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[0148]  E37TARHBALEA2ATAM X (D b & WL 25k, o

[0149]  X>A-CH,CR’R'-5-CH=CR’-;

[0150] Y X-0-8%-S-;
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[0153] R3yy%(R6)
p

[0154]  RUNE. I R EUF 2

[0155] RN BGH FHE B 0-C,-Cy-HidE \C,-C, - hida 3 . C,-Cy - i gk %@%&ﬁﬁ;
[0156]  R™MEKF.C,C,,- 75%571:%1475#7?%\*& C,~Cy SR X 1R -C,-C, Kt
Y (NI ORY 7 NI ORS = N OOy :F NOEIORY ©1= NOC O Hkﬁ@zﬁﬁ@ e pir
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[0157]  AFIB# H S HN5TE A 14702475 5 \Cy-C - F7 FE B3 TC B 14T 3

[0158] n A1Ek2;3 H.

[0159]  pHy1.28k3.

[0160]  E38RHEALERA2FTIR A (D)t A2 HIER, Jr

[0161]  X4-CH,CR'R'-

[0162] Y A-0-;

-
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[0167]  RPM%L X 2 VRIE RS A

[0168]  R*Jypd & AR B 1R -C, -C- BedE s {R-C - Cy -tk
[0169]  AJH5ICE 147044 I 2L B3 TC B 14704430 2 5

[0170]  BNC,-C,,-F5HEBGTE R 1470 %5 2% I H

[0171]  nAlp# EHMALHN B2,

[0172]  E39MR¥EALEA2PTIA I 20 (D)t s 25 2k, Jorp
[0173]  XJ9-CH,CR’R"-;

[0174] Y H-0-;

[0175] Rlyg%ﬁ;zz-g/l\zmmmiﬁ@%ﬁ@ﬁgﬁn%mms)@—gaﬁﬂxﬁ%mﬁm&

5
[0176]  R*NA;

b
[01771 R>HN (R6)p

[0178] R'JyHEkIR A,

[0179] RS EUL R A AL

[0180]  ROJYALJi - AR - = JRFF Jk i — 4 AR 0

[0181]  AJIKMAJL np kL (nfb gt LBl 1, 2- — S ML RE I ;

[0182]  BJyHE.1,2- A Mg FLakntng i I 5.

[0183]  nAllp#& H AL HI 182,

[0184]  E4OARFEALELA2FTRA =0 (D A& WEi 25 HEh, Hd prid =0 (D &k A -
[0185] [ (3R,9aS) -3- (3,4~ —H AR -3-8H-1,4,6,7,9,9a-NEAMEIH[2,1-¢] [1,4]
WEEIEE -8-FE] - [3- (3- %L~ 1H-FHLME-4-55) ZE 5L W

[0186]  [(3S,9aR) -3- (3-&-4-# A& -3-F8%-1,4,6,7,9,%-NEMEIF[2,1-c][1,
4]MEEE -8 -FE ] - (2-5-3- F AR FE - R IE) F N

[0187]  [(3R,9aS) -3- (5-5(-4-HJE-2-MErEHL) -3,4,6,7,9,9a- 7 & - IH-ME R H: [2,1-c]
[1,4]WEMz-8-3E] - (2-5-3- H AUk - 2R 3) HH

[0188] [ (3S,9aS) -3- (3-&-4-F-43) -3,4,6,7,9,9a- /NE - 1H-MEEE - [2,1-¢] [1,4]
Rz - 8- ] - [2-%0-3- (3- % - TH- ML ML -4-3) ZR I ] i 5

[0189] [ (3R,9aR) -3- (4,5- & -2-MtmEIE) -3,4,6,7,9,9a-7NE - IH-MEIH[2,1-¢] [1,
4N -8 -FE ] - (2-5-3- F AR FE - R IE) F N

[0190]  [(9aS) -3- (4-F-3- K He-HH) -3,4,6,7,9,9a-/NE - 1H-MEBEH[2,1-c] [1,4] 0
5 -8-FE]- (-5 -3- AL - 2K FIR

[0191] [ (3S,9aS) -3- (1H-ZKFFBRME-2-3E) -3-F83£-1,4,6,7,9,9a-/NAMEFH[2,1-¢]
[1,4]WE0R-8-3E] - (2-5(-3- H AUk - 2R 3) HH i

[0192]  (2-&-3-H&EIL-2KEL) - [4MEhe- (3S,9aR) -3- (5-1R-2-MtnEdE) -3,4,6,7,9,9-
FNE - TH-MERE IR [2,1-c] [1,4]WEnk -8-JE ] F i ;

-
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[0193]  [(3S,9aS) -3- (3,4- —H K IE) -3,4,6,7,9,9a- /N - 1H-MEEE IR [2,1-c] [1,4]0E
”%-8-ﬁ]-[2'§&'3-(S-R-IH-HH:”J:-ll-ﬁ)Zlﬂi]EF'EH

[0194]  [(3S,9aR) -3- (3-5(-4-%& - IL) -9a-H%:-1,3,4,6,7,9- NAMEEIF[2,1-¢][1,

4]MEEE -8 -FE ] - (2-5-3- F AR FE - R IE) F N

[0195]  (2-&-3-H&IE-2RIE) - [AMEHE- (3S,9aS) -3- (5-& -3-MtnE k) -3,4,6,7,9,9a-
INE - TH-MERE IR [2,1-c] [1,4]WEnk -8-JE ] F i ;

[0196] [ (3R,9aS) -3- (4-&-2-MtrEHL) -3,4,6,7,9,9a-/NA - 1H-AEEE - [2,1-c] [1,4] 08
125 -8- 3] - (2-5-3- I 4R - 2K 3) W

[0197]  [(3S,9aR) -3- (2,4- —FJEmMEM:-5-3E) -3,4,6,7,9,9a- 7N - IH-MEHEEFH[2,1-c]
(1,408 -8- 58] - (2-5(-3- H A2 - KAL)

[0198]  [2-4(-3- (3-%(- 1H-AHLME-4-3E) L] - (AN HE- (3R, 9aS) -3- (3-F-4-F - A ) -

3,4,6,7,9, 9a-/\_h-1H—LIH;ﬂ§3{E[2 1-c][1,4] M0 -g- 1L ] F i .

[0199] [ (3R,9aS) -3- (3-&-4-% - #HL) -3,4,6,7,9,9a- /NE - 1H-MEEFH[2,1-¢] [1,4]
Mg -8- 2] - [2-%(-3- <1H—uttru:—4—ﬁ€> 2R ] HA B 5

[0200] [ (3R,9aS) -3- (3-&-4-% - #Ht) -3,4,6,7,9,9a- /NE - 1H-MEEFH[2,1-¢] [1,4]
WEgE -8-FE] - [2-5(-3- (1H-MKME-5-25) ZE 5L H

[0201] [ (3R,9aS) -3- (3,4- 9 AH) -3,4,6,7,9,9a- /N&E - IH-MEEEH[2,1-c] [1,4] 0
e -8-3&]-[2-F-3- (3-F - 1H-ME e -4-3%) 2RI T H il 5

[0202] [ (3S,9aS) -3- (4,5- —~& -2-MtmEdk) -3,4,6,7,9,9a-7NE - IH-MEIHH[2,1-¢] [1,
4]MEEE -8 -FE ] - (2-5-3- F AR FE - R IE) F N

[0203]  4-[3-[(3R,9aS) -3- (3-F-4-9- &%) -3,4,6,7,9,9a-/N& - 1H-MEHEIE[2,1-c]
(1,400 -8- ekt ] -2- G- 2R ] - TH-AERE - 2- i ;

[0204] [ (3R,9aS) -3- (3,4- —H KK) -3-58H-1,4,6,7,9,9-NAME I [2,1-¢] [1,4]
Mg -8- 2] - [2- (-3~ (3- % —1H—uttﬂi—4—ﬁ>zrxﬁ]$ﬂﬂ

[0205] [ (3R,9aS) -3- (3-&-4-% - #Ht) -3,4,6,7,9,9a- NE - 1H-MEEFH[2,1-¢] [1,4]
W -8- 2] - [2-5(-3- B-FRAEE A Tt -1-58) AL ] F

[0206] [ (3R,9aS) -3-F22E-3-[6- (=& &) -3-MtnE k] -1,4,6,7,9,9a-7NEM LI (2,
1-c][1,4] 080 -8-FE] - [2-50-3- (3- %~ LH-ML ik -4 - J5) ZRHE ] F I 5

[0207]  [2-%(-3- (3-9R- LH-MbME-4-J8) 2R L] - [AMHE- (9aS) -3- [6- (o FAR) -3-NibhE
$1-3,4,6,7,9,9a-/NE - IH-MEEFE (2, 1-c] [1,4] Wk -8-F& ] FH 5

[0208] [ (3R,9aS) -3- (3-&-4- % -#3E) -3,4,6,7,9,9a-/NE - 1H-MEEEH[2,1-c][1,4]
MEE -8- L] - (2-&(-3- 3% - 75 4L H

[0209] [ (3R,9aS) -3- (3-(-4-9-&IHL) -3-#%L-1,4,6,7,9,9a-/NEAME I [2,1-¢][1,
4]MEEE -8 -FE ] - (2-5-3- F AR FE - R IE) FR N

[0210]  [2-%(-3- (3-9R- 1H-MEME-4-38) ZRFL] - [HhH € - (9aS) -3- [4- (T L) 2R
%1-3,4,6,7,9, 9a-/—\’EL-1H—HH:ﬂ%3‘$[2 1-c][1,4] a0 -8 - 1L ] F R .

[0211] [ (3R,9aS) -3- (3-&-4- % - #Ht) -3,4,6,7,9,9a- /NE - 1H-MEEFH[2,1-¢] [1,4]
ﬂ%ﬂ%-&ﬁ]-m-%&-&(5-$9%@-1H—uttﬂi—4—ﬁ€)z:ﬁ]EF'EH

[0212]  [(3S,9aS) -3-%-3- [6- (=g ) -3-mkngt]-1,4,6,7,9,9-NEMEEIF[2,1-
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c] [1,4] W@z -8-24] - [2-5(-3- (3- % - 1H-NLmk -4 - 58) ZRHE ] F 5

[0213] [ (9aS)-3- (3-JR-4-%- %K) -3,4,6,7,9,9a- N -1H-MEEFF[2,1-c] [1,4] 0
125 -8- 3] - (2- 5 -3- I 40k - 2K 3) W

[0214]  [(3S,9aS) -3- (4-{R-5-G-2-Mkrg k) -3,4,6,7,9,9a- /N - IH-MEH[2,1-c]
(1,408 -8- 58] - (2-5(-3- H A 2 - KAL)

[0215]  5-[3-[(3R,9aS) -3- (3-F-4-% - &%) -3,4,6,7,9,9a-/N& - IH-MEHEIFE[2,1-c]
[1,4]WEMR -8~ dk ] -2-F(- 2K L] - TH-MLAE -2- i ;

[0216] [ (9aS)-3- (3-&-4-%-#H) -3,4,6,7,9,9a- N -1H-MEEFF[2,1-c][1,4] 0
55 -8- 3] - (2- 1R -3- I 4Rk - 2K 3) I

[0217] [ (3R,9aS) -3- (3-F-4-# - AH) -3-2%-1,4,6,7,9,%-NEMEIF[2,1-c] [1,
4] NEEIEE - 8- FE ] - (2- 40 - 3-MEEME - 5 - JE - L) HH i

[0218] [ (3R,9aS) -3-F22E-3-[6- (ZH FH &) -3-MEnE k] -1,4,6,7,9,9a- 7" EM %R I (2,
1-c][1,4]W8m-8-JE] - [2-5-3- (1H-AHkME-4-F5) 2RI ] IR ;

[02191 [ (3R,9aS) -3- (3-&(-4-F-43) -3,4,6,7,9,9a- /NE - 1H-MEEE - [2,1-¢] [1,4]
MEE -8- L] - (2-&(-3-FK 3L - R 5L) H i

[0220] [ (3R,9aS) -3- (3-&-4-F-43) -3,4,6,7,9,9a- /NE - 1H-MEEE - [2,1-¢] [1,4]
W -8- L] - [2-%-3- [5- (5 FF 55) - TH-Mbmae -4 - ] JR L ] HH il

[0221]  4-[3-[(3R,9aS) -3-F2-3-[6- (= &) -3-MtiE kL] -1,4,6,7,9,9a- /N E Mt
FH[2,1-c][1,4]HEMR -8- Bk ] - 2- & - Z- Ak ] - TH-MHE k- 3- i

[0222] [ (3R,9aS) -3- (3-&(-4-F-43) -3,4,6,7,9,9a- /NE - 1H-MEEE - [2,1-¢] [1,4]
MEEE -8- 3L ] - [2-5-3- (2- H AR R ) ZK 3 ] W

[0223] [ (9aS)-3- (3-&-4-%- %K) -3,4,6,7,9,9a- N -1H-MEEFHF[2,1-c][1,4] 0
E-8-Jt] - (4- G MEMy FF (2, 3-b] MEmE -5-FE) F i ;

[0224] [ (3R,9aS) -3- (3-&(-4-F-4H) -3,4,6,7,9,9a- /NE - 1H-MEEE - [2,1-¢] [1,4]
W -8- 28] - [3- [5- (U H 28) - 1H-Nibme -4 -] 2RI ] F i

[0225]  [(3S,9aS) -3-[5-%-4- (R H ) -2-Mtre2t]-3,4,6,7,9,9a- /& - 1H-ME R I
[2,1-c] 1,400 -8-JE] - (2-5-3- & FL - R 5L) F

[0226] [ (3R,9aS) -3- (3-&(-4-F-43) -3,4,6,7,9,9a- /NE - 1H-MEEE - [2,1-¢] [1,4]
W -8- 2] - [2-8(-3- (3-H 2 -4-nb e JL) R ] i 5

[0227]  [(3S,9aS) -3-F22E-3-[6- (Z=H &) -2-MEnE k] -1,4,6,7,9,9a- 7" EM LI (2,
1-c][1,4] W80 -8-FE] - [2-50-3- (3- %~ LH-ML Mk -4 - 35) ZRHE ] F I 5

[0228]  [2-&(-3- (3-%-1H-MEMe-4-38) JREL] - [HMEJE- (9aS) -3- (5-7R-2-MErEdL) -3,4,
6,7,9,9a-/NE - IH-MEEEH[2,1-c] [1,4] W88 -8-FL ] I ,

[0229]  3-[(3R,9aS) -8- [2-50-3- (3-#i - 1H-MLME-4-55) RHIEEIE]-3,4,6,7,9,9a- /N4 -
IH-ME (2, 1-c] [1,4]WEMR -3- 2] -5- (- TH-MLAE -2- i ;

[0230] [ (3R,9aS) -3- (3-&(-4-F-43) -3,4,6,7,9,9a- /NE - 1H-MEEE - [2,1-¢] [1,4]
W -8- 28] - [2-4(-3- (2-F44-6- B ARIB [3. 3] Pidr-6-2L) JREL] H I ;

[0231] [ (3R,9aS) -3- (3-&-4-F-43) -3,4,6,7,9,9a- /NE - 1H-MEEE - [2,1-¢] [1,4]
ML -8- 2] - [2- (-3~ (2-nkme ) ZRHE] F 5
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[0232] [ (3R,9aS) -3- (3-&-4- % -A3E) -3,4,6,7,9,9a-/NE - 1H-MEEEFH[2,1-c][1,4]
Wk -8- %] - [2-4(-3- (1, 5—*Eﬁﬁ€ﬂttﬂ§é—4—ﬁ>#xﬁ]$ﬂﬂ

[0233] [ (3R,9aS) -3- (3-&-4-% - #HL) -3,4,6,7,9,9a- /NE - 1H-MEEFH[2,1-¢] [1,4]
ﬂ%ﬂ%—&ﬁ]-[zﬁm—&<1H—rni—5—ﬁ>z:ﬁ€]$ﬂﬂ

[0234] [ (3R,9aS) -3- (3-&-4-% - #Ht) -3,4,6,7,9,9a- NE - 1H-MEEFH[2,1-¢] [1,4]
WEgE -8-FE] - (2-5(-3,5- ~F 4 JE - ZE3E) F

[0235] [ (3R,9aS) -3-[4- (@ L) K] -3-323-1,4,6,7,9,9a- ANEAMEFHF[2,1-
c] [1,4] W -8-24] - [2-5(-3- (3- % - 1H-NLmk -4 - 58) A ] F 5

[0236]  3-[(3R,9aS) -8-[2-5(-3- (3-%(- 1H-NkME-4-3L) FHEIL]-3-#43-1,4,6,7,9,
9a-7NEMEEEH [2,1-c] [1,4] M8 -3- 5] -6- (U &L) - 1H-MEnE -2- i ;

[0237] 5—[<9as>—8—[2—%-3—(3—ﬁ—1H—uttﬂ§é—4—9§§)%:*:ﬁ3@?ﬁ%]—3,4,6,7,9,9a—/‘—\§u—1ﬂ-
M2, 1-c] [1,4] WM -3- 5] -2- 9 -~ i 5

[0238] [ (3R,9aS) -3- (3-5-4-% - #HL) -3,4,6,7,9,9a- /NE - 1H-MEEF[2,1-¢] [1,4]
WM - 8-k ] - (4- (-3 - HH 2 - 1H- | - 5- J5) HH i 5

[0239]  (2-%-3-HH 4Rk - K 5E) - [H1H e - (3R, 9aR) -3- (5-iR-2-mkiEHk) -3,4,6,7,9,9a-
NECIH-MEREFE[2, -] [1,4]FEBE -8-JE ] F i ;

[0240] [ (3R,9aS) -3-F22E-3-[6- (=& &) -3-MEnE k] -1,4,6,7,9,9a- 7" EM LI (2,
1-c][1,4]W@mE-8-3E] - [3- (3- 98- LH-IL Ak -4- JL) R ] i 5

[0241] [ (3R,9aS) -3- (3-&-4- % -#3E) -3,4,6,7,9,9a-/NE - 1H-MEEEFH[2,1-c][1,4]
MEE -8- L] - (2- % -3- H 4| 3% - 2R 4L H

[0242] [ (3S,9aS) -3-[5-F-4- (& &) -2-mkngk]-3,4,6,7,9,9a- /54 - IH- MR IF
[2,1-c][1,4] 080 -8-JE] - (2-5(-3- 4 FL - R 3E) F

[0243]  [(3S,9aS) -3- (5-5(-4-HJE-2-MEIEHL) -3,4,6,7,9,9a-7NE - IH-MEEEH: [2,1-c]
(1,408 -8- 58] - (2-5(-3- H A 2 - KAL)

[0244] [ (9aS) -3- (3-FFAHL-4-5-FI) -3,4,6,7,9,9a- /NE - IH-MEEE - [2,1-¢] [1,4]
ﬂ%ﬂ%—&ﬁ@]—(2-%—3—Eﬁ%ﬁ€-ﬂ‘§ﬁ>$@ﬂ

[0245] [ (3R,9aS) -3- (3-5-4- % - #Ht) -3,4,6,7,9,9a- /NE - 1H-MEEFH[2,1-¢] [1,4]
ﬂ%ﬂ%-&ﬁ@]—(2@&-3-[1%%&-2&%)%%

[0246]  2-[(3R,9aS) -3- (3-&-4- - #%HE) -3,4,6,7,9,9a-7NE - IH-MLHEFF[2,1-¢] [1,
4] WEIR -8-FRIE ] -6 JE - M 5

[0247] [ (3R,9aS) -3-F22E-3-[6- (=& &) -3-MEnE k] -1,4,6,7,9,9a- 7" EM %R (2,
1-c][1,4] W80 -8-FE] - [2-6-3- (3% - LH- MM -4 - 358) ZRHE ] F 5

[0248] [ (3R,9aS) -3- (3-&-4- % -#3E) -3,4,6,7,9,9a-/NE - 1H-MEEEFH[2,1-c][1,4]
W -8- 2] - [2- G -3- (H F AL R ] F 5

[0249] [ (9aS)-3- (3-&-4-%- %K) -3,4,6,7,9,9a- N -1H-MEEFF[2,1-c][1,4] 0
R -8- 3] - (4-5-3-WEMkIE) IR ;

[0250] [ (3S,9aS) -3-[5-9-4- (=& F &) -2-Mkngk]-3,4,6,7,9,9a- /& - IH- MR IF
[2,1-c][1,4]ME0:-8-E] - (2-5-3- & FL - R 3E) F

[0251]  [3- (3-XUIF[4.2.0]°¢-1,3,5- =#i2k) -3,4,6,7,9,%9-/N& - 1TH-MLFE I [2,1-c]

23



N 114096545 A W OB P 16/122 7

(1,408 -8- 58] - (2-5(-3- H A2 - KAL)

[0252]  (2-§-3-FHA AL - 0E) - [3-[4- (A K 2] -3,4,6,7,9,9a- /N & - TH-HERE
FH[2,1-c][1,4] M8 -8- 3 ] H i ;

[0253]  (2-&-3-H&IE-2RIE) - [AMEHE- (3S,9aS) -3- (4-& -2-MnE k) -3,4,6,7,9,9a-
NECIH-MEREFE[2, -] [1,4]FEBE -8~ JE ] F i ;

[0254] 5—[(9as)—8—(2—%—3—EF'§L%—§EEF'@5E%)—3,4,6,7,9,9a—%\%—1ﬂ—uttﬂ%#[2,1-
c] [1,4]WEnE-3-F] -2- 560 - " s 5

[0255] [ (3R,9aS) -3- (3-&-4-%-K3E) -3,4,6,7,9,9a-NE - 1H-MEEH[2,1-¢][1,4]
W -8-Jt ] - [2-G(-3- (3- H Ik e - 4 - ) R FL ] HA il 5

[0256] [ (3R,9aS) -3- (3-&-4- % -A3E) -3,4,6,7,9,9-/NE - 1H-MEEEFH[2,1-c][1,4]
ML -8- 2 ] - (2-&(-3-Mk M -3- - ZR L) F

[0257]  (2-&(-3-HH 4RIk - 2R 3E) - [HMH - (9aS) -3- [4-%-3- (AN E- (B) -7 -1- )] 2K
£]-3,4,6,7,9,9a- NE - 1H-MERE - [2, 1-c] [1,4] W8 -8- K ] I ;

[0258] [ (3R,9aS) -3- (3-&-4-%-2K%) -3,4,6,7,9,9a-/NE - 1H-M I [2,1-c] [1,4]
[0259] W@z -8-Jk]- (2-F(-3-MkMe-4-Jk-OR L) FH

[0260] [ (3R,9aS) -3- (3-&-4- % -#3E) -3,4,6,7,9,9a-/NE - 1H-MEEEH[2,1-c][1,4]
ML -8- 2] - [2-&(-3- (4-FJE-3-nbme ) 7L ] F 5

[0261]  [(9aS) -3-[5- (ZFHFL) -2-mkme 3] -6,7,9,9a- WIS - IH-M B [2,1-c] [1,4]
W -8- 2] - [2-8-3- (3% - 1H-MEMe-4-3) ZRIE ] H i 5

[0262]  [(3S,9aS) -3- (4-&-2-MtrEHL) -3,4,6,7,9,9a- /NA - 1H-AEEE - [2,1-c] [1,4] 08
125 -8- 3] - (2-5-3- I 4Rk - 2K 3) I

[0263]  [(3S,9aS) -3-F22E-3-[6- (=& &) -2-MEnE k] -1,4,6,7,9,9a- 7N EM %R (2,
1-c][1,4]W@mE-8-3E] - (2- G- 3-HEmk -5-JL - R IE) i 5

[0264] [ (9aS) -3- (4-F-3-N-1-%edk-T3HE) -3,4,6,7,9,9a- /NE - 1H-MEEFE[2,1-¢]
[1,4]WEe-8-2E] - (2-5(-3- F A - R L) I 5

[0265] [ (9aS) -3- (4-%(-3-FKIE-FKIE) -3,4,6,7,9,9a- /NE -iH-MBI[2,1-c] [1,4] 08
125 -8- 3] - (2-5-3- I 4Rk - 2K 3) I

[0266] [ (3R,9aS) -3- (3-&-4- % -A3E) -3,4,6,7,9,9-/NE - 1H-MEEEFH[2,1-c][1,4]
W -8- 2] - [2-8(-3- (3-H 2 -2-nb e JL) R ] i 5

[0267] [ (3S,9aS) -3-[4- (= AT -2-MrEdt]-3,4,6,7,9,9a-/NEA - 1H-MEBE IR (2,
1-c][1,4]W@mz-8-3E] - (2- 5 -3- H AUk - 2R 3) HH i 5

[0268] [ (3R,9aR) -3- (1H-ZEFFmkme-2-25) -3-3:%£-1,4,6,7,9,9a- NEAMBEI[2,1-¢]
[1,4][1?@%—8—9@@]-(2—%—3—%%%2&%)EF'@H

[0269] [ (3R,9aS) -3- (3-5-4- % - #Ht) -3,4,6,7,9,9a- /NE - 1H-MEEF[2,1-¢] [1,4]
MEEE -8- 3] - (2-5(-3,4- HI I -5 H

[0270]  4- (2-5(-3- ((3R,9a8) -3- (3,4- —H K HL) -3- 25 )\ A M EFF[2,1-¢] [1,4] 0
R - 8- FE) R IE) - TH-HHEs - 2- FR i

[0271]  (2-&-3-HAEEFRIEL) ((3R,9aS) -3-F84-3- (2,4,5- =FAML) ANEAMEIF[2,1-
c] [1,4]WERE -8 (1H) -2&) HI [ ;
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[0272]  (2-&-3-HEIEIREL) ((BR,9aS) -3- (2,4,5- = KK NEMEEH[2,1-¢1[1,4]
WEE -8 (1H) -2%) H i ;

[0273]  (2-%%-3- (mEME-4-3E) ZK3E) ((3R,9aS) -3- (3-5-4-FAIL) -3- I /N AN
FE[2,1-c][1,4]WER -8 (1H) -4&) HHH ;

[0274]  4- (2-%(-3- ((3R,9aS) -3- (5-F -2-FAX-1,2- —~&MLnE -3-38) \NAMEEI-[2,1-
c] [1,4]WERz - 8- FJk) JRIE) - TH- Nk -2- i

[0275]  5- (2-%-3- ((3R,9a8) -3- (3,4~ & &) \NAM B IF[2,1-c] [1,4]WEEE -8- 3k
HL) ZRHL) WM -2 (3H) - ;

[0276]  5- (2-%-3- ((3R,9aS) -3- (3-F -4-FAKL) \EAMBEIH[2,1-c] [1,4]WEME -8k
FL) ZRFL) Wk -2 (3H) - il ;

[0277]  4- (2-F-3- ((3R,9aS) -3- (3-F-4-FAHL) -3- I \NAMEIf[2,1-¢] [1,4] K&
5 - 8- P Hk) L) - TH-NH - 2- F G

[0278]  4- (2-&-3- ((3R,9aS) -3- (3-F-4- | ALE) \NEAMBEH[2,1-c] [1,4]EHE-8-Fk
HE) -5- G R mEiE -2 (1H) - ;

[0279]  (2-&-3- A FEIFER) ((9aS) -3- (4-H-3- (EEME-5-3L) F L) SNEMEEIE[2,1-¢]
[1,4]WEEL-8 (1H) ) -FL) FIER ;

[0280]  5- (2-%(-3- ((3R,9aS) -3- (3,4- ~&HH) -3-F2 K )\ &AM FF[2,1-c] [1,4] 08
W& - 8- F Jik) R JE) WM -2 (3H) -l 5

[0281]  (2-%(-3- FIARIEZEEL) ((9aS) -3- (4- % -3- (1- FI 3L - 1H-npkmg - 3- 5) 8 3L) SN Atk
&5 [2,1-c] [1,4]0E0 -8 (1H) -2£) H i ;

[0282]  ((3R,9aS) -3- (4-¥R-3-FAH) ANEMMEEI[2,1-c] [1,4] M8 -8 (1H) - &) (2-5(-
3- AL IR IL) HII ;

N

H)l

[0283]  4- (2-5-3- ((3R,9aS) -3- (3-F-4-FAHEE) \AMEIH[2,1-c] [1,4] "0 -8- #x
FL) ZK3E) -6- F kg -2 (1) -
[0284] 5- (2-5-3- ((3R,9aS) -3- (3-F-4-FAHEE) \AMEIH[2,1-c] [1,4] 0% -8-Hx

5 KAL) -6- FF SR mE -2 (1H) -1 5

[0285]  (2-%-3- & ILIKEL) ((3R,9aS) -3- (2-& A -3-FF NAMME I [2,1-c][1,
4] M -8 (1H) - %) FP i

[0286]  (2-&(-3-FARHALIEKL) ((3R,9aS) -3- (2,4- ~&UKHL) -3-F R NAMME I [2,1-¢]
[1,4]Wgn% -8 (1H) -%&) F R ;

[0287]  (2-&-3-HAEEFRIL) (BR,9aS) -3-FH-3- (4- (ZHF ) FIH) SNEM%EI-(2,
1-c][1,4] 088 -8 (1H) -#£) H

[0288]  (2-@(-3-HHAILFEL) ((BR,9aS) -3-F2H-3- (2,3,4- —H AL NEAMBEIH[2,1-
c][1,4]MEmEE -8 (11) -3&) HfH ;

[0289]  (2-%%-3- AR JEA L) ((3R,9aS) -3- (3-&(-4- (WEME-5-HE) F3L) A2,
1-c[1,4] 088 -8 (1H) -#£) H

[0290]  4- (2-5-3- ((3R,9aS) -3- (3-&-4- W AEHR) )\AMMEIF[2,1-c] [1,4]nEEE:-8-
5 IRIL) DRI - 2- I ;

[0291]  5-(2-5-3- ((3R,9aS) -3- (3-&-4- W AER) )\AMMEI[2,1-c] [1,4]nEEE:-8-

>l

N

2

ol
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) ZKF) -1,3,4-1E -2 (3H) - ;

[0292]  ((3R,9aS) -3- (3-¥-5-FARIHL) -3-Fa ik /NA MBI (2, 1-c] [1,4] B -8 (1H) -
) (-5 -3- AR REL) H N ;

[0293]  (2-&-3-HAEEFRIEL) (BR,9aS) -3-FH-3- (3- (ZHF ) FIH) NEAMEI-(2,
1-c][1,4] 088 -8 (1H) - %) H

[0294]  (2-%-3- A AEA L) ((3R,9aS) -3- (3-5(-5- (WEME-5-5k) F3E) -3- I NEAM
WEFf[2,1-c] [1,4]0EM:-8 (1H) -3%) HH ;

[0295]  ((3R,9aS) -3- (4-5-3-FAH) -3- A NAM MBI [2,1-c] [1,4]%E% -8 (1H) -
5 (2-5(-3- AL IR H ;

[0296]  (2-&-3-HAIEAEE) ((3R,9aS) -3- (2,3- AR -3-FI /NAMBEIH[2,1-¢]
(1,400 -8 (1H) -2&) i ;

[0297]  (2-&-3-FAIEZIE) ((3R,9aS) -3- (2,3~ “HAKIL) NEMMBEFF[2,1-c] [1,4] 0
W% -8 (1H) - %) H i ;

[0298]  3- (2-5-3- ((3R,9aS) -3- (3-&-4- W AEHR) )\AMMEI[2,1-c] [1,4]nEE:-8-
) HHL) - TH-nE e -5- HS

[0299]  ((3S,9aS) -3- (A [d]MEME -2 -3) -3-FR L N A MR IR [2,1-¢] [1,4] BB -8
(1H) -3%) (2-&(-3- HAE L AIEL) FHR ,

[0300]  (2-&(-3-FHAAFEAIL) ((3S,9a8) -3-F2 3L -3- (3- F HE SR mE - 5- FL) S A L EE IF
[2,1-c][1,4]WEM:-8 (1H) - %5) FFR ;

[0301]  (2-&(-3-HAEFEAIL) ((3S,9aS) -3- (2- (4-F FEIE) MEME -4-F8) - 3-SR L /NS ML e
FE[2,1-c][1,4]WERE -8 (1H) -4&) HHiH ;

[0302]  (2-&(-3-HHAEEAIL) ((3S,9aS) -3-F4E-3- (2- (6- HI A& FLnthmg - 3- ) mEmk -4 -
) NENMEEHH[2,1-c] [1,4] WM& -8 (1H) - 55) H i ;

[0303]  (2-%(-3-H A FEAIHE) ((3S,9aS) -3- (5-F-6- (= F H L) mEre -2-38) /S E MR I
[2,1-c][1,4]%EM:-8 (1H) - %5) FFR ;

[0304]  ((3S,9aS) -3- (4-yR-5-H S FEMEW; -2-58) -3- SR NEME I [2,1-¢] [1,4]
[0305]  WERE-8 (1H) -%) (2-5-3- RS REL) H il 5

[0306]  ((3S,9aS) -3- (3-JR ML -5-3L) -3-Fp R N A MM [2,1-c] [1,4] 0B -8 (1H) -
) (-5 -3- A AEREL) H N ;

[0307]  3- ((3R,9aS) -8- (2-F-3- H A AR L L) -3- 322 \A M IF (2, 1-c] [1,4]08
W -3-2) -6- (=5 H 28) mikie -2 (1H) - ;

[0308]  5-[ (3#R!,9#a!#S!) -8- (2-F-3- ALK L) -3,4,6,7,9,9%a! - /N & - 18! -
MEme - [2,1-c] [1,4] W80 -3- 58] -3- - 2- F %M 5

[0309]  5- (2-5-3- ((3R,9aS) -3- (3,4- —H AKH) -3-F2 2 )\NEME I [2,1-c] [1,4]08
55 - 8- PR Hk) L) - TH-BRIE-2- F I

[0310]  (2-%K-3-FH AL HL) ((3R,9aS) -3-F3-3- (2-FH3-6- (= IL) nhng-3-3%)
ANEMEEEH[2,1-¢] [1,4] 080 -8 (1H) - 3%) F i ;

[0311]  5- (2-&-3- ((3R,9aS) -3~ (3-F -4~ AHE) \EMBEH[2, 1-c] [1,4] W88z -8-F¢
5 KAL) AR -4 (1H) - P 5

N

N

N
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[0312]  5-%(-3- ((3R,9aS) -8~ (2-5-5-% -3~ (3% - 1H-Nbme-4-F%) ZEFEESL) J\ S e
H[2,1-c][1,4] 08 -3-35) mkng-2 H) -5 ;

[0313]  4-(2-%-3- ((3R,9aS) -3- (5--2-FAX-1,2- & Mtre-3-2%) \NEMEFH[2,1-
o] [1,4]WERE -8-FkJk) -5- AR IL) - TH-ME g -2- FE G

[0314]  5-5(-3- ((3R,9aS) -8- (2-5 -3~ (4- - 1H-MLME-3-28) JRHEEIL) )\ A2,
1-c][1,4]mEmes-3-38) meig -2 (1H) - ;

[0315]  4- (2-&-5-%-3- ((3R,9aS) -3- (4-FEA-6- (ZHF L) -1,4- ~&NbnE-3-2) )\
AMEREIE[2,1-¢) 111, 4] WERE - 8- Bk dk) AHE) - LH-ILng -2- HI IS

[0316]  4- (2-F-5-#.-3- ((3R,9aS) -3- (2-FAX-6- (ZHHF ) -1,2- Z&ANtre-3-38) )\
AR IE2,1-¢) 111, 4] WERE - 8- Bk dk) A HE) - LH-ILng -2- HI G

[0317]  4- (2-&-5-%-3- ((3S,9aS) -3- (4-FEA-6- (ZHF L) -1,4- ~&NbnE-3-2) )\
AR IE2,1-¢) 111, 4] WERE - 8- Bk dk) AHE) - LH-ILng -2- HI G

[0318]  3- ((3R,9aS) -8- (2- 5 -3- WAL R H L IE) AR IF[2,1-c][1,4]FEME-3-
) -6- (ZHFF ) MknE-2 (1H)) - ;

[0319]  ((3R,9aS) -3- (3~ -4- W ALE) -3-FF/NEMEIF[2,1-c] [1,4]FEE-8 (1H) -
) (2-5-6-%-3- AL AIL) FHR ,

[0320]  ((3R,9aS) -3- (3-S-4- ALK NAMEH [2,1-c] [1,4]FEH-8 (1H) -55) (2-%(-
6- 98- 3~ AR 2 KAL) FH

[0321]  ((3S,9aS) -3- (3-&(-4- & AIL) NAMBEI[2,1-¢] [1,4] 088 -8 (1H) - %) (2-5(-
6- 98- 3~ AR 2 R L) FH

[0322]  5-%(-3- ((3R,9aS) -8- (2-&-6-%-3- A IR HBEE) \EmM I [2,1-¢][1,4]
W -3 - 58) mbig -2 (1H) - ; A1

