 3.17-3.15 (m, 1H), 2.04 (h, ] = 6.8 Hz, 1H), 1.08 (t, J =
6.5 Hz, 6H).

262 MS m/z 381.3 [M+H]"; "H NMR (500 MHz, DMSO-dy) &: 11.17 (br s, 1H), 9.36 (br
s, 1H), 9.10 (s, 1H), 8.30 — 7.74 (m, 2H), 7.25-7.23 (m, J = 7.9 Hz, 2H), 4.86 (d, J =
13.9 Hz, 1H), 4.78 (d, J = 14.5 Hz, 1H), 4.13 (s, 3H), 3.49 (1, ] = 13.0 Hz, 1H),
3.42-3.39 (m, 2H), 3.29-3.25 (m, 1H), 3.15-3.13 (m, 1H), 2.04 (q, J = 6.8 Hz, 1H),
1.08 (t, J = 6.5 Hz, 6H).

265 | MS m/z 3843 [M+H]; 'H NMR (500 MHz, DMSO-ds) 8: 11.21 (br s, 1H), 9.47
(s, 1H), 9.12 (s, 1H), 8.74 (br s, 1H), 8.03 (d, ] = 8.4 Hz, 1H), 7.77-7.77 (m, 2H),
4.83 (d, ] = 13.7 Hz, 1H), 4.75 (d, J = 13.9 Hz, 1H), 3.35-3.32 (m, 2H), 3.18-3.10
(m, 3H), 1.94-1.92 (m, 1H), 1.05 (dd, J = 7.0, 3.9 Hz, 6H).

[0536] 266 | MS m/z: 407.1 [M+H]"; '"H NMR (400 MHz, FE-d,) 8: 9.07 (s, 1H), 8.18 (d,
J=6.0 Hz, 1H), 7.94 (d, J=8.0 Hz, 1H), 7.30-7.33 (m, 2H), 7.26 (q, J=8.0 Hz, 1H),
7.07 (d, J=0.8 Hz, 1H), 4.83-4.89 (m, 1H), 4.74 (d, J=11.6 Hz, 1H), 3.96 (s, 3H),
2.85-2.89 (m, 1H), 2.58-2.67 (m, 3H), 1.52-1.57 (m, 2H), 1.19 (d,J = 6.4 Hz, 3H),
1.06 (1, J=7.4 Hz, 3H); %A M%F 2H (NH I OH)

267 | MS m/z: 384.0 [M+H]"; "H NMR (400 MHz, DMSO-d;) &: 9.00 (d, J=9.6 Hz, 2H),
8.02 (d, J=8.0 Hz, 1H), 7.62-7.66 (m, 2H), 4.66 (q, ]=24.0 Hz, 2H), 2.75 (d, J=6.8
Hz, 1H), 2.52-2.57 (m, 2H), 1.38-1.45 (m, 2H), 1.23 (s, 1H), 1.07 (d, J = 6.0 Hz,
3H), 0.95 (t, J=7.4 Hz, 3H); %A M%< 2H (NH Fl OH)

268 MS m/z: 397.9 [M+H]"; "H NMR (400 MHz, DMSO-d;) &: 11.28 (s, 1H), 8.99 (d,
J=9.6 Hz, 2H), 8.02 (d, ]=8.0 Hz, 1H), 7.64 (t, J=12.6 Hz, 2H), 4.67 (q, J=7.8 Hz,
2H), 2.75 (s, 1H), 2.56-2.65 (m, 2H), 2.41-2.49 (m, 1H), 1.64-1.66 (m, 1H), 1.23(s,
1H), 1.08 (d, ] = 6.0 Hz, 3H), 0.97 (t, J=5.2 Hz, 6H).

269 | MS m/z: 396.1 [M+H]"; 'H NMR (400 MHz, DMSO-d;) 8: 11.24 (s, 1H), 9.04 (s,
1H), 8.99 (s, 1H), 8.02 (d, ]=8.0 Hz, 1H), 7.65 (d, J=16.4 Hz, 2H), 4.70 (d, J=24.0
Hz, 2H), 2.85 (s, 2H), 1.22 (s, 2H), 1.14 (s, 3H), 0.81 (s, 1H), 0.50 (s, 2H), 0.31 (d,
J=19.6 Hz, 2H); %A W%3 1H (NH B{ OH)

270 MS m/z 383.1 [M+H]"; '"H NMR (500 MHz, DMSO-d) 8: 9.59 (s, 1H), 9.34 (s, 1H),
9.08 (s, 1H), 8.62 (s, 1H), 7.96 (d, J = 8.5 Hz, 1H), 7.80 (s, 1H), 7.37 (s, 2H), 4.84
(d, ] =13.9 Hz, 1H), 4.76 (d, ] = 14.1 Hz, 1H), 3.51 (t, ] = 12.6 Hz, 1H), 3.39 (d, ] =
12.8 Hz, 1H), 3.28 (dd, J = 13.8, 11.0 Hz, 1H), 3.17 — 3.09 (m, 2H), 2.06 (h, ] = 6.8
Hz, 1H), 1.07 (d, ] = 6.8 Hz, 6H).

156



CN 115768762 A .I'R HH :F; 112/138 11

waw 48]

271 | MS m/z421.2 [M+H]"; '"H NMR (500 MHz, DMSO-dy) 8: 9.72 (s, 1H), 9.43 (s, 1H),
9.12 (s, 1H), 7.99 (d, J = 8.0 Hz, 1H), 7.46 — 7.40 (m, 2H), 7.31 (s, 1H), 7.06 (s, I H),
4.85—4.76 (m, 2H), 3.98 (s, 3H), 3.59 — 3.50 (m, 1H), 3.43 — 3.35 (m, 1H), 3.30 (dd,
J =140, 11.1 Hz, 1H), 3.13 (d, J = 10.6 Hz, 2H), 2.52 (s, 3H), 2.08 (h, J = 6.9 Hz,
1H), 1.08 (d, J = 7.0 Hz, 6H).

272 | MS m/z 408.3 [M+H]"; "H NMR (500 MHz, DMSO-ds) 8: 9.25 (s, 1H), 8.69 (s, 1H),
7.91 (d, I=7.9 Hz, 1H), 7.38 (s, 1H), 7.26 (br d, J=7.9 Hz, 1H), 4.62 (d, J=12.2 Hz,
1H), 4.52 (br d, J=11.9 Hz, 1H), 2.91-3.04 (m, 2H), 2.71 (dd, I=12.5, 10.5 Hz, 1H),
2.64 (td, I=11.6, 3.6 Hz, 1H), 2.31 (ddd, J=10.0, 6.7, 3.4 Hz, 1H), 1.63 (dq, J=13.4,
6.7 Hz, 1H), 0.96 (dd, =6.7, 1.2 Hz, 6H); %4 M %% 2H (NH A1 OH)

273 | MS m/z 408.4 [M+H]"; "H NMR (500 MHz, DMSO-d;) 8: 9.10 (s, 1H), 8.72 (s, 1H),
7.98 (d, J=7.6 Hz, 1H), 7.68 (s, 1H), 7.62 (d, J=8.5 Hz, 1H), 4.84 (d, J=13.4 Hz, 1H),
4,76 (d, J=14.2 Hz, 1H), 3.49 (t, J=12.4 Hz, 1H), 3.39 (d, J=12.5 Hz, 1H), 3.26 (dd,
J=13.1, 11.0 Hz, 1H), 3.06-3.18 (m, 2H), 2.04 (dq, J=14.0, 6.7 Hz, 1H), 1.08 (1,
J=6.7 Hz, 6H); A7 M %3] 2H (NH Al OH)

275 | MS m/z 419.5 [M+H]"; '"H NMR (500 MHz, FE-d,) 8: 8.75 (s, 1H), 7.53 (d, J=7.9
Hz, 1H), 7.28 (s, 1H), 6.72 (dd, J=8.2, 1.5 Hz, 1H), 6.70 (s, 1H), 4.53 (d, J=12.8 Hz,
1H), 4.42 (br d, J=12.8 Hz, 1H), 3.93 (dd, J=8.5, 8.0 Hz, 2H), 3.64 (dd, J=8.5, 8.0
Hz, 2H), 2.86-2.99 (m, 2H), 2.76 (dd, J=12.8, 10.7 Hz, 1H), 2.64 (s, 3H), 2.59 (d,
J=12.5, 3.2 Hz, 1H), 1.74 (1d, J=11.0, 3.7 Hz, 1H), 0.56-0.72 (m, 1H), 0.35-0.44 (m,
2H), 0.02-0.20 (m, 2H); %A W5 H] 2H (NH 1 OH)

276 MS m/z 404.4 [M+H]"; '"H NMR (500 MHz, H#%-d,) 8: 9.11 (s, 1H), 7.93 (s, 1H),
7.82 (d, J=8.2 Hz, 1H), 7.15 (d, J=8.2 Hz, 1H), 7.11 (s, 1H), 4.95 (dd, J=14.5, 2.5
Hz, 1H), 4.86-4.89 (m, 1H), 4.14-4.23 (m, 2H), 3.61-3.77 (m, 1H), 3.52-3.59 (m,
1H), 3.48 (dd, J=14.0, 10.7 Hz, 1H), 3.14-3.22 (m, 3H), 2.72-2.81 (m, 2H), 2.67 (td,
J=10.2, 3.4 Hz, 1H), 1.05-1.15 (m, 1H), 0.75-0.88 (m, 2H), 0.51-0.69 (m, 2H); *%4j
MEZF) 2H (NH 1 OH)

277 MS m/z 418.5 [M+H]"; '"H NMR (500 MHz, F[E-d,)&: 9.13 (s, 1H), 7.86 (d, J=8.2
Hz, 1H), 7.74 (s, 1H), 7.08 (d, J=1.7 Hz, 2H), 4.92-5.03 (m, 1H), 4.83-4.86 (m, 1H),
4.19 (t, J=6.1 Hz, 2H), 3.36-3.56 (m, 3H), 3.12-3.26 (m, 1H), 3.04 (t, J=6.3 Hz, 2H),
2.52-2.69 (m, 1H), 2.06-2.19 (m, 2H), 1.93-2.00 (m, 2H), 0.97-1.16 (m, 1H),
0.76-0.92 (m, 2H), 0.38-0.65 (m, 2H); A M %<3 2H (NH f1 OH)

278 | MS m/z 406.5 [M+H]"; '"H NMR (500 MHz, DMSO-d;) &: 11.22 (s, 1H), 9.04 (s,
1H), 7.90 (s, 1H), 7.84 (d, ] = 8.0 Hz, 1H), 7.08-7.15 (m, 2H), 4.63 (d, J = 12.7 Hz,
1H), 4.53 (d, ] = 12.6 Hz, 1H), 4.11 (t,J = 7.3 Hz, 2H), 2.91-3.19 (m, 4H), 2.60-2.81
(m, 4H), 2.37 (s, 1H), 1.63-1.68 (m, 1H), 0.98 (d, ] = 6.9 Hz, 6H); % M %% 1H
(OH EX NH)

[0537]
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279 | MS m/z 406.4 [M+H]"; '"H NMR (500 MHz, DMSO-d;) &: 11.23 (s, 1H), 9.03 (s,
1H), 7.87 (d, ] = 8.0 Hz, 1H), 7.30 (s, 1H), 7.16 (d, ] = 8.6 Hz, 2H), 4.63 (d, ] = 12.7
Hz, 1H), 4.54 (d, J = 12.7 Hz, 1H), 4.22 (t, J = 7.0 Hz, 2H), 2.89-3.13(m, 2H),
2.67-2.89 (m, 4H), 2.55-2.65 (m, 2H), 2.35-2.43 (m, 1H), 1.66 (h, ] = 6.8 Hz, 1H),
0.98 (d,J = 6.9 Hz, 6H); ¥ A M%< 1H (OH 3 NH)

280 | MS m/z 418.1 [M+H]; 'H NMR (400 MHz, CDCl3) 8: 12.31 (s, 1H), 8.81 (s, 1H),
7.85 (s, 1H), 7.61 (d, I = 8.3 Hz, 1H), 7.14 (d, ] = 1.6 Hz, 1H), 7.07 (dd, T =82, 1.7
Hz, 1H), 4.74-4.65 (m, 2H), 4.19 (t, ] = 7.3 Hz, 2H), 3.22-3.17 (m, 1H), 3.14 (t, ] =
12 Hz, 2H), 3.08 (td, J = 11.7, 3.1 Hz, 1H), 3.00 (t, ] = 12 Hz, 1H), 2.85 (td, J = 11.7,
3.0 Hz, 1H), 2.76 — 2.67 (m, 2H), 1.95 (dd, J = 10.9, 2.8 Hz, 1H), 1.25 (s, 1H), 1.12
(s, 3H), 0.52-0.45 (m, 1H), 0.42-0.32 (m, 3H).

281 | MS m/z 418.1 [M+H]; 'H NMR (400 MHz, CDCl3) 8: 12.31 (s, 1H), 8.81 (s, 1H),
7.85 (s, 1H), 7.61 (d, J = 8.3 Hz, 1H), 7.14 (d, J = 1.6 Hz, 1H), 7.07 (dd, T = 8.2, 1.7
[0538] Hz, 1H), 4.74-4.65 (m, 2H), 4.19 (t, ] = 7.3 Hz, 2H), 3.22-3.17 (m, 1H), 3.14 (1, ] =
12 Hz, 2H), 3.08 (td, I = 11.7, 3.1 Hz, 1H), 3.00 (t, ] = 12 Hz, 1H), 2.85 (td, = 11.7,
3.0 Hz, 1H), 2.76 — 2.67 (m, 2H), 1.95 (dd, ] = 10.9, 2.8 Hz, 1H), 1.25 (s, 1H), 1.12
(s, 3H), 0.52-0.45 (m, 1H), 0.42-0.32 (m, 3H).