[0323] [ (9aS) -3- (3-&-4-%-3) -3,4,6,7,9,9a- ~NEA - 1H-MEHEEFF[2,1-c][1,4] B
15 -8- 3] - (2-5-3- H 4|0k - 2R 3) I

[0324]  E4IARFEALERA2FTRA) = (D A& e 25 HEh, o prid =0 (D &k A -
[0325]  4-(2-%(-3- ((3R,9aS) -3- (5--2-FAX-1,2- & Mtre-3-2%) \NEMEFH[2,1-
o] [1,4]WEs -8-Fik L) KAL) - 1H-ME i - 2- H i 5

[0326]  4- (2-%(-3- ((3R,9aS) -3- (B-F-4-FAIL) -3-F2 2L \AME I [2,1-c] [1,4]0E
R - 8- FE) R IEL) - TH-IHE -2~ FR i

[0327]  4- (2-5-3- ((3R,9aS) -3- (3-&-4-F A L) \AMMEIF[2,1-c] [1,4] HEEE -8- ¥k
5) -5-FOREL) mbnE -2 (1H) - ;

[0328]  4- (2-%(-3- ((3R,9aS) -3- (5--2-FAX-1,2- & Mtre-3-2%) \NEMEFH[2,1-
c] [1,4]WERE -8-FHk) -5- AR IL) - TH-ME g -2- FE G

[0329]  4- (2-&-5-#.-3- ((3R,9aS) -3- (2-FAX-6- (ZHHF L) -1,2- Z&Ntre-3-25) )\
AMEREIE[2,1-¢) 111, 4] WERE - 8- Bk k) AHE) - TH-ILng -2- HI G

[0330]  ((3R,9aS) -3- (3--4- ALK NAMEH [2,1-c] [1,4]FEH-8 (1H) -55) (2-%(-
6- 98- 3- AR 2 KAL) FH

[0331]  [2-5-3- (3~ - 1H-MHkme-4-3) I T - [FMH - (3R,9aS) -3- (3-F-4- % - KI) -
3,4,6,7,9,9a-/NE - IH-MEHEFE[2, 1-c] [1,4] Wk -8-J& ] FH 5
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[0332] [ (3R,9aS) -3- 3-&-4-%-7K%HL) -3,4,6,7,9,9a-/NE - 1H-MHE I [2,1-¢c] [1,4]
W - 8-k ] - [2-5(-3- (1H-MHmE-4-3E) 3] il

[0333] [ (3R,9aS) -3- 3-&-4-%-7K%HL) -3,4,6,7,9,9a-/NE - 1H-M MBI [2,1-¢c] [1,4]
WEgE -8-FE] - [2-4(-3- (1H-PKME-5-358) ZE 5L H

[0334] [ (3R,9aS) -3- (3,4- % 7HE) -3,4,6,7,9,9a- /NE - IH-MEMEH[2,1-c][1,4] 08
W5 -8- 3] - [2-50-3- (3-%(- 1H-MLmE -4 - 25) 2R3 ] I 5

[0335] [ (3S,9aS)-3- (4,5- —~& -2-MtmEdk) -3,4,6,7,9,9a-7NE - IH-MEIHH[2,1-¢] [1,
4N -8-FE ] - (2-5-3- F AR FE - R IE) F N

[0336]  4-[3-[(3R,9aS) -3- (3-F-4-9- &%) -3,4,6,7,9,9a-/N& - 1H-MEHEIE[2,1-c]
[1,4]WEMR -8~ dk ] -2-F(- 2K L] - TH-MLAE -2- i ;

[0337]  [(3R,9aS) -3- (3,4- & AHL) -3-#4-1,4,6,7,9,9a- AN [2,1-¢1[1,4]
W -8- 2] - [2-8-3- (3% - 1H-MEMe-4-3) ZRIE ] H i 5

[0338] [ (3R,9aS) -3- 3-&-4-%-7K%HE) -3,4,6,7,9,9a-/NE - 1H-MHEIE[2,1-c] [1,4]
W -8- 28] - [2-8(-3- B-FRAEE I Tt -1-58) R HE ] F

[0339] [ (3R,9aS) -3-F22E-3-[6- (=& &) -3-MEnE k] -1,4,6,7,9,9a- 7" &AM (2,
1-c][1,4] W80 -8-FE] - [2-50-3- (3- %~ LH-ML i -4 - 35) ZRHE ] F I 5

[0340]  [2-%(-3- (3-9R- LH-NEME-4-J) 2R HL] - [HMHE- (9aS) -3- [6- (9 F L) -3-NibhE
$:1-3,4,6,7,9,9a-/NE - 1H-MEEE IR [2,1-c] [1, 4] HERE - 8- J& ] FH i ;

[0341] [ (3R,9aS) -3- 3-& -4-%-7K3L) -3,4,6,7,9,9a-/NE - 1H-M B I [2,1-¢c] [1,4]
MEE -8- L] - (2-&(-3- 3% - 75 4L H

[0342]  [(3R,9aS) -3- (3-(-4-9-A&IHL) -3-#8%L-1,4,6,7,9,9a-/NEAMEFF [2,1-¢][1,
4TI -8 -3 - (2-F(-3- FH AR BE - OR3L) HER 5 A

[0343]  [2-%(-3- (3-9R- 1H-MEME-4-3L) ZRFL] - [HhHE € - (9aS) -3- [4- (T L) 2R
%:1-3,4,6,7,9,9a-/NE - 1H-MEEE I [2,1-¢] [1,4] B8R -8-JE ] FH i

[0344]  FE—SEtifsl , Ak B ER I — M AR ) 20 (D) a2 R R, Horp
[0345]  XA-CH,CR’R'-5-CH=CR’-;

[0346] R NEEH] %)
p

[0347]  RUASEL. b R ERSE

[0348]  RONZ K HC,-Cp, - F5HE BIE R 14TEA TSI R -C, - O B I B AR -C, - Cy - bt
He ARG -Gy BEdE €y -Cy - BE R Cy - C - M2 L Cy - Cy - BRI (Cy-C - A Be e sl b By
BRI 14TCAFF B BNCy-C, - F7 BAT A% B LR A I HOREE IR : 51 3R L C -C- bt
*HCI‘CG“J%/ET?\‘%;

[0349]  BA5 LA 14T044 75 .C,-C, - B3 TC 2 14 0 44385 9F B

[0350] piy1.28K3.

[0351]  fE— ALk sE il rh , AR IR AL — Fh A ST I 20 (D AL st 25 8k, 3L
i

[0352]  XJ4-CH,CR'R'-;
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[0353] RSﬁy%(Rs)
p

[0354]  RUONEABEE;

[0355]  R*Jypd & AR B 1R -C, -C- BedE sl {R-C - Cy -tk

[0356]  BNC,-C,,-F5HEBIGTE R 14707575 2% IF H

[0357]  pAy1EkK2.

[0358] 7 —ANRp S (0 SR 5 AR A S A — Bl an A SCRTIR ) 5 (D) A &Pk It 25
gk, Hr

[0359]  X4-CH,CR'R'-;

[0360] R@y?ié(RS)
5

[0361]  R*JyH Bk,

[0362]  ROJ9ELH AR« = JR0FF JE Bl — A AR

[0363]  ByHE.1,2- A Mg RLakntng i I 5.
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[0562]

Ex.

IUPAC & AR

MAGL
ICS0 (nM)

[(3R,9aS)-3-(3- f-4- .-
% 3)-3,4,6,7,9,9a-7< A~
1H-""% - [2,1-c][1,4]08
%-8- 2 ]-(2--3-F R A
RA) T &R

18.3

(2-i%-3-F R A&-KE)-[JF
4 #-(3R,9aS)-3-(3- f.-4-
A-%4)-3,4,6,7,9,9a-5<
£-1H -5 H[2,1-
c][1,4]0E"%-8- 4 ] F &R

14.6

(4-FE 5 [2,3-b] e -
5-2)-[(3R,9a8)-3-(3- .-
4- R -¥%)-3,4,6,7,9,9a -
7< A-1H-%HH[2,1-
c][1,4]08%-8- 2 | P &4

28.2

[(3R,9a8)-3-(3- % -4- .-
* #)-3,4,6,7,9,9a-7< A -
1H-"% 51 [2,1-c][ 1,418
%-8-45]-(2-H-3-F A K-
KAL) T ER

10.9
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Ji

[(3R,928)-3-(3- fL-4- A~
% 4)-3,4,6,7,9,9a-7< £ -
IH-#1c% 9 [2,1-c][ 1,410
“%-8- A ]-(4- - 1H-w ok
F[3,4-b]we7-5-4) ¥ 84

705.2

[(3R,9a8)-3-(3- f.-4- #.-
¥ 4£)-3,4,6,7,9,9a-7< £.-

1H-1"%5F (2, 1-c][ 1,412
%-8- R ]-(2-A-3-F A
R &) P EA

85.6

10

[0563]

2-R3-FRE-EE)
[(3R,98)-3-[4- f.-3-[ 9
K #%-(E)-7-1-% &%
%1]-3,4,6,7,9,9a-5 £ -1H-
Ak I [2,1-c][1,4]08%-
8-k ] &R

178.6

11

Q
P

-

[(3R,9a8)-3-(4- #.-3-3F &
=K #)-3,4,6,7,9,9a-7< A
TH-#1c 9 [2,1-c][ 1,410
-84k ]-(2--3-F A&
FA)FEA

259

12

[(3S,9a8)-3-(4- #.-3-FK k-
¥ #4)-3,4,6,7,9,9a-7< 4 -
1H-#t"% 9 [2,1-c][1,4]0%
-8k ]-(2- H-3- P k-
FA&)F R

575.3

13

[(3R,9a8)-3-(4- #.-3-7-1-
e ik -2 25)-3,4,6,7,9,9-
> f-1H-we % H[2,1-
c][1,4]0%%-8- & ]-(2-#-
3-F AA-RK)PEA

237.9
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[0564]

14

[(3,9a8)-3-(3- fL 2 -4- .-
% 4 )-3,4,6,7,9,9a-7< £ -

1H-% 5 [2,1-c][1,4]08
%-8-K]-(2-£-3- 7 A A-
RA)FER

153.5

16

[(3R,9a8)-3-(3- f.-4- #.-
K #)-3,4,6,7,9,9a-7< A .-
1H-=t % 52, 1-c][1,4] 1E
%-8-25]-(4-H-3-"% o k)
¥ &R

131.5

17

[(35,9a8)-3-(3-l-4- A%
1)-3,4,6,7,9,9a-5< & -1H-
kA [2,1-c][1,4]08%-
8- 4 ]-(2-f-3,5-=F A4
RA) T ER

4567.8

18

[(3R,9a8)-3-(3- f.-4- #.-
¥ 4)-3,4,6,7,9,9a-7< £.-
1H-=1c% 3 [2,1-c][ 1,410
#%-8-41-(2-#-3,5-= F

FA-F )P EA

5102

19

[(3R,9aS)-3-(3- f.-4- #i.-
% £)-3,4,6,7,9,9a2-7% .-
1H-"1c% 3 [2,1-c][ 1,4]0E
%-8-%]-(2-£-3,4-=F

AR T AR

304.7

20

2-[(3R,928)-3-(3- f.-4- .-
¥ 4)-3,4,6,7,9,9a-7< £
1H-=c% 3 [2,1-c][ 1,405
h-8-%A]-6-F A-F A

120.6
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[0565]

21

[(3R,9a8)-3-(3- fiL-4- -
# #)-3,4,6,7,9,9a-5< 4.
1H-=t% 5 [2,1-c][1,4]08
%-8-K)-[2-R-3-ERTF
AA)RE] P &

746.3

22

[(3R,9aS)-3-(3- f-4- .-
% 4)-3,4,6,7,9,9a-5< A.-
1H-""% 51 [2,1-c][1,4]0%
8- ]-(2-f-3- R K- R
3K ¥ AR

16.1

23

[(3R,9a8)-3-(3- f.-4- .-
¥ 4)-3,4,6,7,9,9a-5< £.-
1H-=t"% 3 [2,1-c][1,4]1%
%-8- & ]-[2-#-3-2-F &
ARAE)VRA) T &R

26.3

24

[(3R,9aS)-3-(3-3F % 4k -4-
M- 1)-3,4,6,7,9,9a-5<
£ -1H-7t"% 5 [2,1-c][1,4]
% -8- K ]-(2-f-3-F &
IR IK) 7 R

94.8

25

[(3R,9a8)-3-(3- f-4- #i.-
% 4)-3,4,6,7,9,9a-5< £.-
1H-=t% 5 [2,1-c][1,4]08
%-8- K ]-[2-F-3-(= K F
AA)YRK)FPEA

131.1

26

[(3R,9aS)-3-(3- f-4- .-
% 4)-3,4,6,7,9,9a-5< A.-
1H-=t"% 5 [2,1-c][1,4]0%
%-8- &) [2-#-3-(5-F A&-
1H-okod-4- 25 )R 4K ] F 6R

10.6
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27

™ [(3R,92S)-3-(3- f-4- .-
% 4)-3,4,6,7,9,9a-7< £ -
1H-#t"% 5 [2,1-c][1,4] I&

v A | H8- A [2--3-(4- F A

3-mtwd A )R AR F &R

210

28

[(3R,9aS)-3-(3- f.-4- #-
X #)-3,4,6,7,9,9a-7< A -
1H-=t"% 3 [2,1-c][1,4] &

| %-8-2K]-[2-/-3-(3-F -
@: 4-m1t7g A )R] 78R

32.6

29

[(3R,9aS)-3-(3- f.-4- #-
¥ %)-3,4,6,7,9,9a-7< 4.-
TH-1"% 3 [2,1-c][1,4] D&

G | %-8-K]-(2- -3 %-4-
I A-RKE)7PEA

202

[0566] 30

[(3R,9aS)-3-(3- f.-4-#-
¥ %)-3,4,6,7,9,9a-% A-
1H-=t% 7 [2,1-c][1,4] 1
ci | -8-4]-[2-f-3-(2-%
)R AT &R

49.2

31

[(3R,9a8)-3-(3- f-4- #.-
% %)-3,4,6,7,9,9a-7< A.-
1H-#"% 9 [2,1-c][1,4] I&
r %-8- K ]-(2-K.-3-%4 "% -3-
L[ |27

173.2

32

@-3-F R E-EB)-
[(rel-3R,9aS)-3-(3--4-
R-R A)-9a-F -

" Cl
\) @: 1,3,4,6,7,9 -7< A %5 F
F | [2,1-c][1,4]08%-8-4&]F

B

334.5

48
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[0567]

33

T TR 3-TREXE)
[(rel-38,9aR)-3-(3- -4~
A% 2)-92-7 &-

cl | 1,3,4,6,7,9 -5< A ok
[2,1-c][1,4]0E"%-8- 4] F
f:

B

1912

34

4 [(3R,9a8)-3-(3- §.-4- .-

¥ 4)-3,4,6,7,9,9a-7% £.-
1H-=% 5 [2,1-c][1,4]08
%-8-k]-[2-%-3-(4-F &

EK/N ci
~ @ itk -3k )% & ] 7 8
F

1444.2

35

i [(3R,9aS)-3-(3- f-4-#-
¥ 4)-3,4,6,7,9,9a-7< £ .-
1H-=% H[2,1-c][1,4] I8

Eg-4- 1)K A F &R

2 \\/NVJ: o | B8 R]-2-K-3-(5-F &

1084.9

36

it [(3R,9a8)-3-(3- f-4- #.-
¥ 4)-3,4,6,7,9,9a-7 A.-
1H-="% 5 [2,1-c][ 1,418

w535 ) K K] F AR

\): jci “%-8- 3 ]-[2- f-3-(1H-%

7.4

37

4 [(3R,9a8)-3-(3- f.-4- .-
*%)-3,4,6,7,9,9a-5< £.-
1H-#t"% 3 [2,1-c][1,4] D&

Cl | 8- ]-[2--3-(3-F &-
I 2-o7 )R AR F &R

277.4

38

o [(3R,9aS)-3-(3- f-4- #.-
% %)-3,4,6,7,9,9a-7 £
1H-"% 2, 1-c][ 1,418

v 4. 4K) K K] F &R

\) @C' % -8- 2 ]-[2- #-3-(1H-1t

1.9
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[0568]

39

[(3R,9aS)-3-(3- f.-4- & -
* #£)-3,4,6,7,9,9a-7< A -
1H-=% 3 [2,1-c][1,4]0%
%-8- & ]-[2-#-3-(1,5-=
P A etod 4 )R AT
L)

49.7

40

[(3R,9aS)-3-(3- f-4- #i.-
* #)-3,4,6,7,9,9a-5< £.-
TH-1% 5 [2,1-c][1,4] D&
%-8-K]-[2-#-3-3-F &
FelEed -4- ) K K] P &R

160.3

41

[(3R,9aS)-3-(3- f.-4- #i.-
# %)-3,4,6,7,9,9a-5< & -
1H-=1t"% 3 [2,1-c][1,4] D&
%-8- 2 ]-(4-%-3-F &-
1H-%3|#4-5- &) P &7

63.8

42

[(3R,9a8)-3-(3- f-4- -
*%)-3,4,6,7,9,9a-5< A.-
1H-*"% 5 [2,1-c][1,4] D&

%-8- Ak ]-[2-H-3-(2- A -

6- R A IR[3.3] e be-6- %)
AT ER

48.6

43

[(3R,9aS)-3-(3- f-4- #-
¥ %)-3,4,6,7,9,9a-5< A-
1H-#t"% 92, 1-c][1,4] IE
%-8- 2 1-(2- f-3-B AKX -
R AK) T AR

119.7

44

[(3R,9aS)-3-(3- f.-4- #.-
X #)-3,4,6,7,9,9a-7< A-
1H-=% 9 [2,1-c][1,4]0%
%-8- % 1-[2-#-3-(1H-=
v -5- )R K] P AR

50

50
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[0569]

45

[(3R,9a8)-3-(3- f.-4- #.-
¥ A)3-724-
[2,1-c][1,4]08%-8- 2 ]-(2-
R-3-FRA-KE)FPEA

19.4

46

Cl

[(3S,9aR)-3-(3- f.-4- #-
RA)-3-525%-
1,4,6,7,9,9a-5< £ =t
[2,1-c][1,4]%E%-8- % 1-(2-
A-3-F AR K) 7 ER

177.5

47

[3-(3-13R[4.2.0]F-
1,3,5- =5 A& )-

% H[2,1-c][1,4]08%-8-
K J-(2--3-F AR A
¥ &

133.7

48

(2-8-3-F AR A)-[3-
[4-(= R F )R]
3,4,6,7,9,9a-5< £ -1H-1t
%I [2,1-c][1,4]1E%-8-
] &

146.2

49

[(3R,9aS)-3-(3- f.-4- #i.-
¥ 4)-3,4,6,7,9,9a-7< £.-
1H-1"%5F (2, 1-c][ 1,418
%-8- 2 )-[2- f-3-(3- M-
1H-wtod-4- 25 )R I 7 87

50

[(3S,9aS)-3-(3- f-4- A-K
#)-3,4,6,7,9,9a-5< A -1H-
o (2, 1-c][1,4]08E% -
8-k 1-[2- #-3-(3-A-1H-
ke 4- )R A F &R

417.6

51
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51

(2-F-3-F fA-KA)-
[rel-(3S,9aS)-3-(2,4-=F
Aok -5- 2 )-
3,4,6,7,9,9a-7< & -1H -t
%I [2,1-c][1,4]1E%-8-
k] &R

4984.9

52

(2-#-3-F A A&-KK)-
[rel-(3R,9aR)-3-(2,4- =7
Hogep 5-4)-
3,4,6,7,9,9a-7< A.-1H -=t
% [2,1-c][1,4]1%%-8-
k4

1383.2

53

(2-F-3-F A AR E)-[5h
i# 78-(3R,9aR)-3-(5-i%-2-
ez 1)-3,4,6,7,9,9a-5<

£ -TH-"% H[2,1-¢][1,4]
D4 -8- A | F &R

76

54

[0570]

(2-$-3-F £ AR K)-[sh
iH 7%-(3S,9aR)-3-(5-i%-2-
ke 4 )-3,4,6,7,9,9a-5%
A-1H-=t% 3 [2,1-¢][1,4]
Mok -8- 4k 7 &

975.4

58

(2-#-3-F f AR E)-[5h
4 7%-(3S,9a8)-3-(5- f.-3-
F-TH-R 3 [2,1-c][1.4]
IE4-8- A | F &R

2221.6

59

(2-#-3-F AR AK)-[4h
7H 7€-(3R,9aS)-3-(5-#.-3-
ez 1)-3,4,6,7,9,9a-5<
A -1H-% 5 [2,1-¢][1,4]
Dok -8- 2] F &R

543.6

60

(2-F-3-F AR A)-
[rel-(3S,9aS)-3-(1H-3 4
Rok-2-2)-3-72 -
1,4,6,7,9,9a-7< A % ¥
[2,1-c][1,4]08"%-8- 3K F
B

951.1

52



CN 114096545 A

45/122 T

61

@-A3-FRE-RE)-
[rel-(3R,9aR)-3-(1H-3 5F
ko238 )-3-72 4 -
1,4,6,7,9,9&--}-{ iurtné_ﬁ_
[2.1-c][1,4]08%-8- 4] 7
)

294.4

63

(2-8-3-F A Ak-RA)-
[rel-(3S,9a8)-3-[6-( =k
Ak )-2-mke -
3,4,6,7,9,9a-7 #.-1H vt
%3+ (2,1-c][1,4]08%-8-
A& ]F &R

1309.0

65

[(3R.9aS)-3-#% 4 -3-[6-
(ZAF £)oz3-2]-
1,4,6,7,9,9a-7< £, %
[2,1-c][1,4 J8°%-8- & -
[2--3-(3- A~ 1H-wtt ok -4-
)X A 7ER

13.8

[0571] 66

(2-#-3-F B A-XX)-
[rel-(3R,9aR)-3-(4,5- =3
2-°% £)-3,4,6,7,9,9a-
A 8- TH -k (2,1
CJ[1,4]08% 8- & ] &

531.1

67

(2--3-F A A-RAK)-
[rel-(3S,9aS)-3-(4,5- = #(-
2-9t°% % )-3.4,6,7,9,9a-5<
A -1H -we s H[2,1-
c][1,4]088%-8- 25 | ¥ B9

8.4

68

[(9aS)-3-[6-(= #. F % )-3-
s % 1-3,4,6,7,9,9a- 7%

A -1H-% (2, 1-c][1,4]
1% -8- 4 ]-[2- £-3-G3- -
IHonod-4- )% 4] P 59

1508
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[0572]

69

[2- f-3-(3- M- 1H-vt o 4-
)R XK ]-[(3R,9a8)-3-[4-
(=RFAE)KK]3-#
#-1,4,6,7,9,9a-75 A %
FH[2,1-c][1,4]08%-8- k]
7 &R

51.8

70

[2-§-3-(3- .- 1H-7t 7 -4-
) A ]-[(9aS)-3-(6- % -

3-ekvz #)-3,4,6,7,9,9a-5<
2 -1H-=% 9 [2,1-c][1,4]
124 -8- A | F &R

44.6

71

[(3S,9a8)-3-# #&-3-(1-F
B R Hokek2-K)-
1,4,6,7,9,9a-7< £ k% i
[2,1-c][1,4]0E%-8- 2 ]-(2-
H-3-F A AR A) T AR

4026.0

72

5-[(3R,9aS)-8-[2-f.-3-(3-
A-1H-vod-4- 2 )R 7 Bt
3£1-3,4,6,7,9,9a-7< A-1H-
ot H[2,1-c][1,4]08% -
3-2k)-2- AT

61.4

73

(2-#-3-(3- M- 1H-"t o -4-
) F I )((9aS)-3-(4-(=
AP AR )N R aed
H[2,1-c][1,4]%E"%-8(1H)-
X)) F &R

53.3

74

3-[(3S,9a8)-8-(2-f-3-F
FA-R P BEA)-
3,4,6,7,9,9a-5< £.-1H-t
B H[2,1-c][1,4]0E%-3-
3 ]-5- - 1H-wt "2 -2-5R

2211.9
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[0573]

75

3-[(3R,9aS)-8-(2-f-3-F
AR PHAL)-
3,4,6,7,9,9a-7< A .-1H-"t
%5 [2,1-c][1,4]08%-3-
#]-5-F-1H-==2 -2-5R

850.4

76

[(3R,9aS)-3-(3-f-4-A-
RA)-3-72 %
1,4,6,7,9,9a-7< & % 5
[2,1-c[1,4] BB -8- 24 ]-
(2-F-3-Mok-5- - R &)
¥ &R

15.5

77

3-[(3R,9aS)-8-[2- f.-3-(3-
A-TH-wtok-4- 5 ) K 7 8t
#1-3,4.,6,7,9,9a-7< A -1H-
I [2,1-c][1, 408 % -

3-%1-5- - 1H-"°% -2-8A

46.3

78

[(3R,9a8)-3-#2 % -3-[6-
(Z A F A)-3-akmg & )-
1,4,6,7,9,9a-7< & %
[2,1-c][1,4]058% -8 & ]-[2-
A-3-(3-A-1H-wto -4-
)R K]PEA

129.7

80

4-[3-[(3R,9a8)-3-#2 A -3-
[6-(Z M F #)-3-wtor & -
[2,1-c] [1,4]08%-8-#
H)-2-f-F A )-1H-mk -
3-F M

26.2

81

[(3R,9aS)-3-#2 #&-3-[6-
(ZRF £)-3-m07 £ )-
[2,1-c][1,4] DE%-8- -
[3-(3-#-1H-wt o -4- 1)
KA F &R

80.4

55
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82

[(3R,9aS)-3-# -3-[6-
(ZAF A)-3-7 K-
1,4,6,7,9,9a-7% A 1%
[2,1-¢][1,4]08%-8- & ]-[2-
F-3-(1H-"ko-4- ) K
] &R

15.9

83

(2-#-3-F AAER
#)((38,9a8)-3-(5- f.-4-F
A oaeog -2- )55 R g A
[2,1-c][1,4]0%°%-8(1H) -
&) 7 &R

94.4

84

[0574]

(2-R-3-F ALK

1 )((3R,9a8)-3-(5-$-4-
w %—"tt“ﬁ:-z-i)-jz A
F[2,1-c][1,4]68°%-8(1H)
)7

332.7

85

[(38,9aS)-3-# & -3-[5-(=
AT 2R)-2-me K-
1,4,6,7,9,9a-7< & %
[2,1-c][1,4]0%%-8- & ]-[2-
F-3-(3- A-1H-vte o -4-
R)F AP 5

38.2

86

[(3S,9aS)-3-# 2 -3-[5-(=
AT A )-2-mew A -
1,4,6,7,9,9a-7< A "% H
[2,1-c][1,4] PE%-8-4 -
(2-#-3-DErk-4- K A
P &7

237.3

87

[3-(1,3-F 5 EKe-2-&)-
6,7,9,9a-79 A -1H-=t"% 3
[2,1-c][1,4]08"%-8- & ]-(2-
H-3-F RA-KK)TPER

983.2
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88

[2-f-3-(3- M- 1H-ott 7k -4
)R )-[(3S,9a8)-3- .-
3-[6-(= A F A)-3-ato%
%I [2,1-c][1,4]08%-8-
K7 &R

10.7

89

(2-F-3-F A A-XE)-
[(3S,9aS)-3-[6-(= 4L ¥
Hykeg-3-%]-
3,4,6,7,9,9a-7< A -1H-"t
% [2,1-c][1,4]18%-8-
K7 &R

2030.6

920

[0575]

[(3R,9aS)-3-(4- f.-2-"7%
#£)-3,4,6,7,9,9a-5% A -1H-
stk H[2,1-c][1,4]08%-
8-&]-(2-f-3-F AA-XK
%) ¥ &R

2311.4

91

[(38,9a8)-3-(4- f-2-"K
#)-3,4,6,7,9,9a-7< A.-1H-
kI [2,1-c][1,4]088% -
8- % ]-(2-f-3-F A A%
%) ¥ &R

232.5

92

[(3R,9a8)-3-(3,4- = A K
3)-3-#%-1,4,6,7,9,9-
73 A R H[2,1-¢][1,4]018
%-8- 2 )-[2- R-3-(3- #-
1H-wtw-4- 3 ) K 2K 9 59

9.1

93

[(3R,9aS)-3-(3,4- = #.K
#)-3-724-1,4,6,7,9,9-
7 AR H[2,1-c][1,4]0E
%-8- & ]-[3-(3-A-1H-"#
4R K] TP EA

81.9

57
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[0576]

94

[(92S)-3-[5-(Z & T £ )-2-
atog % 1-6,7,9,9a-79 £ -
1H-#"% 5 [2,1-c][ 1,4]0%
%-8- 4] -[2-f-3-(3-A-
1H-wted-4- 2 ) K K] 7 69

219.7

95

[(3R,9aS)-3-(3,4- = #.¥
#)-3,4,6,7,9,9a-7< A.-1H-
st [2,1-c][1,4]08% -
8-k ]-[2- #-3-(3- A -1H-
e 4. 3K ) R K] F R

7.6

96

[(3S,9aS)-3-(3,4- = AKX
#%)-3,4,6,7,9,9a-7< A -1H-
ok H[2,1-¢][1,4] 8% -
8- % ]-[2- f&-3-(3-K-1H-
a4 25 ) K K] F &9

1242.7

97

[(3S,9a8)-3-[6-(= & T
K yikog-3-24]-
3,4,6,7,9,9a-7< A -1H-"#t
% H[2,1-c][1,4 |1E%-8-
H-[2- f-3-(3- A-1H-v1t
43K )R KT R

439.4

98

(2--3-F f AR A)-
[(3S,9a8)-3-[5-#-4-(= &
A )-2-teg A -
3,4,6,7,9,9a-5< A -1H-t
R H[2,1-c][1,4]1E%-8-
K] FER

30.7

99

Q-R-3-FAE-XL)-
[(3S,9a8)-3-[4-(Z- & 7 &
#)-2-ekog R -

% H[2,1-c][1,4]1E%-8-
A7 &R

284.1
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100

3-[(3R,9aS)-8-[2- f.-3-(3-
M- TH-7ted-4- 5 ) K F Bt
#1-3-#%-1,4,6,7,9,9-
7 A kI [2,1-c][ 1,410
%-3-A]-6-(ZAF &)
1H-=t"% -2-5R

55.3

101

(2-F-3-F fA&-KK)-
[(3S,9aS)-3-[5- #-4-( = #
¥ R )-2-mor A -
3,4,6,7,9,9a-7< £.-1H-wt
B3 [2,1-c][1,4]0E% -8-
AP AR

133.2

102

[(3R,9a8)-3-(3- -4 #.-
R 34)-3,4,6,7,9,9a-7< £ .-
1H-=t"% H[2,1-c][1,4]KE
%-8- K- [2-R-3-[5-(= A
¥ 3 )-1H-otod-4- 2 K
K] &R

20.7

[0577] 103

-

Cl

[(3R,9a8)-3-(3- f-4- #.-
X 3)-3,4,6,7,9,9a-5< £ .-
1H-=t"% 5 [2,1-c][1,4]%
8- J-[3-[S-(= AT
#)-1H-wke4- 2 R &)
¥ &R

28.2

104

(2-#-3-F fA&-K)-
[(3S,9aS)-3-[4-(= & T
2)-5- -2-wtemg A -
3,4,6,7,9,9a-5< .- 1H-#t
kIt [2,1-c][1,4]08%-8-
] 7 &R

89.5

105

it

O

Gl

4-[3-[(3R,9aS)-3-(3- f.-4-
A-%4)-3,4,6,7,9,9a-5<
A-1H-"t"% 5 [2,1-¢]
[1,4)0%8%-8-## 2k ]-2- -
X A ]-1H-"% -2- 57

8.9

59
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106

Cl

5-[3-[(3R,9aS)-3-(3-#-4-
A-K%)-3,4,6,7,9,9a-5%
A -1H-"% 5 [2,1-c]
[1,4)0%%-8-# & ]-2- K-
F A )-1H-weg -2-57

14.3

107

(2--3-F qAA-KK)-
[(3S,9a8)-3-[5- fi.-4-ik-2-
e 4 1-3,4,6,7,9,9a-5<
£ -1H -5 5 [2,1-
c][1,4])08"%-8- 4 | 7 &R

12.6

108

[0578]

[(3R,9aS)-3-(3- f-4- #.-
# #)-3,4,6,7,9,9a-5< A.-
1H-=t"% H[2,1-c][1,4] &
%-8- K )-[2-#-3-3- 4
RZFR T he-1-2) K 4
' &R

10.5

109

¥

4-[3-[(3R,9a8S)-3-(3- f.-4-
AR )32 K-
1,4,6,7,9,9a-7< £ "% i
[2,1-c] [1,4]E"%-8-#

A ]-2-F- KA )-1H-k -
2- % B

1.6

110

Br

[(3R,9aS)-3-(4- £ -3- f.-
*%)-3,4,6,7,9,9a-5< £ -
1H-#% 5 [2,1-c][1,4]0%
%-8-A&]-2-f-3-F AL
A AK)F &R

5.0

111

[(3R,9aS)-3-(3- f-4- #.-
* #)-3,4,6,7,9,9a-5< A -
1H-=t"% 5 [2,1-c][1,4]0%
%-8-%&]-(2-#-6-K-3-F
AR )P ER

5.8

60
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[0579]

112

11 4[3-[(3R,9aS)-3-[2- AAX-

H 6-(= A F &)-1H-""2 -3-

#%1-3,4,6,7,9,9a-5< A -1H-
ok H[2,1-c][1,4]08% -
8-# A ]-2-F-5- M- F A -
1H-ert2g-2- P Jif

6.5

113

™| 4-[3-[(3R,9a8)-3-(3,4-=
H AREE)-3-2%-
1,4,6,7,9,9a-7< & k"% 5

O oH
kf”\*@:': [2,1-c][1,4 JIE4-8-%
e | B)o-f-F AT 1H-o%-

2-F ik

7.6

114

i 4-[3-[(3R,9aS)-3-(3-H-4-
M-k %)-3,4,6,7,9,9a-5%
£ -1H-7"% 5 [2,1-c][1,4]

N/\%\o Dk -8- 3 Ak ]-2- f-5- M-

I\/ \,)G[C' ¥ A )-1H-t"R -2-5A

10.8

115

4 4-[3-[(3R,9aS)-3-(5-L-2-

FAR-1H-%72-3- 3% )-

0 3,4,6,7,9,9a-7< A -1H-t
NH u%‘%[z'}]-c][]i&l']ﬂ;&n%'s'

2| HAK]2-R-5-R-R K-

cl 1H-o2&-2- P Jif

13.5

116

F i [(3R,9aS)-3-(3- f-4- #.-
R A)-3-524-

NN 1,4.6,7,9,9a-7< £ % #

cl | [2,1-c][1,4]0%E"%-8- 4 )-(2-
| ] f-6-R-3-F A A-KL)
F ¥ i)

15.9

117

4 4-[3-[(3R,9a8S)-3-(5- f.-2-
H FAR-1H-1t7g-3- 2k )-

B H[2,1-c][1,4]0E%-8-
[ #HA)-2- KA )-1H-=¢
Cl o0 P

I\":]N’\j’ o 3,4,6,7,9,9a-7 A -1H-#
MH
¢

17.4

61
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[0580]

118

it

$v 5y
M

5-[3-[(3R,9a8S)-3-(3,4-=
fEA)-3,4,6,7,9,9a-5<
A-1H-"1"% - [2,1-

c][1,4 0Eok-8-# & ]-2- 40
SR K )-3H-BEed-2-8R

33.1

119

i

H
0 H
-~ N 3 O
\K@\Z—_
F

.

[(3R,9aS)-3-#2 4k -3-[4-
(=R FA)XL]-
[2,1-c][1,4)08%-8 -2 ]-
(2-#-3-F A AR L) T
)

34.7

120

Fit

[(3R,9aS)-3-(4- f-3-#.-
FA)-3-F2 %
1,4,6,7,9,9a-7< £ "% 5
[2,1-c][1,4]0%%-8- 4 ]-(2-
A-3-F AAk-R &) F AR

42.4

121

5-[3-[(3R,9aS)-3-(3-H-4-
A-KH)-3,4,6,7,9,9a-5<
A -1H-=t"%H[2,1-c]
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NMP=N- Ffl J& - 2 - WL i Be B, OAc = Z I U B , TP = T B R BRI , PE = 1 ik , PG = fR 47 Jik
Pd-C=¥EPEm FRIHL, PACL, (dppf) -CH,CL,=1,1"- B (2R — %%k - —& 0 1D =
AT &Y, Pd, (dba) )= = (LR EEAE) 48 (0) ,Pd (0Ac) ,= ZFRHE (T1) ,Pd (OH) ,=
SAAGAE, P (PPhy) = DU (Z 2K 5L ) 4 (0) , PTSA= % Ffl 25 R , R={T-{] J: [4] ,RP= & #H, RT
=i, SFC=H Il F A i, S-PHOS=2- R L IE-27,67 - — FIA LB, TBAT =il
VU T 4, TEA= = 2%, TES= = Z Atk , TFA= =5 L& , THF = PY & Wk MR , TMEDA=N,
NN N - R B 2 — i, T3P=1- BRI , ZnCl, = FALEE  Hal = K 3R .

[0635]  rhfA]fAk1

[0636]  (2-%(-3-FHA AL -2KAL) - [3- FRFH 2) WRige - 1- 22 ] H il

[0637]  H44- (-5 -3-H AR W) -2- O BL) IR - 1- FHERAUT 15 (2.5¢,6.5mmol)
VEARAE RS BE s H25ml AM HCLHY, 3 HAE I R i #90min. B2 RBRIE ], I BB R
VEARAEO. IM HC1 GKIEW) F , F 4R LR AEEX, FAM NaOH UK &) Bsifk » 3+ H. 75 FHEtOACEE
B, RIS P24 1T 72900 Al vt i L 210 1R 2 B8 9F HEAT 2 IR ZE B LAAE = P it
B A A FEE NS ENa2S04 T BB 2R 40 , NI 15 21 1. 295g 9 [a] 441 . o 75 3t
— B4k BST MS)m/z=285.3 [M+H] "

[0638]  a)4- (2-5(-3- AR FIBESL) -2- (FRFF 2L WRME - 1- B T e

[0639] H42-5(-3- ALK FEE (1.29g,6.94mmol) 2- (2 FF JE) RS - 1 - FH R T lig
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(1500mg, 6.94mmo1) FIHATU (2.51g,6.59mmol) K VR & MVE R AE25m] .18 . g o ¥+ DIPEA
(1.79g,2.42m1,13.9mmol) MMAIEWH , H H A R MRS W7Ert R HiHE2hr . S SR A4 H
Y MINaHCO, BE & P IX , ZeNa, SO, T, i 38 , 28k, IF Hadk— B fE |2 B 1 iR
Wi HR R i (AR 0g , 40m] /min EtOAc/Bi4E0-100%) 4EAk . 45 I 7 M8 43 9
H7& R, W13 212 . 5 BT P40 . EST (MS) m/z=329.2 [M-56] "

[0640]  H[A]4A1S

[0641]  (2-F-3-HAIE-2KIE) - [ (3S) -3- GRH L) Wk - 1- 25 ] H i

[0642] v [E] 44 1 SAnst Hh [A] 4 1 BTk EAT A B, AT BB (S) -2- (5 FFJ8) MR - 1 - R L
THEHS

[0643]  rhja]{&2

[0644]  (3R,9aS) -3- (3-&-4-#-3) -1,3,4,6,7,8,9,9a- \EM MBI [2,1-c] [1,4] 08
S

[0645] K (3R,9aS) -3~ (3-F-4-F AR ANAM I [2,1-c] [1,4]080 -8 (1H) - R T
fig (2.52g,6.8mmol) VAR AE ML i IHCL 4M (17ml,68mmol) H, 3F H 1A W7 35 iE R hik:
T o LA R IEFH, i R Y RAE LM HCL/K W . 35 H FHE t0ACc B4 « 7K AH F4AM NaOHF#;
1, AR I H FHEtOAC KN G ML & 9, ZNa, S0, T4, 3 BAE 2 T BRRIE . 3k 15
1.52gf a2, AR E A, F HE AT T2 .ESTMS) m/z=271.2[M+H]~

[0646]  a)2- (3-F-4- % -#4) Akt

[0647]  FEOCH2-5-1-%-4- Z)F3EZK (2.97g, 19mmo) A MELEDCM (100m1) H, 2R J5 I
3-SR E R (4.91g,28.5mmol) , I HAHIR A WS THR B IR SR 54 I MR &9 H
T FINa25203 \NaHCO37K I Wi FH #h K P & — IR« AL Z &MgS04 T4 i I8 IF HZAA K 21
T P s (REJKE, 100g , 1E kR IEL0Ae 0% Z70%) Aifb A HIA KL, TR 21724,
NI (2.57g) « ZALEPIFEEST (MS) LA HE .

[0648]  b) (3S) -4- (2- (3-G-4-FHKIL) -2-F 2 FE) -3- (FLFHIL) MRME - 1 - FF AR AL ] Tl
[0649]  Kp2- (3-&-4-FAHE) FA LKk (1.285g,7.45mmol) Al (S) -3- (& HI ) DRI - 1 - H
FRRUT TG (2.42g,11.2mmol) IR MRAE 2. B% (20mL) 1, SR JE TN 25155 b, I HLAE 150 °C 1k
H I A0m i n o 28 R 7 i sk PR € 15k (REfiS , 100g, BEFe R 10 % 22100 % Et0Ac (+10%
EtOH) ) ALK ST KL, M5 22 . 5T g B 7 P40, 93k 3 iR . EST (MS) m/2=389.2[M
+H]"

[0650] ) (3R,9aS) -3- (3-5-4-FAEE) SNAMEI[2,1-c] [1,4] WM& -8 (1H) - FHER U T
i

[0651] ¥ (3S) -4- (2- (3-G-4-FAIL) -2-F 2 5) -3- FEWHIE) WRIGE - 1- R AU T g
(5.14g,13.2mmo ) EMELETC/KH 2K (50m1) A, F 5 VR 7% 4% B SR I KOUE T8 i
H BB St — 0 HE SRS M e — i me- (=T - 15- BB L) 41 (5.58g,
6.07m1,23. Immol) < S SEE A AE100°CANFAL . 5ho i 5 MR A 4 FHE tOAc/ i FINaHCO, 2
B, ¥ 5 A HUZ F 2Rk B3, 4Na, SO, T8, 9F H B 25 i i o i i PR 8 i v (RER
100g, Bkt HIFIELO0AC 0% 22100%) ZiAbAH HlA KL 20K o & I P21 4 9% B 728 K, T #3 2
2.53gI TS5 P20, J9IR K€ EST (MS) m/z=371.2 [M+H] . Fr FE 1) ) =X 5 444 (3R, 9aS) 42
FEY) (thF4:1)
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[0652] H )443

[0653]  (9aS) -3- (3-¥-4-Fi-#HE) -1,3,4,6,7,8,9,9a- \EMMBEIF[2,1-c] [1,4] B
[0654] ¥ (S) -3- (3-{R-4-FH RE) NEAMMEH[2,1-c] [1,4]0EM8 -8 (1H) - FERHUT I
(1.78g,4.29mmol) ¥ fRAE Mk 121 . 4ml AM HC1H, 3 HAEZ IR T HidE120min,. BL5% 2
BRG], I B TR RDIERRAE0 . IM HCL UKD 1, F R Z BEZEHL , FHAM NaOH K %)
Ak , I H P FHEtOACEE AL, AFR1F W) & IF A WL 77, £eNa, SO, 15 H B K4 , 45
F1.3gr[al4A3 . T HE— Sk . EST MS) m/z=315. 1 [M+H]"

[0655] @) (S)-4- (2- (3-VR-4- i IEIL) -2-F2 2. FE) -3- (B H L) WRIEE - 1 - AL T Iig

[0656]  42- (3-VR-4-F K IE) FRE L %% (1.0g,4.6mmol) F1(S) -3- (B2 H12E) WRIEE - 1 - F R
T HE (1.49g,6.91mmol) YA fARAE LB (17mL) L SR S5 N B B8 b, 3 HLAE130°C I
IN#80min, 3 HAA J57E150°C IN#A25min, T 56 B BL o 28 A 77, ad it PRk € vk (RERK
120g, Bk FAIELOAC (+10% EtOH) 0% %260 %) Zi AL HIAT KL, M f3 21 . 57 FT 75 724
T EST (MS) m/z=433. 1 [M+H]"

[0657]  b) (S) -3- (3-1R-4-FARIE) NEMEEEFF[2,1-c] [1,4]088: -8 (1H) - FER R T T
[0658] 5 (S) -4- (2- (3-TR-4-FAIL) -2- 2 2 FE) -3- (B2 W L) WRIGE - 1- FF &L T Mg
(3.2g,7.38mmol) I AL JG/K HI 2K (50m1) H , I V% 7% B WA B K MG T B, I
¥t — D &S A B e % — s m2- (=7 - 15- Wl ) 40 (3.12¢,
3.39m1,12.9mmol) o’ S NI 5 W0 AE 100 C AT . 5hoRe S B8 1540 FIE L OAc/ M AINaHCO, A%
B, ¥ 5 A HUZ F 2hK B, 4Na, SO, T8, 9F H B 2S5 i 4 o e i PR (83 v (RER
100g, BEkEH IELOA 0% 2260%) 2iAL H G R & FF P14 FF H 28k, NI 15 211 . 8g
B 75 72, IR 3 E 4R . EST (MS) m/z=415. 2 [M+H] "

[0659]  rh[A]{A4

[0660]  (3R,9aS) -3- (3-&-4-#-3) -1,3,4,6,7,8,9,9a- \EM MBI [2,1-c] [1,4] 08
S

[0661]  K53- (3-5-4-FIKIL) ANEMEE I [2,1-c] [1,4] 0 -8 (1H) - F #R AL T g (350mg,
944umo) W ARAE W&t R 4. 72m] 4M HC1H , H HAE SR FHEFE120min. 25 BRI,
H H AR R IEARAE0 . IM HC1 UKD F 4B B ZEHL, FHAM NaOH UK R) BRift. , I
H.Ff FEtOACEE L, LUIRTF P4 o & H A MBS, £8Na, SO, T4 H L 25 4 , A TTi 43 £1)243mg
o ] A4, SRR bR [ 1 o TR E— D 44k L EST (MS) m/z=285. 2 [M+H] "

[0662] &) 4- (2- B-&-4-F KK -2-F8 2 3E) -3- GRHIE) -3- FHSLIRME - 1 - R AU T IR
[0663]  ¥52- (3-5-4-FFIL) A L He (843mg,3.91mmol) FI3- (FRFHIE) -3- F LR EE -1 -
FH AT G (1g,3.91mmol) IEMRAE LW (17ml) ARG TN BB 8 b, #8140 °C it b B
115min, 3 HAE150 CHldl Ab 3 20min. JL-F 58 56 4b . 28 s 7], 37 Hoas i Pk €a 1% 92; (120¢
S10,, BEbEH I 4R L TR0 % -80%) 4EAIR AR o) o« & I Wi 4y I HZ8 K, T 19 £1950mg
(BT 75 P20 TG E IR ] 4 . EST (MS) m/z =403 . 4 [M+H] ™

[0664]  b) 3- (3~ -4- AL NEMEIF[2,1-c] [1,4]0E-8 (1H) - FHERAUT P

[0665]  ¥j4- (2- (3-F-4-FIKIL) -2-F2 L FE) -3- R AEL) -3- FHJENR e - 1 - R BT IR
(950mg , 2. 36mmo 1 AEFE T /K HE 2K (14 3m1) H , i 4% B B SR I KA T e
I HA v dt — 0 S B e % — il 2 - (=7 5 -15- W REmES) 20 (1. 14g,
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1.24m1,4.72mmo1) o K S NV 5 I 4E 100 °C INFAGh o K S SR 5 ) FIE tOAc/# FINaHCO, 2%
B ¥ IR A HLZ 3K B, 2Na, S0, 15, 7F H B 2 ik 4 o i id P (3857 (EJI , 20g
BEKEH IIEL0AC 0% 2270%) SiALHHIAL KL & I P28 70 I B2k, T4 2 340mg 1) BT 75
FEW , R B R A JEST (MS) m/z =385 3 [M+H]

[0666]  rhi[a]{&b

[0667]  [2-%(-3- (3-%8-1H-MEMe-4-35) ZRHE] - [ (3S) -3- R HAL) DRI - 1 -2 ] Y i
[0668] K5 (S) -4- (2-50-3- (3- % - 1H-ALME-4-55) SKHIBEEL) -2- GRH L) RIS - 1 - F AR
THE(0.151g,344umol) 5 &Lz 4M HCL (1.29m1,5. 16mmol) &, M5 2T VA W -
W I NS AR SR T R 2he AR 5 IR 48, VA R AE 1Om 1A AINaHCO 1, JF H FIEtO0Ac
(2x50mL) ZEHL & FF A HLIZE KBS, 4 T07KNa, S0, T4 , 3¢ HLIL AR , T 153 S #E AR
&4, e (117mg) JEST (MS) m/z=339. 1 [M+H]"

[06691 &) 2-5(-3- (3- %6~ 1H- NI - 4- 355) 25 P g F g

[0670]  K52-%(-3- (4,4,5,5-VUHI3E-1,3,2- S Z4I0 M -2 - 35) % R FRY S (849mg,
2.86mmol) \4-JR-3- 9 - 1H- ML (350mg, 2. 12mmol) + (APhos) ,PdC1, (150mg,212umol) I
K,C0, (880mg, 6. 36mmol) 43 B 7E15m1 —HEKEAN4m1 7K v, I EL AR o 98 7E bl S B
(90°C,30min) , Z Ja Rt HAB A ML AINaHCO, 71 , FF HAEHXRIELOAC 1 IR , £2Na, SO, T, IF H.
B RGP sy (REFRE, 50g, BB IIEL0AC 0% 2£50%) 4tk . & IF =9
W53t B2 K INITTA3 3020 1mg (1 BT 75 7240 s € il 7R JEST (MS) m/z =255 1 [M+H] "

[0671]  b)2-%40-3- (3- % - LH-NEme-4- 55) KR

[0672]  [m)2-5(-3- (3- 9K~ 1H-ML Mk -4-J5) R FH R FH i (326mg, 1. 28mmol) 7ETHF (10m1) HH
VAV INNIM LiOH/K VAR (3.84ml,3.84mmol) , 3 UK Fr SR & 078 = i FPe Rk 1 . 4R
Ja FIIM HCLKVE BRI IR A4, 35 HLFH2 -Me THF A BU A UK , Z:Na, SO, T4 , i 6 I H L A5 K
5, T3 2 304mg T 75 7400, N3 il fA . EST (MS) m/z =241 . 1 [M+H]"

[0673]  ¢) (S) -4- (2-5-3- (3~ - 1H-ML e -4-JL) R 3E) -2- (F% FF L) MR R - 1 - R L
T Hs

[0674]  #2-%5(-3- (3-F - 1H-AEME-4-FL) KR (300mg, 1.25mmol) « (S) -2- (F2F L) Ik
2% -1 - FH AU T Tig (200mg, 0.925mmo1) FIHATU (527mg, 1. 39mmol) YA MR ZEDME (5ml) H o SR J5 ¥
JODIPEA (359mg,2.77mmol) , 3 HAEZ= L N2 . 5hr. S8 J5 FHEtOACHA FR e NV &4, ML
ANaHCO, e P UK, I H /KA FHEtO0AC SRR A B UK o & HE A WL, £2Na, SO0, 45, 1 8, HHER
RA FF HIF W4 . o8 st il e ik v (R, 20, DOMAR I MeOH 0% %£10%) , 3 HAR f5
B AR L L (HPLCHI 4% /7 2F) B Halifh 3k 7=, A E el 4 (151mg) «EST (MS) m/z=
437.3[M-H]

[0675]  rh[A]{46

[0676]  (3R,9aS) -3- (3-5-4-%- %K) -4,6,7,8,9,9a-/NE - 1H-MEEHH[2,1-c] [1,4] 0
15 - 3 -

[0677] %% (3R,9aS) -3- (3-F -4-FAIL) -3- I /NEAMMBEI[2,1-¢] [1,4] 8B -8 (11) -
FER T g (leq,2.356g) 5 & Lked27ml 4M HCLAN10m] —MELRIR S, 3 B4 R4t
FAE SR N HEPE 2. 5hrJa , TR AW FHAMKIEBIRAL - NaOHI: FHEtOACZE B VX , 4:Na, S0, +
L uE, I B SRS RIS 721, N A ik (1.75¢) , 3R e Rt — D aifb B ml -+
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N—# EST (MS) m/z=287 . 1 [M+H] "

[0678] a) (3R,9aS) -3- (3-F-4-FAKHL) -3-FFF NEAMMBEIE[2,1-c][1,4]HEE -8 (1H) -
H R T T

[0679] ¥4 (S) -3- B2 HHE) IR - 1- R R AU T Bis (leq, 1.52g) MIDIPEA (1.3eq,1.6ml) i
7£25ml THEH . 7E 5 i N4 10miniZ i s insml THEHR)2-1R-1- (3-5-4- K 4 -1-T
(leq,1.77g) -20hr & Kk F= Witk v, H HLAR Je W P PERE AR b, B 23 9K 4, H HLad i R e A
itk (BIRT0g, BEREH IIEL0AC 0% Z270%) 4iift  3RA3 =W, A B i E (2. 356g) JEST
(MS) m/z=2387.2[M+H] "

[0680]  H[A]4AT

[0681]  2-%&.-5- [#MHJiE- (9aS) -1,3,4,6,7,8,9,9a- J\AMMEI[2,1-c] [1,4]EEE-3-
BN

[0682] ¥ (9aS) -3- (3-FHE-4-FORE) SNEMGEH[2,1-c] [1,4] &8 -8 (1H) - FHERHUT
fig (0.294g,813umol , AN4l) FEMRAE —MEKE R 0. 5mL 4M HC1H , FF HAE =30 S BEFE— /AT,
BE 5 B A, R H R aitb BT R — 25 . EST (MS) m/z=262. 2 [M+H] "
[0683] &) 2-%-5- LJRIEFIE

[0684] 45-11-2-F % (500mg,2.5mmol) « = (£ 4 3E) WIER 81 (402mg, 3mmol) 1,17 -
R RFE ) — kg - — &AL (TD) — & s 54 (102mg , 125umol) F1 = 4 i (253mg,
2.5mmol) 7 BfE12ml Z EEH , FHE AR, I BRI = B (120°C , 20min) 48 Ja K iR &
W2 WAl FHELOACHR R , FIZK Bk , ZoNa, SO, 08, i € , I HL B2 e 4 , A8 el o ek i e
itk (50g, BEEHNELOAc 0% A50%) 4lifh . 3/45 724, o Bl ik (312mg) - 2448 1H-
NMRAFIA o

[0685]  b) 2-%-5- CGE AN LE-2-38) FIiF

[0686]  7F Jull ZUHHFE T, 442980 -5- LM (0. 15g,1.02mmol) 73 B AE2m1 7K Al 1m]1 R
Fedt KENBS (218mg, 1. 22mmo ) IS AR AE 2m] K Al 1ml — ke, 7 B4 15miniZ s In2E &
Yk ¥ I BB G IAE IR AR5 KR A YA I 20°C, 3 BB ¥ In4M NaOHK
V(76501 ,3.06mmo1) o« — /NI Ji K BETR A5 4 fBI N 15m 1 A AINaHCO, H , 3 H FEt0Ac
(2x25mL) A0 & IFANE K, SR J5 52 i /K ek , ZNa, SO, )8, 7F H B 2 e 4e - SRS #E AR
Sy F L AT EIIRY) (153mg) , 3 HE BT 25 . =4 1H-NMRFA

[0687] ) (3R) -4- (2- (3-F I -4-F KK -2- 52 2 3h) -3- GEHFL) RIS - 1- HER AL T g
[0688]  ¥42-%6-5- CGAZRIFA b -2-55) M (153mg, 938umol) A (S) -3- G HI JE) Wk - 1 -
FEZ AT TS (223mg, 1.03mmol) VA B ZEMeOH (4m1) o, I HAEf ;& 3 (60min, 120°C) 4R
5 B A WAE , I HE I R AT (0 153 (20g, DOMAT fIMeOH 0% £10%) Zlifk, , 17453 3] 264mg
ARG S, B PR EST (MS) m/2=2380. 2 [M+H]

[0689]  d) (9aR) -3- (3-FHE-4-FAEE) SNEMGEH[2,1-c] [1,4] &0 -8 (1H) - FHERHUT
g

[0690] K5 (3S) -4- (2- (3-HFh-4-F KK -2- 5 24 3) -3- FRH L) IRE - 1- B R RUT g
(0.260g,685umo1) A1 (GRUAE T FHAE) = T 2% (331mg, 1. 37mmo) ¥ A 7E TC /K H 2K (5ml) H,
FEAA, I HARETE100°C T B 2hr o 2R Jo W5 ¥ VR B 25 W 4, o HLd o ek J A o i vk
(20g , DCMH F{IMeOHI0 %6 2210%) 44k o 575k B 1 84k = T J: 8% (301mg) — e SRAF B 75 724,
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NERE G BRI B AR TR — 25 EST (MS) m/z=362.2 [M+H]~

[0691]  HrjE] A8

[0692]  (3R,9aS) -3-[6- (=4 H L) -3-mtmedt]-4,6,7,8,9,9a-/N& - IH-MEE I [2,1-c]
[1,4] M8 -3~

[0693] (TR, 9aR) -7-F23-7- (6- (U 28) mbmg -2-28) VA -2H-MEmE H[1,2-a] itk -
2- U T s (150mg,0.372mmol) 5 =& HEHH Y 6ml AM HC1Hi5m] —REFEIR A, 3 HAE = IR
THERE AT IS IR S B AW, FIAM NaOH/K AR B4k, , PR /K FR: , 31 H 2B 28 3 B
EtOAcH!, Jf HAR G A B 2-Me THF 1 o K55 I B A HUAHZENa, SO, 4, i 8 , I HL 3025 ik 4
RIS =4, AR (i (165mg) o &7 dE— A RIn] T F — 2P EST (MS) m/z=304.2
[M+H]

[0694] &) 2-9R-1- (6- (5 FF &) mbie -2-55) £ -1-1

[0695]  #1- (5- (=& H L) mikre-2-3&) 4 -1-1d (224mg, 1.19mmol) JR (61ul,1.19mmol)
M (1.2ml) fEJE B IR E , IF HAETS C RN — /NI, BRI 2 €0 975 VR A8 il o (0 B0 VR
W B S G, 3F Hs i e oA (i (20g, BEEEHIELOAC 0% 240%) 4tk . #EkR1L &9
B 43 B [ 44 (240mg) JEST (MS) m/z=270.0 [M+H]"

[0696]  b) (TR,9aR) -7-F2FE-7- (6- (5 H 2) MEmE -2-28) J\E - 2H-MEmEH[1,2-a] itk -
2-HIRBUT I

[0697] ¥4 (S) -3- GERHI JE) WRME - 1- R AU T I8 (97mg, 0.45mmol) AIDIPEA (97ul,
0.55mmol) EMRE2m] THRHE , 3F HA M E0°C .4 10miniZ s IN#E1 . 5mL. THEHR [ 2- ¥R -
1- (6- (ZF &) mkng-2-3) 4-1-8d (114mg,0.425mmol) . 30min/5 , BB IHE 2 E G,
Ahr 5 , B H KRR R BIEtOACH o /K AHZE N, SO, 14, 3 18 , A5 k4 , I Hodd ik i
RS (20g, BEREHF IEtOAC 0% £70%) Alifk . 3-8 =4, A A il 44 (150mg) -EST (MS)
m/z=404.2 [M+H] "

[0698]  r[A]4£9

[0699]  (3S,9aS) -3- [5- (=4 H ) -2-mtmedt]-4,6,7,8,9,9- /N& - IH-MEE I [2,1-c]
[1,4] M8 -3 -

[0700]  HE 4 b [A]4AS8 S B EST (MS) m/z2=2304. 2 [M+H] "

[0701] &) (3S,9aS) -3-F2HE-3- (5- (=& L) mbme -2-38) SNEME I [2,1-c1[1,4] 08
W% -8 (1H) - F R T T

[0702] ¥2-&-1- (5- (=G H L) MEmE-2-3%) 4 -1-Fd (473mg,2. 12mmol) . (S) -3- & H
) RS- 1- SR T IS (503 (mg, 2. 33mmol) FADIPEA (480ul, 2. 75mmol) VA AR £ 10mLIG /K THE
t, 3 HAES0 CHERET I , ARG 7E60°C Rt bE24hr B8 J5 , 4 HL B A5 Wk 4 , FHEtOACH B8, F/K Bk
W Na, SO, F-J , ik 8 B P IREL 2 TR 4 o e o R A B 13k (508, BRGEHHIEL0AC 0% &
80%) ALK~  SRASHERR AL B, K A €] 1A (43Tmg) LEST (MS) m/z=404. 2 [M+H]"
[0703]  rh[E]{&10

[0704]  (3R,9aS) -3- (3,4- —#H A 3E) -4,6,7,8,9,9a- /N -1H-MEBEH[2,1-c][1,4] &
s - 3- Pl AR R 2

[0705]  ARPEHH (ARS8, 2-¥-1- (3,4 5 KEL) 4 -1-F (500mg, 2. 13mmol) A (S) -3- (&
FH 3L ) R 1G5 - 1- FR R A T i (506mg, 2. 34mmol) JFAR-& ik 345 TR IR 4R 10, Jy & W5 0 [ 4
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(596mg, 1.94mmol) +EST MS) m/z=271.2[M+H]"

[0706]  rhfAJfA11

[0707]  (3S,9aS) -3-[6- (=4 3k) mAmk-3-3£]1-1,3,4,6,7,8,9,9a- \A MBI [2,1-c]
[1,4]0EE:

[0708]  ¥f (9aS) -3- (6- (=5 FH 3E) AR -3-3&) NAME R [2,1-¢] [1,4] W€ -8 (1H) - H
R BT 6 (266mg , K£950% 44, 0. 34mmo) AR FEL . SmL W& kE A1 — W& b HH ) 3ml. AM HC1H,
It HAEZ IR TR 90min /5 , WAL RS W) I8 W4 , I Hd I S A € 1895 (HPLCHiI 7
VRE) 4lifk o 3RA5 T T AR A AR, S E R (50mg) EST (MS) m/z=289. 2 [M+H] "

[0709] &) 3- (=5 2%) -6- LM JEmk g

[0710]  AR¥EH[E1fATa) , A3--6- (5 H 2L) AR (800mg, 4. 38mmo1) H 46 & i - EST (MS)
m/z=175.0 [M+H] "

[0711]  b) 3- CAAIF N -2-F5) -6- (90T AE) Mk

[0712]  #43- (Z=HHIE) -6- L FEmEEE (592mg, 3. 4mmo) 43 BUAE6m] Mk Fleml 7K ,
HAEHZE0°C . F4NBS (726mg ,4.08mmo) Y& fEFE6m] ek, 35 H 28155 B N IR 8 N1 2m1
KK BT 2 =R, F H2hr J& , OB H A HIE0°C , I HIZR 8 IiNaOH (2. 55mL A 4M7K
VB, 10. 2mmo1) , 30min & , K H TR 2 % 0 - F3d 30min 5 , ¥ & 4% FI ML FINaHCO, 7K V& VUi
B ZIEIR S A BIMAINaCL, I BAEEtOAC H ASHL =11, SR 5 4Na, SO, -1, 1 3k, IF H A5k
g 3B A EERE ik (50g, PRk TR HIELOAC, 0% 250 %) A4 P4 , M\ 145 327 2mg
(K728, A 44  EST (MS) m/z=191. 0 [M+H] "

[0713]  C) (3S) -4- (2-F2HE-2- (6- (L) MhWE-3-2%) £ 58) -3- R FF 58) WRIE - 1- R
BT Wi

[0714]  HR¥EFEATC) A K. EST (MS) m/2=407 .2 [M+H]"

[0715]  d) (9aS) -3- (6- (=4 FH&L) A& -3- 52) NAMEEE IR [2,1-¢] [1,4]MEE -8 (1H) - H
PR BT i

[0716]  HR#ErFE4ATd) A K. EST (MS) m/2=2389.2 [M+H]"

[0717]  rhlAlfA12

[0718]  3-[ (3R,9aS) -3-¥44:-4,6,7,8,9,9a-/NE - 1H-MEME 3 [2,1-c] [1,4] B -3-3L] -
6- (=% &) - 1H-mL g - 2- i

[0719] % (3R,9aS) -3-F23E-3- 2-FAAR-6- (ZHF L) -1,2- &g -3-28) 7S &t I
[2,1-c][1,4]MEm -8 (1H) - FHES AU T g (527mg, 70% 48, 0.88mmol) 51 . 6m1 M fr Al I Az
4. 4ml AM HCUIRA , FF HAEZ IR T B R /NN RV A ) 123 9 4, FHAM NaOHZK 3 )
BAL , FHER KGR, I HAEE B EAIEtOAcH , R ER N T, 1k 98, I H B2k 4i SR 5 18
I SR R v (HPLCHI 4% 7 VRE) S Hib AT Alifk . 3R15 729, ik 3 ([l 4 (22. 3mg) oEST
MS) m/z=320.1[M+H]"

[0720] &) (3R,9aS) -3-F23E-3- 2-FAAR-6- (ZHF L) -1,2- —&nkne -3-28) 7S At I
[2,1-c][1,4]0E8 -8 (1H) - F B2 AU T g

[0721] R4k A A1 4A8D) , W3- (2- TR ZWE2E) -6- (=5 &%) ML e -2 (1H) - B (400mg,
1.41mmol) F1(S) -3- (F2HH L) WRME - 1- H R4 T fis (335mg, 1. 55mmol) 46 & B EST (MS) m/z
=420.3[M+H]"
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[0722]  rhja]{&13

[0723]  2-5(-3- (5- FH L - 1H-nthme-4-5) R H R

[0724] i) FEGUUE /N, #4391 -2 - FUOR IR H I8 (400mg, 1. 6mmol) \5-H1JE-4- (4,4,5,
5-DUHI 1,3, 2- A IRk - 2- 55) - 1H-HkM: (500mg , 2. 4mmol) FIK,PO, (4. 81m1 [ 1IM/K
TR, 4 . 81mmol) ZETHF (3. 2m1) A FE S M A - s IIXPhos-Pd-G2 (126mg, 160umol) , F H. ¥
TRAWAEL00°CIn#2hr, SR )5 B2 k4, I H 4 PR 615725 (S10,,Hep/EtOAc 35-90% £
40min) £tk , LSRR 5 724, Ao iR [ 44 (122mg,30%) EST (MS)m/z=251.2[M+H]"
[0725]  ii) [MITHF (3.5m1) HH(R2- -3~ (5- H & - TH-Nip ik -4 - J) 2R FF R FR IS (167mg , 6661
mo1) H¥8 AL OHFY IMZK VAR (1.33m1,1.33mmol) , I FUK TR S WAE 22 CHt P i SR Je
W F A IM HCIRRAK , I HIKJZ FH2-Me THFZEHI , F #h7K el , Z2Na, SO, T-H , i 8 , 7F H L
U AR, AR FRS il (142mg ,90%) JEST (MS) m/2=237. 2 [M+H] "

[0726] rh[E]{£k14

[0727]  2-%(-3- (4-FH AL -3-MbmE L) K H IR

[0728] 1) 7EMRGE /NI, K3 - IR - 2- FUR HI R HH i (200mg , 8021mol) + (4- HH JERLIE - 3- %)
ITE (137mg, Immol) FIK,CO, (276mg, 2. 4mmol) 5 &L (6ml) &, I H HGE U< d
(A-"*Phos) ,PdC1, (56 .8mg,80. 2umol) , I ELKHIE A I7ES0 C ANk L 5hr o FL25 WA ) , 22 e PR
B REE (Si0,,Hep/EtOAc 30-90% £230min) 4iifbFk R4, INTHI1S B BT 75 740, 5 ik
& 44 (105mg,50%) EST (MS) m/z=262.2[M+H] "

[0729]  ii) MITHF (2.5m1) H (R 2- 5 -3~ (4- H SRtk me - 3- %) 2K H R H li (120mg , 459umo1)
HYS INL1OHAY IMZK VR (92301, 923umol) , I H A P VR & W 7E 22 CHidf i 15 o ¥ hi 3mL
I RRG M B ARV =5, 3 BTG F it — DAk o] T~ —25 EST (MS)
m/z=248.1[M+H]"

[0730]  rh[E]{&15

[0731]  2-5(-3- (3-H & -4-ning L) FKH R

[0732]  R¥EH [A A 148 B EST (MS) m/z=248. 1 [M+H] "

[0733]  rha]{&16

[0734]  2-G(-3- (WkWR-4-3%) ZRHR

[0735]  AR¥EH [A A 148 B EST (MS) m/z=235. 2 [M+H] "

[0736]  rhja]{&17

[0737]  2-&(-3- (MkmE-2-3%) ZRHR

[0738] 1) FEfskds /ML, 43 - 1R - 2- FOR R H1 /i (200mg , 802umol) \2- (4,4,5,5- P4 H
Fe-1,3,2- ZEIRINGE - 2- 25) BEAE (329mg, 1. 6mmol) \Cs,CO, (522mg, 1. 6mmo1) A4 4
(I) (79.4mg,802umol) ¥ MEAEDMF (8.02m1) Hr, I H & W< - ¥ IXPhos Pd G2 (44.2mg,
56. lumol) , 3 HK VR A PI7E100°C B 16hr, SR J5 B 25 W46 , 3F H 2 el o €4 357% (Si0,,
Hep/EtOAc 30-90% £:30min) 44k, NTTITS 2 BT 75 =4, ik 38 iR [& 44 (35mg, 18%) »
EST (MS) m/z=248.2 [M+H] "

[0739]  ii) AR¥EH[EIMA13,11) LEST (MS) m/z=234.1[M+H]"

[0740]  rhja]{&18

[0741]  2-5(-3- (WkWE-3-3E) JKH R
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[0742] i) ZERO/ NI B2-50-3- (4,4,5,5-DUHIE-1,3,2- S 43R -2- 36) 2K
IR FH I (215mg, 7250mo1) 3 - Sk R Eh 2 #h (230mg, 1. 52mmo1) MIK,CO, (411mg,2.97mmol)
5 IR (4.5m) 1RA , I H &S AN (A- taPhos) ,PdCL, (51.3mg, 72. 5umol) , 3 H.
KR A WAESOC [ Mi80min, 78 J5 B AW 4 , I H4& th P (93857 (S10,, Hep/EtOAc 30-
100% £30min) 4fifk, , NTT453 2 7 7240, ik o IR 44 (24mg , 13%) JEST (MS) m/z=
249 1[M+H]"

[0743]  ii) HE#EHE4K13,11) EST (MS)m/z=235.1 [M+H] "

[0744]  rhja]{&19

[0745]  2-%(-3- (4-F JEmANE - 3-28) KR

[0746] i) ZEM /NI, B2-50-3- (4,4,5,5- DU E-1,3,2- SR -2- 36) 2K
HI R F i (219mg, 739umol) 3~ 55 -4 - F LML EE (95mg , 739umol) FIK,CO, (204mg, 1.48mmol) 5
H2R (2. 121 A17K (0. 23mL) V&4, 7 B AU . ¥ 0 (A- taPhos) ,PdCL, (52.3mg, 73.9u
mol) , JF HKIR-&WI7E120°C S Bi30min, SR J5 B A5 W 4n , 3F H 2 i s 2387 (Si0,, Hep/
EtOAc 30-100% £35min) 44k, WNITAF 2 Fr 75 7=, v es IR [E 44 (30mg, 16 %) <EST (MS)
m/z=263.2[M+H]"

[0747]  ii) HR#EHE4K13,11) JEST (MS) m/z=249.1 [M+H]"

[0748]  rh[a]{&20

[0749]  2-5(-3- (5-F J&msnE -4- 58 KR

[0750] i) e /M 38 N2-50-3- (4,4,5,5-PURFE-1,3,2- 23Rl -2-55) 2%
FF % FR S (200mg, 6740mol) 4-5-5- 1 JEmEmE (104mg, 809umol) *IZIKZCO3 (186mg,
1.35mmol) « F % (2.25ml) , 3 H GBS 7% I (A-“Phos) ,PdC1, (47 .8mg,67.4umol) , 3
HAFREYAEL120°CINFA30min KR & W H WK 46 . & POk (435 (S10,,DCM,0-10%
MeOH) ik 5k 41 , 15 B 58 4 4 7241 - FHO-60 % i Hep/EtOAC kR 3 Fr4lifk, , 15 3 jr 5 7~
Y, 9 e Y) (130mg, 73%) oEST (MS) m/z=263. 2 [M+H] "