282 | MS m/z 422.4 [M+H]"; 'H NMR (500 MHz, DMSO-dj) &: 11.01 (s, 1H), 9.09 (s,
1H), 7.83 (d, J = 8.2 Hz, 1H), 7.77 (s, 1H), 7.24 (d, ] = 1.8 Hz, 1H), 7.20 (dd, J = 8.3,
1.6 Hz, 1H), 4.80 (d, J = 13.6 Hz, 1H), 4.68-4.75 (m, 1H), 4.46 (t, J = 5.2 Hz, 2H),
4.15 (t, J = 6.1 Hz, 2H), 3.38 (s, 2H), 2.93-3.20 (m, 3H), 2.23-2.28 (m, 2H),
1.80-2.01 (m, 1H), 1.05 (d, J = 6.8 Hz, 6H); %4 M %<3 1H (OH B NH)

283 MS m/z 402.2 [M+H]"; "H NMR (500 MHz, H#-d,)8: 8.71 (s, 1H), 8.36 (s, 1H),
7.91 (d, J=1.6 Hz, 1H), 6.96 (s, 1 H), 6.90 (d, J=12.4 Hz, 1H), 4.89 (d, J=13.3 Hz,
1H), 4.81 - 4.80 (m, 1H), 3.26-3.31 (m, 2H), 2.99-3.06 (m, 2H), 2.80-2.84 (m, 1H),
1.80-1.83 (m, 1H), 1.02 (d, J=6.8 Hz, 6H); %47 M %% 3H (2 NH Al OH), 1H K
SR EN

284 MS m/z 364.3 [M+H]"
[0539] St fol2
[0540]  { & 47100414 %
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[0542]  SDERL: M6~ (4-50-2- (AR AR 5 -3- (FmidL) -1,2,4- = (2.0g,
6.7mmol) f¥JCH,C1, (35mL) it #1745 - 1% 43 I AmCPBA (4. 6g , 20mmo1) , 7E % il F it ) Ni5h.
SR I FHLRINHCO K TR B A T o 4 WL Mg S0, TR IFUR A o T A P o Tl ek £ 1
., FIBREELOAC/ Lk (0-100% EtOAC) e , 15 516 - (4- 5 -2- (F 2L H 48U 2k) 6 4E) -3- (H
BEPEHE) -1,2,4- =1 (1.75g,79% %) , EAZME R 44 'H NMR (500MHz,CDC1,) 6:9.40 (s,
1H) ,8.06 (d,J=8.5Hz,1H) ,7.40(d,J=1.2Hz,1H) ,7.27(dd,J=8.5,1.2Hz,1H) ,5.32 (s,
2H) ,3.56 (s,3H) ,3.52 (s,3H) »

[0543]  JDER2: [m)6- (4-50-2- (IR IR H8H) -3- (PRAMERL) -1,2,4- =% (900mg
2.73mmol) FYJACN (10mL) $HEHE ¥ H A -2, 6 - — F BEMR B (400mg, 3. 5mmol) FIDIPEA
(1.0mL,5.73mmol) o ) MR A #I7E50 °C N 1 /NS, B BUPLCE /R e & AL N TR =40
PRl ok 23V 71 B AR P i fe A e i A , B B2 CH,C1,/MeOH (0-20 %6 MeOH) e fit , 153 516 -
(4-5-2- (FEEFEF AR KHF) -3- OF-3,5- I JEIREE-1-38) -1,2,4- =1 (993mg,
70.5% 77 FK) , EIRFHOE A MS m/z 364.2,366.2[M+H] ",

[0544]  JPIR3: 446~ (4-5F-2- (FEAEE R L) KAL) -3- (-3,5- ZHI REIREE-1-08) - 1,2,
4- =% (650mg,1.79mmo1) \4,4,5,5-DYFI%-2- (4,4,5,5-PUHI 3&-1,3,2- 5 204 -2-
) -1,3, 2 A ke (780mg,2.68mmol) JKOAc (525mg,5.35mmol) <X Phos Pd G4 (80mg,
0.09mmo1) ) JE/K &t (5mL) &3V & MR AA10 73 8, SR 5 AE U R #2900 Cfx
Fr2/N, 2 JE WS B 5 A Ak N3 - (-3, 5- FJLIRE -1-3%) -6- (2- (RS H &) -4-
(4,4,5,5-PUHIFE-1,3,2- Z5URMIGE-2-38) 2R3E) - 1,2, 4- =1 IR R IO MR £ v A &2
SR WA I8 I R A i i A, R CHLC1,/MeOH (0- 15 % MeOH) Hfiit , 75 213 (-3, 5-
TR -1-5L) -6- (2- (FFEFEFAEIL) -4- 4,4,5,5-TUHFH-1,3,2- 4k -2- %)
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HIHE) -1,2,4- =W (800mg,98% = 3) , EAZEALE i /A MS m/z 456.5[M+H] ",

[0545]  LIR4.¥43- (f-3,5- —FIRENREE-1-38) -6- (2- (A A IL) -4- 4,4,5,5-11
FHIE-1,3,2- A eWke-2-28) £3E) -1,2,4- = (60mg,0.13mmol) \6-7R-2-H}-[1,2,
41 =M [1,5-b]MkBE (42.0mg,0.20mmol) < [1,1° - X (- ZFERFE) % sk] &40 (1)
(9.5mg,0.013mmol) FIHREE /KA (0.2mL, 2M) 78 — 3% %% (ImL) TR -S4, B S A0
I35t ARG INAE 90 C IR FF Lh o KR A ve B0 2 R, Il ik e dd (o 1% B e aliAh , FIRR 0 -
20% HEE/ S e, 5 506- [4- [3- [-3,5- ~FIJEIRMEE-1-3E]-1,2,4- =B-6-FE] -
3- (AR AR L) R3] -2-FF3E-[1,2,4] =Mk3F[1,5-b]WEE (50mg,83% F=%) JMS m/z
462.4[M+H] ",

[0546] LIRS 4456-[4-[3-[i-3,5- ~HIJEIRME-1-3E£]-1,2,4- =HE-6-3L]-3- (A ILH
ASE) REE]-2-FE-[1,2,4] =M IR [1,5-b]mkEE (50mg,0. 11mmol) ¥ T HEE 2mL) , IIAIE
F1,4- =% (0.2mL,0.8mmol) AIHCT (4mol/L) o Z I £ S5 N 2h , ¥4 4 e T8 i ek J e £
Whalifl , AR EECH,CL,/MeOH (10-30 %6 MeOH) BEMiE , 15 #12- [3- [il-3,5- — FHALRER -1- 4] -1,
2,4-=-6-2L]-5- (2-F3E-[1,2,4] =M [1,5-b] AR -6-28) 2Ky s —EhR L, 23 ([
1A (30mg, 47 % %) MS m/z 418.4[M+H] ;s 'H NMR (500MHz , DMSO-d,) 8:9.90 (s, 1H) ,9.57
(s,1H) ,9.11(s,1H) ,8.41(d,J=9.5Hz,1H) ,8.18(d,J=9.0Hz,1H) ,8.04 (d,J=8.5Hz,
1H) ,7.80(s,1H) ,7.71 (d,J=8.0Hz,1H) ,4.85(d,J=14.0Hz,2H) ,3.35-3.38 (m, 2H) ,3.19-
3.23 (m,2H) ,3.17(s,3H) ,1.38(d,J=6.0Hz,6H) .

[0547] AR IR B HA AL S P o] F b SCS a2 B i IR R AR T, i@ I B A IE
SRR B R R S B SR AR ) 4%, BRI Gnade H DA R A& -

wew BE

54 MS m/z 444.5 [M+H]"; 'H NMR (500 MHz, FE-d,)3:9.19 (s, 1H), 8.31 (brs, 1H),
8.07 - 8.09 (m, 1H), 7.95 - 7.97 (m, 1H), 3.53 - 3.57 (m, 4H), 3.44 - 3.53 (m, 2H), 3.19
-3.26 (m, 1H), 2.65 - 2.68 (m, 6H), 1.06 - 1.11 (m, 1H), 0.81 - 0.85 (m, 2H), 0.57 -
[0548] 0.60 (m, 2H); A W%LF| 3H (2 NH #1 OH)

65 MS m/z 436.4 [M+H]"; '"H NMR (500 MHz, FE-d,) 8: 8.45 (s, 1H), 7.86 (s, 1H),
7.73 (d, ] = 8.2 Hz, 1H), 7.39 (d, J = 12.7 Hz, 1H), 7.32 (d, ] = 8.4 Hz, 1H), 7.27 (s,
1H), 6.05 (s, 1H), 4.41 - 420 (m, 5H), 4.01 - 3.90 (m, 1H), 3.76-3.59 (m, 4H), 1.40
(t,J=6.8 Hz, 2H); #% A M%¢2| 3H (NH Al 2 OH)
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MS m/z 434.5 [M+H]"; "H NMR (500 MHz, FE-d,) &: 9.19 (s, 1H), 8.92 (s, 1H),
8.01-8.11 (m, 3H), 7.34-7.43 (m, 2H), 5.08 (br d, J=14.0 Hz, 2H), 3.45-3.55 (m, 2H),
3.13 (dd, J=14.2, 11.7 Hz, 2H), 2.61 (s, 3H), 1.48 (d, I=6.4 Hz, 6H); ¥4 W53 2H
(NH 1 OH)

67

MS m/z 420.4 [M+H]"; "H NMR (500 MHz, H#%-d,) 5: 8.49 - 8.44 (m, 1H), 7.88
(s, 1H), 7.74 (d, ] = 8.2 Hz, 1H), 7.41 (d, ] = 12.5 Hz, 1H), 7.33 (d, ] = 8.4 Hz, 1H),
7.29 (s, 1H), 6.05 (s, 1H), 4.30 (s, 3H), 4.34-4.3 (m, 2H), 4.25 - 4.19 (m, 1H), 3.85 -
3.39 (m, 4H), 1.47-1.51 (m, 3H); %47 W%H| 2H (NH fl OH)

68

MS m/z 434.4 [M+H]"; "H NMR (500 MHz, H#-d,) 5: 9.08 (s, 1H), 8.58 (s, 1H),
7.93 (d, J=7.9 Hz, 1H), 7.78 (s, 1H), 7.42 (d, J=11.9 Hz, 1H), 7.29 (d, J=7.6 Hz, 1H),
7.26 (s, 1H), 4.76 (q, J=13.5 Hz, 2H), 3.12-3.24 (m, 2H), 2.88 (td, J=12.5, 3.9 Hz,
1H), 2.82 (dd, J=13.0, 10.5 Hz, 1H), 2.63-2.73 (m, 1H), 2.43 (s, 3H), 1.57 (quin,
J=7.5 Hz, 2H), 1.07 (t, J=7.5 Hz, 3H); %77 M %23 2H (NH #1 OH)

69

MS m/z 431.5 [M+H]"; "H NMR (500 MHz, H[#-d,) 8: 9.06 (s, 1H), 7.92 (d, J=8.5
Hz, 1H), 7.90 (s, 1H), 7.57-7.63 (m, 2H), 7.53 (s, 1H), 4.77 (d, J=12.6 Hz, 2H),
2.86-3.05 (m, 2H), 2.71 (t, J=12.6 Hz, 2H), 2.67 (s, 3H), 2.49 (s, 3H), 1.24 (d, ]=6.4
Hz, 6H); ¥4 MW%E| 2H (NH F1 OH)

70

MS m/z 462.4 [M+H]"; 'H NMR (500 MHz, B #%-d,) 8: 9.11 (s, 1H), 8.01 (br d,
J=8.9 Hz, 1H), 7.72 (s, 1H), 7.71 (s, 1H), 7.49 (s, 1H), 4.84-4.86 (m, 1H), 4.74 (d,
J=13.4 Hz, 1H), 4.28 (s, 3H), 3.12-3.23 (m, 2H), 2.79-2.95 (m, 2H), 2.62 (s, 3H),
2.50-2.56 (m, 1H), 1.77 (td, J=13.7, 7.0 Hz, 1H), 1.09 (d, J=6.7 Hz, 6H); ¥H MW <
F|2H (NH 1 OH)

71

MS m/z 448.4 [M+H]"; '"H NMR (500 MHz, F##-d,) 8: 8.43 (s, 1H), 7.86 (s, 1H),
7.75 (d, J = 8.4 Hz, 1H), 7.29 (s, 3H), 6.06 (s, 1H), 4.40 - 4.18 (m, 5H), 3.84 - 3.42
(m, 5H), 2.19 - 2.04 (m, 1H), 1.28 - 1.14 (m, 6H); AT M %3] 2H (NH 1 OH)

72

MS m/z 416.6 [M+H]"; "H NMR (500 MHz, H#-d,) 5: 9.07 (s, 1H), 8.20 (s, 1H),
7.95 (s, 1H), 7.87 (d, J = 7.9 Hz, 1H), 7.69 (d, J = 9.0 Hz, 1H), 7.66 - 7.62 (m, 1H),
7.31 - 7.27 (m, 2H), 4.87 (br d, J = 13.6 Hz, 2H), 4.24 (s, 3H), 3.16 (br s, 2H), 2.83
(t,J=12.5 Hz, 2H), 1.32 (d, ] = 6.4 Hz, 6H); ¥ M %<3 2H (NH #1 OH)

73

MS m/z 420.4 [M+H]"; '"H NMR (500 MHz, FE-d,) 5: 9.21 (s, 1H), 8.91 (s, 1H),
8.07 (s, 1H), 7.97-8.03 (m, 2H), 7.35-7.42 (m, 2H), 4.95 — 5.11 (m, 2H), 3.31-3.76
(m, 6H), 3.02 (s, 3H), 2.66 (s, 3H); #A7W%EF] 1H (OH)

74

MS m/z 434.4 [M+H]"; "H NMR (500 MHz, F###-d,) 5: 8.45 (s, 1H), 7.88 (s, 1H),
7.75 (d, ] = 8.2 Hz, 1H), 7.41 (d, J = 12.7 Hz, 1H), 7.34 (d, J = 8.2 Hz, 1H), 7.29 (s,
1H), 6.06 (s, 1H), 4.34-4.20 (m, 5H), 3.83 - 3.41 (m, SH), 1.94 - 1.76 (m, 2H), 1.24 -
1.10 (m, 3H); A MEEE| 2H (NH A1 OH)

75

MS m/z 417.2 [M+H]"; '"H NMR (500 MHz, F#-d,) 3: 9.07 (s, 1H), 7.93 (s, 3H),
7.69 (d, ] = 9.5 Hz, 1H), 7.65 - 7.60 (m, 2H), 4.78 (d, J = 13.1 Hz, 2H), 2.96 (br s,
2H), 2.67 (t, I = 12.1 Hz, 2H), 2.50 (s, 3H), 1.22 (d, J = 6.4 Hz, 6H); %4 W 5% 2H
(NH 1 OH)
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MS m/z 434.4 [M+H]"; '"H NMR (500 MHz, B E-d,) 5: 8.42 (s, 1H), 7.86 (s, 1H),
7.74 (d, ] = 7.3 Hz, 1H), 7.42 - 7.23 (m, 3H), 6.05 (d, J = 4.3 Hz, 1H), 4.31 (s, 3H),
4.17 - 3.91 (m, 4H), 3.83 - 3.70 (m, 2H), 1.52 - 1.44 (m, 3H), 1.42 - 1.37 (m, 3H); %
A MEE% 2H (NH #1 OH)

77

MS m/z 434.4 [M+H]"

78

MS m/z 446.4 [M+H]"; "H NMR (500 MHz, DMSO-ds) &: 9.44 (s, 1H), 9.33-9.41
(m, 1H), 9.17-9.23 (m, 1H), 9.13 (s, 1H), 7.98 (d, J=8.2 Hz, 1H), 7.84 (s, 1H), 7.74
(d, J=8.2 Hz, 1H), 4.85 (d, J=13.5 Hz, 1H), 4.78 (d, J=13.5 Hz, 1H), 3.45-3.55 (m,
1H), 3.41 (br d, I=12.5 Hz, 1H), 3.27 (dd, J=14.3, 10.7 Hz, 1H), 3.10-3.21 (m, 2H),
2.86 (s, 3H), 2.58 (s, 3H), 2.04 (sxt, J=6.4 Hz, 1H), 1.08 (t, J=6.1 Hz, 6H).

79

MS m/z 434.5 [M+H]"; "H NMR (500 MHz, H#%-d,) 5: 8.43 - 8.40 (m, 1H), 7.86
(s, 1H), 7.74 (d, J = 8.1 Hz, 1H), 7.41 - 7.30 (m, 2H), 7.29 (s, 1H), 6.06 (s, 1H), 4.40
-4.32 (m, 1H), 4.28 (s, 3H), 4.26 - 4.18 (m, 1H), 3.73 - 3.59 (m, 2H), 3.52 - 3.39 (m,
2H), 1.54 - 1.45 (m, 6H); ¥4 W52 2H (NH #1 OH)

80

MS m/z 441.5 [M+H]"; '"H NMR (500 MHz, H##-d,) &: 8.53 - 8.49 (m, 1H), 8.31
(s, 1H), 8.09 (s, 1H), 7.73 (d, J = 8.4 Hz, 1H), 7.31 (d, ] = 8.2 Hz, 1H), 7.27 - 7.24
(m, 1H), 6.05 (s, 1H), 4.41 - 434 (m, 1H), 4.31 (s, 3H), 429 - 421 (m, 1H),
3.73-3.63 (m, 2H), 3.54 - 3.38 (m, 2H), 1.48-1.50 (m, 6H); ¥4 W %<3 2H (NH Ai!
OH)

81

MS m/z 448.2 [M+H]; '"H NMR (500 MHz, F#%-d,) 8: 9.05 (s, 1H), 8.31 (d, ] =
2.4 Hz, 1H), 7.86 (d, J = 8.1 Hz, 1H), 7.77 (s, 1H), 7.35 - 7.23 (m, 3H), 4.76 - 4.66
(m, 1H), 4.26 (s, 3H), 3.23 - 3.09 (m, 2H), 2.94 - 2.81 (m, 2H), 2.57 - 2.49 (m, 1H),
1.81 - 1.71 (m, 1H), 1.08 (d, ] = 6.9 Hz, 6H); % f7W%2%| 3H (NH., OH f1 1CH 5
BT )

82

MS m/z 403.3 [M+H]"; '"H NMR (500 MHz, F#%-d,) 8: 7.81 (s, 1H), 7.65 (d, J =
2.1 Hz, 1H), 7.15 (d, J = 2.3 Hz, 1H), 7.05 (s, 1H), 6.66 (d, ] = 8.7 Hz, 1H), 6.05 -
6.02 (m, 2H), 3.04 (s, 3H), 2.70-2.80 (m, 4H), 1.35-1.46 (m, 4H), 1.18 (s, 3H); #&H
M %23 1H (OH)

83

MS m/z 432.5 [M+H]"; "H NMR (500 MHz, DMSO-dj) &: 9.49 (d, J = 10.7 Hz, 1H),
9.05-9.08 (m, 2H), 8.02 (s, 1H), 7.98 (d, J = 8.2 Hz, 1H), 7.70 (d, ] = 1.8 Hz, 1H),
7.64 (dd, J = 8.2, 1.8 Hz, 1H), 4.81 (d, J = 13.9 Hz, 2H), 3.35 (s, 2H), 2.96-3.13 (m,
2H), 2.61 (s, 3H), 2.50 (s, 3H), 1.30 (d, J = 6.4 Hz, 6H).