[0751]  ii) FR#EA 4K 13.EST (MS) m/z=249.1 [M+H] "

[0752] ] fA21

[0753]  2-%(-3- (1H-WKME-4-3E) R H R

[0754] i) ZERC /NI B2-50-3- (4,4,5,5-DUHIE-1,3,2- S 43R0 - 2- 36) 2K
FH R FH B (300mg , 1. 01mmol) 4 -fifl - IH-BKME (196mg, 1. 01mmo1) FIK,CO, (2.53m1,3.03mmol)
5 gL (7.5m1) MK (2.5ml) V& &, I B & B % N (APhos) ,PdC1, (71.6mg,101u
mol) , 3 FRHRAWTEL15°C R BE30min, 48 fo # 3 5 ik 4if , 3F HL& i Pusdl 38572 (S10,,
DCM/MeOH 0-10% Z:35min) , H HARJ5 & ARt ik alifh , AT 15 21 B 75 724, o Bl
4 (60. 1mg,25%) EST (MS) m/z=237.2[M+H]"

[0755]  ii) AR#EA[EA13.EST (MS) m/z=223.1 [M+H]"

[0756]  Hafi]fAk22

[0757]  2-%(-3- (3-F &ML nE -2- 38 KR

[0758] i) F4R 1 ]44:191) EST (MS) m/z=262.2[M+H]"

[0759]  ii) AR¥EA[EIMA13,11) LEST (MS) m/z=248. 2 [M+H]"

[0760]  rhja]{423
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[0761]  2-%(-3- (1H-NHLme-4-35) HEFHF R

[0762] i) FEfkdE /M, H43- 7R -2 - SR H R 1 1 (300mg, 1. 2mmol) 4- (4,4,5,5- P4 H
He-1,3,2- ZEUIRIRMAE - 2- J5) - IH-FIEM (350mg, 1. 8mmol) FIK,CO, (3.01ml,3.61mmol) 55
ZREE (9m1) AK Gml) A I H UG %1 (APhos) ,PdC1, (85. 1mg, 120umol) , Jf H.
KR B WIAE115°C [ NE30min, SR Ja s L A3 ik , O H28 th P €1 (S10,, DOM/MeOH 0-
8% £:35min) , 3¢ H AR J5 & R AHRE (i vk aiith , T 43 2 BT 75 7= 90, A A B lE & (34mg,
12%) EST (MS) m/z=237.2[M+H]"

[0763]  ii) MR¥EEIMA13,11) JEST MS) m/z=223.1[M+H]"

[0764]  rh[A]{A24

[0765]  2-%(-3- (1,5- FA3E-1H-mEme-4- %) ZKH iR

[0766] i) FEf /NI K52- -3 (5- FF - TH- PR M - 4 - 5) 24 FFY R B S (e B) 44 131 R
Fitid) , 70mg, 279umo1) FICs,CO, (136mg,419umol) ¥ fiF /EDMF (2m1) H , FI FH &1 (198mg,
1.4mmo1) AbHE, I HARJGE100°C [ W 15min o B J5 K s S P AN S AL B K 5 R ¢, o HL 2
B3 2,88 2 TP A HLAE FH Eh K Bev , ZeNa, SO, T, i iiE , A IR 4E , I HL4 b sl (2
(Si0,,Hep/EtOAc 0-100%) 24k , ATMTA52 Fir 75 74, J 3 (iR (23mg , 31%6) oEST (MS)
m/z=265.2 [M+H] "

[0767]  ii) AR¥EA[EIMA13,11) LEST (MS) m/z=251.2[M+H]"

[0768]  rh[A] {425

[0769]  2-G(-3- (3- FH AL dmp -4 - Jh) TR HH R

[0770] i) FEGUUE /N, #4391 -2 - FUOR IR H 188 (200mg, 802umol) \3-H1JL-4- (4,4,5,
5-DUFIE-1,3,2- AR MIbE-2- ) M (251mg, 1. 2mmol) FIK,PO, (1. 6m1f) IM/K
i, 1.6mmol) HTHF (1.6m1) &5 , I H FHE ML - % INXPhos-Pd-G2 (44. 2mg, 56 . lumol) ,
I HAHR A WAES0C | S Thr, 2R J5 F 2 W46 , 3F H 2 i s 2,387 (S0, Hep/EtOAc 0-
40% Z2:35min) ik, 145 2 B 75 7240, e PRy (171mg ,85%) <EST (MS) m/z=252.1
[M+H]

[0771]  ii) fR¥EH A 41311) EST (MS) m/z=238. 1 [M+H]"

[0772]  rhlA]{426

[0773]  2-%(-3- (-5 4%-6- A AR [3. 3] Pk -6-55) K H R

[0774] 1) fEJR J3/ A, ¥ 3 -9 -2 - SR H R F S (250mg, lmmo1) 2 % 4% - 6 - A 44 %
[3.3]1 5% ((199mg , 2mmo1) \K,PO, (425mg, 2mmo1) ,Pd2 (dba) , (91.8mg,100umol) MDavePhos
(59.2mg, 150umol) HH 2K (4ml) VA, I HAA 5 FHE S A AR 5B HAE100°C = B 16hr, 28
Jeof e B W 4, I L2 B P ik (S10,,Hep/EtOAc 0-45%) 4lifk, i 15 2 BT 75 7
Y, IR A4 (210mg, 78%) EST (MS) m/z=268. 3 [M+H] "

[0775]  ii) [A]2-5&-3- (2-%E 24 -6- B AHR [3. 3] Pike-6-FL) 7K H g FF fig (210mg , 784umol)
FETHF (5m1) H [ HF  IIL A OHA IMZK R (1.57m1, 1.57mmo ) , 3 HoKs T3 VR & 97522
CHFEE R, H HAR G 7ES0 CREFEAhr CKE VR A FHIM HCLERAL , 3 H/K 2 F2-Me THFAEHY ,
FH#R 7K PG, ZeNa, SO, T-H , ik I8 , IF H I WRAR RAF 771, ik ol 44:233mg (94 % ,80%
SRR CEBER T T —4 EST (MS) m/z=254. 2 [M+H] "

[0776]  rhfA]{A27
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[0777]  2-5-3- N Iph 2K HH iR

[0778] i) AR [A]44:26, 1) LEST (MS) m/z=256.2 [M+H] "

[0779]  i1i) AR¥E T [E]4£26,11) LEST (MS) m/z=242.2 [M+H]"

[0780]  rfi[a]{428

[0781]  2-%(-3- (1H-1,2,3- =M-4-3L) ZERR

[0782]  HR¥E (A4 13,11) BEATEGZLAR EST MS) m/z =224 1 [M+H] "

[0783] &) 2-5(-3- ((=HEFRELTIL) £ Hdk) 2R H IR Y g

[0784]  ¥43-¥R-2- GUK R H I (800mg, 3. 21mmo1) \PdCL, (DPPF) (262mg,321umol) A1l
AL 4 (1) (30.5mg, 160umol) & fEAETC/KDMF (2ml) HH, 72 By In — 2 % (11.7g,160mmol) »
W MR A RSN R BN e = 2 RE b (472mg, 4. 81mmol) J& , 7E I 48 5
TTE120°C /R 30min. SR J5 B A5 WA , F H 48l PUis 63857 (S10,,Hep/EtOAc 0-20%) 46
b, TS B BT 7 =9, B A (580mg ,68%) « F=H)4 TH-NVRHfIA

[0785]  b) 2-&(-3- £ B4 F i HH g

[0786]  #52-G(-3- ((ZHEEFRELEEL) 4 HAL) KHEE F IS (270mg, 1. 01mmol) ¥ @ 7L THF
(4m1) FMeOH (4m1) H, SR 5 7E H EI IR IR £ (559mg , 4 . 05mmo) , 3 H AR 544 I W AE = i
NHEPE2hr, 3 HAR J5 L € 2 BR Tk B 00 B R A, JF HLk I 22 BR VA iR A B [ AR A P
(200mg, 100%) Fo T dt— L Aifb BI AT -+ 5 — 25 .EST (MS) m/z=195.0 [M+H] "

[0787]  ¢)2-4-3- (1H-1,2,3- =Me-4-3) 25 H iz F s

[0788]  ZEfaik /N A, AL 4R (1) (9.79mg, 51 . 4umol) \2-5 -3~ 2 FeJk 28 /g FH g
(200mg, 1.03mmol) F1=F Kk B & KAt ke (317mg, 2. 57mmol) E:VF£EDMF (3.6m1) AIMeOH
(0.6m1) H o B VR A0 FHE S, HAR G TE100° CHiRE Thr, SR 5 # H B Sk 4, 7+ H & i
PRIE L% (S10,,Hep/EtOAc 10-70%) 44k, I TTT 5 2 BT i 74, 93k 3 ta i 14 (185mg,
76%) <EST (MS) m/z=238.2[M+H]"

[0789]  rhja]{&29

[0790]  2-&(-3- (3-9 - IH-MHLME-4- %) FKF R

[0791] i) AR [a]44c21 , 1) JEST (MS) m/z=255. 2 [M+H] "

[0792]  ii) AR¥EA[EIMA13,11) LEST (MS) m/z=241.1[M+H]"

[0793]  Hra]{£30

[0794]  2-& -2/ -H4EHE-[1,17-BK] -3-H R

[0795] 1) FEG /M, 3- 1R -2- SR R F i (150mg, 601kmol) « (2- HHA LR L) B
(119mg, 782umo1) FIK,PO, (255mg, 1. 2mmol) fETHF (1.2m1) 1, FAG/ <. % IIXPhos -Pd - G2
(23.7mg,30. 1umol) , I H VRS MIAE60°C N 35min, 4R 54 3 FH /K F B, 2B BIE t0ACHT,
T, IF BB A4, 9F A4t Ul ik (Si0,,Hep/EtOAc 0-30%) 4lifk , i 15 2157 %
P, AR (131mg, 79%) SEST (MS) m/z=277 . 1 [M+H] "

[0796]  ii) HEHEHE4K13,11) JEST (MS)m/z=263.1 [M+H]"

[0797]  whalfA31

[0798]  2-G(-3- (B-FRREE AL T e -1-28) K H B

[0799] i) fEEHEH , K3-IR-2-F AKX H K B (CAS RN 871224-19-0,0.1g,
0.401mmol) Bk &% (0.261g,0.802mmol) \Pd2 (dba) , (0.037g,0.040mmol) FXantphos
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(23.2mg,40. lumol) 7E —RELE (ImL) FIR G FZIR GV HE S, ARG I B4 T Jit -
3-f% (CAS RN 45347-82-8,0.059g,0.802mmol) , 3 FHoKf S BV A 2 I 22 100°C 1678 o ¢
RS ) FHEtOACH RS , I H /KR Eh 7K P % o A HIAHZANa, SO, -4, 1 3, I H I 24
W A 3 3 ek g o £ 1 (B e I Et0AC, 0% 250 %) 4lifk, , W43 32-5(-3- (3-F2 4k
BAIA T - 1-38) FHER S (0.034g,35%) , AKEVERS (il s MS (BST) :m/z=242. 1 [M+H] "
[0800]  i1) [AJTHF (0.35mL) H[2-5-3- 3-FRIEEAHI T hi-1-58) KH B H 5 (0.035¢,
0.145mmol) ¥ HNIM LiOH/K¥E W (0.29mL,290mmol) , 3 H oK [ MRS W04 2508 S e kkEs /)
KRG IR G, I B R e — m kR A B, 108, I Bt — P A T T
Jok , M 5 2URLAR AL 54 (0. 032¢,82%) , ikl f4, Jy L&k s MS (EST) :m/z2=228.1[M
+H]",

[0801]  Hh[AJ{A32

[0802]  2-%(-3- (WEME-5-3L) Ik R

[0803] 1) ¥f3-yR-2-SEHERH S (300mg, 1. 2mmol) JEEME (166mg,2.4)  ZER4R (13.5mg,
0.06mmol) EKER £ (500mg,3.61mmol) «H7 KR (49mg,0.48mmol) FI —HU T 2 (27,47 ,6" - =
FENHE-3,4,5,6-PUH - [1,17 -] -2-28) B (58mg, 0. 12mmo1) 73 B 7E6 . 6mL DMAH , F
A, I HAELLOC R B LS /NN o [ B8 B 5 W VR A W0 /KRR , I HASEXHIEt0Ac
PIIR & I A LA Na, SO, 15, 1L 38 , I H 2 e 4 o i o ek JB Rk € 185925 (EtO0Ac/ B
$0% 2250 %) Zi1b TR R IR1R 72, ik w44 (89mg , KZIT5% 4l L, 23% 7= %) oMS
(EST) :m/z=238.1[M+H]"

[0804] i) AR¥EH[EIMA14,11) LEST (MS) m/z=224.0 [M+H]"

[0805]  rh[A]4433

[0806]  2-4 -3~ (346~ LH-ALME -4 -JE) < H iR

[0807] i) #R4EHAIfA211) , A4- P -3- 98- LH-NHE e FI2- 9 -3- (4,4,5,5- DU %E-1,3,2-—
ELIR e - 2- 35 K HER FHBE T4, 9 31 2-980-3- (3-8l- LH-FLME-4-3) JKHIER FH S, Ny
A FE A, 49% MS (EST) :m/2=239.1[M+H]"

[0808]  ii) AR#EH[EIMA1411) MS (ESI) :m/z=225.1[M+H]"

[0809]  Hh[A]{A34

[0810]  2-%(-3- (3-%(J&- 1H-nthme-4- L) KR

(08111 i) i) ARFEAF[AIAR211) , N4-JR - TH-IEL k-3~ F G A2-&0-3- (4,4,5,5-TUHF JE-1,3,
2- "IN - 2- ) SR R W RO A6 , 19 312 G- 3- (3- 5 - TH-NHE M - 4- JE) ZR HT R
fi , LT A [ 44 om/2 =260 .1 [M-H]

[0812]  ii) fR¥EF(AIfAL411) om/2=246.1[M-H]

[0813]  Hi[a]4435A/35B[ (3R,9aS) -3~ (2- K4 -5-F-3-MLrE &) -3,4,6,7,9,%- /N & -
TH-PMEME I [2,1-c] [1,4]WEmR-8- 3] - (2-&(-3- & JL - 2K 3) HER AN (3S,9aS) -3- (2- %4
Fe-5-5-3-MEnE ) -3,4,6,7,9,9a- /NEAE - IH-MEME IR (2, 1-c] [1,4] MM -8- L] - (2-&(-3-
FH SR - 2R JS) HH

[0814] ¥ ((3S) -4- (2- (2- (FEIL) -5-AMLE-3-38) -2-F2 2 4%) -3- GRH &) IR -1-
B) (2-5-3- A A L) FEH (197mg,361umol) F12- (=T %&-15- WBEMERE) 2 (174mg,
721umol) A FRAE2 . SmLIG/K B R H, i S BN ZE110°C . 5h)s , H H B 25k 48, IF Bl
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R ARty (FE BT RIEA) Alifl, o B P X e S A AR v DL 5

[0815] R4 [AIfAR35A (75 S it () AEXT B e A d) , Az € (44 . Tmg, 23.5%) EST (MS)
m/z="528.2 [M+H] "

[0816] 345 [A] 44358 (B8 AN e B B AR T e A 1) , kR i (31.6mg,16.6%) ESIT
(MS) m/z=528. 2 [M+H]"

[0817] &) 2- (FREEHL) -3-1R-5-FiLnE

[0818]  7F HEME Hh AREX3 - VR -5- Ak AE -2 (1H) - K (600mg,2.88mmol) ik R4R (1.06g,
3.84mmol) FI-KIEIR (591mg, 3. 45mmo) F 48 JE B2 1 R et , Homl H 2RIR &, H7E
50°C R M. 28h )5 » B IR A v A1 A8 505, 1 8 9T B AV AR e S KV i e ss , 3 HAR 5 H
IK BRI KA HUAHZNa, SO, T4, 338 , 3 H 02 ik 4 o il i ek JRe i 2 15% (EtOAc/ Pk
0% Z50%) AR R R4, H Hor B bR b &9, A E A (895mg,95%) MS (EST) :m/z
=300.0 [M+H] +,

[0819]  b)2- (FAEHL) -5-F -3~ LM AR b

[0820]  ¥42- (R4 IE) -3- 1 -5-5MEAE (595mg, 1.99mmol) « =9 (2458 BER 21 (320mg,
2.39mmol) 1,17 - X (2R — %8k - &L ID & H i &4 (82mg, 0. Immol) Al
=Wz (202mg,1.99mmol) 3 B E15ml EtOHH, I HL AR S o 4 L AE 1ok v ) 37 (120
'C,20min) , Jf HAR G B AW, FHEtOACHRE , 7K Bk , £2Na, S0, 1 , 1k Uik , W Bt 72 — %Ak
e b, 9 BB AR GE 8 i i ik e A € 1592 (BtOAc/ Bike0% £10%) 4ifk . F= sl 70 85, N
oo, o B 5 AT R U E A (443mg,91%) JMS (EST) :m/z=246.1 [M+H]+.

[0821] ) 2- (REEHL) -5-F-3- AR -2-F5) nkre

[0822] AR [AI4KT, 25 IED) JMS (EST) :m/2=262.1 [M+H]+.

[0823]  d) ((3S)-4-(2- (2- (REZEL) -5-FMbrE-3-5) -2-F2 4 4%) -3- GRH &) IR - 1-
) -5 -3-HAEARE) HElH

[0824]  #42- (FREAL) -5-F-3- AL -2-28) MERE (365mg, 1. 39mmol) F1(S) - (2-& -
3- WA AR IE) (3- (B W AL) WP - 1- %) I (P [A]441S,437mg, 1. 53mmol) M AE2 . 5mL
THEFI2.5ml. EtOHH, I B 76 4ok b B (120°C, 70min) , AR EEE —Kk (130°C,
30min) o 98 5 R L H S WA, OF Bl i ek AR 1 72 (DCMH (9 MeOH 0% 210 %) 4L,
((39) -4- (2- (2- (FEIE) -5-FnknE-3-38) -2-F 2 3E) -3- (B2 JE) RME-1-38) (2-4(-3-
AR L 2R L) PR 20 25 N R ) (197mg , 26 %) SEST (MS) m/z="546. 2 [M+H] "

[0825]  rhi[A]436

[0826]  2- (3-RUFN[4.2.0]¢-1(6) ,2,4- =IFEL) ANk

[0827]  ¥43- 2L MmFERIA[4.2.0] )\-1,3,5- =4 (170mg,1.31mmol) ¥ fELE2. 4m]l DCMH .
NN 2 = %Ak Bk (3.2mg,0.013mmo1) AILH-MEME (10. 7mg, 0. 157mmol) o 4548 (o i vA 1 &2
0°C, H BHAER IS AL A (225ul )35 % KW, 2.61mmol) J& , I A% B €0 o R 2 33 41
60min. I LKL S AR, FF BLAEAS TSR B S0 I , PR R B R 2 3k 7 U T ok S 7
E W, 3 HAHBIDCM A P IR - 98 J5 22Na, SO, T4, i 8, FUS RS, I FLd i ik A 8 15
(EtOAc/PEfit0% 2210%) iAo ;= 43 B N o il (132mg,69%) o 45 A4 1 TH-NMRTF A
[0828]  Ha]{A37

[0829]  4,5- & -2- CAZI N FE-2-F5) mtne
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[0830]  HRAEHAMAT, 2 08D) , N4,5- =5 -2- 24 HEN g 4G . EST (MS) :m/z=190.0 [M+
H]™

[0831]  a)4,5- ~&(-2- Z MLt nE

[0832]  7E— AN KA NI T, Kr2- -4, 5- ~EMENE (500mg, 2. 2mmol) 7,45 3 = &R
B (1.2eq,354mg) <[1,17- X (ZFER) K- &AL (1) & H Bk 59 (0.05eq,
90mg) FATEA (307uL, 2. 2mo1) 43 HUTE 1 2mL £ EH o K- VE & 0 PG SO 5 I ELAE Aol e v
(120°C, 20min) o 4R 54 HE 25 W 48, FHEtOACHR R , /K Ve iR an T4, ik v, 3+ H &
WA o O I R A 0 (BEk IEA 0% F50% ) 44k $R15 74, iR B iRy
(278mg,73%) o L5 KL H-NMRAIA .

[0833]  Ha]{£38

[0834]  (9aS) -3- (5-JRMLAE-2-L) \ZMEEIFE[2,1-c] [1,4]PEk ER IR £R

[0835] R4 (A1 4ATHEAT (9aS) -3~ (5~ -2-MEmEFE) -3,4,6,7,9,9a- /NE - 1H-MEBEIE[2,
1-c][1,4] M08 -8- FHEZ AL T BS A B-Boc i 1477 . EST (MS) :m/z2=2300. 0 [M+H] +,

[0836] &) (3S) -4- (2- (5-VRMLME-2-3%) -2-F2 2 FE) -3- (L3 DR IR - 1 - HH R AL T i
[0837]  ¥45-7R-2- GRZLFFA b - 2- 52) AIkIE (44mg, 0. 22mmol) F1 (S) -3- R HI L) WRIEE - 1 -
AT T (52mg, 0. 242mmol) Y& ARAEL . 5ml MeOHH , 3 HLZERL H [ 5 (60min, 120°C) o4&
Jebs FL A s, I FLIE I Rk A €30 (MeOH/DCM 0% F£10%) 4litk o 45 7= 443 B8 M ik o
R Y (60mg ,66%) JEST (MS) :m/z=418.2[M+H]"

[0838] b) (9aS) -3- (5-¥R-2-MENEHE) -3,4,6,7,9,9a-/NE - 1H-MEEEH[2,1-c][1,4] 08
W& - 8- FH R AR T I

[0839]  #% (3S) -4- (2- (5-IRMLIE-2-FE) -2-F2 2 3E) -3- R ) UR & - 1- R AL T s
(60mg,0. 144mmol) AT (GFIETE L) = T L (69mg, 0. 288mmol) ¥ MRE L1 ToK F 2,
VTR AR, 3T HAR G I E100°C o 2/} i, B HL B2 W i, I HL 3B ek A (0 i vk
(MeOH/DCM 0% ZE10%) 4lifk . $K15 724, AE il (39mg, K£130% 4l ,20% 7 %) , 7 H
Tt AL B A TR 22 MS (BST) :m/z2=398. 2 [M+H]"

[0840]  Hh[A]{A39

[0841]  5-5(-4-FHJE-2- R AR -2-2%) Mk ie

[0842]  ARHEHRTEIMAT, 2B IRb, IN5-F-4-FF 3 -2- 2 Ja 3 - ML e FF 46 MS (EST) :m/2=170.0
[M+H]

[0843] &) 5-G(-4- F1JE-2- 2 )3 - kg

[0844]  FRHEH[A14KT, 20 Ba, M2,5- & -4- H JEMLIE TR U6 MS (EST) :m/z=154.0 [M+H]+,
[0845]  rH1[aE]{A40

[0846]  5-5(-2- AR A St -2-45) -4- (=0 J8) nibng

[0847]  AR¥EFRIAIAT, D Bb, N5-E-4- (=& H 3L) -2- ZIRFENENE JF 4 - 45 K@ g 1H-NVR
1NN

[0848] &) 5-5(-4- () -2- LA FEENLNE

[0849]  HR#EAH[AMAT, D 0Ra, M2,5- 50 -4- (5 F 2%) MEE FF4G o 45 1418 TH-NVRFF A
[0850]  Hf] {441

[0851]  2- R Z:¥AN ki -2-3L) -4- (=& &) kg
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[0852]  #RAEH AT, B U8D, N4~ =5 H 0k - 2- £ J@ BRI BE 146 o MS (EST) :m/2=206.0
[M+H]+

[0853] @) 4- =4 H AL -2- 2 S

[0854]  ARAEIAIMAT, B 8a, I2-G-4- (Z 5 A IL) IETF4A MS (BST) :m/z=190.0 [M+
H]+.

[0855]  rhifA] {442

[0856]  5-%g(-2- CRLARIFNbE-2-45) -4- (S5 A8) mikig

[0857]  HRAEHHIAIART, 20 08D, N5-98-4- (o H 5 -2- IR JEmE g 46 - 45 4 TH-NVR
RN

[0858] &) 5-%-4- (=& L) -2- L mFEEILE

[0859]  AR#EH [EIMAT, 0 Ha, M2-F-5-9-4- (=5 F ) ML nE JF 46 o 45 7918 i 1H - NMR A
o

[0860]  rh[A] {443

[0861]  5-F-4- (ZaHAE) -2- AR bE-2-55) ki

[0862]  #RAEH[EAAT, P 88D, N5-F-4- (ZH L) -2- IR FEMERE F 46 MS (BST) :m/z=
206.0 [M+H]"

[0863] &) 5-5-4- (=G H L) -2- )G FEEnE

[0864]  HRAEHAIAT, 0 0Ra, N2,5- Z&(-4- (T IR MEe G  fErE IR AR i vk 2 s
B T PREE A A I R I T 564 R NS (BST) :m/z=189. 9 [M+H]”

[0865]  rhi[A]{A44

[0866]  4-R-5-G(-2- CAZRI AL -2-5) mLng

[0867]  ARHEGHEIMAT, 2B b, M4-1R-5-5-2- Z @ FEmt e T 4E JMS (EST) :m/z2=236.0 [M+
H]™

[0868] @) -JR-5-50-2- ZJA g

[0869]  ARFEHIAIART, B HRa, N2,4- IR -5-FMLBE T UG - FEAE AT ik 2 5, B TR 5E
A WIS R A 58 4 B8 MS (BST) :m/2=219.9 [M+H]”

[0870]  rfi[a]{4k45

[0871]  2-%-3- (5- (=4 2E) - 1H-MHEMe -4 - JE) 2K F iR

[0872]  #R¥EHAIAL3, 2098 11) , N2-9i-3- (5- (9 2) - TH-NHk e -4 - 58) 2R I g HH R
B MS (EST) :m/z=275.1 [M+H]+.

[0873] &) 2-%-3- (5- (= FH2E) - TH-nbme -4 - 3) SR H iR P g

[0874]  ¥42-9-3- (4,4,5,5-POFF3E-1,3,2- Z 3 Rl ke - 2- 58) 2 B g FPY s
(CAS1638847-77-4,292mg,75% 4l )% ,0. Tmmol) \4-VR-5- (=& H 3L) - 1H- AL M (168mg,
0.78mmo) X (U T 5 (4- ZHI R FE ) ) — & AL4L (T1) (55mg,0.078mmol) AIK,CO,
(324mg,2.35mmol) 54.5m1 —MELEAIL . 5Sml /KBS, PGV, I ELAEROR T /e v (115°C,
30min) o4 /K FRE  IF B A2 HCBIEOAC H X , 4Na, S0, 15, L 38 , W FEfE Ji |, B
Wi, HIE Rt fk Rk ik vk (20g, EtOAc/%IEO/@m/)WJc FIe 75 P A 53 B 9
R (123mg,55%) MS (ESI) :m/z=289. 1 [M+H]+.

[0875]  rh[A] {446
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[0876]  3- (5- (= FAL) - 1H-mEme-4- %) R HER

[0877]  ARFEHH(EIAR13, 2DER11) , A3~ (5- (R 2%) - 1H- LM -4 - 38) JKH R 2L R T4 S
(EST) :m/z=257.1[M+H]"

[0878]  a)3- (5- (=4 H3L) - 1H-NHL Ik -4- 55) 2K FH R 2L T

[0879] ARy IA)1445, 5 3%b, \3- (4,4,5,5-DUHIJE-1,3,2- S IR M -2-35) K H
2 2. BT 46 MS (EST) :m/z2=285.1 [M+H]"

[0880] i |a]{Ak47

[0881]  2-&(-3- (2-%AR-1,2- Z&NbRE -4-3%) R H R A

[0882]  AR¥EAHE A 13, 2B 0R11) , N2-F-3- (2-%AR-1,2- & nkme -4-38) 25 F IR FH li F
U6 o BERR AL S A ZEEBNG WL I, 02K = SR ST, I B gt — D ai i)
TR —#MS (EST) :m/z=250.1[M+H]"

[0883] &) 2-(-3- (2-FAAN-1,2- ZEMLNE -4- ) X H B H iR

[0884] AR EIAAR21I B IRT) , WA -IRILIE -2 (1H) - B 465 % oMS (EST) :m/z=264.1[M
+H]"

[0885]  rhi[A] {448

[0886]  2-%(-3- (6-%AX-1H-MERE -3-55) K

[0887]  #f2-%5(-3- (6-FAL-1,6- ~ & MErE-3-2) ZF HERH I (120mg,0.455mmo1) F1L1i0H
— K& (57mg, 1.37mmol) 73 H#EL . 4m17K 0. 5m]1 MeOHH #13.9m1 THFH, 3 H#E22°C i
PE 19/ 5, FIIM HCL/K BRI AL » 3 HLF R /K BB o 4 H U 2S5k 4 , BFAEELOH A, J 21
LFE Lo Bl IE B g8 i A2 IR, F B A FE 00 BV v S R4 AR L S ) S5 5%
B INaCl1 AIL1Cl— e 3k AS , ] 4k

[0888] a)2-4(-3- (6-%fK-1,6- = ZkrE-3-J&) 2 H g F s

(08891 R ¥ [A]4421, 25 981) , IN5-SRAERE -2 (1H) - B4R MS (EST) :m/z=264. 1 [M+H]"
[0890]  rh[A] {449

[0891]  5-%(-3- ((3R,9aS) - \EMMEH[2,1-c] [1,4] W& -3-5) mk g -2-852,2,2- =4
TR

[0892] ¥ (3R,9aS) -3- (2- (FHIL) -5-FMLnE -3-28) ANEAMEEH [2,1-c] [1,4]%EEE -8
(1H) - AT g (29.2mg,63. 5umol) YA 7EL . 5mL DCMA o S INTFA (50ul) , F+ HoKE 35 (0 %%
TRAERT RHEHE 45, 218 RN — 34> TFA (Im1) o 3h)& , ¥R SV E 25 W i , 50T VA il AE
i, AR E R 4h , NSRS B E AR AL = e R 3 — B aib BRI v] FFF — 25 MS
(EST) :m/z=270.2[M+H]+,

[0893] &) (3S) -4- (2- (2- (b FEIL) -5-FMLHE -3-28) -2- 72 4 4L) -3- GRH L) IR -1- F
PR BT i

[0894]  AR¥EHH [AI{A35A/35B, A PRAE L, M2- (RAIE) -5-F-3- CAARI A e -2- 55) Mk ig
(G 2 WA 844 35A/35B,208mg , 795umo1) 1 (S) -3- (R HI ) MR - 1- FH IR T I (189mg,
874umol) FFUG « 345 724 , B PR , 181mg (47 .6%) MS (EST) :m/z=478.3[M+H]"
[0895]  b) (3R,9aS) -3- (2- (FEIL) -5-FMLNE -3-38) SNEAMEH[2,1-c] [1,4] K& -8
(1H) - HRHUT B

[0896]  #f (3S) -4- (2- (2- (FAEEL) -5-FMLME-3-58) -2-FR2 L 58) -3- R H L) IR - 1 - H
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FR AT B (132mg, 276umol) ¥ AALEL . TmLIC/K FH 2R A o S INAEO . SmL /K R 2R ) 2- (=T

H-15- WMt L) £ (133mg,552umol) , 3 HARHRG WM E100°C . 5h)5, TIN5 —Fh
(100mg,414umol) 0. 2mLIC/K H 2R 192 - (=T 2 - 15- I I) 2 s n# 2110
‘C.5h)5E W R ROV A A4 , H FLd i A ity (BEkeH IEA 0% 3290 %) 24k o & Je it
(R AR B e A A dh B2 AT T — 20 R, B iR Y, 29 2mg (23%) oMS (EST) :m/z=

460. 3 [M+H] "

[0897]  Hra]{A50

[0898]  (3-JR-2-5-5-% A% ((3R,9aS) -3- (3-&-4-FIAKKL) NEAMBEI[2,1-¢][1,4]

MR -8 (1H) -3%) F i

[0899]  ¥f (3R,9aS) -3- (-4 -4-%-#3E) -1,3,4,6,7,8,9,9a- )\EMEFH[2,1-c][1,4]

IEEE (a2, leq,74.6mg) <3-1R-2-5-5- B A EE (1.35eq,105mg) AHATU (1.35eq,

141mg) 52mLIC/KDMFIR A, 7 HA #H1Z0°C . s INDIPEA (3eq, 144ul) , 88 J5 B B8 €0 V8 W o

10min/5 , ¥ H TR 2 RT. 305 , # F HEtOACHH B , I H W KBtk , S8 J5 FVE AR IR & 2L ¥

WP, B a F 3K Uk , W RN T8, ik 98, 7F B B 2SR 48 o 1l I FE AT e vk (10g, PR

Fer EIEL0AC 30% 2280%) ALK =¥ 3RAF 4, 9 I Eulfil 4 (102mg , K280 % 4l fF , 7™ 28

K#£4159%) .

[0900]  &3RAS T ML I I 1 53 < 19mg , K 2980 % 4f1, = 3 K211 %

[0901]  HE]{A51a

[09021  (3R,9aS) -3- (3,4- 5 F ) -4,6,7,8,9,9a- /NEA-1H-MEBEH[2,1-c][1,4] &

125 - 3 - i

[0903] ARG IE]14K52, 5 Fb, I\ (3R,9aS) -3- (3,4- & IKKL) -3-#4%-1,4,6,7,9,9- 75

MR [2,1-c] [1,4]WERR -8- IR T BE 46 MS (EST) :m/z2=303.2 [M+H]+.

[0904] &) (3R,9aS) -3- (3,4- “&KHE) -3-#22:-1,4,6,7,9,9a-NEAMEFF[2,1-c][1,

4] PEE - 8- F R T i

[0905]  R¥EHAIAG2, H08a, M2-TR-1- (3,4- &K 2 -1-FiF0 (S) -3- R HI HL) Wk

-1 - F R AU T BB 46 5 1 oMS (BST) :m/z=403. 3[M+H] +.

[0906]  HE]{A&51b

[0907]1  (3R,9aS) -3- (3,4- ~&KK) -1,3,4,6,7,8,9,9a- )\EMEEH[2,1-c] [1,4]EE:
[0908]  HR4RH[A]4453, M (3R,9aS) -3- (3,4- ~E L) -3-¥23£-1,4,6,7,9,9a- /N AN

H[2,1-clIFaR] [1,4] 080 -8- FHERBUT g CURalt) =4, F [ #451a) 4G5 B MS (EST) -

m/z=287.2[M+H]+.

[0909]  rh[A] 4452

[0910]  (2-%-3- (4,4,5,5-WUHI%E-1,3,2- S 3R Mk -2-35) 2K FL) ((3R,9aS) -3-
(B-F-4-FAEE) -3- B NEMBR I [2,1-¢] [1,4]0EH -8 (1H) - &) H1 R

(09111 XU (B EES) — 0 (327mg, 1.29mmol) « [ (3R, 9aS) -3- (3-5-4- - &) -3-¥

$-1,4,6,7,9,9a-/NEMEIE[2,1-c] [1,4] W8 -8- 2] - (3-1-2-5(- 8 %%) R (0.500g,

992umo1) A1 Z BR 4 (292mg ,2.98mmo1) 4 B 7E M8kt (4ml) H, 3 BB S AR G W1, 17 - XL
TORELRE) KBk - —SUBAR (ID) 48 &4 (121mg, 149umol) o K FLAE Mk Hh ) B (30min, 100

'C) AR5 FHELOACHIZK A B K & I A NLZE & I, FEKBEE: , SBER AN T, 3F H sk
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U o I R AL i (EtOAC/ Bife0% Z280%) ZiAb A Hil A1k . 3 %»HF@ R (234mg
KRAT2% 465, 42% 7=%) , 3+ H Rt — D aifb BRI n] T~ —28 MS (EST) :m/z=551.3[M-
H] &

[0912] &) (3R,9aS) -3- (3-50-4-F-KH) -3-¥23-1,4,6,7,9,9a- NAMHE IR [2,1-¢]
(1,408 -8- F R R T B

[0913] ¥4 (S) -3- FRHIJE) WREE - 1- FHER AU T liE (leq, 1.52g) AlHunigh® (1.3eq,1.6mL) ¥A&
fRAE25mL THRH . 7E0°C , £ 10miniZ i s INESmL THRFF 291 -1- (3-&-4- %K FE) £4-1-
fiil (leq,1.77g) K S NIRE S YITE S IR P20/ N o AR Ja i ek 724, 3F HL I 25 W 4 o (o B
TV I, I HL I R e e A it v (EtOAc/ BEE0 % 2270%) 44k o 5 7= W 4 38 ik o i vk
(2.3g,85%) oEST (MS) :m/z=2387. 1[M+H]

[0914]  b) (3R,9aS) -3- (3-5-4-F-KIL) -4,6,7,8,9,9a- NE - 1H-MEEIH[2,1-¢] [1,4]
MR - 3 - JiEE

[0915] ¥ (3R,9aS) -3- (3-& -4-%- k) -3-FH-1,4,6,7,9,9a-7NEAMEH[2,1-c]
[1,4]MER -8- R AT B (2.3g,5.95mmol) 5 &L FHAJHCT 4M (29.7ml, 119mmol) F1 —F#
fi (10ml) IR &, 3F HAEZ IR N HiHE2 . /N SR 5 MR S WIAEE tOAc H ke, FHAM NaOHWJc
I+ H HEtOACE X . & FF A HLZE , BRI T4, i I8 IF B 3 K 4 . 5 {%f*% N
B (1.7g, RZI80% 4% ,99% r=%) , 3+ H LRt — Pai /LB al -+ F — 25 MS (ESD) :
m/z=287.1[M+H]"

[0916]  ¢) [(3R,9aS) -3- (3-& -4-F-KIE) -3-$83:-1,4,6,7,9,9a-7NEAMHBEFHF[2,1-¢]
[1,4]['?@%—8—9%]-<3-?%-2-§&-%|‘§ﬁ>Eﬁ@ﬂ

[0917] ¥ (3R,9aS) -3- (3-5-4-F - KIL) -4,6,7,8,9,9a- NE - 1H-MEEH[2,1-¢] [1,4]
M -3-1% (1g,3.49mmol) \3-JR-2-F K FF iR (985mg,4 . 19mmol) FIHATU (1.59¢g,4.19mmo1)
5DMF (20m1) & 3F . ¥ boHunighd (1.35g,1.83m1,10.5mmol) , 3 H ¥ S W IR & %ERTFWJF
LIS o 98 JE K e /K FIEtOAC 2R B A ML= 6 3, B K PE ok, K miIRN T8 , 7F H 1

Y5 o 3R ik A B 1 (EtOAC/ BEki0 % Z£100% ) A HH H ALK . P29 1% 4) %ﬁﬁfézﬁm%
(1.48g,84%) -EST (MS) :m/z=505.1[M+H]"

[0918]  Hra]fA53

[0919]  (3R,9aS) -3- (4-{R-3-FARKEL) \AMLEFF[2,1-c] [1,4]0EH%

[0920] % (3R,9aS) -3- (4-{R-3-5-KH) -3-F8H-1,4,6,7,9,9a-7NEAMEH[2,1-c]
(1,400 -8- F & RU T lE (0.959g,2. 14mmol) 5 = Z 3k 4% (747mg, 1.03m1,6.43mmol) %u
DCM (11m1) VBA « R I =9 41 (7.33g,4.92m1,64 . 3mmol) , 3 VAR INFAZE45°C , £ 4k
AN o FLAS IR AR R FE OV, 5K/ I HCLIR &, 31 HL R 2Bk V35 - A HLAR FHO . 5M ch?@ﬁy
PRIK -8R JE FHAMNaOHBAL & FE 1) 7K AH , b 7ENaCl FF HZEELRIEt0ACH PR IR - A HLAH £ Bt R Y
T, 08, I H B Sk an , A48 2155 iR (0.643g,91 %) o AERTBL SRR L 2R 207N
eq/ax 8:1, WIEHINMRAE 1T .EST (MS) :m/z=2333.2[M+H] "

[0921] &) (3R,9aS) -3- (4-{R-3-5-KFL) -3-F8H-1,4,6,7,9,9a-7NEAMEH[2,1-c]
[1,4]WERE - 8- FH RN T TG

[0922]  AR#E[A {452, B 8ka, N2-TR-1- (4-9R-3-FRHEE) £ -1-FAA(S) -3- GEH &E) IR
-1 - R AL T e TR 64 o MS (EST) :m/z=449. 2 [M+H]"
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[0923]  HjE]fA54

[0924]  2-%(-3- (3-2AAXIRME - 1 - F5) R HIPR

[0925]  [M)2-%(-3- (3-FAARIRME - 1-28) ZKH B H I (0. 175g,651umol) A THF (2ml) ¥ H
ASINLIOH IMPJH209E W (1.95ml, 1.95mmol) , 3 H K Frf3 VR & WD ERTHE FE 3 /NN o g s 37 R
EPEINIM HC1H , I H HEtOAc U IR G WL Z A I, FER K BER:, RN T8, IF
HLB S WRGE KA, R iR Y (100mg , KLIT2% 4R, 60 % %) , i HLE ik —
AL EIET BT R — 25 JMS (ESD) :m/z=255.05[M+H] "

[0926] &) 2-4(-3- (3-FAANWRIGR - 1-28) 2% HI R HH i

[0927]  ¥43-JR-2-SCRH RS (0.600g,2.4mmol) WK -2- il (265mg,2.65mmol) kR
i (1.57g,4.81mmol) [y —HEJe (15m1) ¥ T 5 P (0Ac) , (54mg , 240umol) Al
xantphos (139mg, 240umol) , ¥ 5 B PR ML, FF HAG SR AE90 C o FE I A o 44 I B A Tk
W BRI H A AR S R RV IR AEEtOAC R, I H AR 2B A HLZ H
LK VRS RN T4, 9 H SR 48 . 3BT S - ek €157k (MeOH/DCM 0% £10%) 4lifk
FHHIRRE o P24k 7 B 9 35 € R (175mg , 27 %) <EST (MS) :m/z=269.2 [M+H]"

[0928]  Hra]fA55

[0929]  2-&(-3- (5-FJE-1H-nkng -3-3&) ZK R

[0930] R4k [A] 4454, M 2-5-3- (5-F L - TH- ML - 3-F%) 7% B R H i F 4 2 Ak o MS
(ESI) :m/z=245.1[M-H]

[0931] a)2-5(-3- (4,4,5,5-VUHIJE-1,3,2- 540 e - 2- %) 4% P 1 Y g

[0932]  HR 4 ] 4452, A3 - 18R -2~ G K F R R S T AR 94k o MS (BST) :m/z =297 .2 [M+H] "

[0933]  b) 2-4(-3- (5-U3L - 1H- P -3-3%) ZK H R FH i

[0934]  ¥42-5(-3- (4,4,5,5-PUHIHE-1,3,2- A Z<I0 R MI% -2 55) 7% & FR G (0.203g,
685umol) \4- ¥R - 1H-IEI% -2- F i (129mg, 753umol) HRER A (284mg,2.05mmol) 5 M k¢
(5m1) 7K (850u1) & IF o K S BVR AWML, FF HAS IR (ZRUT 2 (4- = ARG L Ok JE)
) — & AHE (TT) (48.5mg,68.5umol) oK )¢ MR A HITES0 C N2 /Ny, I H AR f5 At i
NaHCO, ¥V /EtOAcH L KA AL Z I # K ek , SRR AN T4, O BB R4 - il — 54k
Fel A € 3 72 (MeOH/DCM 0% 2210 %) Al A0 Hil A kL o P2 94 20 85 8 3 iR ) (17 7mg
99%) JEST (MS) :m/z=259.1[M-H]

[0935]  Ha]fA56

[0936]  2-%-3- (2-FJ&E-1H-BKME-5-5L) ZK FH R

[0937] AR 4 A ) K54, N2- 50 -3~ (2- 3L - TH-BKME - 5-3L) 7% H R H 8 T 46 24k o MS
(EST) :m/z=248.1[M+H]"

[0938] a)2-%(-3-(4,4,5,5-VUHIJE-1,3,2- 5200 - 2- %) 4% 1 HH g

[09391 R4 ] 4452, A3 - 18R -2~ G K F R R S T AR I 94k o MS (BST) :m/z =297 .2 [M+H] ™

[0940]  b)2-5(-3- (2-FHE - 1H-BKME -5- F5) 25 H i H /g

[0941]  #R¥E 1 EI1AK55, b, M2-5-3- (4,4,5,5-PUHI 3-1,3,2- S 430 MGz - 2-
H) 2K F R F 6 RS - YR - TH- KIS -2 - F RS R 4R 28 YABEBR MS (BST) :m/z=262. 1 [M+H]”

[0942]  Ha]{A57

[0943]  2-%(-3- (2-FAfC-3H-1,3,4- & M -5-3L) FEFER
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[0944]  ZE0°C,#5- (3-VR-2-5(-HHL) -3H-1,3,4-WE —w-2-1F (leq, 138mg) AR 3mLTE
JKTHRHR , SR 532 8 0 S A R S AL BELIC1 8 &4 (1. 1eq, 425uL i THRHE 1. SMIEWR) » SR )
VSRS RS, 3 HAR G AR BOR AL B U N » ST VR S W) IR 2R T o 8 I LOMS M W 6 i e
F2.20min)5 , MEL 2K 2130 % 1 4 JE##% , FoAEA0minj5 B 281k , RIS 0 53 ZR400ul. 5 T4
FEEMNEELICIK AW, AR G T R UTIE - 20min o , LOMSHN & B #E B 5 4 . S RS, <
A5CO, B BT, I Homin o , MBS - 75 IN5mL G /K THE , AT A DR R 4 ) s8¢ A6
FE A H N NaOHARRE , I H FHE tOAC TR PR IR 7K AH M HCLERAL , ¥ in/b &NaCl , 3 H.
IR G A I BIEtOACH IR - A WL B R AT 158 , 108, I H R0  R15 774, vk B &
[i] 445 (68mg) MS (EST) :m/z=241.1[M+H]"

[0945] &) 3-R-2- & - 2K H L

[0946]  3-IR-2-F RH BRH G (1eq,500mg) FH7K G (Beq,490ul) ¥ fiE 7 15mL EtOHH,
I HINIAES0C, FrLE2. 5K AR JEH H B 29k 4e , IF Himak i A th itk (50g, 1IE bR 1
EtOAc 40% Z2100%) 4t . P25y B o E EulEl £ (315mg,63 %) MS (EST) :m/z=251.0[M+
H]™

[0947]  5- (3-¥R-2-5-2K3L) -3H-1,3,4- W — -2~ ifd

[0948] 7EOCHt3-VR-2-FRH BEMF (leq,271mg) FITEA (1.4eq,212ul) 43 BUAE4mLIE /K THF
H, 3F HAR JE I3 IS N 2mLJG K THE A (1) 2k Kk (1. 1eq, 194mg) , 3 B IR A2 TR
ZRT, SR 5 U RRPE I 1) 38 L T o B S B 3% A 58 42 58 A, R 3L FHE tOA i #% L 3¢ H H
IMHCT M A BR A Bh 1 W F ELAR G =2 Rk ek, SR e H AR N T8, 1Ly, F H B
Weds , T332 A = 45 5 13 66 44 (236mg,79%) WMS (BST) :m/z=274.9[M-H]

[0949]  Ha]{A58

[0950]  2-&(-3- 2-%AX-2,3- “&ME-5-) KHR

[0951]  fE:Ehd K5 5- (3-VR-2-50 - Jk) -3H-MEME-2- i (leq, 71mg) VEMAEAEL . 2mLIE /K THR
LI HAHIEOC . ZERINF N REEALEBELICIE &Y (1.3eq, 233uL i THEFR [ 1. 3MIA
1) R JEIR GBS IR  15min i , 1 SRS TR ZBRT . T S L1 IR A4 - ¥ N J5 30min,
WELF8% [ 4x JBHERS , FFAEOCHRIN H A 20uL N EAAEELIC1E &), I HAR GRS
YIFHE ZRT . 30min )5 , WA B K150 % & @ . AME & BB A T4, fERAL10C T,
fAASCO, (INBRYE) Byt . s n2mLJG/K THE , HF HAERT T, 7E88 75 A Bfwidad 7 —
ANBRIEIICO, o T TR B € BV, 4 R 2490 . 5M NaOHAG B , H H FH £ BRI K B 7K
FHAIM HC1ER AL , I H & NaCL AL B, 3 H AR 5 AU BIE tOAC HH PR IK o & FF I A HILAH 22 Bt BR Y
T, U8, I LAk A AT A A ), ks EufE & (61mg) MS (EST) :m/z=238.1[M-H]
[0952] &) 2-¥R-1- (3-¥-2-5-KIL) L

[0953]  #51- (3-1R-2-& K ) 4-1-Fd (1leq,340mg) \NBS (1.05eq,272mg) FpTsOH— /K&
¥ (0.11eq,30mg) 5 12mLIJC/KDCMAIFE R HH & B2 (90°C , 80min) , H HLAR 5 FH-R M (90°C,
40min) o ¥ VR A4 FIDCMAR B , 3 H M AR BR A Sh i 7K FF HAR J 2 #h /K e A5
(17K A R ZEERBIDCM A, W& H A WL Z LR BR B0 T4, 198 , I H B 2RS4, 43 21k 3%
B HPIRY) (460mg) o4 H I i Fel A (38 9% (50g, BEkE T AIEt0AC 0-30%) 4lifk . $R15#0bx
S LA PR (429mg , K 2980 % 411, 75 % 17 %) o i 'H-NMREF A .

[0954]  b)3- (2- (3-{R-2-F-ZKIL) -2- AR £ 28) MEmb b -2, 4- i
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[0955]  ff2-9R-1- (3-1R-2-F - KK LFH (leq,226mg) HEMELTE-2,4- i (1eq,68mg) fik
FR4H (1.05eq,84mg) ATBAI (0.1eq,21mg) 53mL DMFYE &, I H B 36 L IR AERT R Ak $
20min e , VA WIBE Tl AR €, I B 1h G, TE RS L 8V T0min J& , W4 V6 0 FHE tOA
B, 1 HO VKK (2x) /KB, SRR T8, ik U8, IF H I 2 ik4e , W13 2 FH 4k &
Y, AL B A (249mg , 3T £1100%) oMS (EST) :m/z=2346.1[M-H]

[0956] ) 5- (3-¥R-2-F - KAL) - 3H-WEME -2 i

[0957]  #§3- (2- (3-¥-2-F -k %E) -2- A0 £ 58) MEmk e -2, 4- i (Leq, 248mg ) K2
80% 4l i) 1= . Jf& (2.5eq,200ul) 7E & J1/MiiH 2. 8ml. EtOHIR A, 3 HAEV i m#h 2
80°C . 7 15h 1 J M ] J5 , WA 270 % 134k (UV) B e ST A4 FHE tOAC H B, FH 1 Al
SIS I H AR 5 2 EhoK Ui, SRR AN T-15 , ik 8, I H B IR 48 e 21 6/ 1 £ [i] 4
(241mg) o KGFR ARV I 7 — Akt b, 5 Hid it — SRR ik vk (20g, IEBEkE R IEL0AC
20% %260 %) 2tk . F= ¥l o B o A G, 0 H — 2 5 5 (123mg, KZI90 % 4l , 71 %
FEEE) MS (ESD) :m/z=274.0 [M+H]"

[0958]  h[A]{A59

[0959]  2-%&(-3- (6-H2&-2-AR-1,2- —&nkmE -4-28) KR

[0960] R4 (A 4454, A2-G0-3- (2- FJE -6 - %A - TH- ML RE -4 - 3%) R F R F B 4G 2k
MS (EST) :m/z=264.2 [M+H]"

[0961]  a)2-5(-3- (4,4,5,5-VUHIJE-1,3,2- 520 e - 2- %) 4% 1 FE g

[0962]  FEACB /N, ¥54,4,47,47,5,5,57,5 - J\HEE-2,27 -0 (1,3,2- 5243000
b (1.3eq,1.32g) 3~ -2-F AR HEZH I (1eq, 1g) \PAC1, (DPPF) (0.1leq,327mg) Al Z R4
(3eq,1.18g) 7 HU7E1TmL —HE ke, I HLES W AR R H [ BE (80°C 5 25min.) KR &4
B RERGR -, K B G 2 K P, £ —LEEt0AcH R ZEHL, M IR T 4%, i
P8 WP 7R A RE b, O BB ARG R ol i R R AR i (T0g, 78 IE BE B H IEt0AC
0% %10%) 4lifl, . =¥ 50 FH BB AR 2 e — e 40 B o E Bt (1.41g, AN4EE, 36 %6 77 28) JMS
(EST) :m/z=297.2[M+H]"

[0963]  b) 2-%(-3- (2- H J&-6- S A - 1H-HEE - 4 - J%) 2R H1 IR Y i

[0964]  54-VR-6- I JEmtnE -2 (1H) -l (leq, 125mg) <2-54-3- (4,4,5,5-PUHI%&-1,3,2- =
SR IR LI e - 2 - ) 2K F R G (1. Leq, 36 1mg I K £160 % 46 /%)  (APhos) ,PdC1, (0. leq,
4Tmg) FIFRTREF (3eq,276mg) 5 3mL ML FImL/KIR & , 3t H &S A - R B IR S WLE
e [ B (115°C, 30min) , 3 H AR 5 FEtOAcHi B, I HL A #h /K e i . IR AEBUK A, A 31
YA BRI T, 208, F HE 2Rl i S A EEA: (il (20g , ZEDCMH I MeOH
0% Z10%) 2t M 7= . F= W 0 B o 4k At El 44 (206mg, 112% , AN4li) JMS (EST) :m/z=
278. 2 [M+H]"

[0965]  Hr[a]{£60

[0966]  2-F-3- (2-H1HE-6-%4K-1,6- & MkIE-3-25) RKHIIR

[0967]  g2-G(-3- (6- &AL -2- FE - 3- ik me 28) SR H R F I8 (1eq, 106mg) 54mL7.6M HC1
KBRS I oK TE (IR A WTE S S /NS i R I A2 120°C . 22h i , W% 21 58 4= . 2
A0 AR 4 — 1 240 . 30h 5 , IO RIA B K 2980 % H5 4k (UV) 5 ¥4 Z1ZRT, A — £ 7K /MeCNyHf
PRI, - FLA B R 20 9 77 28 R K 13 £ ] 1 (56mg 5 58 %) WMS (EST) :m/z=264. 1 [M+H]"
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[0968] &) 2-45(-3- (6- HH AR 2 - 2- F 2 - 3- b g 2) % HH /8 FH g

[0969] 2-%(-3- (4,4,5,5-PYHI%E-1,3,2- 4R 23R R MG -2- 55 ZEH R FRE (1eq, 232mg
PR Z160% 2 ) (3-¥R-6-H 5 JE-2- LML nE (1.35eq,128mg) Pd dppf DCMZS &)
(0.1eq,38mg) MHREZHH (3eq, 195mg) BV 78 3mL M4 Al ImLsK o, G SR, I HAE
H ROV (115°C, 30min) o ¥ ) 2=RT, IR &9 FHEtOAc K RE , I H FH # /K Yk . A VLA iR
BN, ORI B B A YE AR e i A REAE Yk 208, IEBEREH IELOAC 0% 2
50%) ZEALKH P2 o PEITE R 2925 % EL0AC T YEIIE , 38 70 5 % i — i, 37 273 B vk 2 it
W (119mg, B FHFHIT1% 72 2R) MS (EST) :m/z=292. 2[M+H]"

[0970]  Hhja]fA61

[0971]  2-%-3- (4-%AAX- 1H-MkRE -5- 5) R R

[0972] Mg HH =43~ (5- "R FEMAR -4-38) -2- G- K H IR (leq,45mg) AL 25mLIGE I H (1)
2.5mL MeOHH o FGL S/ B2 WAREI = IR S B B4 (0. 1eq, 14mg) , 3 HL IR FHER R
FURIE =X N IR FEH: B =R, ARG 7ERT R4t - 100min 5, K160 % GEIFLC-UV)
AR LI o B8 R R b e e R, I HUE ARG, AT A B 2% O [E A (40mg)
HIF LA AT T R —25 NS (BST) :m/z=251.1[M+H]"

[0973] &) 4-"F4EFE-5-F-HAME

[0974]  fr NG TAE AR AR B, K5 F kg -4 (1H) - (leq, 300mg) &R
(1.2eq,330ul) FIERER 4R (1.2eq,760mg) 73 BUAESMLIC/K 2R H, IF HOMFA A 85°C , Kf4:
30min, 7 HAR G INFAE50°C, F74E Lho AR 5 # HL AR A 3K A B, 9F H 2R B RIEt0AcH =
o B M A NSRBI T 15, 198, BB 2R 48 b o i ik e A €% 92: (50, 78 1 B
FiHIEL0Ae 30% 22100%) 4lfk 345 =) N Bt & 44 (85mg, 17%) MS (ESI) :m/z=221.1
[M+H]

[0975]  b) 3- (5-"REAIERANR -4-2%) -2- & 2K FH g H g

[0976]  2-%4(-3- (4,4,5,5-VYFI3E-1,3,2- S Z AR LE-2- 25) 2K FF I I IS (1.05eq,
122mg iR 2160 % 40 FE) \4- "R -5-F-WEME (leq,52mg) 1,17 - X (2R ELR) —%ek-—=
S (IT) —F P28 &4 (0. leq, 19mg) FMFKIRHF (3eq,98mg) 52 . 4mL —EELEFI0. 8mLIK
TR R, I BAER M (115°C, 30min) o K5 i i ik e A € 15925 (20, 76 1E B de HR i)
EtOAc 0% %80%) 4tk . 345 /=4, AFS i (47mg,34%) MS (BST) :m/z=355.1[M+H]"
[0977]  ¢) 3- (5-HE5FEMEME -4- ) -2- S KR

[0978]  43- (5- A FEMAIE -4-2%) -2-F- KR H R (Leq,47mg) 51.5mL 7.6M HC1/K¥
WIRAE, 37 HAEVDWAE 1/ I E 120°C , 37 4L 16h . A H 2RT, 3F RN 2 i, Wi 15
B SV, FF HLOMS 27 I8 58 42 7K M o 4 JFL B0 2 R A b i £ / 0 B3, 9 HLG 7 gk — 2B 4l
ALEIAT BT 8 —28 (45mg,100%) MS (ESI) :m/z=2341.1[M+H]"

[0979]  Ha]fA62

[0980]  2-%(-3- (5-(Jk- 1H-ntkme-3-J5) KR

[0981] AR 4 AR ) 454, N2- 5 -3~ (5- 3L - TH-FL e - 3- 3L) % H R 1 I T 4 "2 4k o MS
(EST) :m/z=248.1[M+H]"

[0982] &) 5- - 1H- M- 3- F Rk i

[0983]  H45-JR- IH-MLME-3- FHEZHIE (1eq, 140mg) W ARAE3ML MeOHH o A INE AL K IE
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% (10eq, Im1 1125 % V780D » 3 HUBH SO ZE60°C . 40minfim , K£120% B Flg b R H g, (2
W e BT AN 2 AT LA o Lh)5 W T 280°C . 18h i , B L B A5 W 4 , AN TTT 223 1 B4 . 3
5 4 4 [l 44 (120mg,100%) oMS (ESI) :m/z=251.1 [M+H]"

[0984]  b) 5-yi - 1H-HHLME-3- FE fi

[0985]  ¥¢5-yR- 1H-AHEME-3- FRELIZ CRL ), leq, 120mg) VAR AES . SmlMLiE 1 , I HAHI 2
0°C o TS I =3 LRI (4eq, 360ul) « AMHSZRI'E T H K 40min/5 , ¥ H HEtOACH B,
YRR R A SR /K I VR e - P UK, FF HLAR 5 2 1M HCL PRI P UK, 2R AN T4 , 7 H B 2SR i
R AR B E AR (121mg) oK HE i fk iRk € 1892 (10g, 7R IE B BEHH IEL0AC 0% E50%) 46
b SRAZF= , A A (56mg,51%) JMS (EST) :m/z=172.0 [M+H]"

[0986]  c) 2-5-3- (5-5FF& - 1H- AL me - 3-FE) 24 FE iR P g

[0987]  ¥5-VR-1H-MEME-3-F 5 (leq,56mg) 2-5-3- (4,4,5,5-PUFH 3E-1,3,2- "5 L
R - 2- 35 2K H R R G (1. 3eq» 209mg i R Z160% 4 %) 1,17 - X (2RI — ik —
S (ID) —& e &4 (0. 1eq, 26mg) FHRERHH (3eq, 135mg) 551.8ml —FELEH600ulsK
BAE A, I HAERE R B (30min, 115°C) o 8 Il 53 #MH140mg (0. 3eq) I2-5-3- (4,4,5,
5-VUHEE-1,3,2- 54 IRSCE - 2- 55) 2K FF R FR I8 A0 — /N2 PAfEAR 7, JB <0, F LR
N (120°C , 30min) oK S N4 I 2RT, 3¢ H HEtOAcH B, /K HAR J5 /& 2hyk vk, &%
FRAN -1, 108 , I H B 25 e 4 o AR Ja 0 ol i R e A (6 1592 (10, 76 1E BEde R AUEt0AC 0%
F50%) 4tk . eI B RS /B IR Y (24mg , 28 %) JMS (EST) :m/z2=262. 2 [M+H]~
[0988]  Hu[i]{£63

[0989]  3- ((3R,9aS) - \& MBI [2,1-c] [1,4] W& -3-JE) -6- (=& H L) mLmE-2 (1H) -
el SR R 26

[0990] % (3R,9aS) -3- (2- A4 -6- (=45 FF AL MEmE - 3-25) ANEMEIE[2,1-¢] [1,4]08
W& -8 (1H) - FHER AL T Pis (0. 160g,383umol) M EACOH (1.92m1) H, I H¥S N33 % AcOHH (1]
HBr (7mL) VAWK - ¥ R BNV WITE 100 C R 2hr o SR S5 W4 FL LS IR i, IF H 5 2F —e L 28 Kk
PR TG it — 2 aiifl , RIS 7= W), ARk K (182mg, ¥ /=4,100%) MS (EST) :m/z=
304.1[M+H]"

[0991] &) 2-FEIE-6- (= H L) -3- 2 Mttt

[0992]  H43-9i-2- H AL -6- (=4 H 38) MEne (1g,3.91mmol) « =4 (£ 45 3E) TR 4
(628mg,4.69mmol) 1,17 - X (IRFEEM) — K8k - &AL 0D —&H %54 (159mg. 195
umol) F1 =% (395mg , 544u1,3.91mmol) 73 B AE ML L BE (29. 4ml) H o SR 5K X MR &4
TEZFHE NI 130 CHREBEL/INST o 98 Jo B H B2 IR 40 , FHEtOACHVRE , 7K Bk , B R FR AN
T8, 18, WO 7R A AR b, O B A IR R Il i e R A i (50g, BEkEH I EA
0% Z215%) 4lifk . 3K15 724, TGt , 610mg, 77 % MS (EST) :m/z=204.0 [M+H]"

[0993]  b) 2- 4R JE-3- AR A b -2-55) -6- (980 48) i me

[0994] 42- A HE-6- (SR T -3- 2%t nE (0.61g, 3mmol) 43 B¢ 70mL/K F170mL —
WELSE A o IZ R N N 70mL 7K FN70mL — W& J5e 1) 1 - PR IE & e -2, 5- i (641mg,3.6mmol) o 4 H:
FERT NHEHET/N  ARAELOMS , BT A AL 46 AR B TE FE R, I BT IR B o K 2 BLTE & 4074 2
Z0°C, I HZ I nAM NaOH R (2.25m1) o BEBR UK  H BB RMAERT F #EPE I % . LC-MS
TN SE A, HIE BT 5 P2 o 0 e 5 R RR R S SRR &, 9 B AR BIEt0ACH 1K
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W& FERIE U K BE KPR, I HAR G MR T4, i 3%, IF H 1 =k 4 . 3-15 7724
TG, 620mg ,94% o 'H-NMRIF 4 o

[0995] ) (3S) -4- (2-¥&JE-2- (2- HAHIE-6- (= H L) MEne -3-38) £3%) -3- GEH ) IR
M- 1- F AT g

[0996]  ¥g2- AL -3- AR ASE-2-25) -6- (& FF &) mkre (0.62g,2.83mmol) A (S) -
3- (B L) RIE-1- R AL T HE (673mg, 3. 11mmol) VA RRLE Z B (10. Tm1) F0PY & Wk il
(10.7m1) ¥, FF HAE B EE A E 130 Cal 1) - AR 5 K L 30 s vk 4, 5 HLJd i e Jle A e
% (20g, DCMHH IMeOH 0% 225 %) 4Alifk, . K457, ot i, 750mg , 61 % oMS (EST) :m/z=
436.2[M+H]"

[0997]  d) (3R,9aS) -3- (2- F AR 2L -6- (3 28) b -3-28) NEME (2, 1-c] [1,4]0E
W -8 (1H) - FH R AN T T

[0998] ¥ (3S) -4- (2-¥8JE-2- (2- HAHIE-6- (= H L) MEne -3-38) £3%) -3- GEH ) IR
e -1- HERAUT I8 (0.75g,1.72mmol) I MRAEJC/KHI 2K (12.5m1) H o s i o /K FH 2K (12 5ml)
I 2- (=7 %E-15- WML IE) 25 (831mg,904u1,3 . 44mmol) , 3 HUERE SN E105°C.,
AR R, I Ho e AT (302 (20, BEbe HIEA 0% 2250%) 4Lk R Y. 70 & H E 2
e i A0 Bl e AR (R MR EE /N, I HLTOUS 2 SIS BRI R, IF AT~ — 28 345 7
Y, RIEKE O, 160mg , 22% oMS (EST) :m/z=418.2[M+H]"

[0999]  rh[AJ{A64

[1000]  2-%(-3- (5-F(JL- 1H-HEPK -3-3E) -5-F K H R

[1001] [ THF (21.5m1) H2-5(-3- (5-F - 1H-MEmg -3-5%) -5- 5 K H IR H g (1. 2g,
4.31mmol) YAV HHiZ MG AR N0, 5M (11.2m1,5. 6mmol) A AR IATR , I HA RNV IN#ET70°C
Fig2hr B3 BRI, I HFHHCL IM (pH=2) BRI TR R - 2R 5 1 F FHE tOAc ZEHU B I, T
f, 1oL, I H ARG, LAIRAS T P24, RS (A 44 NS (BST) :m/z=263. 0 [M+H] "

[1002] a)2-%(-5-%-3- (4,4,5,5-PUHI3E-1,3,2- S ZIR MG -2-3%) 7K FF g HF g
[1003]  ZEMW/NE A, #43- IR -2- & -5- 3K IR H s (4.0g, 15mmol) 4,4,4",47,5,5,57,
5/ - J)\HHE-2,2" -3 (1,3,2- 5 Z40%%) (4.56g,17.9mmol) AL FREF (4.4g,44.9mmol) 43
BiefE — g g (59.6m1) 1, 3F ELBSAREERINL, 17 - X0 (2R — k- — &L (D) —
A EH) (1.83g,2.24mmol) o JHF 21 €8 B AT INAAR H [ B (105°C 5 2hr) o i sk PR
o8 (G, 508, BEke T AIEL0AC 0% 20 % £240min) i ALK HIA RE 3RS 724, S o]
14,3.52g,75% . 'H-NMR7F & o

[1004]  b) 2-5(-3- (5-F L - 1H- A% -3-FE) -5- J5U A5 H B2 Y i

[1005] 42-%(-5-%-3- (4,4,5,5-PUFI5E-1,3,2- AR 4430 0 b - 2- ) 2% FR % R s
(3.5g,9.12mmol) 4- & - 1H- A& -2- U ig (1.72g,10mmol)  (APhos) ,PdC1, (646mg,912umol)
FIK,CO, (3.78g, 27 . 4mmo1) 43 HILTE W&kt (50.8m1) /K (9.24m1) o, 3 H HHE S A5
Fe HAEBO C N 2hr AR A M) BN M AINaHCO, 385 H , 3 HLFHE tOAC LB IR - A5 - L
JZ  FER KW, 2Na, S0, 1, 7F H B 2 e o i fek i (9 1% 7% (20g, 4230min DCM/MeOH 0
£10%) AL il RIS =9, s ek, 1.2g,47 % oMS (EST) :m/z=277.1[M-H]
[1006] [} 4465

[1007]  2-%-5-%(-3- (3-% - 1H-AL ML -4-JL) R H IR

B
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[1008]1  fyiek o [A] 44 64 T ik HEAT S84k, N2-500-5- 4 - 3- (3- %8 - LH- AR - 4- 52) 25 H 85 HH g
(80mg, 293umol) JF4h . 3K45 7240, (A 5 [ 14 , 20mg , 26 % oMS (EST) :m/7z=259. 1 [M+H]"
[1009] &) 2-&-5-%-3- (3~ - LH-PHLMe-4-3) 2K IR F i

[1010]  42-%(-5-%-3- (4,4,5,5-PUFIKE-1,3,2- AR 2430 v - 2- J5) 2% FR % R s
(732mg,2.33mmol) \4-JR-3- % - 1H-MLM: (320mg, 1.94mmol) - (APhos) ,PdC1, (137mg, 194u
mo1) AIK,COy, (804mg, 5. 82mmol) 73 HLAE — WAt (9.57m1) AI7K (3.19m1) I H A<
(Bt BT SR ETE60CANF30min, I HAE110°C IFAS /AN o B IR & H{5] N1 FINaHCO,
B, I B HEOACE U X . &I A HLZ , FHER KBRS, 4Na, S0, T4, I H BSR4 @
W RE AR 0 i3 (£ 40min IFBEEEFIELOAc 0Z70%) Al Ak K 85 (R Y , USRIS R B 724, N
RO PIRY) (80mg, 15%) MS (ESI) :m/z=273.1 [M+H]"

[1011]  rh[A] {466

[1012]  3-%-2-%-5- ((3R,9aS) - \EMLMR I [2,1-c] [1,4]0ERE -3-55) ¥ IE =3 LR TR
[1013] ¥ (3R, 9aS) -3- (3-F-5- Ik -4-FARIE) NEMEEIE[2,1-c][1,4]HEBR-8 (1H) -
F AL T B (0.160g,404umol) ¥EAELEDCM (8.79ml) H IR I =49 £ R (1.38g,928ul,
12. 1mmol) , H EUE RS LI IRAERT N H 4 K IR B V) B2 IR 40 , BV AR AR H 2R A, 3 X
WA LASRAS gt K = e Rtk — B Al BRI T~ — 2. (200mg, 100%) MS
(EST) :m/z=290.2 [M+H]"

[1014] &) (3S) -4- (2- (B-F-5-FIE-4-H AR -2-F2LH) -3- GRH L) WRIE - 1- FH R
T Hs

[1015]  ¥43-&-2-%-5- CAZRI N b -2-55) i (1.3g,6.58mmol) HI (S) -3- (B H &) IR
% -1- R T S (1.57g,7.24mmol) Y& AEELOH (15m1) AITHF (15ml) o , Ff H.7E %5 3145w
ME130°CIE AR K B2k 4, I FLl i ik e A €2 15923 (50, DOV fEIMeOH 0% £5%)
gtk FRAF W, B R, 1.68g,62% MS (EST) :m/z=414.3[M+H]"

[1016]  b) (3R,9aS) -3- (3- G -5-F Ik -4-FARIE) NEAMEEIE[2,1-c][1,4]HEBR-8 (1H) -
H R AT IR

[1017] ¥ (3S) -4- (2- (B-F-5-FFE-4-H AR -2-F2 L5 -3- GRH L) WRIE - 1- F R
This (1.68g,4.06mmol) IEMRAETC/K FH A (29 4ml) T o 3Z VR INEE T /K H 2K (29. 4ml) R 2-
(=T H-15- W REmEHE) 2 85 (1.96g,8.12mmol) , 3 HUEHE AN E110°CiE K . 2% &
2, BB ik A v (50g, BEke P HIEA 0% 5250 %) A4k kAW . 2R aE X ke S Ky 44 1
A BB SR — RGNt (160mg, 10%) oMS (EST) :m/z=396.2[M
+H]"

[1018]  rh[A]{A67

[1019]  5- ((3R,9aS) - J\&AME I [2,1-c] [1,4]WEBE-3-3E) -2- (=50 1 2%) mHkwe -4 (1H) -
P IR TR

[1020] % (3R,9aS) -3- (4- A4 -6~ (=46 FF L) MEmE - 3-2%) ANEMEIE[2,1-¢] [1,4]08
-8 (1H) - AU T 16 (0.674g,1.61mmol) ¥ fiE{EACOH (8.07m1) H, H HIN33 %6 AcOHH 1)
HBr (28mL) Y5 - K5 1R A 075100 °C Hit P 3hr o SR JEobs H U s k4, H 5 R — i L R
W TR DA v B, SRAS =4, N ERER IR (Lg, KP4, 100%) oMS (EST) :m/z
=304.1[M+H]"
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[1021] &) 4-FEHE-2- (ZHF ) -5- LMttt ne