85

MS m/z 431.4 [M+H]"; "H NMR (500 MHz, DMSO-ds) &: 11.32 (br s, 1H), 9.22 (s,
1H), 9.15 (s, 1H), 9.07 (br s, 1H), 7.95-8.05 (m, 2H), 7.84 (d, ]=9.2 Hz, 1H), 7.42 (br
dd, J=7.9, 1.3 Hz, 1H), 7.38 (s, 1H), 4.86 (br d, J=13.7 Hz, 1H), 4.79 (br d, J=14.0
Hz, 1H), 3.35-3.51 (m, 2H), 3.22-3.30 (m, 2H), 3.17 (s, 3H), 3.09-3.16 (m, 1H),
1.97-2.13 (m, 1H), 1.07 (dd, J=7.3, 4.5 Hz, 6H).
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MS m/z 417.4 [M+H]"; "H NMR (500 MHz, DMSO-d;) 8: 9.63 (d, J = 10.1 Hz, 1H),
9.40 (d, J = 1.5 Hz, 1H), 9.29 (s, 1H), 9.24 (d, J = 9.5 Hz, 1H), 9.13 (s, 1H), 8.12 (s,
1H), 8.02 (d, J = 8.2 Hz, 1H), 7.78 (d, ] = 1.7 Hz, 1H), 7.65 (dd, ] = 8.2, 1.8 Hz, 1H),
4.86 (d, J = 13.7 Hz, 2H), 3.35-3.43 (m, 1H), 3.05-3.19 (m, 3H), 2.53 (s, 3H), 1.37
(d, ] = 6.4 Hz, 6H).

87

MS m/z 441.2 [M+H]"; "H NMR (500 MHz, DMSO-d5) &: 9.16 (s, 1H), 9.09 - 9.06
(m, 1H), 8.27 - 8.22 (m, 1H), 8.01 - 7.95 (m, 1H), 7.90 - 7.85 (m, 1H), 7.36 - 7.30
(m, 2H), 4.68 - 4.55 (m, 2H), 3.60 - 3.57 (m, 2H), 2.86 - 2.73 (m, 2H), 2.41 (s, 3H),
1.11 - 1.04 (m, 6H); #AHMEEE] 2H (NH 1 OH)

88

MS m/z 430.5 [M+H]"; "H NMR (500 MHz, DMSO-d;) 8: 9.71 (br s, 1H), 9.42 (brs,
1H), 9.12 (s, 1H), 8.43 (s, 1H), 8.00 (s, 1H), 7.94 (d, J=8.2 Hz, 1H), 7.70 (d, J=8.5
Hz, 1H), 7.57 (dd, J=8.9, 1.8 Hz, 1H), 7.29-7.37 (m, 2H), 4.85 (br d, J=13.4 Hz, 1H),
4.77 (br d, J=14.0 Hz, 1H), 3.53 (td, J=12.5, 1.2 Hz, 1H), 3.40 (br d, J=12.5 Hz, 1H),
3.29 (dd, J=13.7, 11.3 Hz, 1H), 3.07-3.19 (m, 2H), 2.45 (s, 3H), 2.08 (dq, J=13.6, 6.8
Hz, 1H), 1.08 (1, J=6.8 Hz, 6H).

89

MS m/z 448.4 [M+H]"; "H NMR (500 MHz, F#-d,) 5: 9.06 (s, 1H), 8.57 (s, 1H),
7.92 (br d, J=7.9 Hz, 1H), 7.78 (d, J=2.0 Hz, 1H), 7.41 (d, J=11.6 Hz, 1H), 7.28 (br d,
J=7.9 Hz, 1H), 7.25 (s, 1H), 4.48 (br d, J=13.4 Hz, 1H), 4.43 (br d, J=12.8 Hz, 1H),
3.44-3.57 (m, 1H), 3.22 (dd, J=14.0, 8.5 Hz, 1H), 3.08 (dt, J=12.2, 3.0 Hz, 1H), 2.98
(dquin, J=13.7, 6.7 Hz, 1H), 2.62-2.72 (m, 1H), 2.54-2.61 (m, 1H), 2.47-2.53 (m,
1H), 2.46 (s, 3H), 1.21 (d, J=6.1 Hz, 3H), 1.15 (t, J=7.2 Hz, 3H); & M55 1H
(OH)

90

MS m/z 448.5 [M+H]"; "H NMR (500 MHz, DMSO-dj) &: 9.61 (d, J = 10.4 Hz, 1H),
9.22 (d, J = 10.8 Hz, 1H), 9.13 (s, 1H), 8.04 (d, J = 8.1 Hz, 1H), 7.73-7.82 (m, 2H),
7.55 (s, 1H), 4.87 (d, J = 13.9 Hz, 2H), 4.22 (s, 3H), 3.37-3.42 (m, 2H), 3.11-3.17 (m,
2H), 2.52 (s, 3H), 1.36 (d, J = 6.5 Hz, 6H).

91

MS m/z 432.4 [M+H]"; '"H NMR (500 MHz, F##-d,) 8: 9.29 (s, 1H), 9.25 (s, 1H),
9.19 (s, 1H), 8.00 (d, J=7.9 Hz, 1H), 7.76 (s, 1H), 7.71 (br d, J=8.2 Hz, 1H), 5.10 (d,
J=13.7 Hz, 1H), 4.99 (d, J=14.0 Hz, 1H), 3.44-3.61 (m, 2H), 3.25-3.32 (m, 2H),
3.14-3.22 (m, 1H), 2.67 (s, 3H), 2.07 (spt, J=6.8 Hz, 1H), 1.20 (d, J=6.8 Hz, 6H); %
A MELE| 2H (NH #1 OH)

92

MS m/z 446.4 [M+H]"; '"H NMR (500 MHz, F#-d,) 8: 9.16 (s, 1H), 8.02 (br d,
J=7.6 Hz, 1H), 7.99 (s, 1H), 7.67-7.73 (m, 2H), 5.03 (d, J=13.7 Hz, 1H), 4.92 (d,
J=13.7 Hz, 1H), 3.37-3.49 (m, 2H), 3.11-3.27 (m, 2H), 2.95-3.03 (m, 1H), 2.74 (s,
3H), 2.64 (s, 3H), 1.88-2.02 (m, 1H), 1.16 (d, J=6.4 Hz, 6H); #4753 2H (NH
il OH)

93

MS m/z 462.4 [M+H]"; '"H NMR (500 MHz, F#¥-d,) 8: 9.17 (s, 1H), 8.83 (s, 1H),
7.96 (br d, J=8.5 Hz, 1H), 7.74 (s, 1H), 7.68 (d, ]=8.2 Hz, 1H), 5.09 (d, J=13.7 Hz,
1H), 4.98 (d, J=14.0 Hz, 1H), 4.27-4.36 (m, 2H), 3.70 (s, 3H), 3.43-3.62 (m, 1H),
3.24-3.32 (m, 1H), 3.05-3.20 (m, 1H), 2.62 (s, 3H), 2.02-2.16 (m, 1H), 1.19 (d, I=6.8
Hz, 6H); #A W% 2H (NH #1 OH)
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MS m/z 448.4 [M+H]"; "H NMR (500 MHz, DMSO-dj) 8: 11.10 (br s, 1H), 9.16 (s,
1H), 9.14 (s, 1H), 8.20 (br s, 1H), 8.17 (s, 1H), 8.04 (d, J=8.2 Hz, 1H), 7.36-7.44 (m,
J=2.1 Hz, 2H), 4.83 (d, J=10.7 Hz, 2H), 3.43 (s, 3H), 3.32-3.40 (m, 2H), 2.82 (d,
J=4.6 Hz, 2H), 2.53 (s, 3H), 1.47 (d, J=5.5 Hz, 6H).

95

MS m/z 446.4 [M+H]"

96

MS m/z 445.4 [M+H]"; '"H NMR (500 MHz, F#¥-d,) &: 9.20 (s, 1H), 9.19 (s, 1H),
8.18 (s, 1H), 8.02 (d, J=8.2 Hz, 1H), 7.76 (br s, 1H), 7.71 (br d, J=8.2 Hz, 1H), 5.10
(d, J=14.6 Hz, 1H), 4.99 (d, J=14.6 Hz, 1H), 3.50-3.63 (m, 2H), 3.27-3.31 (m, 2H),
3.18-3.27 (m, 1H), 2.99 (s, 3H), 2.66 (s, 3H), 2.10 (qd, J=14.3, 6.7 Hz, 1H), 1.20 (dd,
J=6.7,2.7 Hz, 6H); A W%E|2H (NH A1 OH)

97

MS m/z 417.4 [M+H]"

98

MS m/z 417.4 [M+H]"; "H NMR (500 MHz, DMSO-ds) &: 11.07 (s, 1H), 9.27 (br s,
1H), 9.11 (s, 1H), 8.07 (s, 1H), 8.01 (d, J=7.9 Hz, 1H), 7.71 (s, 1H), 7.64 (br d, J=8.2
Hz, 1H), 7.62 (s, 1H), 4.69-4.80 (m, 2H), 3.40-3.52 (m, 2H), 3.22-3.30 (m, 2H), 3.16
(d, J=12.8, 3.9 Hz, 1H), 2.62 (s, 3H), 2.42 (s, 3H), 1.33 (d, ]=6.5 Hz, 3H).

99

MS m/z 446.2 [M+H]"; "H NMR (500 MHz, DMSO-d;) &: 9.08 (s, 1H), 8.55 (d, J =
2.4 Hz, 1H), 7.94 (d, ] = 8.1 Hz, 1H), 7.87 (s, 1H), 7.42 - 7.36 (m, 1H), 7.33 (d, ] =
8.2 Hz, 1H), 7.31 - 7.29 (m, 1H), 4.83 (d, J = 2.6 Hz, 2H), 4.23 (s, 3H), 3.22 - 2.99
(m, 3H), 2.80 (br s, 1H), 2.26 - 2.04 (m, 2H), 2.03 - 1.82 (m, 2H), 1.82 - 1.64 (m,
2H), 1.53 - 1.35 (m, 1H); &4 WL 1H (OH)

101

MS m/z 432.5 [M+H]"; "H NMR (500 MHz, DMSO-dj) &: 9.68 (d, ] = 10.4 Hz, 1H),
9.43 (s, 1H), 9.30 (d, ] = 10.8 Hz, 1H), 9.12 (s, 1H), 7.98 (d, J = 8.2 Hz, 1H), 7.84 (d,
J=1.7 Hz, 1H), 7.73 (dd, ] = 8.2, 1.7 Hz, 1H), 4.82-4.89 (m, 2H), 3.38-3.42 (m, 2H),
3.12-3.19 (m, 2H), 2.86 (s, 3H), 2.58 (s, 3H), 1.37 (d, J = 6.5 Hz, 6H).

102

MS m/z 417.5 [M+H]"; '"H NMR (500 MHz, DMSO-ds) &: 11.23 (br s, 1H), 9.36 (br
s, 1H), 9.12 (s, 1H), 8.63 (s, 1H), 8.46 (br d, J=9.5 Hz, 1H), 8.19 (s, 1H), 8.15 (br d,
J=9.5 Hz, 1H), 8.07 (d, J=8.2 Hz, 1H), 7.80 (d, J=1.2 Hz, 1H), 7.73 (dd, J=8.5, 1.8
Hz, 1H), 4.86 (br d, J=13.7 Hz, 1H), 4.78 (d, J=14.3 Hz, 1H), 3.49-3.59 (m, 1H),
3.41 (d, J=12.5 Hz, 1H), 3.30 (dd, J=14.0, 11.3 Hz, 1H), 3.07-3.17 (m, 2H), 2.07 (dq,
J=13.4, 6.4 Hz, 1H), 1.08 (t, J=6.4 Hz, 6H).

103

MS m/z 431.5 [M+H]"

104

MS m/z 417.4 [M+H]"; 'H NMR (500 MHz, Hf#-d,) 8: 9.15-9.25 (m, 1H), 8.08 (br
s, 1H), 8.02 (d, J=7.0 Hz, 1H), 7.86 (br s, 1H), 7.63-7.76 (m, 2H), 3.40-3.82 (m, 4H),
3.37 (s, 3H), 3.01 (s, 3H), 2.70-2.76 (m, 4H), 2.56 (s, 3H), %4 W% 1H (OH)

105

MS m/z 446.2 [M+H]"; "H NMR (500 MHz, DMSO-dj) &: 9.08 (s, 1H), 8.55 (d, J =
2.4 Hz, 1H), 7.94 (d, ] = 8.1 Hz, 1H), 7.87 (s, 1H), 7.42 - 7.36 (m, 1H), 7.33 (d, ] =
8.2 Hz, 1H), 7.31 - 7.29 (m, 1H), 4.83 (d, J = 2.6 Hz, 2H), 4.23 (s, 3H), 3.22 - 2.99
(m, 3H), 2.80 (br s, 1H), 2.26 - 2.04 (m, 2H), 2.03 - 1.82 (m, 2H), 1.82 - 1.64 (m,
2H), 1.53 - 1.35 (m, 1H); ¥ W% F| 1H (OH)
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106

MS m/z 418.5 [M+H]"; "H NMR (500 MHz, DMSO-d;) &: 9.59-9.63 (m, 2H), 9.38
(d, J= 1.4 Hz, 1H), 9.18-9.24 (m, 1H), 9.14 (s, 1H), 8.00 (d, J = 8.2 Hz, 1H), 7.85 (d,
J=1.7 Hz, 1H), 7.76 (dd, ] = 8.2, 1.8 Hz, 1H), 4.86 (d, J = 13.7 Hz, 2H), 3.39-3.41
(m, 2H), 3.13 (dd, J = 14.1, 11.5 Hz, 2H), 2.60 (s, 3H), 1.36 (d, J = 6.4 Hz, 6H).