[1022]  ¥45-JR-4- AR -2- (ZHH ) mEeg (1.3g,5.08mmol) « =Fi (£ 4& ) Wi 4
(816mg,6.09mmol) 1,1 - XL (- AFERE) — K8k - —&ALE 0D &P 459 (207mg , 254
umol ,Eq) F1 = Z. % (514mg,708u1,5.08mmol) 4 BUE ML L LB (38.2m1) o AR 5 i e N VR &
YIE B B E MR 130 CHEEEL/N o SR Ja 1 FL L8 ik 4 , FHEtOACHR B , /K Bk , S TnilR
BN, b R RO A AR b O B A IR O L I R A e (50g , BEGE R IFEA
0% Z15%) Ak . 3G 740, ik 36 IR Y (838mg 81 %) oMS (EST) :m/z=204.0 [M+H]"
[1023]  b)4- 4 HE-5- CEARFA A b -2-2%) -2- (=5 2E) g

[1024]  4- A EE-2- (CHEF ) -5- 28 HENEnE (0.838g,4. 12mmol) 43 £F 8mL7K A18mL
IR R 3B TR IN8mL K A1 8mL Mk R 1 - YRR kE -2, 5- — i (881mg,4.95mmol) o 7ERT
NN, I BAR SR EIZ0°C, I BB INAM NaOHIE I - B BR VKIS IR A TERT
BERERE 1, 3 H S AR R E AL AR &, - H A BIEtOAC HP P UK K & R H A MU R K -
R KRS, I HAR G R ER AN -1, 1L 98 , I HLIC 28 e 4 o FL B i ik oA (i vk (20g, BB
HIIEA 0% £50%) 4lifk . 3K45 724, N IE i (554mg,61%) oMS (EST) :m/z=220.1[M+H]"
[1025] ) (3S) -4- 2-¥2%E-2- (4-HEFEE-6- SHEHF L) MEng-3-3) 23) -3- GEH ) IR
W - 1- BT g

[1026]  44-FAE L -5- CRZRFR N K- 2-38) -2- (=40 1 38) mkmE (0.550g,2.51mmol) I
(S) -3- GEHI L) MR - 1 - FHER AU T e (597mg , F42. 76mmo) ¥ iR 7E £ BE (9. 51m1) Al DY &k g
(9.51m1) ¥, I HAE B EE A E 130 Cil ) - 2R 5 K L 30 s vk 4, 1 HL a8 i ek Jle A e
1% (20g, DOMH [FIMeOH 0% %25%) 4lifk, . 3k45 74, NI i (1.05g,96%) oMS (ESI) :m/z=
436. 3 [M+H] "

[1027]  d) (3R,9aS) -3- (4- F AL -6- (3 25) MEme -3-28) NEME (2, 1-c] [1,4]0E
W% -8 (1H) - FH R T T

[1028]  ¥5 (3S) -4- 2-F2%E-2- (4-HHEIEE-6- SHEHF L) MEng-3-3) 23) -3- GEH L) IR
e -1-F R T Be (1.05g,2.41mmol) ¥ AR AETC/AK 2K (17.5m1) A o U8 I AE Jo /K B 2R
(17.5ml) 2~ (=T J-15-BEMESRL) 40 (1.16g,4.82mmol) , 7 H IR AW INFA A 100
Co 28 KW 7, I Hid o fik ek itk vk (50g, BRGEHAIEA 0% £90%) ALk &Y. /&
734mg,73% , PR AR X W SERIAR VR A0 MS (BST) :m/z=418. 2 [M+H]"

[1029] [} 4468

[1030]  (3S,9aS) -3- (5-F-6- (= F FH L) mbme -2-F8) AR FE (2, 1-c] [1,4] B8R =5
LR ER

[1031]  Boc-BiARI WX sL 5166 Aridk , M (3S,9aS) -3- (5-5-6- (=G 3L) MEnE -2-3%)
SAMEREFE[2,1-¢] [1,4] T 4R 10EE -8 (1H) - FHER A T e (200mg , 474umol) FF46 . 3R1S =4, N
P& (o (274mg , 74, 100%) MS (EST) :m/z=322.1[M+H]"

[1032] &) 3-&(-2- (ZH ) -6- L) Rt

[1033] W [E A6 70 Wa T ib () £ 0G JE 4k, N3, 6- & -2- (= F &) meme (2g,
9.26mmol) JF 44 . FR1F =4, J9 Tt (1.28g,67%) MS (EST) :m/z=207.9 [M+H]"

[1034]  b) 3-5-6- CAARI A Fi-2-2%) -2- (=5 H 2L) Mg

[1035]  dmrh (Al A6 72 BRb T IR I AL, N3-F-2- (S 5 -6- £ Jm BEmkngE (1. 28g,

B
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6.17mmol) JF 44 . 3R15 74, J9 Tt (0.5g,36%) MS (EST) :m/z=224.2[M+H] "

[1036]  ¢) (3S) -4- (2- (5-F-6- (=& F ) Mg -2-4) -2- 3 4 5) -3- GRH L) IR -1-
FH BT i

[1037]  3-%-6- A ALE-2-38) -2- (=& ) mkng (0.53g,2.37mmol) F1(S) -3- (3¢
HH2E) DRI - 1- FRER U T I8 (564mg, 2. 61mmol) ¥ [ B, 4 (] 4R 66 25 BRa fiT ik o SR1S 724, N
RO IPIRY) (1.04g,99%) MS (EST) :m/z=440.3[M+H]"

[1038]  d) (3S,9aS) -3- (5-5-6- (= HH 2%) MEmE -2-38) NEME R [2,1-c] [1,4]FEE -8
(1H) - HRHUT B

[1039]  4nxd (A1 4R66 20 D FTIR I A1 2R, AN (3S) -4- (2- (B-F-6- (Z 5 H 28) mbie -2-28) -
2-FR L) -3- (FRH L) WRME - 1- R AU T i (1.05g,2.39mmol) FFUf . $-45 740, At i
(200mg,20%) oMS (ESI) :m/z=422.3[M+H]"

[1040]  Ha]{£69

[1041]  2-%(-3- (4-%- IH-AREmE-3-35) AR

[1042]  dxf A [A) 4k 64 B ik #E4T 24k, N 2-G0-3- (4- 5 - TH- ML M - 3- J%) % HI R FH IR
(227mg,891umol) FF-4f . FKAF P4, N L IIRY » 193mg , 90 % MS (EST) :m/z=241.0 [M+H]"
[1043] &) 2-5(-3- (4- %6 - 1H- A - 3- 358) 25 R i Y g

[1044]  dnvp (B A465 25 Ba flr ik (1) 28 SUAEIE, h2--3- (4,4,5,5-PUFIBE-1,3,2- 583
I -2 - 55 2 H R I (420mg, 1. 42mmo) 13 -yR-4-% - IH-MEME (100mg, 1. 56mmol) FF
U8 HRAT =, N LR 22Tmg ,63 % o H-NMRFF &

[1045]  Ha[aE]{£70

[1046]  2-R-1- (2- (6- F A ENMENE -3-2) WEME -4-38) 7, - 1- i

[1047]  M\6- F SR LA I - WA R R G AN L, 4- — IR -2,3- T FJTFAA & R 14470 . 85 S
VI RRAEDME AR, BN IN2 , 6- — -0 T JE0b 0 . 727 B P22 1, fE IR F IR &9
[1048]  FT /e AHHPLCANSFCAlAk. Y — R 7 1 AN Eh e A .

[1049]  HPLCHI#% J5 1A

[1050]  Gemini NX,12nm,5um,100x30mm, 15miniz 4TI [E] , #EE30-50-65-1007K H fRJACN+
0.1%HCOOH

[1051]  HPLCHi4#% J7%B:

[1052]  Gemini NX,12nm,5um,100x30mm,15minizf7THf (], £ 20-40-55-1007K 5 fACN+
0.1%HCOOH

[1053]  HPLC#HI|4& J715C:

[1054]  Gemini NX,12nm,5um, 100x30mm, 15miniz 47} 8], 40ml/min, B 30-807K HH fRJACN
+0.1%HCOOH

[1055]  HPLC#I|4& J795D:

[1056] YMC-Triart C18,12nm,5um,100x30mm, 15miniz {70 1E], £ E20-40-60- 100K H [
ACN+0. 1% HCOOH

[1057]1  HPLC#I|4& J715E:

[1058]  Gemini NX,12nm,5um,100x30mm, 15miniz 47} [E],40ml/min, B 5 30-807K HH fRJACN
+0.1%TEA
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[1059]  HPLCHi#% J7i%F

[1060]  YMC-Triart C18,12nm,5um,100x30mm, 1 1miniz {7 1E], £ Z30-50-65-1007K [
ACN+0. 1 % HCOOH

[1061]  HPLCHI4% /515G

[1062]  Gemini NX,12nm,5um,100x30mm,11minizfTHf[E], £ 10-25-40-1007K 5 fACN+
0.1%HCOOH

[1063]  HPLCHi4% J7i%H:

[1064]  Gemini NX,12nm,5um,100x30mm,11miniz {7 [E], £ 15-35-50-1007K H fJACN+
0.1%HCOOH

[1065]  HPLCHI#% I

[1066]  Gemini NX,12nm,5um,100x30mm,15minizfTHF ], £ 20-40-55-1007K 51 HACN+
0.1%TEA

[1067]  HPLCHI#% 795K

[1068]  YMC-Triart C18,12nm,5um,100x30mm, 11miniz 47 B8], B B 20- 987K H1 i ACN+
0.1%TEA

[1069]1  HPLCH#% 7L -

[1070]  Gemini NX,12nm,5um, 100x30mm, 15miniz 47 i), B 5-50-1007K HHFRJACN+0 . 1%
HCOOH

[1071]  SFCJHji%A

[1072]  ChiralPak IB,12nm,5um,250x4.6mm,25% MeOH

[1073]  SFCJH5¥:B

[1074]  ChiralPak AY-H,12nm,5um,250x4 .6mm, {5 30-40%Et0AC

[1075]  SFCJH5:C

[1076]  ChiralPak OD-H,12nm,5um,250x4 .6mm,35% MeOH

[1077]  SFCJH5:D

[1078] ChiralPak IC,12nm,5um,250x4.6mm,40%MeOH+0.2% — 7. %

[1079]1  SFCH7¥:E

[1080] ChiralPak AY-H,12nm,5um,250x4 .6mm,25% MeOH

[1081] =447

[1082]  [3- (3-XUIF[4.2.0]3¢-1,3,5-=Hi2k) -3,4,6,7,9,%9-/N& - 1H-MEFE I [2,1-c]
[1,4]WEE-8-3E] - (2-5(-3- H 4 2L - ) HH

[1083] i) 7EGUI /NI K (2-F0-3- FHASERIE) (3- GRRFHAR) WRWe - 1-J85) I (H [R) 4
1,695umol, 198mg, ¥ i 7£.2mL. MeOHHR) ¥ INEN2- (3-X3F[4.2.0]F-1(6) ,2,4- = M5HL) 2R
ALKt (P IAA36 ,94mg , 580umol) H K /N 25 1), 3 HRHR &40 7E120°C i 100min o 44 H
WA, I HOB I R AT 1% (DOMAP IMeOH 0% 220 %) Ak A4 74 15 6 Ji— 2
JW o W H B IRAEE t0AC/ Bk 4fiA , 3F HOKs P20 75 100 % EtOAc AL AE R 58 1 Va4 e i - 3R
B2, TGt (45mg , 18%) JEST (MS) m/z=431. 3 [M+H]"

[1084]  ii)¥% (4- (2- CWIF[4.2.0]%-1,3,5-=0%-3-3) -2-F2 2 58) -3- (FEHTHL) R s -
1-5) -&-3-HA AR HEH (104umol ,45mg) VR fELE0 . 9ml Jo/K B A A0 . 2m1 5 7K THF
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H, LS Bh AR, 4 7E 100Ul JE 7K FF 2 Hp g 20 R 2 — T 2R TE B (125umol , 36mg) ¥ N2l
B N R /MR , &SR, FF BAES ST FESRE I [F] IR AE 100 °C in# . LOMS &/~ X
AR B4 A A =W, PR AR 32 T SR IR 30 /N N TR I 57 A0 343 4 35 0 FPY 36 = T 35 TE B
(&3:90mg, 208umol) , [A] I £E100°C kL4 £k o 5623 28 RG], I H A FE AR (IS MOk AT Tk IR
FE4lifk (0% -15 % DCMH (iIMeOH) o &M K SFCAlifk DL 25 B FL e Bt i) =T 3L SR AL B , 15 31 i
Yy, NTE i (B A DU RS Ak SRR VR 440, 3. Tmg , 7.8 %) oEST (MS) m/z =413 . 3 [M+H] "
[1085]  sL441]48

[1086]  (2-%(-3- FA(HE- 2R AL) - [3- [4- (oA &L %0k -3,4,6,7,9,9a- 73 A& - TH-ME R
H[2,1-c][1,4] 08 -8-F ] i

[1087]  =2f5483k753 H 14K (104mg, 365umol) F2- (4- (4 3E) ZK3E) A 2 8¢ (CAS
1546906-13-1,82mg,482umo1) , i F 4 Xt 545147 Fr ik A8 5] FIFE T - o B, BT DY Fh Sz A4 5
PR IR S 46 . 9mg (18%) +EST (MS) m/z=437. 3 [M+H] "

[1088] =419

[1089]  [(3R,9aS) -3- (3-& -4-9-K3E) -3,4,6,7,9,9-/NE - IH-MHEEFH[2,1-¢] [1,4]
L - 8- FE ] - (2- % - 3- FARU I - R 5) W

[1090] ¥ (9aS) -3- (B3-S -4-HAHL) \EMEFF[2,1-c][1,4]10E0: (H[a]{k2,0.080g,
295umol) \2- 46 -3- AL HE 2 (55.3mg, 325umol) AMHATU (124mg , 325umol) )& & WA iR
ZEDMF (2m1) 77, 3F HARJG ¥4 DIPEA (115mg, 15501 ,8861mol) ¥R INEVE W T o K 2 B VR S W AE
RT R 454 1IN oG8 3 1) % BUHPLC (5 34C) AL =9, SRAZ 4l 7=, N A B R TR K o 4 1mg
(32.8%) .EST (MS) m/z=423. 13 [M+H] "

(10911 DL S5 B8 5 S 4519 i i A 7] A R e o %
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Ex. | #id3k ESI(MS)
17 o Jii] 4K2 m/z =
469.1
2-F-3,5-—F AA K TR IMEH]'
KEBFMAKR ORX, £&: 54]18), A HPLC (F*A) 5%
18 P ] 4K2 m/z =
469.1
[1092] _ —
2-§-3,5-—F AL RKFTR [M+H]
FE&FMK (LX), AHPLC (Fk A) 2%
19 o Jii] 42 m/z =
469.1
2-R-3,4-—F AA KPR (V]
E&FMK (RX) , AHPLC (##%B) %%
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20 o JA] 4K 2 m/z =
i 414.1
2-RA-Z-FEARFR [M+H]
E&FMK (LX), AHPLC (#7#%B) 4%
21 P Ja] 442 m/z =
477.1
& 3 = - £
2-A3-ZATFALARTR [MEH]
& FMK (LX), AHPLC (Fik A) 2%
25 P Ja] 442 m/z =
475.1
2-H3-ZATFAEARTER [M+H]'
2 FMK (LX), BAHPLC (F#%C) %%
[1093] % ey oy
‘ 489.1
PR 13 [M+H]
&ML (LX), AHPLC (% D) %
27 o i) 4k 2 m/z =
‘ 500.1
P 4K 14 [M+H]
&M (LX), AHPLC (7##%B) %%
28 ¥ 7] 4Rk 2 m/z =
‘ 500.1
P AR5 [MH]
FRHMK (RX) , AHPLC (% B) %
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29 ¥ [a] 42 m/z =

‘ 487.1
P A1k 16 (M-H]'
FEFMK (RX) , AHPLC (75 #B) 4%

30 o JA] 442 m/z =

‘ 486.1
P A4k 17 (M-H]
E&HMAR (LX) , AHPLC (Z#*E) %%

31 o ] AR2 m/z =

‘ 487.1
¥ A 4K 18 (M+H]'
& HMAK (LX) , AHPLC (F#E) %%

[1094] =, Yy, py—

‘ 501.1
¥ [A] 4K 19 (M+H]
EEFME (RX) , AHPLC (5% B) 9%

35 v 8] 4R 2 m/z =

‘ 501.1
¥ 18] 4K 20 (M+H]
&ML (RX) , AHPLC (5% B) o8

36 ¥ a] 42 m/z =

‘ 475.1

F&HMAK (RX) , AHPLC (5% B) #%
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37 ¥ [a] 42 m/z =
‘ 500.1
¥ A] 4R 22 (M+H]'
& FMK (RX) , AHPLC (75 #B) 4%
38 o JA] 442 m/z =
‘ 4751
¥ 18] 4K 23 (M-H]
E&HMAKR (LX) , AHPLC (##*B) %%
39 WP ] 4R2 il =
‘ 503.1
¥ 8] 1K 24 (MH]'
E&HMAKR (RX) , AHPLC (F#*B) %%
[1095] |40 o 1) 442 m/z =
‘ 4903
WP A 4R25 (M+H]'
EE2FMK (RX) , AHPLC (7% B) %
41 WP A4k 2 m/z =
463.1
CAS % : 1895008-64-6 IMEH]
FEHMAR (RX) , AHPLC (Fi#% D) #/iE 4 SFC
(FHEA) 25
42 v 8] 4R 2 m/z =
‘ 506.3
¥ 18] 1K 26 IMH]
EE ML (RX) , AHPLC (5% B) 9%
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43 ¥ [a] 42 m/z =
‘ 4943
¥ [A] 4R 27 (M-H]'
FEFMK (RX) , AHPLC (75 #B) 4%
44 P 4R2 m/z =
‘ 476.3
P 8] 4R 28 (M-H]
E&HMAKR (LX) , AHPLC (##*B) %%
49 o ] AR2 m/z =
‘ 4933
¥ 8] K29 (M+H]'
[1096] E&HMAR (X)) , AHPLC (F#*F) 2%
50 WP ] 4R 2 m/z =
‘ 4933
o ] 4429 (M+H]'
KBS ORX, £%&: %#49) , A HPLC (F#F)
o
1 )42 m/z =
439.1
CAS % : 33234-36-5 IMH]
ER MR (RX) , i biti&i#xk (Si0,, EtOAc/Eit
0-100%) %% . 28 K% 25% IR X F iR,
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2 v A 4K 2 m/z =
485.1
CAS 5 : 88377-29-1 [M+H]+
FE2FMER (RX) , @i pifizé& itk (Si0,, EtOAc/ EIx
0-100%) %o &R K2 25% IR X FH4k.
5 P JA] 442 m/z =
466.1
CAS = : 700844-19-5 [M+H]'
FE2FMIKR (RX) , AHPLC (F#%C) # %
8 ¥ ] 42 m/z =
450.1
CAS = : 1780768-22-0 (MH]
FE2HMIK (X)), AHPLC (F# E) A5 & SFC
[1097] (% B) o8
16 ¥ ] 42 m/z =
460.1
CAS 5 : 179024-66-9 [M+H]:'
FE2FMIK (RKX) , AHPLC (F#%C) # %
s ¥ ] 42 m/z =
485.1
CAS 5 : 19240-62-1 [M+H]
FE2FMIK (RX) , AHPLC (F#%C) %
23 W i) 4R2 m/z =
‘ 515.1
¥ 1A 4K30 IVEHH]
275K (X)), AHPLC (FH#&C) 2%
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757 W A 4R 7 m/z =
‘ 4823
¥ 8] K29 [M_H]
FMk (LX), B HPLC 2 & (% B)
76 LA LIEENT m/z =
‘ 4922
o ] 432 [M+H]'
il it peak &% % (Si0,, DCM P 49 MeOH 0% £ 10%) #:4L
108 o 8] 4R 2 m/z =
‘ 480.2
¥ 4R31 IMH]'
FEFMK (LX), AHPLC (GFk B) o2&
[1098] | 110 | P Ia4kS3 m/z =
501.2
CAS % : 33234-36-5 (MH]'
ek &k (Si0,, BIEF 9 EtOAc 0% £ 100%) %4
1k
111 o ] 442 m/z =
4572
CAS % : 886499-40-7 (MEH]'
ERiextmkFMAR (RX) , i HPLC (7% B) #4b
112 | P 194k63 m/z =
‘ 550.2
P 18] R 64 [M+H]
il it 4 &% HPLC (& D) #4k,
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100/122

[1099]

113 ¥ 8] 4410 m/z =
‘ 499.1
W 8] 4R 55 IMEH]
il it Pk &9 % (Si0,, DCM ¥ 49 MeOH 0% £ 10%) #4b
115 ¥ JA] 4449 m/z =
‘ 516.2
¥ 18] 4K 64 [M+H]'
ERdEstakFHMR (X)) , @it HPLC (F#&k B) #ib
116 ¥ 8] 4K 6 m/z =
473.1
CAS % : 886499-40-7 IMH]'
FEAEstne AR (RX) , @it HPLC (& F) #ik
117 ¥ 7] 4449 m/z =
‘ 4982
P 4K 55 [MEHH]
il it ek &9 % (Si0,, DCM ¥ 69 MeOH 0% £ 10%) #h4L
118 P 4R 51b m/z =
‘ 508.3
P 18] 4R 58 [MEHH]'
il it Heif &% % (Si0,, DCM ¥ 49 MeOH 0% £ 10%) %4k
121 P JA] 42 m/z =
‘ 4923
P IA] 4R 58 [MC-H]
FRHMK (RX) , AHPLC (F#*H) 2%
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[1100]

" O B 101/122
122 | P 1a]4Kk S1a m/z =
526.3
P JA] 4R 58
[M+H]'
il it Bk & 4% (Si0,, DCM ¥ 49 MeOH 0% £ 10%) 4.4k
123 B JA] 42 m/z =
‘ 516.5
P 1A} 4R 59 (V]
il it Bk &9k (Si0,, DCM ¥ 45 MeOH 0% £ 10%) #4L
124 ¥ JA] 4R 2 m/z =
‘ 516.3
P 1] 4R 60 (MEHH]'
il it Pk &9 % (Si0,, DCM ¥ 45 MeOH 0% £ 10%) #h4L
126 o 18] 4Kk 2 m/z =
‘ 507.3
P 18] 4454 (MHT'
it bk @98k (Si0,, DCM P 9 MeOH 0% £ 10%) 44
132 | ¥ aj4k67 m/z =
. 550.2
J 18] 464 [MEH]
B X AExtmk F A4k, B HPLC (F#& D) 498, % —AbdEat
e S A AR ST 2] 151
133 ¥ 8] 4K49 m/z =
‘ 510.2
P 1A} 4R65 [MEH]
EEFMAE (LX) , AHPLC (G#B) %%
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102/122

[1101]

134 | P iaj4k2 m/z =
. 4932
¥ 8] 4k 57 (VEH]
F&2FMEK (RX) , AHPLC (F#H) 4%
135 | P i]4k66 m/z =
4643
CAS 33234-36-5
[M+H]
JExtok FAIk (RX) , iid HPLC (H &% B) 5%
138 ¥ A4k 2 m/z =
‘ 500.3
1] 4R62 [MHH]
Wit e &k (Si0;, DCM ¥ #) MeOH 0% £ 10%) %4
140 | P M]4KR49 m/z =
‘ 4922
P 18] 4K69 [M+H]'
@i s 4% HPLC (F& L) #ib
147 ¥ ] 4k49 m/z =
456.1
CAS 886499-40-7 M+
Wi s 4% HPLC (F# K) #ik
148 ¥ ] 4K 68 m/z =
490.2
CAS 33234-36-5 "
[M+H]
ERdester AR, BdH &R HPLC (FEA) 2%
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151 ¥ i) HR67 m/z =
_ 550.2
P 8] 4R 64 [M+H]

IR X AEstwk FA 4K, B HPLC (54 D) &, % =Frdkst
iR 5 M) AR 2 54 132

152 | ¥ 1a4k10 m/z =
. 500.3
P ] 4K 56 [M+H]

il i Bk &9k (Si0,, DCM P 49 MeOH 0% £ 10%) #h4k

155 | % k63 ——
4722
AS 33234-36-5
[1102] CAS - [M+H]'

it H) &4 HPLC (77 B) #4k

158 P a] K2 m/z =
503.3
¥ JH] 4K61 [M+H]

F2H5MK (RX) , AHPLC (F#*H) %%

159 ¥ 18] 4k 2 m/z =
457.2

AS % 886499-40-7 .
CAS 5 [M+H]

RZAE2T B FAR ORX) , @i HPLC (G B) #4b
(E &2 FEPF] 111)

[1103]  =Z4il6

[1104] [ (3R,9aS) -3- (3-1R-4- % -7K¥) -3,4,6,7,9,9a- /A -1H-MHEIE[2,1-c][1,4]
ML -8- L] - (2-&(-3- 3% - 7R 3E) H

[1105] ¥ (9aS) -3- (3-{R-4-HKE) NAMEH[2,1-c] [1,4]HE0 (1 [a]f43,1. 36g,
3.87mmol) \2-54-3- AR L (722mg, 3. 87mmol) FMHATU (1.4g,3.67mmol) HIVE& WA
fRZEDME (15ml) o, 4R J5 4 DIPEA (1.5mg,2.03ml, 11.6mmol) Vs INENE W 4 [ N TR -& W AE
RT R 6 EE305 % o 8 i ] 2% BUHPLC (J5¥kC) gl =4, SR 4 7=, N A AR TR A
1.46g (78%) -EST (MS) m/z=485.1[M+H]"

[1106]  sE4]10

111



N 114096545 A W OB P 104/122

[1107]  (2-&-3- 4L - 4% - [ (3R,9aS) -3- [4-%(-3- [4MHJiE- (B) -H-1-Jdk ] 23] -

3,4,6,7,9,9a- /N - IH-MEMEIF[2,1-c] [1,4]080 -8- 5] H1

[1108] 7R/, A 8 ke (1.2m1) /7K (120u1) F1# [ (3R, 9aS) -3~ (3-7R-4-F - A

%) -3,4,6,7,9,9a- /& - 1H-MEHEFE[2,1-c] [1,4]WEMR -8-JE] - (2-5(-3- AL - 2R L)

i (52516, 54mg , 112umo1) BREREN (29.6mg,279umol) A1 (E) - A -1-%-1-ZEWEL (14. 4mg,

167umo1) FIGE/S M A 3 NP (Z 2K %) 48 (0) (25.8mg,22.3umol) , 3 H AR & W1E ik

HEL10°C Nk 35min . B4R A4 /K F B I H FHDCMAEEL 3 X o A F- (106 M2 I FBk iR
SRR ER KBRS, T8 (Na,SO0,) » U, I Hlk4i o R W 28 i PRod e i € i i, AT

BRI T, IR A B K . 26mg (52%) EST (MS) m/z=445.2[M+H]"

[1109] Wt s 10 Ad , il & LA R 5241

Ex. | #i% ik ESI(MS)
11 541 6 m/z =
4812
A B _
BB [M+H]

it SFC (7% C) o #HeERFMIE (RX)
[1110]

12 9219 6 m/z =
4812

P ,

R I AER [M+H]

i SFC (7% C) B RZFMK ORX, & %H
11)

[1111] iﬁiﬂlB
[1112] [ (3R,9aS) -3- (4-Fi-3- P -1-Fedk-2KH) -3,4,6,7,9,9a- 754 - IH-MEEE IR [2,1-
el [1,4]WERE-8-FE] - (2-&-3- AL - 2K 38) H i

(1131 FERRE /A, #4DMF (0. 75m1) K [ (3R, 9aS) -3- (3-1R-4- 9 - & Hk) -3,4,6,7,
9,9a-/NEA -IH-MEMEIE[2,1-c] [1,4] 8RR -8-FE] - (2-5(-3- A FL -2k 5L) B R (sz416,
43mg,88.9umol) TEA (27mg,37.201,267umol) « = FE (P§-1-He-1-38) ik 45E (39.9mg . 52. Tu
1.356umol1) \PdC12 (DPPF) -CH2C12/N& 4 (7.26mg~8.89umol) HALHi (1) (2.5mg,
13.3umol) HE S - b S5 ¥ INTHE R (I TBAF 1M (13311, 133umol) « 4R J5 4 I SV &M
s, #120°C hnFA2 . 5ho KR -G 4 7K B 1 B FDCMAE B3 X 46 3 I A L= F L
IR A RN $h K P, T4 (Na,S0,) , 1 8, I HIR4E SR m it id SFC (U77:C) 264K - 5mg
(10.5%) EST (MS) m/z=443. 2 [M+H]"

[1114] i{ﬁjm

[1115] [ (3R,9aS) -3- 3-F I -4-5 - A IH) -3,4,6,7,9,9-/N& - 1H-MEH[2,1-¢] [1,
4]MEEE -8 -FE] - (2-G(-3- AR FE - R L)

=1
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(11161 ZERAI /N3N [ (3R,9aS) -3- (3-¥-4-F-44E) -3,4,6,7,9,9a- /SE - 1H-HE
e [2,1-c][1,4] WM -8-3E] - (2-5(-3- H A 3L - IR 3%) I (S24616,62mg , 128umol) (FH AL
% (10.1mg,85.9umol) TMEDA (4.47mg,5.8u1,38.4umol) , 3 H.B T &S T - A 0TS 7K DMF
(1m1) , 31 H B VR &% A 5min. s inPd2 (dba) 3 (11.7mg,12.8umol) fxantphos (11.1mg,
19.2umol) , H EHUKHE S WM S 5min K /N2, H BAERE A E110°CHaSF40min . K B
TR FIDCMFG B , 18] N5 % NaHCO,H1 , 3 H FIDCMAL L = 7K o b 4 HLJZ FH 3R /K B4 , 46Na, S0,
T PRI AR A T RS AR JE s el I ) ZUHPLC (U7 R0) ik, SR 24 &4, A
L ETFH R (34mg,59.2%) EST (MS) m/z=430. 1 [M+H]"

(11171 s24124

[1118] [ (3R,9aS) -3- (3-FANE-4-5- K IE) -3,4,6,7,9,%9-/SE - 1H-MEIF[2,1-c]
[1,4]0E8 -8- 3] - (2-&(-3- 4 & - 7R L) F

(11191 FEFE /M 2 AFER 2K (1.0m1) /7K (100m1) H1 ) ((3R,9aS) -3- (3-JR-4- 5 A&
5 NEMEH[2,1-c] [1,4]088 -8 (1H) -55) (2-F0-3- AR AL FHEH (S£14516,67mg , 138
umol) IR A 3 = S IR 21 (26 . 6mg, 180umol) FNHK L 4 (135mg,415umol) , 3¢ H HE M.
WincataCXium A Pd G2(9.26mg,13.8umol) , }f H S IR-E N ZE100°CHE4:16hr. H
EtOAc/7K (3x) ZHU, ZNa, S0, 1 , F 25 W4 o il i Pkt S102 €, 352 T AtiAy, , i i i) %% ZUHPLC
(79:0) B 721, N A B TR K (2mg,3.2%) JEST (MS) m/z=445.2[M+H] "

[1120] sS4 32 RIS 45133

[1121]  (2-5(-3- A HE- K HE) - [ (rel-3R,9aS) -3- (3-50-4- % - #IL) -9a-FH-1,3,4,
6,7,9-NEMEIEH[2,1-c] [1,4] &M -8-FL] B AN (2- % -3- AL - R E) - [ (rel-3S,
9aR) -3- (3-4-4- % -K3L) -9a-H13E-1,3,4,6,7,9- SNEAMMEI[2,1-c] [1,4] M -8- %]
HH

[1122]  42-5(-3- FAFEFEHE (56.6mg,304umol) .3~ (3-50-4-F A IE) -9a- HI 3L )\ A ML
BEI[2,1-c] [1,4]08 8 2 wg £ (Fhial{44, 75mg, 233umol) ATHATU (133mg , 350umol) I AR 7E
DMF (2.08m1) 97, 4R J5 ¥4 DIPEA (151mg, 204ul,1.17mmol) FRINFNA F , I BB N IR -S4
FErt N i 30min o K S SR 5 ) FIE tOAc/ I FINaHCO, (3x30m1)  #h /KA HL, £Na, S0, T ,
b€, 3 H B A4 . 38 SFC (J514C) AIHPLC (J574A) Stk 15 2B R =4

[1123]  S2f32: T A AR 21ng,18%) ,EST (MS) m/z=453.1 [M+H] "

[1124] 524133 VR (b K (10mg,9%) ,EST MS) m/z=453 . 1 [M+H] "

[1125]  Sf5]45 RIS 51146

[1126]  (2-5(-3-HEFE-ZKH) - [ (3R,9aS) -3- (3-&-4- - &HL) -3-¥4-1,4,6,7,9,
9a- 7NEMEEH[2,1-c] [1, 41080 -8- 5] HI B AT (2- 5 - 3- FH A2 - 2K 28) - [ (3S,9aR) -3- (3-
4TI -3-F8HE-1,4,6,7,9,9a- NS MR [2, 1-c] [1,4]WERE -8- ¢ ] FH I

[1127]  7E25mLIE KR A , B (2- -3 FH AL 2R L) (3- (R H 2) MR - 1-228) HH e (1)
&1, 143mg,502umo1) 5 VYL (2. 5ml) &, 15 20 W S INDIPEA (84 . 4mg, 114u1,
653umol) F12-JR-1- (3-F-4-H AIHL) £ -1-HH (126mg,502umo) o 44 I NVR A P)LE % L i+
27N o K S 82 HIECOAC AR B , M MINaHCO, VR BE 3 » ZENa 0445, 1L UK, I HLfk 4 2% %%
B 7, o HERE = i i ok ity 4tk . (DCM/MeOH 0-20%) o 43 B5222mg (1] 74, i &
11452 F-1HSFC (J7V4E) BL2r B M fk
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[1128]  s245|4585mg (37 %) , iR Az ol 44 .EST (MS) m/z=455. 3 [M+H]"

[1129]  szfij4681mg (35%) , I AFEE K EST (MS) m/z=455. 3 [M+H]"

[1130]  s551 FHSL 45152

[1131]  (2-5-3-H K- KH) - [rel- (3S,9aS) -3- (2,4- - H FLmeEme-5-3%) -3,4,6,7,9,
9a -7/ LH-WER I [2, 1-c] [1,41HERK -8~ FF AR AT (2- -3 FF U 6 08) - [rel- (3R,
9aR) -3~ (2,4-) —HIBEWEME-5-35) -3,4,6,7,9,9a- /N2 - 1H-MEREFE[2, 1-c] [1,4] 8% -8-
5] FH R

[1132] 1) % (2-5-3- AR HL) (3- eI JL) RIS - 1-4%) WA (el 441, 164mg,
577umol) F2-P-1- (2,4~ —H FEMEM:-5-38) 7, - 1-Ff (135mg,0.577Tumol) ¥ fif /43 HU7E8mL
THFH - 281 0mi niZ 3 ¥4 IIDIPEA (130uL, 750umol) o 7E & il T #iHH IR SR (R BIR A4 - 18h 5
¥4 S FIECOACH R , L RINaHCO, W et K6 /K MR FRIEC0AC SR EL, 3 HL 25 36 (0 A BLAIL
NaSO, i, Jok 8 , W Bt 7 — AL TRE b, 36 FL L2 VA o i — U B A % (510, DO
MeOH 100:0%£90:10) ZEALHRL 4. HhiR e - (2-50-3- AR HE) ((BR,9aS) -3-(2,4- —H
FLngesr -5 -3E) -3 PRI ANEMIE IR [2,1-¢] [1,4] M -8 (1H) - &) Bl k4> B8, /Mg etk
(100mg,40%) »

[1138) 1) SMHE- (2-50-3- FAAEERID) (R, 9a5) -3- (2,4- I SAMEE -5-38) -3-
ANEMEEFE[2,1-¢] [1,4] 181 -8 (1H) - %) F i (60mg, 137umol) A f#EAEA . 4mL DCMANZ . 2mL
TRARF o ¥ N = £ 28t (66ul, 411umol) , I HRHE G MIE4AS CHERE - 48h i , YR ANEA M TFA
(1mL) FIEERE (30uL) , 7% KR A PN E65°C . B 720 5 , KRR & B 25k 4 , o Bl
T FE €453 (DCM/MeOH) 45t o -4 SFC (F7 12 A) 75 B 795 Fh 260 (1) X B 53 440 4 (1. Smg
2.4%:2.1mg,3%) +EST (MS)m/z=422.2 [M+H]"

[1134]  S553 R15L 4554

[1135)  (2-%0-3- FELHE - JE3E) - [SMMHE- (3R, 9aR) -3- (5-i8L-2-MEWEHE) -3,4,6,7,9,9-
N TH-WEEIF[2, 1-c] [1,4]MEmE - 8- 2] AN (2- 40 -3- FARLBE - 6 30) - [ e - 3,
9aR) -3- (5-18L-2-WEIEHE) -3,4,6,7,9,9a- /N 4 LH-MEWEFF (2, 1-c] [1,4]HEWE -8 - 3]

[1136]  FHif

[187) ) ZERNHE K2 -3 AUEZEAE) (3- O 1 40) DRIk - 1) PR (el 4L
218mg,765umol) F15- ¥R -2- AR KL -2- %) - 3) kg (CAS 1335050-95-7,153mg,
765umol) R TE2nL MeOHFR , 3 ELYE B f 721 20°C ANA85m i n. 48 546 3L o R Ao 2 it
i (DOW/MeOH) S5k, T30 (4 (2~ (5~ IRUIHLE -2 4) -2-FR Z4) -3~ GFR M) IR -1 -E)
(2- 483~ FFAUSEHEIE) VR, 40 €53 (262mg, 71%) SEST (MS) m/z=486. 2 [M+H]

[1138] i) ¥ (4- (2- (5- ¥Rt NE-2-3E) -2- 6 2, 3K) -3- R IRME - 1-38) (2-%-3-FF &
SEZRHE) HI (T3mg, 15Tumol) FHAREL . 2nLJEK F e YR DNTEO. Sl sf 2 (=T 4%
15- ML i 2%) 20 (127mg, 52Tumol) , H HARHR &9 U, HF HAR R InF 22100 °C AR
KD IR A EU VR AR 16 SOBIREICRE €533 (DOM/MeOH 100/0Z90/10) 4k, . 357401
SRR 5 R PEAR 5 T (66mg) , 3 L ESFCLAS B B AN X e S A0k

[1139]  S2f5153 (%) 1. Tmg, 2. 4% sEST (MS) m/2 =468 . 1 [M+1]"

[1140]  s2f5154 (=) 4. 7mg,6.7% ;EST (MS) m/z=468. 1 [M+H] "

[1141] 524558 MISE51]59

|
|
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[1142]  (2-%(-3- HIAR L - 38 - [HMH - (3S,9aS) -3- (5-50-3-MEnE k) -3,4,6,7,9,9a-
INE-

[1143]  TH-WEWEF[2,1-c] [1, 41808 -8- £ ] HY A (2- - 3- L3 - 2 2E) - (A1 -
(3R.9a5) -3~ (-3 -WHLHEHE) -3,4,6,7,9,9a /N TH-WEWEIF [2,1-c] [1, 4] -85
[1144]  HfH

(11451 AR IR S I3 AIBA TR (1 B2 5 A RS B8 FI59, A3 -4 -5- (L ARIR T -2 2)
MERE (CAS 1335057-62-9,72mg, 464umol) A1 [A]44&1 (120mg, 0. 42mmol) FFE4 .