107

MS m/z 434.4 [M+H]"; "H NMR (500 MHz, DMSO-d;) &: 8.72-8.78 (m, 1H), 8.20
(s, 1H), 7.94-8.02 (m, 1H), 7.86 (d, J=7.3 Hz, 1H), 7.78 (s, 1H), 7.55 (t, J=7.6 Hz,
1H), 7.39 (d, J=12.5 Hz, 1H), 4.50 (dd, J=27.2, 13.4 Hz, 2H), 3.21-3.27 (m, 1H),
2.80-2.91 (m, 2H), 2.51 (s, 3H), 2.26 (s, 3H), 2.21 (td, J=11.6, 3.4 Hz, 1H), 2.09-2.16
(m, 1H), 1.10 (d, J=6.1 Hz, 3H); %A M%F| 1H (OH)

108

MS m/z 456.4 [M+H]"; "H NMR (500 MHz, F#¥-d,) 8: 9.16 (br s, 1H), 8.19 (s,
1H), 8.11 (s, 1H), 8.01 (br d, J=7.0 Hz, 1H), 7.57-7.70 (m, 2H), 5.02 (d, J=8.9 Hz,
2H), 3.43-3.53 (m, 4H), 2.99 (s, 3H), 2.56 (s, 3H), 1.58 (d, J=6.0 Hz, 6H); ¥4 M 5%
#| 1H (OH)

109

MS m/z 458.5 [M+H]"; "H NMR (500 MHz, DMSO-d;) &: 9.60 (d, J = 10.6 Hz, 1H),
9.34 (s, 1H), 9.21 (d, ] = 10.5 Hz, 1H), 9.12 (s, 1H), 7.96 (d, J = 8.2 Hz, 1H), 7.80 (d,
J=1.8 Hz, 1H), 7.70 (dd, J = 8.2, 1.7 Hz, 1H), 4.82-4.89 (m, 2H), 3.40 (s, 2H), 3.13
(dd, J = 14.1, 11.5 Hz, 2H), 2.81 (td, ] = 8.2, 4.2 Hz, 1H), 2.58 (s, 3H), 1.41 — 1.32
(m, 8H), 1.30 — 1.25 (m, 2H).

110

MS m/z 403.3 [M+H]; '"H NMR (500 MHz, H##-d,) 5: 9.09 (s, 1H), 7.97 - 7.91
(m, 3H), 7.68 (d, J = 9.5 Hz, 1H), 7.65 - 7.61 (m, 2H), 4.03 (br s, 4H), 2.69 (br s,
4H), 2.52 - 2.49 (m, 3H), 2.46 (s, 3H); %4 WE£F| 1H (OH)

111

MS m/z 445.4 [M+H]"; '"H NMR (500 MHz, FF##-d,) 5: 9.23 (s, 1H), 8.33 (s, 1H),
8.26 (s, 1H), 8.11 (d, J=7.9 Hz, 1H), 7.68-7.84 (m, 2H), 5.08 (d, J=13.4 Hz, 2H),
3.44-3.57 (m, 2H), 3.03 (s, 3H), 2.76-2.87 (m, 2H), 2.68 (s, 3H), 2.05 (s, 3H), 1.57
(d, J=6.0 Hz, 6H); # W %% IH (OH)

112

MS m/z 418.5 [M+H]"; "H NMR (500 MHz, DMSO-d) &: 9.68 (d, ] = 2.4 Hz, 1H),
9.63 (d, J = 10.3 Hz, 1H), 9.21-9.29 (m, 1H), 9.18 (d, J = 2.4 Hz, 1H), 9.16 (s, 1H),
8.03 (d, J = 8.1 Hz, 1H), 7.47 (dd, J = 8.1, 1.9 Hz, 1H), 7.44 (d, J = 1.9 Hz, 1H), 4.86
(d, T = 13.8 Hz, 2H), 3.41 (s, 2H), 3.09-3.19 (m, 2H), 2.55 (s, 3H), 1.36 (d, ] = 6.4
Hz, 6H).

113

MS m/z 417.5 [M+H]"; '"H NMR (500 MHz, FE-d,) 8: 9.28 (s, 1H), 9.23 (s, 1H),
9.21 (s, 1H), 8.26 (s, 1H), 8.06 (s, 1H), 8.03 (d, J=8.2 Hz, 1H), 7.76 (s, 1H), 7.71 (d,
J=7.6 Hz, 1H), 5.11 (d, J=13.7 Hz, 1H), 5.01 (d, J=14.0 Hz, 1H), 3.58 (d, J=12.5 Hz,
1H), 3.45-3.53 (m, 1H), 3.27-3.32 (m, 2H), 3.17-3.24 (m, 1H), 2.06 (dq, ]=13.4, 6.8
Hz, 1H), 1.20 (d, J=6.8 Hz, 6H); %M %3] 2H (NH Al OH)

114

MS m/z 416.5 [M+H]"; '"H NMR (500 MHz, H##-d,) 5: 9.19 (s, 1H), 9.08 (s, 1H),
8.19 (s, 1H), 8.10 (dd, J=9.5, 0.9 Hz, 1H), 8.03 (d, J=8.2 Hz, 1H), 7.93 (d, J=1.2 Hz,
1H), 7.91 (d, J=9.5 Hz, 1H), 7.39 (dd, J=8.2, 1.2 Hz, 1H), 7.37 (s, 1H), 5.09 (br d,
J=13.4 Hz, 1H), 4.98 (d, J=14.9 Hz, 1H), 3.50-3.62 (m, 2H), 3.27-3.32 (m, 2H),
3.17-3.26 (m, 1H), 2.10 (qd, J=13.7, 6.9 Hz, 1H), 1.20 (dd, J=6.9, 3.8 Hz, 6H); %%
MEZF 2H (NH #1 OH)
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115

MS m/z 448.4 [M+H]"; "H NMR (500 MHz, FE-d,) 5: 9.23 (s, 1H), 9.05 (s, 1H),
8.81 (s, 1H), 7.92 (d, J=7.9 Hz, 1H), 7.82 (s, 2H), 7.29 (s, 1H), 7.26 (s, 1H), 4.82 (d,
J=12.5 Hz, 1H), 4.69 (d, J=14.3 Hz, 1H), 3.09-3.20 (m, 2H), 2.80-2.91 (m, 2H),
2.44-2.54 (m, 1H), 1.75 (dq, J=13.7, 7.0 Hz, 1H), 1.07 (dd, J=6.7, 3.4 Hz, 6H); ¥%F
M E<E 2H (NH F1 OH)

116

MS m/z 448.4 [M+H]"; "H NMR (500 MHz, DMSO-dj) &: 9.58 (s, 1H), 9.22 (s, 1H),
9.03 (s, 1H), 8.18 (s, 1H), 8.03 (d, J = 8.1 Hz, 1H), 7.86 (d, ] = 1.8 Hz, 1H), 7.76 (dd,
J =82, 1.8 Hz, 1H), 4.81 (d, J = 13.9 Hz, 2H), 3.34 (s, 2H), 3.09 — 3.03 (m, 2H),
2.95 (s, 3H), 2.72 (s, 3H), 1.30 (d, ] = 6.5 Hz, 6H).

117

MS m/z 432.2 [M+H]"; "H NMR (500 MHz, DMSO-dj) &: 9.90 (s, 1H), 9.58 (s, 1H),
8.96-9.14 (m, 1H), 7.90-8.03 (m, 1H), 7.80-7.86 (m, 1H), 7.21 (s, 1H), 6.93-7.05 (m,
1H), 4.85 (d, ] = 14.0 Hz, 2H), 3.35-3.38 (m, 2H), 3.19-3.23 (m, 2H), 2.90 (s, 3H),
2,61 (s, 3H), 1.38 (t, ] = 5.9 Hz, 6H).

118

MS m/z 471.4 [M+H]

119

MS m/z 435.4 [M+H]"; '"H NMR (500 MHz, DMSO-d,) &: 11.21 (s, 1H), 9.49 (s,
1H), 9.10 (s, 1H), 8.73 (s, 1H), 8.07 (d, ] = 8.1 Hz, 1H), 7.84 (d, J = 1.8 Hz, 1H),
7.76 (dd, ] = 8.2, 1.8 Hz, 1H), 4.89 (d, ] = 13.8 Hz, 2H), 3.42 (s, 2H), 3.11 (dd, ] =
14.1, 11.5 Hz, 2H), 2.69 (s, 3H), 1.36 (d, ] = 6.5 Hz, 6H).

120

MS m/z 417.4 [M+H]"; "H NMR (500 MHz, DMSO-dj) &: 9.70 (d, J = 10.1 Hz, 1H),
9.34 (d, J = 11.1 Hz, 1H), 9.13 (s, 1H), 8.47 (d, J = 8.3 Hz, 1H), 8.06 (d, ] = 8.2 Hz,
1H), 7.78 (s, 1H), 7.74 (dd, ] = 8.2, 1.7 Hz, 1H), 7.70 (d, J = 1.8 Hz, 1H), 7.56 (d, J =
8.6 Hz, 1H), 4.86 (d, J = 13.8 Hz, 2H), 3.37-3.42 (m, 2H), 3.11-3.20 (m, 2H), 2.74 (s,
3H), 1.37 (d, J = 6.5 Hz, 6H).

128

MS m/z 418.5 [M+H]"; '"H NMR (500 MHz, DMSO-d;) &: 9.75 (d, J = 1.5 Hz, 1H),
9.54 (d, J = 1.4 Hz, 1H), 9.45 (d, ] = 10.6 Hz, 1H), 9.25 (d, J = 10.9 Hz, 1H), 9.15 (s,
1H), 8.80 (s, 1H), 8.01 (d, ] = 8.2 Hz, 1H), 7.88 (d, ] = 1.7 Hz, 1H), 7.79 (dd, J = 8.2,
1.8 Hz, 1H), 4.72-4.92 (m, 2H), 3.51 (td, J = 13.2, 3.1 Hz, 1H), 3.38-3.45 (m, 1H),
3.28 (dd, J = 14.1, 11.1 Hz, 1H), 3.14-3.17 (m, 2H), 2.05 (h, J = 6.8 Hz, 1H), 1.08
(dd, J=6.9, 5.5 Hz, 6H).

129

MS m/z 432.5 [M+H]"; "H NMR (500 MHz, DMSO-d;) &: 9.75 (d, ] = 1.4 Hz, 1H),
9.54 (d, ] = 1.4 Hz, 1H), 9.34 (d, J = 10.7 Hz, 1H), 9.15 (s, 1H), 8.93 (d, ] = 11.2 Hz,
1H), 8.80 (s, 1H), 8.01 (d, J =8.2 Hz, 1H), 7.88 (d, J = 1.7 Hz, 1H), 7.79 (dd, ] = 8.2,
1.8 Hz, 1H), 4.96 (d, J = 13.5 Hz, 1H), 4.84 (d, ] = 14.0 Hz, 1H), 3.45-3.55 (m, 1H),
3.42(d, J = 12.3 Hz, 1H), 3.17-3.29 (m, 3H), 1.11 (s, 9H).

130

MS m/z 416.5 [M+H]"; 'H NMR (500 MHz, DMSO-d;) 8: 9.73-9.81 (m, 2H), 9.54
(d, J = 1.4 Hz, 1H), 9.43 (d, ] = 10.4 Hz, 1H), 9.15 (s, 1H), 8.80 (s, 1H), 8.00 (d, J =
8.2 Hz, 1H), 7.88 (d, J = 1.7 Hz, 1H), 7.79 (dd, J = 8.2, 1.8 Hz, 1H), 4.67-4.87 (m,
2H), 3.47-3.61 (m, 2H), 3.39-3.46 (m, 1H), 3.07 (dt, ] = 15.8, 8.5 Hz, 1H), 2.60-2.75
(m, 1H), 1.06-1.17 (m, 1H), 0.73 - 0.57 (m, 3H), 0.41-0.46 (m, 1H).
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MS m/z 444.4 [M+H]"; '"H NMR (500 MHz, DMSO-d;) 8: 9.54 (br s, 1H), 9.32 (br's,
1H), 9.16 (s, 1H), 9.14 (s, 1H), 8.12 (s, 2H), 8.04 (d, J=8.2 Hz, 1H), 7.40 (br s, 1H),
7.38 (s, 1H), 4.85 (d, J=14.0 Hz, 1H), 4.77 (d, J=12.8 Hz, 1H), 3.48-3.57 (m, 1H),
3.41 (d, J=13.7 Hz, 1H), 3.24-3.34 (m, 1H), 3.07-3.20 (m, 2H), 2.68 (s, 3H), 2.55 (s,
3H), 2.06 (dq, J=13.7, 6.8 Hz, 1H), 1.08 (t, J=6.8 Hz, 6H).

138

MS m/z 458.5 [M+H]"; "H NMR (500 MHz, F#§-d,) 8: 9.11 (s, 1H), 8.54 (s, 1H),
7.92 (d, J=8.2 Hz, 1H), 7.66 (s, 1H), 7.41 (s, 1H), 7.29 (br d, J=8.2 Hz, 1H), 7.25 (s,
1H), 3.25-3.50 (m, 4H), 3.11-3.18 (m, 2H), 3.03 (q, J=7.4 Hz, 2H), 2.95 (br t, J=7.5
Hz, 1H), 2.46 (s, 3H), 1.97 (dq, J=14.0, 6.7 Hz, 1H), 1.42 (t, J=7.4 Hz, 3H), 1.15 (dd,
J=6.7, 2.7 Hz, 6H); % ATM%H| 2H (NH #1 OH)

139

MS m/z 498.4 [M+H]"; '"H NMR (500 MHz, F#-d,) &: 9.13 (s, 1H), 9.07 (s, 1H),
8.16 (s, 1H), 7.98 (s, 1H), 7.96 (s, 1H), 7.36 (dd, J=8.2, 1.8 Hz, 1H), 7.32 (s, 1H),
5.06 (d, I=14.0 Hz, 1H), 4.96 (d, J=14.0 Hz, 1H), 3.43-3.64 (m, 2H), 3.28-3.32 (m,
1H), 3.27 (d, J=4.0 Hz, 1H), 3.18 (ddd, J=10.4, 7.9, 3.7 Hz, 1H), 2.54 (s, 3H), 2.09
(dq, J=13.7, 6.7 Hz, 1H), 1.19 (dd, J=6.7, 3.7 Hz, 6H); ¥4 W% 3| 2H (NH H
OH)

140

MS m/z 444.4 [M+H]"; '"H NMR (500 MHz, F®-d,) 3: 9.02 (s, 1H), 8.22 (s, 1H),
7.84 (d, J=8.2 Hz, 1H), 7.78 (s, 1H), 7.39 (s, 1H), 7.26 (dd, J=8.2, 1.2 Hz, 1H), 7.24
(s, 1H), 4.77 (br d, I=12.2 Hz, 1H), 4.65 (d, J=13.7 Hz, 1H), 4.24 (s, 3H), 3.09-3.17
(m, 2H), 2.73-2.89 (m, 2H), 2.64 (s, 3H), 2.43 (ddd, J=11.3, 6.8, 2.8 Hz, 1H), 1.72
(dg, J=13.7, 6.8 Hz, 1H), 1.05 (dd, J=6.8, 3.7 Hz, 6H); &4 M55 2H (NH Al
OH)

141

MS m/z 431.5 [M+H]"; '"H NMR (500 MHz, FF##-d,) 5: 9.41 (s, 1H), 9.36 (s, 1H),
9.21 (s, 1H), 8.23 (s, 1H), 8.04 (d, J=8.2 Hz, 1H), 7.77 (s, 1H), 7.74 (br d, J=8.2 Hz,
1H), 5.09 (d, J=13.7 Hz, 1H), 4.99 (d, J=15.0 Hz, 1H), 3.35-3.64 (m, 4H), 3.16-3.25
(m, 1H), 2.68 (s, 3H), 2.02-2.18 (m, 1H), 1.20 (dd, J=6.7, 3.1 Hz, 6H); %47 525
2H (NH #1 OH)

147

MS m/z 431.3 [M+H]; 'H NMR (500 MHz, F[#-d,) & 9.08-9.18 (m, 1H),
8.31-8.37 (m, 1H), 8.00-8.06 (m, 1H), 7.87-7.95 (m, 1H), 7.51-7.58 (m, 2H),
6.06-6.14 (m, 1H), 4.97-5.14 (m, 1H), 4.19-4.41 (m, 2H), 3.69-3.82 (m, 1H),
3.54-3.65 (m, 1H), 3.36-3.53 (m, 2H), 2.79 (s, 3H), 2.04-2.18 (m, 1H), 1.17-1.24 (m,
6H); %A M%EH| 2H (NH #1 OH)

167

MS m/z 418.4 [M+H]"; "H NMR (500 MHz, DMSO-dj) &: 11.13 (s, 1H), 9.63 (d, J =
1.4 Hz, 1H), 9.38 (d, ] = 1.4 Hz, 1H), 9.20 (d, J = 10.0 Hz, 1H), 9.15 (s, 1H), 8.00 (d,
J =82 Hz, 1H), 7.84 (d, J = 1.8 Hz, 1H), 7.76 (dd, J = 8.2, 1.8 Hz, 1H), 4.90 (d, J =
13.9 Hz, 2H), 3.45 (s, 2H), 3.03 (dd, J = 14.2, 11.4 Hz, 2H), 2.60 (s, 3H), 1.33 (d, J =
6.4 Hz, 6H).
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168

MS m/z 430.4 [M+H]"; 'H NMR (500 MHz, DMSO-dy) 8: 11.34 (s, 1H), 9.12 (d, J =
2.0 Hz, 1H), 9.10 (s, 1H), 8.68 (d, ] = 2.0 Hz, 1H), 8.00 (d, J = 2.0 Hz, 1H), 7.45 (d, J
= 8.0 Hz, 1H), 7.42 (s, 1H), 4.67 (d, ] = 12.5 Hz, 1H), 4.58 (s, 3H), 3.16 (t, ] = 10.5
Hz, 2H), 3.06 (t, J = 11.5 Hz, 1H), 2.78 (t, ] = 8.5 Hz, 1H), 2.13 (t, ] = 8.5 Hz, 1H),
0.93-0.84 (m, 1H), 0.56-0.47 (m, 2H), 0.42-0.35 (m, 1H), 0.32-0.28 (m, 1H).