[1146] 5245158 (k) ,5. 4mg, EST (MS) m/z=422. 2 [M+H]"

[1147]  S2f159 (;R3L) ,5.8mg, EST (MS) m/z =422 .2 [M+H] **°

[1148]  sEfl60MISLH61

[1149]  (2-%0-3- 4L -3 - [rel- (35,9a8) -3- (1H-ZEFEEME-2-3E) -3- 323 -1,4,6,
7,9,9a- ANEMEI[2,1-c] [1,4]HE0E 8- 5] FEA (2-40-3- 0L - 2%35) - [rel- (R,
9aR) -3- (IH-HEFEBkIE-2-y1) -3-F23E-1,4,6,7,9, 9a- NEMHEIE[2,1-¢] [1,4] 1 -8-
2 ] il

[1150] 3 (2-40-3- FARHEAE) (3- (PR E) URWE - 1-38) AR (<1711 k1, 96, 337umo])
FHIDIPEA (B5uL., 37 Lumol) 43 B 7E 2nL JE K THR e, I ELTEUKYA v 11 K51 - (LH- 2 [d] Wk -
2-%8) -2-F & K- 1-B (79mg , 405umol) VM 7E ImLIC /K THE 1, I H 28 10m i nk HZ i s n 21
TR SR E R SR T0 C I o W B L7 VA, 9 EL AR J 88 RO 6 1% (DOM:Me Ol
100:0%£90: 10) 44k . HAFL A4, A B 14 (4Tme, 24.9%) 44 TRl e S 44 P30 ik -4
SFC (J7VED) 73 55 .

(11511 {160 GRS FAA) 10, 9mg ST (US) m/z =443 . 2 [M+H]

[1152] 545061 (RS AHAB) 16. 2mg , EST (MS) m/z =443 . 2 [M+H]"

[1153] 5563

(1154 (2-50-3- HVRIE-2KIE) - [rel - (35,9a8) -3- [6- (SIRTIE) -2-MEWEHE]-3,4,6,7,
9,9a- 7N - IH-MEBE IR [2,1-c] [1,4] 08 -8- 5] F

[1155] S5 6 3HR 45 L) 5 451 5 3 M54 BT 3k ) B8 e BEAT & B, A2 - (RZR IR e -2-3) -6-
(=4 FF 3) ILUE (CAS 1346534-02-8,187mg,989umol) Al [ {41 (262mg , 920umo1) IF- 44 . 3
SESFC (B, JTECHIE) Alifk , 334N i F MV , 3l

[1156] {163 (FELHRSR I, A, XHWSRFIIRA) 13, 8ng (6.4%) , T, EST O1S)
m/z=456.2 [M+H]"

[1157]  sefl66 MISEA167

[1158]  (2-%(-3-HI4A % - HE) - [rel- (3R, 9aR) -3- (4,5- & -2-MLIEHE) -3,4,6,7,9,
9a- 752~ TH-MEBE I [2,1-] [1, 41080 - 8- 5] F AT (24 -3- HIAELIE - 26 30) - [rel - 35S,
9a8) -3- (4,5 4-2-MEHE) -3,4,6,7,9,9a- 7N 1H-MHEFE (2, 1-c] [1, 41080 -8 3]
HH

(11591 Se4l66 A6 THR A Urxs L4153 A5 4 BT KRR Fr#EAT & ak, A4, 5- 5 -2- A
fE-2- ) MEE (PIAIA37, 159mg , 669umol) A [ {41 (170mg , 284umol) o £ F-1ESFCJ , 74
W5 B AR A R TR G RR) «

[1160]  SE/pI66 (RS HgkA) 8. Tmg 4. 6% ,EST OIS) /2 =456, 1 [M+H]"
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[1161]  SEHI67 G i S A44AB) 9. 6mg,5.4% ,EST (MS) m/z=456. 1 [M+H] "

[1162] §WU65

[1163] [ (3R,9aS) -3-F25:-3- [6- (o H 55) MERE-3-%5]-1,4,6,7,9,9a- /NEM R (2,
1-c][1,4] 080 -8-FE] - [2-50-3- (3- %~ LH-NEL ik -4 - J58) ZRFE ]

[1164]  (S) - (2-5(-3- (3-8l - 1H-MEMe-4-38) 2R3L) (3- G H2L) MR - 1-2%) HA ) (R i) 44
5,40mg, 118umol) FIDIPEA (16.8mg, 130umol) 73 B7E0. 8mL /K THEH , JF HA#120°C . 42~
IR-1- (6- (=& 3E) ihng-2-38) 2-1- (CAS 1379332-23-6,32mg, 118umol) A MRAEOD. 5mL
JE/KTHE 1, I 28 10mi naZ 3 s N2 o 5h s, 8 N THIER 2BRT, I HA R

[1165]  H/KFRIR A, - HAEBBIELOAcH FIIR B & B NS ER AN T4, =S
Wedi , 3 FLIE i A (3t (MeOH/DCM 0% Z£10%) 4lifk . 3k45 724, N [l 44, 30 . Smg
48% EST (MS) m/z2=526.2 [M+H]"

[1166]  sZ4]68

[1167] [ (9aS) -3-[6- (=& H &) -3-mEmEE]-3,4,6,7,9,9% - /NE - TH-MEH[2,1-c]
(1,408 -8-3] - [2-50-3- (3- %~ 1H-ntE e -4-35) ZR 3L T Y

[1168] 4 [ (3R,9aS) -3-F23-3-[6- (=% H &) Mbre-3-2£]-1,4,6,7,9,9a- NEA MR I
[2,1-c][1,4] W& -8-2] - [2-4(-3- (3-%- 1H-MEmE-4-J5) KB ] FH R (SE441165,5. Tmg
10.8umol) AAEFAEO . 3mLIE/KDCMANO. 15mL TFAH S H4TES (5. 2ul, 32. 5umol) ¥ N2k 3% (A%
Wb, IF B AE60°CHiFE64h, IR JE Vi MR AR LAt o FL S AR [ BIIR G, 3 HA AR AR
TRAL F K — i 3L 28 K o AR 5 it ) AHHPLC (5 ¥EB) 2i4b A =9, T SR #EAR AL &9, A
o[l 44 (2. 5mg,45%) o A RREST I F AR VR A4 (e 20/ k20 1) JEST (MS) m/z=510.2[M
+H]"

[1169]  =L44169

[1170]  [2-%(-3- (3- %R~ LH-MEmE-4-38) 2K K] - [ (3R, 9aS) -3- [4- (o H A 2E) R3] -3-
F2H-1,4,6,7,9,9a- NEMEEIF[2,1-c] [1,4]BERE -8-JE ] FH i

(11711 (S) - (2-&(-3- (3-%- 1H-MH M- 4-3L) ZE3L) (3- (FRH3L) R ML - 1-3L) F R (P (i) 44
5,37mg,109umol) FIDIPEA (23ul,131umol) 23 BUAEL. ImLIC /K THFH, 3 B #1E0°C . K42 -
WR-1- (4- (CHFERD 2638 2-1-F (CAS 141134-24-9,32mg, 120umol) VARRLEO . 3SmLIG/K
THEH , 3 H.22 10mi niZ i VR N BVE TR T o ZERT FHERE 00, B SO Bk A H, 3 L 5
AhF6ul. DIPEAFIZEO. 3mLIJG /K THE FH A 10mg (I 2- 9 - 1- (4- (i FHARES) R EE) &4-1-
30minf& , K HIHE 2RT. 3. 5h /5 , ¥4 H KM RS, 3 HAZHURIE tOACH IR - H4-& I A HLAH
SRR AN T-15 , BSR4 , - HLE I i I b € 1892 (MeOH/DCM 0% Z210%) 44k o F= 45 70 3
g v [ 44 (28 8mg,50%) +EST (MS) m/z=523. 2[M+H]"

[1172] =473

[1173]  (2-&(-3- (3% - 1H-MEMe-4-25) REL) ((9aS) -3- (4- (R AL R NEE R
(2, 1-c] [1,4] W8 -8 (1H) -2) H

[1174] M SEA169 (10.9mg, 20. 8umol) FF-4f , 4nXT SLAFI6 8 B ik il 24 S 451 73 o 37N i [ 8 58
G 15 272, 8 E L E A (10 3mg , 97 %)  AEXTB R AR IR G4, ) 20/ a3 : 1.EST (MS)
m/z=507.2[M+H]"

[1175]  sE4]70
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[1176]  [2-5(-3- (3-%- 1H-MEME-4-58) SR EL] - [ (9aS) -3- (6-7R-3-MEre k) -3,4,6,7,9,
9a- NG - 1H-MEMEFE (2, 1-c] [1,4] s - 8- L ] F il

[1177] ¥ (9aS) -3- (5-JRMLAE -2-38) VAN H [2,1-c] [1, 4] Wk Ehg £k (R[] 4438,
25mg, 74.7umol) \2-5-3- (3K - IH-FL ML -4-F8) KR (FR[A]4429,24 . 3mg . 101umol) 1
HATU (38.3mg.101umol) ¥ fi##E800ul. DMFH . s IIDIPEA (46ul,261umol) , 7 H 4 S N AERT
NP 3hUE B L B A4, 5 HE T H) AUHPLC A B . 35452 . Tmg (6%) AT TR 724, WAt
VT A o P R A X W SR AR (R IR A4 . EST (MS) m/ 2z =522, 2 [M+H]

[1178]  sC4|71

[1179]1 [ (3S,9aS) -3-F25E-3- (1-FHERFFIRME-2-08) -1,4,6,7,9,9a- /NEMEEFF [2,1-
el [1,4]WEm-8-FE] - (2-5(-3- F 4 2L - 3E) H i

[1180] S5 7 14X} 545165 B il AT A B s ANHH TR TS AN2 -JR-1- (1-FF & - TH- 2K 9 [d] ik
e -2-35) 7,-1- Wi FF 48 . 72 8203mg, 80 .. 1% EST (MS) m/z=457. 3 [M+H]"

[1181] =274

[1182]  3-[(3S,9aS) -8- (2- G -3- H A - KAL) -3,4,6,7,9,9a- /N & - IH-MEER I [2,
1-c][1,4] W88 -3-3E] -5- 5 - IH-MLnE -2 -

[1183] ¥ ((3S,9aS) -3- (2- (REIL) -5-FMbre -3-28) ANEM I [2,1-cJ [1,4]HEER-8
(1H) -3%) (2-5&(-3- FHEFLIREL) R (R 8)4£35B, 31 .6mg, 59 . 8umol) ¥ fif ££ ImLFC /K DCMH
FH HZ WA N imL TFA. 1. 5hJ5 , KR S Y B K 4e , I A AEEtOAcH , I H A v AIA iR = £k
IS - A WA IR BN T 15, 38, F B 2SR 4 o AR i W 3 o e s A €23 92: (DCM
[FIMeOH 0% Z210%) 2li4k . 3KAG B 75 74, b KR e 8 44 (19. 3mg , 66 %) <EST (MS) m/z=
438. 2 [M+H]"

[1184] i{ﬁﬂ?B

[1185]  3-[(3R,9aS) -8- (2- G -3- H A - KAL) -3,4,6,7,9,9a- /N & - IH-MEER I [2,
1-c][1,4] W88 -3-3E] -5- 5 - IH-MLnE -2 -

[1186] ¥ ((3S,9aS) -3- (2- (REIL) -5-FMbre -3-28) ANEM I [2,1-cJ [1,4]HEER -8
(1H) -3£) (2-5(-3- AR LSS IE) HEH (FalA&35A,44 . Tmg, 84 . 6umol) VAR ZEL . 3mLIE /K DCM
W, HOB IS N . 3ml TFAG 1. 5h)E KRG W B SR 48 , IR FEEtOAc 1 , FF H L AR IR
SRR T BN AR IR T %, 108, I B B S R4 - 98 I K e sk e A A i v
(DCMH FIMeOH 0% 2210%) ik,  SRAF T 75 74, ik Azt Bl A (34. 3mg, L% : 93%) EST
(MS) m/z=438. 2 [M+H]"

[1187]  sef|77

[1188]  3-[(3R,9aS) -8-[2-50-3- (3-%- IH-MEME-4-35) K HIEEIL]-3,4,6,7,9,9a- /N4 -
IH-MEREFF (2, 1-c] [1, 41080 -3- 2] -5- & - 1H- ML AE - 2- i

[1189] S 77 anss S 70 ik i1l 4% , A5-5-3- ((3R,9aS) - \NEML I [2,1-c] ] [1,4]0&
e -3-45) MERE -2-%2, 2, 2- =5 PR IEE (1] 4449.24mg .62 . 5umol) AIH A {429 (24 . 5mg
101umo1) FF46 . i ik 1] 2 BUHPLC (7 V5G) alifk, 3R45 79, v A R T[4k (5. 4mg, 14.6%) -
EST (MS) m/z=492.2[M+H]"

[1190]  Sif5183 FHSL 5184

[1191]  (2-&(-3-FHAILFHEIL) ((3S,9aS) -3- (5-G-4- FHIEAL g -2-55) NEA M [2,1-
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c] [1,4]10E0%-8 (1H) - 5&) HI A (2-5-3- H ALK TE) ((3R,9aS) -3- (5-5(-4- HHELnE - 2-
) ANEMEEEH[2,1-¢] [1,4] K& -8 (1H) -2&) H i

[1192] {5183 FNBAMR 48 tr i S 51 53 M54 Bl ik A% 77 i AT 6 1k, S-SR -4- FH AR -2- (B
PR S5t - 2- F5) Aieng () 4439, 130mg , 766umol) AH fA14A 1S (291mg,0.92mmol) JF44 . i@ it il
2% BUHPLCAEAL, , 43 Joll45 21 A ot {0 il SR A 4

[1193] 583 (& ESTAR T MM, [ ) , Bl 44, 47Tmg , EST (MS) m/z =436 2 [M+H] *
[1194] 5245184 (VR ST AK ekl AA, =, & K 2130% JexX) , 3 €4 44, 25 . 8mg (9.8%)
EST (MS) m/z=436.2 [M+H] "

[1195] =489

[1196]  (2-&(-3-H & IE-KFE) - [(3S,9aS) -3-[6- (= F FHFL) mkWs-3-3£1-3,4,6,7,9,
9a- NE - 1H-MEIE I [2,1-c] [1,4]MEnz - 8- J ] H fifi

(11971 S5 SN HE ko 52 451 5 3 54 Fir i B 2 7 1EAT 6 i, N3 - AR N e -2- 5%) -6-
(=5 3E) mki (Z W Ak 11, £ 8 ath, 72mg , 379umol) A (A4 1S (178mg, 530umol) FF
6 o 18I 1] 2% BUHPLCARAL , 43 J0ll45 21 A {56 ke SR g 44

[1198]  sEf5189 (F E Ak S dg Ak, e x0) , A A% [ 44, 5. 3mg (4.0%) ,EST (MS) m/z=
457. 2 [M+H]"

[1199]  s{5|90ANSL 4191

[1200] [ (3R,9aS) -3- (4-&-2-MtngdE) -3,4,6,7,9,9a- /NA - 1H-AEEE I [2,1-c] [1,4] 08
BR-8-FE] - (2-&-3-FH AL - 2R IL) AL (3S,9aS) -3- (4-&-2-mtre k) -3,4,6,7,9,9a-
INECIH-MEE IR (2, 1-c] (1,48 -8- 3] - (2-&(-3- H 4 3% - 75 3L) H

[1201] 545190 N9 1 AR 48 Gk S5 53 RS 4 Bl ik (1) B8 P 1EAT & i, N4 - S0-2- CRUZR IR TN £t -
2-3) MERE (CAS 115548-57-7,90mg,578umol) FIH[E]4A1S (220mg , 694umo1) F 1 . 8 ik 1] %
TIHPLCALAL, , 73 J3ll45 2 R Al AR %o i S A

[1202]  SZAI90 (VKBS A& SR A, ) S ek el A, 17, 2mg, BST (MS) m/z =422 1 [M+H] "
[1203]  szf91 (EF AR, )X L HkFFE A, 18. Tmg,BST MS)m/z=422. 1 [M+H] "
[1204] §WU98

[1205]  (2-&(-3-H &I -2KH) - [ (3S,9aS) -3-[6-F-4- (&) -2-mtne k] -3,4,6,
7,9,9a-/NE - IH-MEBE I [2,1-¢] [1,4] B -8- 3L ] H

[1206] S5 98AR 4f W S 51153 M54 B ik I F2 7 64T 6 e, N5 -5 -2- CAZRI A b -2-
) -4- (P EE) ik (Fhiaj4440, 192mg, 859umol) Al [A]441S (353mg, 1. 12mmol) JF44 . i@
To i) 25 BUHPLCAEAK, , 43 ) A5 21 P At o B e A 4

[1207] 545198 (F B Sr AR Mgk, e x0) , E %R T [ 44, 22 . 8mg (9.1%) EST (MS) m/z=
490. 2 [M+H]"

[1208]  =245]99

[1209]  (2-&(-3-H&EIL-FKE) -[(3S,9aS) -3-[4- (=@ HEIL) -2-mngHt]-3,4,6,7,9,
9a- NE - 1H-MEIE I [2,1-c] [1,4] MRz - 8- J ] H fifi

[1210] AR & it SE 5153 M54 ik A2 77 i SE 451199, 2 - CRZR A it -2- 2%) -4- (=3
A 25) L mE (A1 41,218mg, 1. 06mmol) FAHA[A]441S (403mg, 1. 28mmo1) FF 45 - j& ik i) £ Y
HPLCALA, , 75 il 45 21| PR P E T Bl e ) 4
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(1211 5245199 (F Z AR Fh ks, J)e 30 L IR R [E4A, 51 . Img (16 %) EST (MS) m/z =
472 . 2[M+H]"

[1212]  =245]101

[1213]  (2-&-3-F&E - ZKHL) - [ (3S,9aS) -3-[6-%-4- (ZHm L) -2-mkngdt]-3,4,6,
7,9,9a- NS - TH-MEE (2, 1-c] [1,4] Mk -8- 3] F i

[1214]  ARAE et S 5153 F5A BT IR AR 76 R SE 51101, AN5- 9 -2- R ZRIR A fe-2- 58) -4-
= H ) g (a4 42,308mg, 1. 49mmol) A& LS (508mg, 1. 78mmol) FF 4G . 3 i il
2% BIHPLCAEAL, , 73 J0ll45 21 A ot {6 il SR g 4

[1215]  sEfl101 (FZEARFAE, )30 , KB %+ B 44, 30. 6mg (12.8%) EST (MS) m/z
=474 2[M+H]"

[1216] =104

[1217]  (2-&(-3-H&EIHE-FHE) - [ (3S,9aS) -3-[5-F -4~ (—HF ) -2-nknett]-3,4,6,
7,9,9a- NS - IH-MEE (2, 1-c] [1,4] Mk -8- 3] F i

[1218] AR Wt S 45153 F5A BT IR AR 76 B SE 4511104, 5 -0-4- (R 3L -2- R4
Pk -2-3%) nHkng (FRE)4A43,350mg, 1.53mmol) A1 (A4 1S (524mg, 1. 84mmol) JF4f . id i ]
2% BIHPLCARAL, , 73 Joll45 21 A ot {6 il SR g A

(12191 sEfl104 (FZEARFAE, )30 , K E O %+ B 44, 68. 2mg (14.1%) EST MS) m/z
=472.2[M+H]"

[1220]  =zf[107

[1221]  (2-&-3-H&EIE-FKE) -[(3S,9aS) -3-[5-F-4--2-MEngHk]-3,4,6,7,9,9- 75
- H-MERR (2, 1-c] [1,4] W80 -8-JE ] FH il

[1222]  HRAE WXt SEBI53F5A TR N FR T & SE1107 , M4 -7R-5-5-2- R A ke -2-
) MErE (1 a4A44,304mg , 908umol , 70 % 2H) FIH[E]4A1S (315mg, 1. 22mmo1) FF4f . 8 it il %
TUHPLCALAL, , 73 T34 2 R Al A %o i S A

[1223]  s2pl107 (FZELAR TR, )30 , K B G EE, 23mg (8.4%) EST (MS) m/z=
502. 1 [M+H]"

[1224]  s2f]102

[1225] [ (3R,9aS) -3- (3-&-4- % -#3E) -3,4,6,7,9,9a-/NE - 1H-MEEEH[2,1-c][1,4]
W -8- 251 - [2-%-3- [5- (A 58) - TH-Mbme -4 - 6 ] O ] HH il

[1226] ¥ (3R,9aS) -3- (3-& -4-F AR HL) \EMEEFH[2,1-c] [1,4]mE8 (plajik2,
26.5mg,97.9umol) \2-# -3~ (5- (ZH P EE) - 1H-MLme-4- ) KPR (b [a]4445, 33 . 5mg,
97.9umol) MDIPEA (56ul.,323umol) 5 1mLTC /K THRVE & , 3 H¥A 2% 0°C . £10mi niZ i 7 N
0.2mLTC /K THFH I T3P (93mg 150 % wt/wt EtOACYATR » 147umol) « 20minJ , 4 HL TR ZRT.,
30min/& , ¥ HEtOACH B, AR AR BR A SRV Wi 0T HLAR J5 /& Bh /K P, BRI e 1158, it
U8, I H R k4 o i — A AT vk (FEDCMA [FIMeOH 0% 2210%) 44k =4 . 3K 15
&Y, AE AR (30.5mg,51%) EST (MS) m/z=527.2[M+H] "

[1227]  sZ4]103

[1228] [ (3R,9aS) -3- (3-&-4- % -#3E) -3,4,6,7,9,9a-/NE - 1H-MEEEFH[2,1-c][1,4]
W -8- 28] - [3- [5- (U H 28) - 1H-Mb e -4 - JE ] 2R ] H il
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[1229] 451103k SE A5 102 Fr ik ] 2% , A H [A] 442 (22 9mg , 84 . 6umol) FH3- (5- (=5 H
BE) - 1H-Lme - 4-35) FERER (1 a)4£46, 26mg , 102umo]) TFE o 38 1T — AL AT (1 389% (ZEDCM
H I IMeOH 0% 2210%) 4BALA =4  SRIAL A, v B il 44 (19.9mg,37.4%) EST (MS) m/z
=509.2[M+H]"

[1230] =105

[1231]  4-[3-[ (3R,9aS) -3- (3-&-4-%-K3E) -3,4,6,7,9,9a- 78 & - IH-MEE I [2,1-c]
[1,4] W@ -8-Fdt ] -2- G- 2K 3L ] - 1H-nk i -2- i

[1232] S 105 4 SE5 102 B iR il £ , AR A 442 (40mg , 148umol) F12-%(-3- (2-FAK-1,
2- A IE -4-3E) ZE I ESAE (PR 4AR47,37 . 8mg, 148umol) JFHA Bt — EALEER: (it gk (FE
DCMH HIMeOH 0% 2210%) Al AL HH =) « SRAFAL G, K 1 Eu il 44 (14, Tmg, 17.2%) EST
MS) m/z=502.2 [M+H] "

[1233] 52441106

[1234]  5-[3-[ (3R,9aS) -3- (3-&-4-%-K3E) -3,4,6,7,9,9a-7N& - IH-MEE I [2,1-c]
[1,4] W@ -8-Fdt ] -2- G- 2K 3L ] - 1H-nk i -2- i

[1235] S5 106 4 SE 45 102 B iR il £ , AR A 442 (60mg , 222umo1) F12-5(-3- (6-%FAK-1,
6- —ANLRE-3-38) ZEH R (FP A 4448, 55mg , 222umo ) FF44 . 38 1 — A AL EERE G vk (FEDCM
H I IMeOH 0% 2210%) 4BALA =4 SRS A 4, v B it 4 (12.8mg,10.8%) +EST (MS) m/z
=502.2[M+H]"

[1236] 5‘?%78

[1237] [ (3R,9aS) -3-F22E-3-[6- (=& &) -3-MtnE k] -1,4,6,7,9,9a- 7N &M% (2,
1-c][1,4] 80 -8-FE] - [2-98-3- (3%~ LH-NEL Ak -4 - J58) ZRFE ]

[1238]  SE45) 78 L S5 102 Fir ik ] 2% » AN H [A] 448 (33 . 8mg , 89 . 2umo1) FH2- % -3~ (3- % -
1H-AHE e - 4 - J5) ZE RS (FR1] 44233, 20mg , 89 .. 2umol) JT4A - it — Ak A (4 153k (FEDCM A
[FIMeOH 0% Z210%) A4 =¥ . SRAF4-E W), AR E Eulfl £ (14. Tmg ,29.8%) EST (MS) m/z
=510.2[M+H]"

[1239]1  sE4180

[1240]  4-[3-[(3R,9aS) -3-F22&-3-[6- (—m &) -3-MkreE]-1,4,6,7,9,9a- /N MR
J02,1-c][1,4] MR -8-FRFk] -2- G- FF & ] - 1H-nth e - 3- S

[1241] ﬁuxj‘jMﬁJ102Fﬁ17E%lJ%>MﬁlJ80 MR A48 (23 . 3mg , 68 . 6umol) F12-5-3- (3- &3 -
TH- R e -4 - 5) R (1 [A) 4434, 17mg , 68 . 6umol) JF4f o it — A AL BEAE (i V3 (ZEDCM A
[FIMeOHO % %210%) ZEALAH =) . R340 &9, K E Eulidl 4 (15. 1mg,31%) JEST MS) m/z=
533.2[M+H]"

[1242] i{ﬁﬂ&

[1243] [ (3R,9aS) -3-F22E-3-[6- (=& &) -3-MEnE k] -1,4,6,7,9,9a- 7" EM %R I: (2,
1-c][1,4] 080 -8- 3] - [3- (3-8~ 1H-FHLMe-4-F5) 2K ] H R

[1244] QxS 45) 102 B il % S 45181, A HR (] 448 (188mg , 554umo1) F2-%(-3- (3~ - 1H-
M - 4 - 3E) 2K R (P 1A] 44229, 127mg , 528umol) JF4A - 3B — S Ak FE A (3% 35 (ZEDCMR 1)
MeOH 0% Z10%) 2L P24 o Wi ST SE I8 LA il =4 gk 73 B8 (2 B P24 A2 52 45165) 3143
&M, R A 4 (23, 2mg,8.1%) JEST (MS) m/z=492. 3 [M+H] "
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[1245] i{ﬁﬂSB

[1246] [ (3S,9aS) -3-F22E-3-[6- (ZH &) -2-MEnE k] -1,4,6,7,9,9a- 7" (2,
1-c][1,4] M8 -8- 3] - [2-5(-3- (3- %6~ 1H-FLme -4-35) 2R3 H

[1247] 4ok SEA45 102 B i il 2% 5245185 , A H [A] 4429 (33 . 8mg, 99 5umol) F12-5(-3- (3- 9. -
TH- AL - 4 - 55) 8 G (] 44529, 22 . 8mg, 94 . 8umo 1) FF 4G o i it — EALEEA: (5,359 (Z£DCM
HIMeOH 0% 2210 %) Al AWK =4 o I S0 SEAGIS LA 9 il P= 4w o3 B8 (32 BP9 /2 5 45165) -
SKIBALE Y, R A il 44 (6.9mg,13.8%) JEST (MS) m/z=526.2 [M+H] "

[1248] gﬁg{ﬁﬂ%

[1249] [ (3S,9aS) -3-F22-3-[6- (=& &) -2-MEnE k] -1,4,6,7,9,9a- 7" EM %R (2,
1-c][1,4]WEmz-8-JL] - (2- 5 -3- Wk -4 - Jk - 2R L) H

[1250] S5 86 Gnstf S 451 102 B ik il 4%, HR A 4429 (41mg , 121umo]) F12-5(-3- (BEmE-5-3%)
KR (FREA32,27mg, 121umol) FF 46 . 38 i AL REAE 157 (TEDCMH fIMeOH 0% £
10%) ZiALHL =4 . SRAFAL &, R A Elf A (Tmg, 11.4%) SEST (MS) m/z=509. 2 [M+H]"
[1251]  S2{5197

[1252] [ (3S,9aS) -3-[6- (= 3E) WAHE -3-3£1-3,4,6,7,9,9 - /NE - IH-MEEEHE[2,1-
c] (1,400 -8- 3] - [2-50-3- (3- % - 1H-RHb Mk -4-38) 2R 5] H il

[1253] xS 1027 ik i1l 2% S 5197 , I R 44211 (22mg, 76 3umol) F12-5(-3- (3- % - 1H-
N - 4-3E) FEH R (1 [R) 4429, 27 . 5mg, 91 . 6umol) JT 44 - il i S A ik (J79%:B) 4k 7~
WD SRABAA WD, 9 i 44 (8. 2mg,20.5%) EST (MS) m/z=511.2[M+H] "

[1254]  sE44182

[1255] [ (3R,9aS) -3-F22E-3-[6- (ZH &) -3-MEnE k] -1,4,6,7,9,9a- 7" EM %R (2,
1-c][1,4] M0 -8- 3] - [2-5(-3- (1H-nmk-4-F%) R FE ] F iR

[1256]  ZEAI/NR 3N (2-5-3- (4,4,5,5-DUH3E-1,3,2- A 230 R e - 2- 3%) ¢
%) ((3R,9aS) -3-F2H-3- (6- (=R &) Mbwe -3-28) NEMEIF[2,1-c] [1,4]FEHE -8
(1H) - 2%) FFRH (0.064g, 113umol, M /=#)) 4- ¥R - 1TH-ME ™ (18.2mg 124umo1) K2C03
((46.7mg,338umol) , I H 5 =W ke (1. 5m1) F17K (0.5ml) & FF ¥ I MR SV, I H il
BB (BT 2 (4- ZH BRSNS ) — &4 (TD) (7.98mg, 11.3umol) AR fEHHAELLS
"C N 30min o K 2 B IR S 043\ 2mL i FINaHCO3H , 3 H FHEt0Ac (2 X 5mL) ZEHL . K1 A HLE
WG, HER KB, FNa,SO, A L5, SR 5 7 1L T kAT e 4 i i bt 2 3572 (e fi , DOM
H1{MeOH 0% 2210 %) A AV FH il A4 K - 10mg i il 75 7 40+ 2% Jot (VR 40 » J8 ek i) £ B4 HPLC (O
VAB) gl Ab B (R Y, TS 2724, B BT8R (2. 1ng , 3%) EST (MS) m/z=506.31
[M-H]

[1257] &) (3-¥R-2-F A ((3R,9aS) -3-F2IE-3- (6- (= HH IE) MEng -3-38) /&Lt
[2,1-c] [1,4]WgmE-8 (1H) - 2&) F

[1258]  fE25mLSFEIE H , ¥ (3R, 9aS) -3- (6- (=9 HI ) MbmE -3-3%) \A Mt [2,1-
c] [1,4]ME0%-3- % th B 2h (1 1a]448,0.100g,294umol) . 3- ¥R -2- S K H R (83 . 2mg, 353u
mol) FIHATU (134mg, 353umol) S5DMF (3ml) & I3, 15 2| 35 (435 ¥ - ¥ INDIPEA (114mg, 15411,
883umol) o ¥ [ MR A WIAERT T #i 4t 1h

[1259] ¥ By EPMEINGmL H20H , IF H FHEt0Ac (2 X 10mL) ZXHL K A HLZ IR A, HEE
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IKBEB, FNa,SO, (8 3 T8, AR 5 AE LA N AT MR 4 o i PRt e 150k (ke , PEde I Et0AC
0% 2100 %) 4tk KL flF4 R} 3R1F =4, N T i (132mg,86%) EST (MS) m/z=522. 1 [M+H]~
[1260] b) (2-5(-3-(4,4,5,5-PUHI%E-1,3,2- S Al -2-3) %) ((3R,9aS) -3-
Fak-3- (6- (=4 A8) mbne -3-35%) /NI [2,1-c] [1,4]WEE -8 (1H) - %&) F i

(12611 FEGICE /N A, B X GBI ) — B (83 . 7mg , 330umo1) « (3-7R-2- 5K %) (3R,
9a$) -3-F2KE-3- (6- (= FUF L) MERE -3-J%) ANEMEE I [2,1-c] [1,4]0EME -8 (1H) - %5) F i
(0.132g,253umol) FIZFRHH (74.6mg, 760umol) 43 BLTE —WEHE (Im1) H, 3F LIS AR JF IR I
(1,17 -0 (L) — %8k &4 (IT) (31. Img,38umol) o & LAMW (100, 60min) /23 . K
FEHKVE R, 3 H FHEOAC R B P IR o 44 & JF B9 HILAE F #h /K e % » £2Na, S0, T8, JF H B 4
WG o RH A R 0d o PR R A A T R (RERS, BRJE P BJE0AC 50 % ££100% s i
DCMHMeOH 0% Z10%) , AR T30 & HH =4 KR, 64mg , 44.5%) FHMN H EE H T
%598 EST (MS) m/2=568. 3 [M+H]"

[1262]  sZ4I87

[1263]1  [3-(1,3-ZKFFMEmE-2-38) -6,7,9,9a- DU - 1H-MEBE I [2,1-c] [1,4]HEmBE -8- 3] -
(2- G- 3- F AUk - 2R ) 7

[1264] % (3- ORIF[dImEmE-2-J) -3- 2 F N EMEE I (2, 1-c] [1,4] B8R -8 (1H) -J%) (2-
F-3- H AR HL) HH (150mg , 326umol) ¥ M AE9mL DCMAN4 . 5mL TFAH . 8 INTES (420ul,
2.61mmol) , I HAERTAIG SN AE % W e J /M P Fd B 4L (IR G 4 - 2h 5 B HL #2260
Co PR JG » ¥ N B 25 WA (B NEtOACcH , FI VAR IR S 3R VA R D%, 1 98 MR B/ — Ak
EEE, 3F FLis o kA (35 (B :EtOAc 80:20%10:90) Zhfk . HER 5 B TR P24 oy 32 5
FEYD, I H RS 8 €4 8] 44 (40mg, 28 %) EST (MS) m/z=442. 2 [M+H]"

[1265] @) (3- (EIF[d]mEME-2-JE) -3- RN AMEE T [2, 1-c] [1,4]HEmE -8 (1H) - %) (2-
-3 FHA LR L) AR

[1266] K (2-%-3- HAEIEAEL) (3- FRHAE) R - 1-58) H IR (H A4 1, 96mg , 337umo])
FIDIPEA (65ul., 37 umol) ¥ AfLE2mLIE K THEHF , FF HLAE UK oh v 40 K 1 - CGREIF: [d ] ek -2-
) -2-1R 2 J5e-1- T (88mg, 345umo ) ¥ AR AE ImLJC /K THEH , 3 H. 28 1 0m i i35 ¥ in 2135 ¥
H o 4hJE , HA RS A I IRIE R AEEOAC R , 7 H M B R S A T VR RK P 5%, T
(Na,S0,) , I HLEL 2 M4 AW, g AL 4 2 iRy, 163mg . G FR 2 — B 4lifh
BIRf T~ —2.