169

MS m/z 430.4 [M+H]"; "H NMR (500 MHz, DMSO-dy) &: 11.27 (s, 1H), 9.47 (s,
1H), 9.28 (s, 1H), 9.16 (s, 1H), 9.04 (d, J = 2.0 Hz, 1H), 8.70 (d, J = 2.0 Hz, 1H),
8.04 (d, J = 8.0 Hz, 1H), 7.49 (d, J = 9.0 Hz, 1H), 7.47 (s, 1H), 4.76 (d, ] = 13.5 Hz,
1H), 4.70 (d, ] = 14.5 Hz, 1H), 4.41 (s, 3H), 3.55-3.43 (m, 1H), 3.12-3.07 (m, 2H),
2.71-2.63 (m, 1H), 1.11-1.05 (m, 1H), 0.71-0.64 (m, 1H), 0.60-0.56 (m, 1H),
0.46-0.41 (m, 1H), 0.35-0.27 (m, 1H).

171

MS m/z 430.4 [M+H]"; "H NMR (500 MHz, DMSO-d;) &: 11.04 (s, 1H), 9.89 (s,
1H), 9.49 (s, 1H), 9.12 (s, 1H), 8.50 (d, J = 8.5 Hz, 1H), 8.23 (d, J = 8.5 Hz, 1H),
8.01 (d, J = 8.0 Hz, 1H), 7.94 (d, J = 1.5 Hz, 1H), 7.81 (dd, J = 8.0, 1.5 Hz, 1H), 4.76
(d, J = 14.0 Hz, 1H), 4.70 (d, J = 14.0 Hz, 1H), 4.38 (s, 3H), 3.60-3.49 (m, 2H), 3.42
(d, J = 10.5 Hz, 1H), 3.10-3.04 (m, 1H), 2.67-2.63 (m, 1H), 1.14-1.07 (m, 1H),
0.68-0.58 (m, 3H), 0.45-0.41 (m, 1H); 1H K [ HCI &

172

MS m/z 430.4 [M+H]"; '"H NMR (500 MHz, DMSO-d;) &: 11.13 (s, 1H), 9.57 (s,
1H), 9.08 (s, 1H), 8.47 (d, J = 1.5 Hz, 1H), 7.97 (d, ] = 8.5 Hz, 1H), 7.88 (d,J = 1.5
Hz, 1H), 7.79 (dd, J = 8.5, 2.0 Hz, 1H), 4.66 (d, ] = 12.5 Hz, 1H), 4.61 (s, 3H), 4.57
(d, I = 12.5 Hz, 1H), 3.14 (t, J = 9.0 Hz, 2H), 3.02 (t, J = 11.5 Hz, 1H), 2.75 (t, ] =
11.5 Hz, 1H), 2.09 (t, J = 8.0 Hz, 1H), 0.90-0.82 (m, 1H), 0.54-0.46 (m, 2H),
0.38-0.34 (m, 1H), 0.31-0.27 (m, 1H); #*F7M%Z%| 1H (NH B{ OH)

173

MS m/z 430.4 [M+H]"; 'H NMR (500 MHz, DMSO-d,) &: 11.13 (s, 1H), 10.04 (s,
1H), 9.59 (s, 1H), 9.11 (s, 1H), 8.63 (d, J = 9.0 Hz, 1H), 8.08 (d, J = 9.0 Hz, 1H),
7.95 (s, 1H), 7.84 (d, J = 10.0 Hz, 1H), 4.76 (d, J = 13.0 Hz, 1H), 4.69 (d, J = 13.0
Hz, 1H), 4.36 (s, 3H), 3.62-3.51 (m, 2H), 3.40 (d, J = 12.5 Hz, 1H), 3.08-3.01 (m,
1H), 2.67-2.61 (m, 1H), 1.17-1.09 (m, 1H), 0.69-0.64 (m, 3H), 0.44-0.40 (m, 1H).

174

MS m/z 430.4 [M+H]"; '"H NMR (500 MHz, DMSO-d;) &: 11.08 (s, 1H), 9.80 (s,
1H), 9.53 (s, 1H), 9.43 (s, 1H), 9.15 (s, 1H), 8.53 (s, 1H), 8.02 (d, ] = 8.5 Hz, 1H),
7.97 (d, J = 1.5 Hz, 1H), 7.83 (dd, ] = 8.5, 1.5 Hz, 1H), 4.76 (d, J = 16.0 Hz, 1H),
4.69 (d, J = 13.5 Hz, 1H), 4.40 (s, 3H), 3.58-3.41 (m, 3H), 3.09-3.03 (m, 1H),
2.70-2.63 (m, 1H), 1.14-1.07 (m, 1H), 0.72-0.58 (m, 3H), 0.45-0.41 (m, 1H); 1H 3k
1 HCI £k

176

MS m/z 352.3 [M+H]"; '"H NMR (500 MHz, B [#-d,) 8: 7.70 (s, 1H), 6.65 (br s,
2H), 6.46 (d, ] = 8.2 Hz, 1H), 5.87 (dd, J = 8.1, 1.8 Hz, 1H), 5.84 (d, ] = 1.7 Hz, 1H),
3.59 (t, J = 6.0 Hz, 1H), 3.25 (dd, J = 12.8, 2.6 Hz, 1H), 1.84 — 1.66 (m, 2H), 1.61 —
1.48 (m, 2H), 0.01 (d, ] = 6.9 Hz, 3H), 0.10 (d, ] = 6.0 Hz, 3H); #A W53 3H (2
NH f OH)
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190

MS m/z 352.3 [M+H]; '"H NMR (500 MHz, DMSO-d;) 8 9.54 (br s, 1H), 9.11 (s,
1H), 8.09 (s, 2H), 7.86 (d, J = 8.0 Hz, 1H), 7.32 (s, 1H), 7.27 - 7.19 (m, 2H), 7.12 (s,
1H), 5.05 (t, J=7.2 Hz, 1H), 4.50 (d, J = 14.3 Hz, 1H), 3.77 (s, 1H), 3.59 (dd, ] = 14.5,
3.7 Hz, 1H), 3.4-3.42 (m, 1H), 3.22 - 3.11 (m, 1H), 1.39 (d, ] = 6.9 Hz, 3H), 1.32 (d, J
=6.8 Hz, 3H).

191

MS m/z 434.5 [M+H]"; '"H NMR (500 MHz, DMSO-d;) &: 11.14 (s, 1H), 9.11 (s,
1H), 8.76-8.99 (m, 1H), 8.66 (dd, J = 4.6, 1.5 Hz, 1H), 8.49 (dd, J = 8.2, 1.5 Hz, 1H),
8.06 (d, ] = 8.1 Hz, 1H), 7.80 (d, J = 1.8 Hz, 1H), 7.73 (dd, J = 8.1, 1.8 Hz, 1H), 7.65
(dd, T = 8.2, 4.6 Hz, 1H), 4.88 (d, ] = 13.5 Hz, 1H), 4.80 (d, ] = 14.0 Hz, 1H),
3.38-3.48 (m, 2H), 3.16-3.28 (m, 3H), 1.98 (h, J = 6.8 Hz, 1H), 1.07 (d, ] = 6.9 Hz,
6H).

193

MS m/z 429.4 [M+H]"; "H NMR (DMSO-d6) &: 11.28-11.58 (m, 1H), 9.33 (s, 1H),
9.10 (s, 1H), 8.21 (s, 1H), 8.02 (d, J=9.5 Hz, 1H), 7.99 (d, J=8.2 Hz, 1H), 7.68 (dd,
J=9.5, 1.2 Hz, 1H), 7.46 (dd, J=8.1, 1.7 Hz, 1H), 7.41 (d, J=1.5 Hz, 1H), 4.64 (br d,
J=12.2 Hz, 1H), 4.55 (br d, J=11.3 Hz, 1H), 3.00-3.13 (m, 2H), 2.90 (br dd, J=12.7,
10.5 Hz, 1H), 2.62-2.71 (m, 1H), 2.58 (s, 3H), 1.90-1.98 (m, 1H), 0.78-0.85 (m, 1H),
0.42-0.51 (m, 2H), 0.23-0.34 (m, 2H).

194

MS m/z 428.4 [M+H]"; 'H NMR (500 MHz, DMSO-dy) 8: 11.14-11.41 (m, 1H), 9.09
(s, 1H), 8.63 (s, 1H), 8.31 (s, 1H), 8.16 (s, 1H), 7.96 (d, J=7.9 Hz, 1H), 7.61 (d, J=9.5
Hz, 1H), 7.30 (dd, J=8.1, 1.7 Hz, 1H), 7.27 (d, J=1.5 Hz, 1H), 7.01 (dd, J=9.5, 1.2
Hz, 1H), 4.67 (br d, ]=12.2 Hz, 1H), 4.58 (br d, ]=12.8 Hz, 1H), 3.10-3.21 (m, 2H),
2.97-3.09 (m, 1H), 2.71-2.83 (m, 1H), 2.44 (s, 3H), 2.12 (br t, J=8.4 Hz, 1H),
0.81-0.94 (m, 1H), 0.47-0.60 (m, 2H), 0.26-0.41 (m, 2H).

195

MS m/z 428.4 [M+H]"; "H NMR (500 MHz, DMSO-d;) &: 9.08 (s, 1H), 8.20 (s, 2H),
8.17 (d, J=7.6 Hz, 1H), 7.95 (d, J=8.2 Hz, 1H), 7.88 (s, 1H), 7.31-7.41 (m, 3H), 7.04
(dd, J=7.5, 1.7 Hz, 1H), 4.64 (br d, J=12.2 Hz, 1H), 4.49-4.59 (m, 1H), 3.04-3.11 (m,
1H), 2.92 (br dd, J=12.7, 10.5 Hz, 1H), 2.64-2.73 (m, 2H), 2.63 (s, 3H), 1.92-2.02
(m, 1H), 0.78-0.89 (m, 1H), 0.42-0.53 (m, 2H), 0.23-0.36 (m, 2H).

197

MS m/z 418.4 [M+H]"; "H NMR (500 MHz, DMSO-d;) &: 9.13 (d, J = 2.1 Hz, 1H),
9.08 (s, 1H), 8.69 (d, J = 2.1 Hz, 1H), 8.01 (d, J = 8.2 Hz, 1H), 7.45 (dd, J = 1.7, 8.1
Hz, 1H), 7.41 (d, ] = 1.8 Hz, 1H), 4.59 (s, 5H), 2.78 (ddd, ] = 3.1, 6.5, 10.1 Hz, 2H),
2.56 - 2.52 (m, 2H), 1.07 (d, J = 6.1 Hz, 6H); %A M %<5 2H (NH 1 OH)

198

MS m/z 418.4 [M+H]"; "H NMR (500 MHz, DMSO-dj) &: 9.57 (s, 1H), 9.06 (s, 1H),
8.47 (s, 1H), 7.97 (d, ] = 8.2 Hz, 1H), 7.90 - 7.87 (m, 1H), 7.80 - 7.77 (m, 1H), 4.65 -
4.57 (m, SH), 2.78 (dd, J = 3.1, 6.3 Hz, 2H), 2.58 - 2.52 (m, 2H), 1.11 - 1.03 (m, 6H);
WEAT SR 2H (NH FI OH)

201

MS m/z 418.2 [M+H]"; "H NMR (500 MHz, DMSO-d;) &: 9.06 (s, 1H), 8.53 (d, J =
9.0 Hz, 1H), 8.12 (d, J = 8.9 Hz, 1H), 8.01 (d, J = 8.2 Hz, 1H), 7.90 - 7.86 (m, 1H),
7.82 - 7.77 (m, 1H), 4.70 - 4.60 (m, SH), 2.91 - 2.78 (m, 2H), 2.63 - 2.54 (m, 2H),
1.12 - 1.07 (m, 6H); %45 M %%| 2H (NH il OH)
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202

MS m/z 430.4 [M+H]"; '"H NMR (500 MHz, DMSO-d,) 8: 11.15 (s, 1H), 9.06 (s,
1H), 8.52 (d, ] = 9.0 Hz, 1H), 8.11 (d, J = 9.0 Hz, 1H), 8.00 (d, ] = 8.5 Hz, 1H), 7.87
(s, 1H), 7.78 (d, J = 9.5 Hz, 1H), 4.65 (d, ] = 9.5 Hz, 1H), 4.56 (s, 3H), 4.55 (d, ] =
12.0 Hz, 1H), 4.15-4.03 (m, 1H), 3.07 (t, ] = 11.5 Hz, 2H), 2.92 (t, ] = 11.0 Hz, 1H),
2.71-2.65 (m, 1H), 1.97 (t, J = 8.5 Hz, 1H), 0.85-0.78 (m, 1H), 0.51-0.43 (m, 2H),
0.32-0.24 (m, 2H).

206

MS m/z 417.2 [M+H]"; "H NMR (500 MHz, DMSO-dj) &: 9.32 (s, 1H), 9.08 (s, 1H),
8.03 - 7.97 (m, 2H), 7.68 (d, ] = 9.3 Hz, 1H), 7.45 (dd, J = 1.6, 8.2 Hz, 1H), 7.39 (d, J
= 1.5 Hz, 1H), 4.60 (d, ] = 11.9 Hz, 2H), 2.77 (ddd, J = 3.1, 6.4, 10.0 Hz, 2H), 2.58
(s, 3H), 1.09 - 1.03 (m, 7H); &AM %% 3H (NH. OH A1 1 CH 5 7igE5)

211

MS m/z 446.4 [M+H]"; "H NMR (500 MHz, DMSO-dj) &: 11.22 (s, 1H), 9.33 (d, ] =
9.0 Hz, 1H), 9.15 (s, 1H), 9.12 (s, 1H), 8.92 (d, ] = 9.0 Hz, 1H), 8.68 (s, 1H), 8.01 (d,
J=8.0 Hz, 1H), 7.46 (d, ] = 8.0 Hz, 1H), 7.45 (s, 1H), 4.95 (d, J = 13.5 Hz, 1H), 4.83
(d, J = 14.0 Hz, 1H), 4.58 (s, 3H), 3.49 (t, J = 12.5 Hz, 2H), 3.27-3.18 (m, 3H), 1.10
(s, 9H); 1H 2k [ HCI £k

212

MS m/z 432.3 [M+H]; "H NMR (500 MHz, DMSO-ds) &: 11.42 (s, 1H), 9.14 (s,
1H), 9.08 (s, 1H), 8.67 (d, J = 2.0 Hz, 1H), 8.00 (d, ] = 2.0 Hz, 1H), 7.47 (d, I = 7.5
Hz, 1H), 7.42 (s, 1H), 4.91-4.48 (m 2H), 4.61 (s, 3H), 3.54-3.46 (m, 3H), 3.11 (t, J =
11.5 Hz, 1H), 2.70 (t, J = 9.0 Hz, 1H), 2.44-2.35 (m, 1H), 1.09-1.02 (m, 1H), 0.9 (d,
J=6.0 Hz, 6H).

214

MS m/z 432.4 [M+H]; "H NMR (500 MHz, DMSO-d;) &: 11.27 (s, 1H), 9.61 (s,
1H), 9.49 (s, 1H), 9.14 (s, 1H), 9.13 (d, J = 8.5 Hz, 1H), 8.68 (s, 1H), 8.01 (d, J = 8.5
Hz, 1H), 4.93 (d, J = 12.5 Hz, 1H), 4.85 (d, ] = 12.5 Hz, 1H), 4.58 (s, 3H), 3.39-3.37
(m, 1H), 3.25-3.13 (m, 4H), 1.87-1.79 (m, 1H), 1.75-1.68 (m, 1H), 1.39 (d, J = 6.0
Hz, 3H), 1.04 (d, ] = 7.5 Hz, 3H).

241

MS m/z 444.0 [M+H]"; "H NMR (400 MHz, CDCI3) & : 12.46 (s, 1H), 9.10 (d, J =
2.2 Hz, 1H), 8.87 (s, 1H), 8.38 (d, ] = 2.2 Hz, 1H), 7.77 (d, ] = 8.3 Hz, 1H), 7.39 (d, J
= 1.9 Hz, 1H), 7.27-7.24 (m, 1H), 4.78-4.70 (m, 2H), 4.60 (s, 3H), 3.23-3.18 (m,
1H), 3.11 (td, J = 11.7, 3.1 Hz, 1H), 3.03 (t, J = 12, 1H), 2.87 (1d, ] = 11.7, 3.1 Hz,
1H), 1.96 (dd, J = 10.8, 2.9 Hz, 1H), 1.13 (s, 3H), 0.53-0.46 (m, 1H), 0.43 — 0.32 (m,
3H); A MEF| 1H(NH ¢ OH)

242

MS m/z 444.0 [M+H]"; "H NMR (400 MHz, CDCls) &: 12.46 (s, 1H), 9.10 (d, ] =2.2
Hz, 1H), 8.87 (s, 1H), 8.38 (d, J = 2.2 Hz, 1H), 7.77 (d, ] = 8.3 Hz, 1H), 7.39 (d, J =
1.9 Hz, 1H), 7.27-7.24 (m, 1H), 4.78-4.70 (m, 2H), 4.60 (s, 3H), 3.23-3.18 (m, 1H),
3.11 (td, J=11.7, 3.1 Hz, 1H), 3.03 (1, = 12 Hz, 1H), 2.87 (td, ] = 11.7, 3.1 Hz, 1H),
1.96 (dd, J = 10.8, 2.9 Hz, 1H), 1.13 (s, 3H), 0.53-0.46 (m, 1H), 0.43 — 0.32 (m, 3H);
BAHMELT| 1H (NH 5 OH)
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243

MS m/z 417.5 [M+H]"; "H NMR (500 MHz, DMSO-d;) &: 11.09 (s, 1H), 9.22 (dd, J
= 7.0, 1.7 Hz, 1H), 9.15 (s, 1H), 8.94 — 8.86 (m, 1H), 8.81 (s, 1H), 8.78 (s, 1H),
8.73-8.72 (m, 1H), 7.96 — 7.92 (m, 2H), 7.74 (d, J = 8.2, 1H), 7.17 (dd, I = 7.1, 4.1
Hz, 1H), 4.85 (d, J = 12.5 Hz, 1H), 4.78 (d, ] = 13.9 Hz, 1H), 3.56 — 3.26 (m, 2H),
3.22-3.18 (m, 3H), 1.98 (q, J = 6.7 Hz, 1H), 1.07 (dd, J = 6.9, 3.9 Hz, 6H); 1H K H
HCI £

244

[0559]

MS m/z 416.4 [M+H]"; 'H NMR (500 MHz, DMSO-ds) 6: 11.21 (s, 1H), 9.06 (s,
1H), 8.77 (d, J = 7.0 Hz, 1H), 8.43 (s, 1H), 8.01 (d, J = 9.0 Hz, 1H), 7.94 (d, J = 8.5
Hz, 1H), 7.39 (dd, J = 9.0, 6.8 Hz, 1H), 7.33-7.32 (m, 2H), 7.00 (1, J = 6.9 Hz, 1H),
4.64 (d, ] = 11.4 Hz, 1H), 4.54 (d, J = 12.6 Hz, 1H), 3.21 — 2.90 (m, 2H), 2.86 — 2.61
(m, 2H), 2.37-2.33 (m, 2H), 1.72 - 1.62 (m, 1H), 0.98 (d, J = 6.8 Hz, SH); #A M %L
F| 1H (NH X OH)

263

MS m/z 434.4 [M+H]"; '"H NMR (500 MHz, DMSO-ds) &: 11.16 (br s, 1H), 9.16
(s, 1H), 9.04 (br s, 2H), 8.37 (s, 1H), 8.23 (d, J = 9.1 Hz, 1H), 8.09 (d, J = 9.7 Hz,
1H), 8.03 (d, T = 8.1 Hz, 1H), 7.51 (d, J = 8.2 Hz, 1H), 7.47 (s, 1H), 4.87 (d, T = 13.7
Hz, 1H), 4.80 (d, ] = 14.1 Hz, 1H), 3.51 — 3.44 (m, 2H), 3.31 — 3.00 (m, 3H), 2.07 —
1.97 (m, 1H), 1.08 (dd, J = 6.8, 4.6 Hz, 6H); 1H 3£ 1 HCI

264

MS m/z 435.4 [M+H]; "H NMR (500 MHz, DMSO-de) &: 11.29 (br s, 1H), 9.52 (d,
J=2.3 Hz, 1H), 9.44 (br s, 1H), 9.25 (br s, 1H), 9.17 (s, 1H), 8.82 (d, ] = 2.3 Hz,
1H), 8.06 (d, J = 8.1 Hz, 1H), 7.59 (d, ] = 8.0 Hz, 1H), 7.56 (s, 1H), 4.87 (d, ] = 14.2
Hz, 1H),4.79 (d,,J=143Hz, 1H),3.61 —3.39 (m, 3H), 3.29 (dd, J = 14.0, 11.1
Hz, 1H), 3.16-3.13 (m, 1H), 2.06 (h, J = 6.8 Hz, 1H), 1.09 (t, J = 6.0 Hz, 6H); 1H 3k
i1 HCI #h

[05601  Sijifl3

[0561]  fLEW14200 ] &

[ZB\)

0O

[0562]

Me/\

Me

cl
cl
N™ i jl: I\l OMOM il
-
Me. Js _N  OMOM NN
s7N \)
BocN
Me/\Me
Py =\
N NN
jl\’ | IR Np\‘/Q/
|
PN OMom (\ < NSy
N7 N
HN S
Me/\ Me

[0563]  DPR1:1A16- (4-F-2- (F LR AR KAL) -3- (B -1,2,4- = (1.0g,
3.2mmol) A (S) -1-Boc-2- 7 P FENREE (873mg, 3.81mmol) FEJACN (6mL) ¥ I ADIPEA
(1.1mL,6.4mmol) o ¥R A WIAET0C N N3 /N, BLBIUPLCE 7~ G A4 Rk 52 4= TH FE - SR 5
SRSIIR A E 2 5, R AR IR I8 I ik AT i 44k , AR BECH,C1,/MeOH (0- 15 % MeOH) 3¢

171



CN 115768762 A ﬁ'ﬁ HH :I:; 127/138 1T

i A3 BUHUT 2 (S) -4- (6- (4-5-2- (PRI AEL) FKH) -1,2,4- =We-3-38) -2- T ALK
G- 1- R (1.02g,67%77%) , RIRA ALK MS m/z 478.4[M+H]

[0564]  5I%2.:4Pd, (dba) , (10.0mg,0.01mmol) \Me4tButylXphos (10mg,0.01lmmol) \1,4-
Tk (0. 2mL) ATF K (0. 8mL) HYVR AW G WA, 2R S £E120°C T INFA10mi no K Se Wi v
HEER REHEBESH (S -4- 6- 4-5F-2- (PEREFARL) KE) -1,2,4- =H-3-4) -
2- ST HEIR G - 1- R R AU T W (100mg, 0. 21mmol) K,PO, (90mg, 0. 42mmo1) FIRKM: (28mg,
0.42mmo1) I/ H o SR J5 FHE W& FFRIR A, SR 1E120°C TN Infhdh o SR J5 K S BT
B H 2 W AR IR I A (g 4l 4k, AR EECH,CL, /MeOH (0-10 %6 MeOH) ¥ fit , 45 21
(S) -4- (6- (4- (I1H-BRME-1-38) -2- (AL AL R 3E) -1,2,4- =g -3-5) -2- I ALK
G- 1- RGBT T (T6mg, T1%6 77 2%) , RIEAE A MS m/z 510.4[M+H] .

[0565] LIRS [ (S) -4- (6- (4- (I1H-BkME-1-3E) -2~ (FAA L ARE) Z838) -1,2,4- =1
3-3%) -2- A ILIRME - 1- FRER AL T lE (T6mg, 0. 15mmol) [ FHEE (2mL) ST, IONIE T-1,4-
%Xt (0.2mL, 0. 8mmol) HYHCT (4mol/L) o ZE U 44k S B 2h , e Il 1 fel AT (4 1 4fiAk
JH#6 % CH,C1,,/MeOH/NH, OH (10-30 % MeOH/NH,0H) it , 75 31 (S) -5- (1H-BkmMe-1-%8) -2- (3~
(3- IR - 1-05) -1,2,4- =& -6-JK) KMy (30mg,47% /%) .

[0566] NS m/z 366.3[M+H]";'H NMR (500MHz, FHEE-d,) 8:9.14 (s, 11) ,8.22 (s, 11) ,8.01
(d,J=8.4Hz,1H) ,7.61 (s, 1H) ,7.22-7.17 (m,3H) ,5.08 (br d,J=13.6Hz,1H) ,5.02-4.93
(m,1H) ,3.59-3.45 (m,2H) ,3.31-3.23 (m,2H) ,3.18-3.11 (m, 1H) ,2.11-2.02 (m, 1H) ,1.19
(d,J=6.9Hz,6H) ; 5 A ML 2H (NHATOH)

[0567] 7R3 ffr fifi ik () HeAtb AL & P mT A P BSOS it 1 3 i ik RO R P, il B AR
UEAT R B G  RAT S E 2% AR R A o5, BRI anie B DA T AL &40 -

LK b6

159 | MS m/z 430.5 [M+H]"; '"H NMR (500 MHz, F[#-d,) 8: 9.18 (s, 1H), 8.35 (br s,
1H), 8.07 (d, J=8.5 Hz, 1H), 8.04 (d, J=8.5 Hz, 1H), 7.86 (d, J=3.4 Hz, 1H),
[0568] 7.19-7.25 (m, 2H), 6.79 (d, J=3.4 Hz, 1H), 5.07 (br d, J=13.7 Hz, 1H), 4.97 (br d,
J=14.3 Hz, 1H), 3.49-3.55 (m, 1H), 3.40-3.48 (m, 1H), 3.20-3.30 (m, 2H), 3.11 (ddd,
J=10.6, 7.4, 3.1 Hz, 1H), 2.67 (s, 3H), 1.96-2.08 (m, 1H), 1.18 (d, ]=7.0 Hz, 6H); ¥
AMEEF2H (NH Fil OH)
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ey
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54

MS m/z 353.3 [M+H]"; "H NMR (500 MHz, B#-d,) 8: 9.13 (s, 1 H), 8.01 (s, 1 H),
7.85 (s, 1 H), 7.84 (d, J=8.09 Hz, 1 H), 7.20 (d, J=6.56 Hz, 1 H), 7.16 (d, J=1.53 Hz,
1H), 5.05 (dd, J=14.34, 2.75 Hz, 2H), 3.48 (m, 2H), 3.04 (dd, J=14.50, 11.60 Hz,
2H), 1.44 (d, J=6.56 Hz, 6H); XA MELH] 2H (NH 1 OH)

52

MS m/z 367.4 [M+H]"; "H NMR (500 MHz, H##-d,) 5: 9.08 (s, 1H), 7.97 (d, J=9.3
Hz, 1H), 7.96 (s, 2H), 7.70-7.73 (m, 2H), 4.69 (br d, ]=14.6 Hz, 2H), 2.90 (dd, J=13.4,
11.1 Hz, 2H), 2.34-2.41 (m, 5H), 1.26 (s, 3H), 1.25 (s, 3H); ¥4 W %3] 1H (OH)

45

MS m/z 355.3 [M+H]"; "H NMR (500 MHz, F#-d,)8: 9.08 (s, 1H), 7.97 (d, J=9.0
Hz, 1H), 7.96 (s, 2H), 7.71 (s, 2H), 4.79 (br d, J=11.4 Hz, 1H), 4.67 (d, J=12.8 Hz, 1H),
3.57-3.69 (m, 2H), 3.14-3.22 (m, 2H), 2.85-2.96 (m, 3H); %4 M EF|3H (NH 1 2
OH)

274

MS m/z 436.5 [M+H]"; "H NMR (500 MHz, H-d,) 8: 9.05 (s, 1H), 8.45-8.60 (s,
1H), 7.73-7.83 (m, 1H), 6.70-6.79 (m, 1H), 6.59-6.66 (m, 1H), 4.89-4.95 (m, 1H),
4.74-4.82 (m, 1H), 4.56 (s, 2H), 4.21-4.29 (m, 2H), 3.88-3.97 (m, 2H), 3.34-3.38 (m,
1H), 3.21-3.30 (m, 1H), 2.97-3.10 (m, 2H), 2.74-2.86 (m, 1H), 2.38 (s, 3H),
1.82-1.93 (m, 1H), 1.05-1.18 (m, 6H); ¥4 M ELH|2H (NH il OH)

155

MS m/z 431.5 [M+H]"; "H NMR (500 MHz, DMSO-d;) 8: 9.59 (br d, J=9.5 Hz, 1H),
9.34 (br d, J=8.9 Hz, 1H), 9.08 (s, 1H), 8.60 (s, 1H), 8.52 (d, J=8.9 Hz, 1H), 8.04 (d,
J=8.5 Hz, 1H), 7.59 (d, J=9.2 Hz, 1H), 7.56 (d, ]=2.1 Hz, 1H), 7.47 (dd, J=8.5, 2.1
Hz, 1H), 4.86 (br d, J=13.4 Hz, 1H), 4.78 (br d, ]=14.0 Hz, 1H), 3.47-3.56 (m, 1H),
3.39-3.45 (m, 1H), 3.29 (dd, J=14.0, 11.3 Hz, 1H), 3.09-3.18 (m, 2H), 2.73 (s, 3H),
2.01-2.12 (m, 1H), 1.04-1.12 (m, 6H).