[1267]  SZ488

[1268]  [2-5(-3- (3-%(-1H-MEmME-4- %) 2K E] - [ (3S,9aS) -3-%-3-[6- (=& &) -3-1it
WEHRE]-1,4,6,7,9,9a- /NEMBEIF[2,1-c] [1,4] 8% -8- 1 ] R

[12691 % (2-%-3- (3- % - 1H-MEME-4-3E) K HE) ((3R,9a8) -3-F2%E-3- (6- (4 3L) it
WE -3-58) NEMEE I [2,1-c] [1,4]1%88 -8 (1H) - 55) F i (554165, 16. Tmg, 31 . 8umol) ¥ fif
fE0. TmLIC/KDCMH , F HLA& 51 A -78°C o SB35 78 INVA A A0 . 3mLIEKDCMH Y DAST (6. 6mg ,
41.3umol) +40minf5 , ¥ A R TF IR THE 2 =i B %5 , AT WK £920-30 % 1 #4 4k,
B B A HI1 2 -78°C, H B N0 . 2mLFE /K DCMA FIDAST (12mg , 64umol) o B /N Ji K5
HIREFR . FEARNEEZ M, KRSV H RS H 2 -78°C, 3F H N0 2nLE
7KDCMA [FJDAST (19mg , 95umo1) - 40min & , K H I 22 =il . 2h 5 , 0 H J Sk 4, B Ak
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PR R VS TR R , I HAEEBIEtOACHH IR « & I BN BRER BN T, 1k g, I H B ik
4, F B AR Je o i R e A e i (REJiE , DOMAH IMeOH 0% 2210%) 2lifh o SRIF =4, ik 15 2
@44 (13.9mg,68%) EST (MS) m/z=528.2 [M+H]"

[1270]  s45]92FN5Z 45193

(12711 [ (3R,9aS) -3- (3,4- —H AR -3-8H-1,4,6,7,9,9a-NEAMEIH[2,1-¢] [1,4]
W -8- 2] - [2-50-3- (3- %80 - LH-mEmk-4-J5) SRIELTH AN L (3R, 9aS) -3- (3,4~ 3R -
3-¥43-1,4,6,7,9,9a- NEMEEIF[2,1-c] [1,4] 080 -8-F£] - [3- (3-8 - 1H-EME-4-38) 2%
2]

[1272]  HIiR

[1273] % (3R,9aS) -3- (3,4- o RHL) \EMEEFH [2,1-c] [1,4] 080 -3-BEER IR £h (Fh[A]
1410, 134mg,436umol) +2-50-3- (3- 98- LH-NHL M -4 - 55) g (] 4429, 100mg , 416umol)
FADIPEA (231mg,312u1,1.79mmol) 53 . 5mLIC /K THRVE &, I H A HZ0°C . 4 15mi niZ i 78 N
VA fRAE ImL IS /K THE ) T3P (410mg , 644umol) - 20minja , FFiE 2=RT, — /Mt Ja , 245,
EtOAcHBE , FIW AN AL B v TR % » e B BR AN T, ik 8, 7 HL U 2SIk 4 ol i — b i A
i (FEDCMH FIMeOHO %6 2210 %) AR ALK F= 4 o S8 Jim K o ad sk i) % B HPLC (U5 ¥2:B) 4fifk LA
Iy B2 A

[1274]  524519232.2mg (13.8%) , A AU T4 A, EST (MS) m/z=493 . 1 [M+H] 52419311 . 4mg
(5.4%) , AEHET A EST MS) m/z=459. 2 [M+H] "

[1275]  s244194

[1276] [ (9aS) -3-[5- (=@ FH L) -2-MEmE L] -6,7,9,9a- WU - IH-MEEH[2,1-c] [1,4]
W -8- 2] - [2-8(-3- (3- % - 1H-MEME-4-38) ZRIE ] H i

[1277]1 % (S) -3- (5- (= HFL) mkme-2-55) -1,6,7,8,9,9a- /NEM MBI [2,1-c] [1,4] 0
I (23mg,80.6umol) «2- 5 -3~ (3% - 1H-nk e -4- L) ZRE R (H [A] 1429, 24 . 2mg, 80. 6umol)
FADIPEA (42ul, 242umol) ¥EMRFEQ . 6mL DMSO-d6A10 . 2mLAS /K THRH , F H¥A Z1 20 °C o 1% s
B0 . 2mL /K THEH T3P (1. 5eq, 77mg , ELtOACH 150 % wt /wtiE ) - 20min i, B HTHE =
RT o HHF- AR IFIDMSO , &350 432 [l 4 , (H UK H B S AR PRAR B B - 28 — R b,
JSE AT A 5E R DR G P8 N 20ul (1. 5eq) BIDIPEAFI38mg (0. 75eq) (T3P, 2h 5 , A AR IR A
R WRRRE , XL RIELOACHH PRI, e B BR AN T 452, ik i€, I B 30k 4 o i i S AHHPLC (U7 %
B) 4liAV A5 374 , 3R89 v (0 [ 44 (7. 5mg, 18.3%) EST (MS) m/z=508. 2 [M+H] "

[1278]  a)S) -3- (5- (=4 L) Mg -2-5) -1,6,7,8,9,9 - /NAEMBEH[2,1-c] [1,4] 0
W&

[1279]1 % (3S,9aS) -3- (5- (=& L) mbnE-2-28) )\NEMEE I [2, 1-¢] [1,4] W80 -3-BE 2k
iRk (A 4AK9, 130mg , 383umol) A fELES . 3mL TFAMIL0.6mLIG/KDCMAT , 78 H: F R INTES
(183uL,1.15mmol) , I HAEZ I NHFE S VA AE70°CINFA2. 5 R G , W - 0 (LI L
AR, FHIM HCLH R, I H H L BEVE B P IR o S8 I FH R 7K I BE L 2 Tk AR & K 35 €8 7K ¥ FH AM
NaOHRGAY, , FH S ANAL 3, REEL S5 I Et0ACH , R FRAN T4, 1 U8 , IF HE 25k % . 3715
PR, R s B R (24mg, 22%) o 5 T RE IR R WA I, R AE K 45 BIA AT )
EST (MS) m/z=286.2 [M+H] "

[1280] 545195 RIS 51196
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[12811 [ (3R,9aS) -3- (3,4- % 7KHL) -3,4,6,7,9,9a- /NE - 1H-MEMEH[2,1-c] [1,4] 08
W -8-Jk] - [2-5-3- (3~ - LH-NEME-4-J8) ZRFE R AN [ (3S,9aS) -3- (3,4- A EE) -3,
4,6,7,9,9-75& - IH-MEIE I [2,1-c] [1,4]WEms -8-JE ] - [2-&(-3- (3-%(- 1H-MLmk-4-J) O
K] HER

[1282] ¥ (2-5(-3- (3-%80- 1H-MEME-4-55) ZKH) ((3R,9aS) -3- (3,4- AR -3-F2HN
St FF[2,1-c] DKL, 4] W80 -8 (1H) -2&) FH R (52451192, 18mg , 36 . Sumo1) ¥ f# 7E ImLJE 7K
DCMA s N2, 2, 2- =4 £ 18 (750mg , 50611 ,6.57mmol) A= Z Ffd 4 (12. Tmg, 17.5u1,110u
mol) o ¥ JC VA TR AE SR T K3 /NI o Kk 7 W) FHEtOACHMi B, FH M AINaHCO VA R e % » 1
U, IF H LW QR R F i £ BUHPLC (U7 B) 4k -

[1283]  =2f5195, T B FHIA (e R) ,8.6mg (49.4%) , A K TH A ,EST (MS) m/z2=477 .1
[M+H]

[1284] 525196, R E AR (5X) 4 1.5mg (8.6%) , IR T-F A, EST (MS) m/z =477 . 2[M
+H]"

[1285]  =Z41100

[1286]  3-[(3R,9aS) -8-[2-5(-3- (3-%(- 1H-NkME-4-38) FHEIL]-3-#43£-1,4,6,7,9,
9a-7NEMEEH [2,1-c] [1,4] W& -3- 2] -6- (5 F &) - 1H-MERE -2- i

[1287]1  %3- ((3R,9aS) -3- ¥ FL )\ A MBI [2,1-c] [1,4]BERE -3-38) -6- (=4 ) Mt
WE -2 (1H) - (a4 12, 15mg,47umol) «2- 50 -3~ (3- % - LH-AHEME -4 - J) IR FH R (H [H] 44029,
12.5mg,51.7umol) EDCEE R 2L (13.5mg,70.5umol) FIHOBT—/K &4 (8mg,51 . 7umol) 5
0.6mLIC/KDMFVR &, 78 H: E VS INDIPEA (25uL, 141umol) o ¥ 35 (IR & W (E I8 R i kk .4 . 5h
J& » FHR GV FEOACHR B , 3T H W FBR R S 2R VA IF HLAR J5 72 2Rk ek « A ML E B IR
BN kDR, I H S R o B R A R 8 I e SR AT 15k (DCMH IMeOH 096 22
10%) 2lifh RIS AR A AL, I Bl s AHHPLC (7 v2:B) #F— 24k,

[1288] RG24, NIk s (o 44 (2. 5mg,9%) o ,EST (MS) m/z=542. 2[M+H]"

[1289] 52441109

[1290]  4-[3-[(3R,9aS) -3- (- -4-9 - AHE) -3-F82E-1,4,6,7,9,9a- /NAMEIF[2,1-
c] [1,4]WERE -8-F Ik ] -2- G- AL ] - 1H- LAk -2- H i

(12911 SR 109F A B it SEF 127 BT iR b 4T , I HR (A AAR52 8014 - 352 - TH- Mg -2 - H RS IF 46
i 3 1) 4% BUHPLC (J7¥EB) 4ifk . P52 . 4mg , 4% EST (MS) m/z=515. 3 [M+H] "

[1292]  =szfil114

[1293]  4-[3-[(3R,9aS) -3- (3-&-4-%-K3E) -3,4,6,7,9,9a-7N& - IH-MEEE I [2,1-c]
(1,47 MR -8 - FE ] -2- 5 -5-F - A< FE ] - 1H-HLmE -2- R

[1294] ¥ (3-¥R-2-F-5-F AL ((3R,9aS) -3- (3-& -4-F ) NEAMBEIE[2,1-c][1,
AR -8 (1H) -J£) Bl (1 [R]4450, leq, 50mg) « (2-FAR-1,2- & AErE-4-3%) Mifz (1. 2eq,
16.5mg) BRI HH (3eq,41mg) A1, 17 - X (R EEE) — k- — &AL (ID) — & &4
(0.1eq,8mg) 50.9ml ~RELE A0 . ImL/KIE A, HE S WA, H HAERBEH R B (115°C,
25min) o FRES N30mg ) (2-FAAR-1,2- ZFNEmE -4-2%) TR A130ul. DIPEA, 3 HiB-& WX
L (115°C 5 30min) o S NATY A 58 B (EAITER 26 F5- IR VH AR , PRt FE 98 4 0mg (2- 8 AX-1,2- =
ZUMERE -4-55) MER A130ul. DIPEA, 3 HIRGWIH XX N (115°C, 30min) o R NATIAR FE R, (H
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TS £ T VW FE , DRt B 6 0mg 2 F130ul DIPEA, I3F IR &Mk ) M (115°C,
30min) o S MATIA FE R, (HIG IR AN #k 21) f im A2 FE - FHEtOACHVRBEIE HLRH/K W IF HAR 5 21t
AR A SR I T% , A WRBR AN T8, ik U8, I HR Sk o Hos ki A e v (10g,
DCMHF [ MeOH 0% ££10%) 4fith . A F= & ZHPLC AL (J71EB) , 3 H 3RS N €8 il 44
(10mg,19%) EST (MS) m/z=520.3 [M+H]"

[1295] =119

[1296] [ (3R,9aS) -3-#23&-3-[4- (ZHH &) KH]-1,4,6,7,9,9a-NEAMEFF[2,1-c]
[1,4]W@0-8-3E] - (2- & -3- H A2 - 2R 28)

(12971 S5 1194 %) S 45165 Fr iR HEAT & e, M TR IS AI2-JR - 1- (4- (3 3E) 2R 0R)
Z.-1-H (CAS 383-53-9) JT4h. /=& 145mg, 78% EST (MS) m/z=471.3 [M+H]"

[1298]  =s4]120

[1299] [ (3R,9aS) -3- (4-5-3-# - AH) -3-F8%-1,4,6,7,9,%-NEMEIF[2,1-c][1,
47NN - 8- FE T - (2- 5 -3- F AR 3L - R L) W

[1300] S5 120 4nsk SEAI65 Bk HEAT & B, M TR LS FN2-9R-1- (4-50-3- AR dE) 4-1-
fill (CAS 63529-30-6) JT 4. " & 165mg,82% -EST (MS) m/z=455. 2 [M+H]"

[1301]  sEzf[125

[1302] [ (3R,9aS) -3- (3-¥-5-% - &) -3-F2%-1,4,6,7,9,%-NEMEIF[2,1-c] [1,
4]0 - 8- FE T - (2- 5 -3- F AR 3L - R L) W

[1303] S5 125 Gansk SEAI65 Bk HEAT & B, M TR LS FN2-9R-1- (3-¥-5-F R HE) 4,-1-
Bl (CAS 41011-01-2) FF45. /= E119mg,66% EST (MS) m/z=517.2 [M+H] "

[1304]  szfi|127

[1305] [ (3R,9aS) -3- (3-F-4-# A& -3-8%-1,4,6,7,9,%-NEMEIF[2,1-c][1,
4]WEE -8-JE ] - (2- 5 -3~ Fpme s -4 - 5 - IR ) H

[1306]  ZEfue /M, K (2-5-3- (4,4,5,5-PUHI3E-1,3,2- 230 R MkE - 2- 55)
%) ((3R,9a8) -3- (3-F -4-F ALK -3-FBE/NEAMIEIF[2,1-¢] [1,4] K& -8 (1H) -F£) i
(tp[a)44&52,0.060g,109umol) \4-JR FEEME (19.6mg, 120umo) .K,C0, (45.1mg,327umol) 55—
WELE (1.5m1) FI7K (250u1) & FF ¥ [ MRS P, FE H s IR (2T 2 (4- & R 0R
36) B S A# (1T) (APhos,PdCl,,7.71mg,10.9umol) Kt/ Mifi%sdf , JF HLAES0C n#k2 /s
I o g s VR 5 D BN 2mL A FINaHCO, 7, 3F H HIEt0AC (2 X 5mL) 2B KA HLZ R & F 3k
IK B, FINa, SO M3 T H , SR 5 1 L2 N EAT IR 4t o R KL il Atk o R e £ 980 (R
20g, DCMA1 IMeOHO %6 2210 %) 44k, , T 45 2K 747, # Fad ik s 2 ZUHPLC (7)) ik — 2
At e KRS, Namg (7%) 1A B TR K EST (MS) m/z =508 1 [M+H]

[1307]  =szf[128

[1308] [ (3R,9aS) -3- (2,4,5- =5 AIHE) -3,4,6,7,9,9a- 7N& - 1H-MEE I [2,1-¢] [1,4]
Mg -8- L] - (2-&(-3- 3% - 75 3L H

[1309] 7R T, f Q-F-3-FAEKIE) ((BR,9aS) -3-F24:-3- (2,4,5- AR ~NA
MR [2,1-c] [1,4]0E8: -8 (1H) -J&) H R (8451144, 1eq, 37mg) ¥ ff £ LmLJE ZKDCMANO . 5mL
TFAH S INTES (Beq, 35ul) , F HOKG R 30 (A R AE40 CHiHt5h, 3 H AR 5 2 S I HE i 4
SRE A WA, I HAB G RE A (9% (10g, DCMH fMe0HO % 210 %) 4tk . 3K15 774 ,
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ot R Y (28mg ,80%) JEST (MS) m/z=441.2[M+H]"

[1310]  sZ]129

[1311]1 [ (3R,9aS) -3- (2,4- “@AR) -3-8H-1,4,6,7,9,9a-NEAMEIH[2,1-¢] [1,4]
MR -8- 3L ] - (2-&(-3- 4 2L - 75 38) i

[1312] S5 1294 xt SEA5165 Fr i BEAT & e, M TRIAR IS FH2-9R-1- (2,4- & RHE) £4-1-
fil (CAS 2631-72-3) FFUh . P28 163mg,82% EST (MS) m/z=473. 2 [M+H]"

[1313] 5241130

[1314] [ (3R,9aS) -3-#23-3- (2,3,4- —H A -1,4,6,7,9,%-NEMEIF[2,1-c][1,
4] MR -8-FE T - (2-5(-3- AL - ) F R

[1315] S5 130 dn Xt SEA5165 B i BEAT & e, M TRIAR IS FI2-9R-1- (2,3,4- =J AR KL &4 -
- (CAS 1214345-02-4) JF 44 . P78 109mg,55% EST (MS) m/z=457 .3 [M+H]"

[1316]  s2f131

[1317]1 [ (3S,9aS) -3- (4-yR-5- L -2-WEwy L) -3-F82£-1,4,6,7,9,9a- NAM B I
[2,1-c] [1,4]Wgm0-8-JE] - (2-5(-3- F AL - KAL) H R

[1318] S5 131 dnxet SEA565 Fr ik BEAT G e, M TRIAR IS FH2 - YR - 1- (4- 1 - 5- F AR Jk e 1y -
2-35) Z.-1-{ (CAS 882748-05-2) JFif . i itHPLC, J7 ik T4tk . 77 B 22 . 6mg , 22 % EST (MS)
m/z=>519.2[M+H]"

[1319]1 5241136

[1320]  3-[(3R,9aS) -8- (2- G -3- H A - K FH L JL) -3- 2 4K-1,4,6,7,9,9a- /N &ML R I
[2,1-c] [1,4]0E0-3-FE]-6- (Z R IL) - 1H-MAE -2 -l

(13211 S5 136 At S 45165 Fr ik 14T A 1, M TR 1S I3 - (2- 1R LIk AE) -6- (=5 5)
mknE -2 (1H) - (CAS 1000931-76-9) FF4f . i ILHPLC, J7 B4k . P2 5810 4mg, 7.5% -EST
(MS) m/z=488. 3 [M+H] "

[1322] =137

[1323] [ (3R,9aS) -3- (3~ -4-Hgmk-5-FL-x3) -3,4,6,7,9,9a- 7NE - IH-MEEFH[2,1-
c] [1,4]WEmE-8-2E] - (2-F-3- 2L - 7K 2E) H

[1324] % ((3R,9aS) -3- (4-JR-3-FAIHL) NEAMEH[2,1-c] [1,4]WERE -8 (1H) -55) (2-
S-3- WA EEEEL) Wl (52491110,0.075g, 150umol) (FEME (20. 7Tmg, 300umol ,Eq:2) Pd
(0Ac) , (1.68mg,7.5umol) ERER#H (62.2mg,450umol) Hi & (6.13mg,60umol) A1 4L T 5
27,4",6" - =57 H%-3,4,5,6-DYFIFE-[1,17-BcK] -2-38) B (7. 21mg, 15umol) 43 BLAEDMA
(2ml) 1, B, 3 BAE RSP IN#E110°C 2/ ARG H A HIERT, /KRR, 3 B H
EtOACZEHL IR - & FEAMLAH, FEEK (x2) e, SR T8, 198, 3F H B ik i i@ i
AL (REAR , 20, DOMAH FEIMeOH 0% Z£10% ) Zlifb AL Hil A1k} . 7= 5:29mg , 35% EST (MS) m/z
=488.3[M+H]"

[1325]  =241]139

[1326]  [(3S,9aS) -3-[2- (4-Fg A L) mEmE-4-JE]-3-%23-1,4,6,7,9,9a- N AN [ 2,
1-c][1,4]0808-8- 3] - (2- 5 - 3- H 4|3 - 2K 3) W

(13271 S 139 ans SEAI65 ik HEAT & B, M TR LSFN2-JR-1- (2- (4-FoRJE) EME -4 -
3) Z.-1-Fi (CAS 937079-09-9) JF4h . 7~ E:68mg, 75% EST (MS) m/z=504. 3 [M+H]"
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[1328]  szf|141

[1329] [ (3R,9aS) -3-#23&-3-[3- (ZHH &) KH]-1,4,6,7,9,9a-NEAMEFF[2,1-c]
[1,4]WEMR-8-3E] - (2-F-3- H AUk - 2R ) HH

[1330] Sl 141 4nxd S45|65 BT iR HEAT A e, M TR IS AI2-JR - 1- (3- (=9 L) 2R HR)
Z.-1- (CAS 2003-10-3) JT44 . = 135mg, 71% EST (MS) m/z=471.3[M+H]"

[1331]  szf|142

[1332] [ (3R,9aS) -3- (2,3- HFHL) -3-F83-1,4,6,7,9,9a- NEMBEIE[2,1-¢] [1,4]
MR -8- 3L ] - (2-&-3- A 2L - 25 38)

[1333] sl 142 4nxt SEA5165 Frid BEAT 6 e, M TRIAR IS FH2-9R-1- (2,3- 9 R L) £4-1-
il (CAS 886762-77-2) JF4f. =& 150mg,72% EST (MS) m/z=439.2[M+H]"

[1334]  s2f]143

[1335]  [(3S,9aS) -3-#2%-3- (3- R HEME-5-8) -1,4,6,7,9,%9a- NEAMEI[2,1-c]
[1,4]WEE-8-3E] - (2-5(-3- H 4 2L - R 3E) HH i

[1336] S 143 4 xt SEA565 Fr il BEAT 6 e, MHR TRIAR LS FH2 - 91 - 1- (3 -2 35 S e - 5- k)
Z.-1-H (CAS 14731-14-7) JFh .7~ &8 124mg, 70% EST (MS) m/z=470. 3 [M+H] "

[1337]  =f4i144

[1338] [ (3R,9aS) -3-#%-3- (2,4,5- =& HKH) -1,4,6,7,9,9a- ANEMMEIF[2,1-¢][1,
4] MR -8-FE ] - (2-5(-3- AL - L) F R

[1339] sl 144 dnxt SEA5165 Bk BEAT 6 e, M TRIAR IS FI2-9R-1- (2,4, 5- = JRARHL) &4 -
1 (CAS 193977-34-3) JF44. " &58mg, 36 % -EST (MS) m/z=457 .2 [M+H] "

[1340] =145

[1341] [ (9aS) -3- (4- % -3-WEME-5-F - K ) -3,4,6,7,9,9a- 7N & - 1H-MEEEIF[2,1-¢]
[1,4]['%%—8—%]-(2—%&—3—%%%-21:%)?@@

[1342] % ((9aS) -3- (3-{R-4-FAKL) SNEAMEIE[2,1-¢] [1,4] M-8 (1H) -F&) (2-5(-
3- F A R 3E) FH ] (S 45116,0.075¢, 155umol) JFEME (21. 4mg,310umol) ,Pd (0Ac) , (1. 74mg,
7.75umol) HERERHH (64.3mg,465mmol) HI KR (6.33mg.7.2u1.62umol) AT 2 (27,47,
6/ - =5FN%E-3,4,5,6-DYRIFE-[1,17-BeK] -2-3%) B (tBuXPhos) (7.45mg,15.5umol) 4 Hi
ZEDMA (2m1) F7, i<, 3F HAEBER P I E110°C 2/ AR 53 A JERT, FKFBE , 3F
H HEtOACEERU IR . &I AN, FHEL K (x2) Peik, WA, 138, IF A R = k46 . 1@
T R iy (AR , 20, DOMAR FIMeOH 0% Z10% ) Ak Hl44K] . 7= 5 38mg , 48 % , i kR 8
JM.EST (MS) m/z=472. 3 [M+H]"

[1343]  s2|146

[1344]  [(3S,9aS) -3- (1,3- K I MEME-2- ) -3-84E-1,4,6,7,9,9a- NAEM I [2,1-c]
[1,4]WEE-8-3E] - (2-5(-3- H 4 2L - ) HH

[1345] S5 146 Uik SEA5165 Bk BEAT 6 ie, M TR ISR L - (1, 3- 2R FEREmE -2- %) -2- 1
K- 1-F (CAS 54223-20-0) FF4G. 775 118mg,68% -EST (MS) m/z=460. 3 [M+H] "

[1346]  s241]149

[1347] [ (3R,9aS) -3- (2,3- ~H A %) -3,4,6,7,9,9a- /N&E - IH-MEEH[2,1-c] [1,4] 08
B-8-FE] - (2-F-3-F I - 25 5) H il
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[1348]  7E=3E N, 8 [ (3R,9aS) -3- (2,3~ 4 AKKE) -3-$83E-1,4,6,7,9,9a- NENML I
[2,1-c][1,4]WEmR-8-FE] - (2- G -3- HF &AL - R 0E) HER (52491142, 50mg , 1 14umol) VA A 7E
575ul JTL/KDCMAN262ul TRAHT . R HITES (55ul, 342umol) , 3 H A4 ¥R B LA TR £E 45 C Hi bk 2h.
SR LB ARG, 3 HE T R A (%92 (10g, DCMAR fMeOH 0% £10%) , 3 HLBE J5iE i
il £ TMHPLC (J5¥4B) 4tk . 3-15 79, st iPIR ) (20mg ,39%) <EST (MS) m/z=423.2 [M+
H]™

[1349]  sz]150

[1350] [ (3R,9aS) -3- (-5 KHL) -3-¥K-1,4,6,7,9,9a-/NEAMMIF[2,1-c] [1,4] 0
5 -8-FE]- (2-5(-3- A HL - IR 3L H R

[1351] S5 150 sk S 45165 B ik #E4T & A, MR AR 1S FI2-JR-1- (2-F R E) 4 -1-1
(CAS 5000-66-8) FFlG. = H#128mg,62% -EST (MS) m/z=437.3[M+H] "

[1352]  s4]153

[1353] [ (3R,9aS) -3-#2FE-3-[2-H & -6- (ZHHF L) -3-mkngt]-1,4,6,7,9,% /N ENt
BEFE[2,1-c] [1,4] W80 -8- 3] - (2-5(-3- 4 28 - R L) HH il

[1354] S5 153 an SEA5165 ik HE4T & B, M TR LS FN2-9R-1- (2- F -6~ (=5 3h)
e nE-3-38) k-1, IR EE (CAS 1377962-47-4) I8 . 77 E63mg,67% EST (MS) m/z=
486. 3 [M+H] "

[1355]  sf4i|154

[1356] [ (3R,9aS) -3- (B3-S -5-FEmk-5-JL 2R L) -3-580E-1,4,6,7,9,9- /SEMEF (2,
1-c][1,4]M808-8- 3] - (2-5 - 3- H 4|3k - 2K 3) W

[1357] 4t s 145 iR #E4T & %, N[ (3R, 9aS) -3- (3~ -5-& - 2K 3E) -3-¥8%E-1,4,6,
7,9,9a- NEMEFF[2,1-c] [1,4] &0 -8- 28] - (2- &0 -3- H & 2L - 2R L) i (s 49125,
91mg, 176umol) FANEME (24 3mg, 252umol) FFUf - B ELHPIRY) , 77 & 46mg, 51 % EST (MS) m/z=
504.3[M+H]"

[1358]  s441156

[1359]1 [ (9aS) -3-[4-%-3- (1- I JEmtng -3-38) H3]-3,4,6,7,9,9a- /N & - 1H-HEEE I
[2,1-c][1,4] &8 -8-FE] - (2-5-3- F 42 - R 3) HH

[1360]  FEAie /M, K ((9aS) -3- (B-¥-4- 5 R EE) NEMEEIF [2,1-c][1,4]LERE -8
(1H) -5 (2-&(-3- HAA JE R HE) HIfR (524916,0.075g, 155umol) J1-FH%E-3- (4,4,5,5-P4H
He-1,3,2- ZEURI R ISE-2- ) - TH-mEg (32, Img, 155umol) ,K,C0, (64. 3mg,465umol) 5
TRERE (1.5m1) FA7K (0. 25m1) A FF B O STR A I A H BRI (U] 2 (4- —H 2R
FEORER) i) —SALAE (IT) (11mg,15.5umol) o FF MR G IN# A 80°C2/Nf , I HAR J5 15
A\ 2mL i HINaHCO, 5, 3 H FHEtOAc (2x5mL) ZEHL KB HLZIR &, il Eh/K e 5 FiINa, SO, 3
TIg, ARG TE L2 N AT IR G o K KL A ek d i s vk (R, 20, DOMHH fEMeOH 0% &2
10%) 4fift, , 45 27 Tmg R 7= 4 , B 38 ik 1) 26 BUHPLC (U7 ¥AB) #HE— 2 4lidh 3R A5 7= 4, A3
TR 2 & 28mg , 36 % EST (MS) m/z=484. 4 [M+H] "

[1361]  sZf|157

[1362]  [(3S,9aS) -3- (3-{RisMEm:-5-%L) -3-¥84-1,4,6,7,9,9a- NEMEIH[2,1-c]
[1,4]W@0-8- 3] - (2-5(-3- H 42 - 2R 28)
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[1363]  SE45 157 QX 545165 Bk HEAT 6 3, A T AR 1S A2 - YR -1 - (3- R FFHEME -5-55) 7, -
1-F (CAS 76596-54-8) P& .77 & 13.6mg,15% EST (MS) m/z=474.2[M+H]"

[1364] 52451160

[1365] [ (3S,9aS) -3-¥2FL-3-[2- (6-H A IE-3 - e L) Mem:-4-3£1-1,4,6,7,9,9 /N
MR [2,1-¢] [1,4] W88 -8- 3] - (2- & -3- F 48 3 - 75 3E) F

[1366] 52451160 4%y 5L 45165 Fr il #EAT A B M AR TS FN2 - YR -1- (2- (6- HH A R ML nE - 3-
HE) R -4-3E) Z %% - 1- i (P EAR70) T4 . P B 10mg, 19% EST (MS) m/z2=517. 3 [M+H]"
[1367] =245 161 1245162

[1368] [ (9aS) -3- (3-&-4-%-3E) -3,4,6,7,9,9a- ~NEA - 1H-MEHEFF[2,1-c][1,4] B
25 -8- 3] - (2-5-3- H 4|0 - 2R ) W

[1369]  ZEGS N, 2E25ml B3 v THE (10m1) HHAIS- (((29) -1- (2-5-2- (3-5-4-#
ARIL) LK) -4- (2- G- 3- VAU IR F IR ) Wik - 2- k) H ) niAX S BRI (100mg , 187umol)
FH R b 1 PR 425 % (121mg, 12911 ,562umol) AbFE  ZE R /ST, 7£20-22°C , 4 B iR &)
PiHELhr o LOMS 2R T RR 1 BT 75 P24, A — X AR XS B S F A g e ST B 0k 4 , H HLAE 2.1
CLERFKZ B BL . 0 S A HLZ , IF B HER KBRS, 08, IF A K 21, 357, e
£ VPR (95mg) o FH F=#)iE 18 SFC, Reprospher 100PET, 10 % MeOH4ti AL, .

[1370]  sE161, 1 el i AR A S A 14, 23mg (26 %) ,EST (MS) m/z=455. 2 [M+H] "
(13711 sf162, 55 ANV A AR Bl S 4444, 24mg (27 %) ,EST (MS) m/z=455. 2 [M+H] "
[1372] &) (2-&(-3-HEIERIL) (4- (2- G-F-4-FAHH) -2- B2 HE) -3- G2 L) R -
1-32) FER

[1373]  42- (3-&(-4- ) FFE 4% (210mg, 1. 22mmol) Fl (S) - (2-51-3- A LA IE)
(3- (F2FP L) WRIEE - 1-25) FERR (P a) 44 1S, 440mg, 1. 54mmol) VA ARE TmL MeOHH , 3 H 2T
W B (120°C, 60min) o B 259k 4 , I H s I e B AT (32 (70g, DOMH fIMeOH 0% 22
10%) 4tk 3RS =4, A E AR Y (206mg,37%) EST (MS) m/z=457. 2[M+H]"

[1374]  b) S-(((2S) -4- (2-F-3-HAEEERH M) -1- 2- B-F-4-H A -2-KLH)
MR -2-2) FL) AR 4 BRI

[1375]  FEG@T, fE25mI LI E b, fF (2-S0-3- AR R L) (4- (2- (B-F-4- A ) -2-
) -3- GRHAL) WRME - 1-2%) FER (175mg, 383umol) & AETHF (3.8m1) H, 3 HAHIZ0
“C.¥NJINTEA (46 . 5mg , 6411 ,459umol) , SR 5 ¥ I st & (48 . 2mg , 32.8u1,421umo1) FIDMAP
(4.68mg,38.3umol) . BEFRVKIAIH: HLAk L3 HE2hr R 5 45 I VRS WD UE IR 46 o 4 BT A3 61k}
FHAELE3m]L DMSOH , 3 HAE HERAX 2 BREF (58. Img,509umol) AT AL  /EE ST 5 ERT
T B RSO A DI IR SV R e RE , B K (34%) FER K ek , )i
(Na,S0,) , b i, H HAAH e PR €372 (RER , 100 %6 BJor 280 % Et0Ac/ B d) Al AV =
Y, 13 BT P, R AR LTl (110mg ,50%) +EST (MS) m/z=515. 3 [M+H] "

[1376] ) S- (((2S) -1- (2-5-2- (3-F-4-FREL) 43) -4- (2-F(-3- A I K F L) IR
s -2-J5) F L) BiAX 2 R T

[1377]1  #E&EST , E25ml B EEA o, [A)DCM (2. 5ml) Hr(r)S- (((2S) -4- (2-5-3- H AR FL 2K
MEdk) -1- (2- B3-S -4-F AR -2-F2 L 3h) ke -2- %) FHR) B 4 IRl (110mg, 213umol)
IR ELS (76 2mg,46. Tul, 640umol) KR & ) UK A H), 3¢ H ML RE (67. 5mg, 69u
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1,854umo1) U INEN0. 5ml DCMH o4 ) SRS HILE0-2 CHiHE20min, 7 HAR G o ir&s —
NI THIR 2 R OF B R TR S IR BRI k4 I NIR A, I HUB R AR 1R £ B R
B, FI2x 10ml 7K FIER /K BE ¢ . 20 B H HLIZ , ZNa, SO, T8 ek I3 B2 Mk 4  SRAR I P2 o
kY, BT T —25 (105mg, HLF=4) -EST MS)m/z=535. 3 [M+H] "

[1378]  =Z41]163

[13791 =0 (D) WAL & 4 mT DA CLAS & 2 500 5 3R VR 7= A2 DL 2R 7 700 (00 1 s 2

AN F
&R 200mg
[1380]  f#ah 4F 4 % 155mg
IR 25mg
2 25mg
1a81] BARFTRLEZR 20 mg
425mg
[1382] 524|164
(13831 =0 (1) WAL & e LALAAS & 50 7 U AR A DA A i IR ZE )3 PR R 7 -
HA K
&M R 100.0mg
FRIEH 20.0mg
[1384]  FLAE 95.0mg
w4 4.5mg
ARG BR 4% 0.5 mg
220.0mg
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