237

MS m/z 393.3 [M+H]"; '"H NMR (500 MHz, DMSO-ds) &: 11.30 (s, 1H), 8.98 (s,
1H), 8.14 (s, 1H), 7.99 (d, J = 8.5 Hz, 1H), 7.68 (s, 1H), 7.63 (d, J = 8.5 Hz, 1H),
4.69-4.51 (m, 2H), 2.76-2.44 (m, 4H), 2.29-2.21 (m, 1H), 2.04-1.98 (m, 2H),
1.91-1.76 (m, 4H), 1.09 (d, J = 5.0 Hz, 3H); ¥ M E#2H (NH #I OH)

162

MS m/z 418.5 [M+H]; '"H NMR (500 MHz, DMSO-dj) : 9.76 (br, d, J=9.46 Hz,
1H), 9.56 (s, 1H), 9.46 (br, d, J=9.54 Hz, 1H), 9.25 (s, 1H), 9.08 (s, 1H), 8.76 (s, 1H),
8.03 - 8.06 (m, 3H), 7.93 (dd, J=8.7, 1.98 Hz, 1H), 4.77 (br d, J=14.04 Hz, 2H), 4.85
(br, d, J=13.43 Hz, 1H), 3.52 - 3.57 (m, 1H), 3.38-3.41 (m, 1H), 3.27 - 3.30 (m, 2H),
2.05 - 2.12 (m, 1H), 1.07 - 1.10 (t, J=6.82 Hz, 6H); 1H %k [ HCI #k

183

MS m/z 379.5 [M+H]"; "H NMR (500 MHz, DMSO-dy) &: 9.77 (br s, 1H), 9.42 - 9.43
(m, 1H), 9.05 (s, 1H), 7.98 (d, J=8.54 Hz, 1H), 7.92 (s, 1H), 7.68 (d, J=2.14 Hz, 1H),
7.58 (dd, J=8.54, 2.14 Hz, 1H), 4.68 - 4.77 (m, 2H), 3.41 - 3,58 (m, 2H), 3.03 - 3.10
(m, 1H), 2.65 - 2.69 (m, 1H), 2.38 (s, 2H), 2.27 (s, 3H), 1.05 -1.14 (m, 1H), 0.60 - 0.68
(m, 2H), 0.42 - 0.44 (m, 1H).

184

MS m/z 381.4 [M+H]"; '"H NMR (500 MHz, DMSO-dj) 8: 9.45 (s, 1H), 9.27 (s, 1H),
9.05 (s, 1H), 7.98 (d, J=8.54 Hz, 1H), 7.92 (s, 1H), 7.68 - 7.70 (m, 1H), 7.58 (dd,
J=8.54, 2.14 Hz, 1H), 4.76 - 4.86 (m, 2H) 3.44 — 3.53 (m, 3H), 3.39 - 3.42 (m, 1H),
3.24 -3.29 (m, 1H), 2.38 (s, 3H), 2.02 - 2.27 (m, 1H), 1.06 - 1.09 (m, 6H).
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MS m/z 365.3 [M+H]"; "H NMR (500 MHz, FE#-d,) 5:9.08 (s, 1H), 7.99 (d, J=9.2
Hz, 1H), 7.96 (s, 2H), 7.67-7.74 (m, 2H), 4.82 (br d, J=13.5 Hz, 1H), 4.71 (d, J=13.6
Hz, 1H), 3.11-3.23 (m, 2H), 3.01 (dd, J=12.9, 10.2 Hz, 1H), 2.82 (td, J=12.9, 3.5 Hz,
1H), 1.96 (td, J=10.2, 3.5 Hz, 1H), 0.83-0.96 (m, 1H), 0.58-0.65 (m, 2H), 0.31-0.42
(m, 2H); AT M43 2H (NH #1 OH)

14

MS m/z 383.5 [M+H]"; '"H NMR (500 MHz, H&¥-d,)5: 9.09 (s, 1H), 8.00 (d, J=9.0
Hz, 1H), 7.96 (s, 2H), 7.70-7.75 (m, 2H), 4.95 (d, J=13.5 Hz, 1H), 4.79 (d, ]=13.5 Hz,
1H), 3.17-3.27 (m, 1H), 3.11 (td, J=13.2, 3.7 Hz, 1H), 2.86-2.96 (m, 2H), 2.64-2.75
(m, 1H), 1.32 (d, J=13.0 Hz, 6H); ¥4 M %3] 3H (NH F 20H)

18

[0570]

MS m/z 381.5 [M+H]; 'H NMR (500 MHz, HE%-d,) 8: 9.06 (s, 1H), 7.89-8.03
(m, 3H), 7.66 (s, 2H), 4.91 (d, J=12.7 Hz, 1H), 4.74 (br d, J=12.7 Hz, 1H), 3.57-3.80
(m, 1H), 3.00-3.22 (m, 2H), 2.85 (br t, J=11.1 Hz, 1H), 2.45 (d, J=11.1 Hz, 1H), 1.06
(s, 9H); A M%LE| 2H (NH #1 OH)

132

MS m/z 353.3 [M+H]; '"H NMR (500 MHz, FE-d,) 5: 9.09 (s, 1H), 7.99 (d, J=9.0
Hz, 1H), 7.96 (s, 2H), 7.69-7.74 (m, 2H), 4.81 (br d, J=12.8 Hz, 1H), 4.74 (d, I=12.9
Hz, 1H), 3.16-3.25 (m, 2H), 2.90-2.97 (m, 1H), 2.83-2.89 (m, 1H), 2.72-2.81 (m, 1H),
1.59 (quin, J=7.4 Hz, 2H), 1.08 (1, J=7.4 Hz, 3H); %4 MW %£%| 2H (NH Ml OH)

153

MS m/z 365.3 [M+H]"; '"H NMR (500 MHz, FE#-d,) 8: 9.09 (s, 1H), 7.98-8.02 (m,
1H), 7.96 (s, 2H), 7.68-7.75 (m, 2H), 4.93 (d, J=11.1 Hz, 1H), 4.84 (d, ]=14.3 Hz, 1H),
3.14-3.28 (m, 3H), 2.85-2.93 (m, 1H), 2.29 (d, J=9.0 Hz, 2H), 2.13-2.23 (m, 1H),
1.83-2.05 (m, 3H), 1.51-1.63 (m, 1H); ¥ A M %3] 1H (OH)

154

MS m/z 367.3 [M+H]"; '"H NMR (500 MHz, H#-d,) &:9.17 (s, 1H), 7.99-8.05 (m,
1H), 7.97 (s, 2H), 7.73-7.76 (m, 2H), 5.04 (d, J=14.6 Hz, 1H), 4.94 (d, J=11.4 Hz, 1H),
3.50 (d, J=12.2 Hz, 1H), 3.46 (br d, J=9.6 Hz, 1H), 3.21-3.29 (m, 2H), 3.12-3.20 (m,
1H), 1.96-2.08 (m, 1H), 1.18 (d, J=6.9 Hz, 6H); ¥4 M %<3 2H (NH 1 OH)

(05711 St fsil4
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[0574]  SDURL: A BEHAR A3 - (THAMEZE) -1,2,4- = (3.3g,21.0mmol, 1.04%)
F(S) -2-FF P FENREE FHCT 28 (5.0g,25. Immo1 , 1. 224 5) I 6& A I ADMF (100mL) , 2R & hin
ADIPEA (11mL,63.0mmol,3.024 %) , fE22°C Nt Ht12h. 2 J5 , B 22357, il i R e e itk v 4l
AR AR &, 48 FH 100 % CH,C1, %220 % MeOH/CH,CL, [ 06 FE , 15 31 (S) -3~ (3- PR A ZE R - 1 -
$)-1,2,4- =M (4.1g,20. 1mmo1,96 % /= 3K) , EELEE K MS m/z 206.3[M+H] ",

[0575] IR2. [ & A (S)-3- (3-FFAPIENRME-1-45) -1,2,4- = (4.1g,20.1mmol,1.024
&) 1 Befi i ABoc,0 (6.0g,27.0mmol, 1.3 %) ,NEt, (8.6mL,68.0mmol,3. 0 &) Al
CH,C1, (100mL) - #& J5 , I ADMAP (0.5g,4.0mmol,0. 234 &) , ﬁ/ﬁ% YIE22°C R i dE12h. B 2
W, Lﬁaiﬂx@wzéfﬁmﬂawﬂm AF FH100% & 8t 50 % Et0Ac/ O Be i BE B, 7531 (S) -
2-IRHE-4- (1,2,4- =M -3-F5) WRIGR - - FR IR T 1 (3.4, 11.3mmol,55% %) , B PIR
MS m/z 306.3[M+H]".

[0576]  JPER3: 1A% A (S) -2-HNHE-4- (1,2,4- =WE-3-38) IR - 1 - BRI BUT 1iE (3. 4g,
11.3mmol, 1.0 &) HL A i\ 2/ (90mL) A17K (30mL) , 4R J5 MIANBS (2.4g,13.0mmol ,
1.295)  JREMA22° C 12/ SR 5, FHEtOACHUK R BRIR G . 7 S EHLZE , &
MgSO, 5 , ik Y FF Ik 4 o A T R € iV 44K, 4 100 %6 2 b 2250 % EtOAc/ e AR i
B2 (S) -4- (6-¥-1,2,4- =W-3-5&) -2- PR IEIRIE - 1-FREE BT 16 (2.9¢,7.5mmol ,67 %
PR ERBAIHRMS m/z 384.1,386.1[M+H] ",

[0577]  2BUR4. [0 &4 (S) -4- (6-1R-1,2,4- =BE-3-3L) -2-FR P RE0R BE - 1 - SR RGBT g
(1.0g,2.6mmol,1.0248) , = T3t (4-&-2- (FEIEF AL K5 Bk (1.4g,3.0mmol , 1.2
&) ,PdCl, (PPh,) , (0.2¢,0.3mmol, 0.1 %) ,Cul (0.1g,0.5mmol, 0.2 &) KK F ,
AN EE (20mL) , G SR AT BRI AE R A B AEL100°C T HidE2h A H 5, i i8R &
Y, WRAEDEVR , i R (i A4k, 18 FH 100 % O 2250 % EtOAc/ T eI BR &, 4331 (S) -4-
(6- (5-5-3- (AL A J0) MEngE -2-38) -1,2,4- =88 -3-3%) -2- IR JEIR R - |- IR IR AL T
fig (0.4g,0.9mmol,34% #3) , EH IR MS m/z 477.1,479.1[M+H]

[0578]  JDER5: (A1 & A (S) -4- (6- (5-F-3- (AR AR) HtmE-2-25) -1,2,4- =E-3-
F) -2-BRTN EENRIE - 1 - FRER AT S (0.05g,0. Immol, 1. 04 8) (K /M InN (2- B & - 2H-
[1,2,3] =M [4,5-b]Mitie -6-3L) HIEZ (0.04g,0. 2mmol , 1.5 %) .K,C0, (0.05g,0.4mmol ,
3.0 %) \XPhos Pd G,(0.01g,0.01mmol,0.14%5) . —¥&4E (1mL) %nyk (1mL) KRS WA
100°C F#Hi#E1h. /%ien): B Rt R Al A VRS, 18 FH100 % 2 e 250 % Et0Ac/ O B A
B AR (S) -2- IR -4- (6- (3- (FAEH AR -5- (2-F%:-2H-[1,2,3] =M3f[4,5-b]
ML IE -6 - J25) MEmE -2-28) -1,2,4- = -3-2%) IRIGR - 1 - FR QAU T I8 (0.02g,0.03mmol , 28% 7=
), B E A MS m/2475. 4[] .

[0579] 2D IR6: [ & A ¥ TMeOH (ImL) H (S) -2-3 N FE-4- (6- (3- (FASEHFHIHL) -5- (2-
FHE-2H-[1,2,3] =MEJE[4,5-b]MERE-6-F8) MEmE -2-38) -1,2,4- =W -3-38) IR - 1 - 2R
BT i (0.02g,0.03mmol , 1.0 5) /M, IIA4 . OM HC1/ 3%kt IR G WTE22°C T i
Felh ARG IR Gk , il i e I a1 4l Ak, 485 4100 % CH,C1, %2 15 % MeOH/CH,C1, [
B, 185 (S) -2- (3- (3-FRPHILMRME-1-3L) -1,2,4- =HE-6-3&) -5- (2- H 3L -2H- [1,2,3]:%
H-[4,5-b]MENE -6- L) nkiE - 3-FEKHC1 2 (0.01g,0.02mmol ,58% P~ #) , T4 J5 5 13 0 [#]
PR MS m/z 431.4[M+H] s 'H NMR (500MHz ,DMSO-d,) 8:12.02 (s, 11) ,9.45 (s, 1H) ,9.25 (s,
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1H) ,9.16 (s, 1H) ,8.90 (s, 1H) ,8.78 (s, 1H) ,7.99 (s, 1H) ,4.77(d,J=14.0Hz,1H) ,4.72(d,]J
=15.0Hz, 1H) ,4.60 (s,3H) ,3.54-3.46 (m,3H) ,3.11 (t,J=11.5Hz,1H) ,2.70 (t,J=9.0Hz,
1H) ,1.09-1.02 (m,1H) ,0.72-0.64 (m,2H) ,0.57-0.54 (m,1H) ,0.46-0.43 (m, 1H) .

[0580] ST R H i i) Ho A AL A W) v A A b SO S it 454 i R B AR 7, ik B A AE I
SRR B R R SN SR AR 2%, BRI Gnade B DL R A& -

wam 6

181 MS m/z 447.4 [M+H]"; '"H NMR (500 MHz, DMSO-d;) &: 12.02 (s, 1H), 11.13 (s,
1H), 9.36 (s, 1H), 8.65 (d, ] = 2.0 Hz, 1H), 8.58 (d, ] = 2.0 Hz, 1H), 8.03 (d, ] = 1.0
[0581] Hz, 1H), 7.75 (d, J = 2.0 Hz, 1H), 7.55 (d, J = 14.5 Hz, 1H), 4.68 (d, J = 12.0 Hz,
1H), 4.60 (d, J = 12.5 Hz, 1H), 4.23 (s, 3H), 3.25-3.08 (m, 3H), 2.79 (t, ] = 11.5 Hz,
1H), 2.23-2.12 (m, 1H), 0.93-0.85 (m, 1H), 0.56-0.48 (m, 2H), 0.39-0.36 (m, 1H),
0.33-0.30 (m, 1H).

ey B

157 | MS m/z 449.5 [M+H]"; "H (500 MHz, DMSO-d;) &: 12.07 (s, 1H), 9.34 (s, 1H), 8.64
(d, J =2.0 Hz, 1H), 8.58 (d, ] = 2.0 Hz, 1H), 8.03 (s, 1H), 7.77 (d, ] = 2.0 Hz, 1H),
7.55 (d, J = 14.0 Hz, 1H), 4.67-4.55 (m, 2H), 4.23 (s, 3H), 3.05 (t, ] = 11.5 Hz, 2H),
2.81 (t, J = 11.5 Hz, 1H), 2.70 (t, J = 12,0 Hz, 1H), 2.43-2.36 (m, 1H), 1.70-1.63 (m,
1H), 0.97 (d, ] = 7.0 Hz, 6H); &7 A% 1H (NH 2 OH)

121 | MS m/z 433.4 [M+H]"; 'H NMR (500 MHz, DMSO-d;) &: 12.04 (s, 1H), 9.35 (s,
1H), 8.65 (s, 1H), 8.38 (s, 1H), 7.77 (s, 1H), 7.69 (s, 1H), 6.98 (s, 1H), 4.17 (s, 3H),
4.02 (s, 3H), 3.90 (t, J = 5.0 Hz, 4H), 2.45 (t, ] = 5.0 Hz, 4H), 2.25 (s, 3H).

122 | MS m/z 421.4 [M+H]"; 'H NMR (500 MHz, DMSO-ds) &: 11.55 (s, 1H), 9.41 (s,
1H), 8.98 (s, 1H), 8.66 (s, 1H), 7.85 (s, 1H), 7.84 (d, J = 12.0 Hz, 1H), 7.82 (s, 1H),
4.80 (m, 4H), 3.16 (s, 3H), 2.78 (m, 4H), 2.39 (s, 3H).

124 | MS m/z 339.2 [M+H]"; "H NMR (500 MHz, DMSO-dy) &: 13.21 (s, 1H), 12.00 (s,
1H), 9.31 (s, 1H), 8.57 (s, 1H), 8.41 (s, 1H), 8.10 (s, 1H), 7.67 (s, 1H), 3.88 (s, 2H),
3.30 (s, 2H), 2.49 (s, 3H), 2.45 (s, 2H), 2.24 (s, 2H).

126 | MS m/z 417.4 [M+H]"; "H NMR (500 MHz, DMSO-d;) &: 12.04 (s, 1H), 11.59 (s,
1H), 9.42 (s, 1H), 9.20 (s, 1H), 8.69 (s, 1H), 7.99 (s, 1H), 7.87 (s, 1H), 4.87-4.76 (m,
2H), 3.66-3.48 (m, 4H), 3.22-3.10 (m, 2H), 2.79 (s, 3H), 2.64 (s, 3H), 2.52 (s, 3H).

[0582]

[0583]  SLjiifdi5
[0584]  fb & WI1T5H]Hl 4%
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B B Nr% D) NS
\ )\ =N )\ -N |
o N NN NN
0 HN\_) HN
AN A
; N
IR NN PN |
=N |
NN N  OMOM
N7 N
[0585] S - Bocl\(\)
A~ X
N= <t
AP '
B NN 5596 NN
N O
AN OMOM =y H N o
BOCN\) HN\)

[0586]  LURI.[A)3- (AL -1,2,4- =5 (3.0g,18.8mmol) Al (S) -2- 7 A FENREE K HC1
£h (4.5g,22.6mmo1) [YJDMF (100mL) ¥R » JIADIPEA (33mL, 187mmo1) o K S W JB A W 1E %
TN 127N, B BUPLC R /R T8 A e A o B 259 701, J8 ik Ak J2 €2, 3l A Yot o DROREL oy RS JEZ
CH,C1,/MeOH (0-20 % MeOH) ¥ i , 75 3] (S) -3- (3- S P AEWRIE - 1-48) -1,2,4- =1 (1.8g,46%
FEER) , EREEERMS m/z 208.3[M+H] S

[0587]  JBUR2. 0] (S) -3- (3- P FEMREE-1-35) -1,2,4- =¥ (1.8g,8. 7mmol) f¥)7K (100mL)
AMeOH (25mL) A, iZ M IR (0. 7mL, 13 . Ommol) , BHIE &4 £E Lho I AR AR AL AR R
BATKIAT AR5 MK FIEL0AC - 88 5 7K J2 FHE t0AC RE L3 IR o FIZK B /K BRI A HLIZ , ZMgSO,
FAg ST A < 38 R i S A A i UORE i AR ECHLCL, /MeOH (0- 10 %6 MeOH) i , 15
F(S) -6-1R-3- (3-F IR -1-25) -1,2,4- =& (1.7g,69% ;%) , REREAE AR MS m/z
286.1,288.1[M+H]".

[0588] ABZIR3. [ A4 (S)-6-1-3- B-FANIEIRME-1-3) -1,2,4- =B (1.7g,6.0mmo1) -
Et,N(2.5mL,18.0mmol) fBoc,0(1.7g,7.8mmol) [}k H I ACH,CL, (100mL) o i ADMAP
(0.2g,1.2mmol) , VR A WITE IR R HERE12h B J2 77, 3 it Ak e € v 4l A DR 5 A
F£ (0-100% Et0Ac) CLbe/EtOAcEfii , 452 (S) -4- (6-¥R-1,2,4- =Wz -3-3%) -2- 57 N JEIRE -
1-BRERUTHE (2.1,90% 72 %) , A ME A MS m/z 386.1,388.1[M+H] ",

[0589]  BUR4. [0 &4 (S) -4- (6-1R-1,2,4- =BE-3-3L) -2- PP REIREE - 1 - SR RR AL T g
(1.3g,3.4mmol) WI/NEA N =T 2 (4-&-2- (FAEFEE) K5 gt (1.9g,
4.1mmol) \CuI (0.1g,0.7mmol) AIPdC1, (PPh,), (0.2g,0.3mmol) RGN 3Bkt (10mL) « FH
EARIFIREY, FRAEL100°C R e PE2 /N o 3ok i FE IR 4 R TR 5 0 o e 4% vkl ool ek e € 1t 4
1k, F#AFE (0-100%Et0Ac) Tt /EtOAcBEML , /3 21 (S) -4- (6- (5-5-3- (FH AU F 4 L) it
WE-2-98) -1,2,4- =Wa-3-58) -2- S HEIRIE - 1 - FRBRUT g (0.8g,51% 7=%) , 2o Al

177



CN 115768762 A ﬁﬁ HH :I:; 133/138 1T

HRMS m/z 479.2,481.2[M+H] ",

[0590]  JER5: (7] % A tBuXPhos (0.01g,0.01mmo1) \Pd, (dba) , (0.01g,0.01mmol) /N H
IIANHZR (ImL) , F SRR G A BN 110 COREF10min, 2R f5 ¥ 20 22 5 -
AT UM B — AN, /AN &A% T 928 (k) 1 (S) -4- (6- (5--3- (F4
SEFEIE) e -2-38) -1,2,4- ZBE-3-38) -2- RN AEIREE - 1- RIR AT Hig (0.06g,
0.1mmol) \=M: (0.01g,0.15mmol) \K,P0, (0.05g,0.2mmol) « ¥/ SR & H7EL10°C T i b
4ho 1 IR YA IR AL HIR S, FIRRE (0-50%Et0Ac) Ot /EtOAc i , 153 (S) -2- %A
F-4-(6- 3- (FHEILFEIL) -5- (2H-1,2,3-=Me-2-FL) nkrg-2-38) -1,2,4- =BE-3-F5) IR
-1 -FRPRA T B (0.04g,72% 72 5R) , R HIRMS m/z 512.5M+H]

[0591]  BIR6. [ A MFEHEN & A (S) -2- F3E-4- (6- (3- (FHEAILH & EL) -5- (2H-1,
2,3-=Mp-2- ) MEIE-2-58) -1,2,4- =B -3- L) RIS - 1-FREE AU T IS (0.04g,0.08mmol) [¥)
/AN I AMeOH (2mL) o JIA4.OM HC1/ =%kt 2mL) , JB & YFE =i T HidE Lho B £¥55,
REL it [ A il e M € 3 i A, VR B (0-10 % MeOH) CH,C1,/MeOH#E L , 1321 (S) -2- (3- 3- 5
PIFEIRME-1-3E) -1,2,4- =B-6-3&) -5- (2H-1,2,3- =M:-2-36) Akng -3-F% (0.02g,73% 7
), THEE R A E A MS m/z 368.3[M+H] s 'H NMR (500MHz , DMSO-d,) 8:9.26 (s, 1H) ,
8.90(d,J=2.0Hz,1H) ,8.24 (s,2H) ,7.93(d,J=2.0Hz,1H) ,4.65(d,J=11.0Hz, 1H) ,4.57
(d,J=11.0Hz,1H) ,3.05(t,J=11.0Hz,2H) ,2.82 (t,J=11.5Hz,1H) ,2.70 (t,J=10.5Hz,
1) ,2.39-2.36 (m,1H) ,1.71-1.60 (m, 1H) ,0.97 (d, J=6.5Hz,6H) ; %4 M %<5 2H (NHAIOH) .
[0592] R SCRT A i H A A A W) v A8 A b SO S it 4515 i R B AR 7 5 ik B A E I
SRR B R R S B SR AR ) 4%, BRI Gnade H DA R A& -

Cpd B
182 | MS m/z 366.3 [M+H]"; '"H NMR (500 MHz, DMSO-d;) &: 12.14 (s, 1H), 9.34 (s,
[0593] 1H), 9.09 (s, 2H), 8.94 (s, 1H), 8.26 (s, 2H), 7.97 (s, 1H), 4.77 (d, ] = 14.5 Hz,

IH), 4.71 (d, ] = 14.0 Hz, 1H), 3.53-3.44 (m, 3H), 3.17-3.08 (m, 1H), 2.74-2.68
(m, 1H), 1.06-1.00 (m, 1H), 0.72-0.63 (m, 2H), 0.57-0.53 (m, 1H), 0.47-0.42 (m,
1H); 1Hk HHCIEL

[0594] A4 % SL it 5]

[0595] DL R ARAMNA Y5 SRt IR 1 AR B B P06 97 7 & A FE .
[0596] Dy 1 B T 2411 iy i ks AP0 55 B 3R A2 A 5 A 45 , B DA TS SR PR ) 1A A P 2 S it 47 LA B 7
3 i 356 RH A 30 BH A5 ) YO L (E AN B iR B AR BR i) LY L o I AE O 0B DL JiE R 1 AR i B
TR, , WA AR AR N T2 5 B BN B A Do v N A U BH =5 P i i A i 225k
RI B LA

[0597] = (D) tb- & d HH REZE R I Meso-Scale-Discovery,MSD) i3t 47 Mk , 1% ik
IS T20164E12 A11 HHZAZ I E PR % 5 PCT/US2016/066042 , 1% [F B H i B3R 201 54
12 10 H #2521 2E [ IG I B iU . S.62/265, 652 AR 56 AT , LA 4 HR A% 1 4 58 A 25 LA 5] A
T ARFHFAEL,

[0598] A4y St 45 1 AR A5 FH ) P sk =5 T i R 1 R T 2 T ELTSARIMSDHE Ak 52
Hk 5T 5 K1

[0599]  AE4) sty
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[0600] Py it = T W2 iR 56

[0601] g rp RO B (MSD) 96 FLAR B384 FLAR 74 °C F FE T PBSHIR A 1ng/mL MWL
I R R A 2B ) BMAB2166 5 v fEHi A (143K Wl i (BfL30uL) - 48 5 FH300uL¥E
BRGEM (F5 TPBSI#0.05% Tween 20) BEHAR 3K, HAE 2R T B R a0 E 1 (100uL3 A1 2%
M 7 TPBSH5 % BSA) 4-5h, 4R i FWEI 22 BRI 31K o

[0602]  ¥#f N, (25uL) B8 B A PR MIMSDAR |, IFFEAC P B K . LR M5,
W R FH e 05 28 MO PRV 3, AR JE 5 25uL#5656S (4HE S5 S R alE) —H (A
0.05% Tween- 20/ A i B 220, 250g/mL) MM BB, HAEER TIRG I E
lhe 54 E J5 , HBEERS rhl e 1L, 2R 5 25uL 1L EHT AR SULFO TAG — X A Ml Bt 4
(MSD R G T T 1 5 ) (FH50.05% Tween- 201 35F b 22 il B B 2.0 . 25ng/mL) Ii A\ S5
FLH, FFAEEIR PR S Lho AR GE M e 3IR 5 » B 1 50uL 7 2 3 14 751 (MSD) H i3k
G pP T hO N B2 LR, AR )3k 7 96 FLEL 384 FLAR S (L1 i B F5 7EST 60003k
A MSD) X AR AT AR - MR S IC, B (M) , FRER it TR 23,

[0603] K2/ & W)1-284(1C,, (nM) {H
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& | 1050 (aM) ey | 1c5s0 M) | 4EW | 1C50 (aM)

1 2.1 95 8.3 189 461.2
2 3.9 96 8.6 190 166.4
3 4.4 97 9.8 191 621.0
4 4.5 98 10.2 192 342
5 6 99 10.5 193 4.8

6 6.7 100 10.9 194 19.3
7 6.9 101 13.0 195 9.1

8 8.7 102 13.4 196 491.5
9 9.5 103 13.4 197 11.6
10 9.5 104 14.6 198 12.5
11 9.6 105 15.3 199 525.7

[0604]

12 10.9 106 16.5 200 30.1
13 11.4 107 16.8 201 11.1
14 12.2 108 19.8 202 3.7

15 128 109 22.1 203 4.5
16 13.2 110 24.9 204 162.5
17 14.1 111 27.5 205 903.6
18 15.1 112 34.0 206 33.7
19 17.1 113 36.0 207 10.0
20 17.1 114 54.4 210 975.4
21 20.8 115 179.5 212 33

22 22.3 116 678.5 213 7.7

23 227 117 ToiE It 214 36.6
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24 23.4 118 Fim 215 113.5
25 24.6 119 FoiE T 216 218.4
26 24.9 120 ToiE M 217 67.9
27 25.1 121 16.1 218 73.8
28 26.2 122 41.2 219 13.7
29 28.5 123 11.2 220 88.3
30 333 124 608.6 221 4.4
31 343 125 7.3 222 9.4
32 40.2 126 100.0 223 7.0
33 414 127 672.3 224 232.1
34 42 128 26.7 225 13.4
35 46.1 129 18.6 226 130.1
36 47.7 130 12.0 227 37.3
37 50.7 131 7.6 228 73.1
38 56.2 132 38.9 229 18.2
39 63.7 133 13.0 230 11.3
40 68.2 134 14.9 231 21.9

[0605] 41 109.8 135 184.7 232 147.1
42 110.9 136 50.5 233 17.7
43 116.2 137 7.5 234 8.7
44 137.7 138 19.9 235 8.1
45 141.5 139 18.0 236 9.5
46 150.3 140 5.8 237 103.5
47 154.5 141 2.3 238 55.1
48 166.9 142 60.3 239 12.4
49 256.1 143 634.4 240 171.1
50 3132 144 466.3 241 5.7
51 329.9 145 479.5 242 106.0
52 335.5 146 538.8 243 218.0
53 435.1 147 38.8 244 381.5
54 439.8 148 53.4 245 11.5
55 547.9 149 90.7 246 28.4
56 654.2 150 138.7 247 201.2
57 668.3 151 204.4 248 74.9
58 678.1 152 15.0 249 318.9
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59 875.6 153 438.4 250 140.0
60 1007.2 154 18.7 251 18.6
61 1437.5 155 19.5 252 16.5
62 2390.1 156 12.5 253 375.5
63 TiE 157 7.8 254 555.6
64 ToiE 158 5.6 255 340.7
65 1.6 159 62.2 256 12.4
66 3.7 160 788.6 257 19.8
67 2.1 161 60.5 258 10.8
68 25 162 25.4 259 337.8
69 3.6 163 42 260 4173
70 3.8 164 4.0 261 992.7
71 4.0 165 123.6 262 94.2
72 4.1 166 191.7 263 214.1
73 4.1 167 14.2 264 125.1
74 4.3 168 1.7 265 291.7
75 4.3 169 354.7 266 19.4

[0606] 76 4.3 170 21.5 267 145.0
77 4.9 171 14.1 268 124.5
78 5.1 172 4.0 269 53.9
79 5.2 173 21.3 270 29.2
80 5.3 174 607.3 271 943.4
81 5.4 175 235.6 272 356.5
82 5.5 176 619.2 273 645.7
83 5.6 177 29.0 274 291.0
83 5.6 178 299.9 275 7552
84 5.9 179 113.2 276 3.7
85 6.0 180 27.6 277 24.8
86 6.0 181 6.2 278 8.3
87 6.4 182 173.1 279 52
88 6.5 183 18.8 280 4.5
89 6.7 184 49.0 281 198.2
90 6.8 185 158.1 282 131.0
91 7.3 186 77.7 283 73
92 7.9 187 401.2 284 91.4

[0607] 94 8.3 188 105.4
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[0608] &3 W0/2019/191229A1 Higk LA IC, , (n\) 1A

W0/2019/191229 A1 1Cs9 (nM)
&Y 116
H HQ
= / I;IH 91.4
N P
WEY) 262
Pt "
Hw ] { l?lH e
=N
WwEY 263
[0609] HQ
Do
HN |
=N
wEY 328
: 106.3
=N
&Y 385
HO
3—\ N=N N"N/ﬁ 31
’N =
HN N 4
ol -

[0610]  FEZR2, X T4l & 0 “TidE 1™ AL &40, BT 45 2R i - A A TR X1 e db
BB ATETEE -

[0611] A REASC 51 R SCA 2 75 A A B ot faos Jyidsd 5l FIF N, AR AT A
H K A5 I BT A SO AR I8 I 51 R I NS B3R, LR 5 QR A4S B K 225 SCAFE AR
S5 R b ] R

[0612]  IUAEC 22 58 4 i 1 UM SR A e, 4 Atsk ) 2 S8 5 R N R B, T DAAE
T2 (10 25 [ S P9 AT A IR £ P98 5 1T AN 5 0 AR S 2 ) 9 Pl R A5 T - 15 AR BT R
BRI SR A RN AR A I RAE [F W)
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