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LA LRI AEDYD

(1S,3S,4R) -4- ((3aS,6S, 7R, 7aS) -7- (@ FF H) -3 ,3a- —H }#-3a,4,5,6,7,7a—7~
H-1H-Ei-6-3%) -3- R ) -4-F AN O

N-(((3aR,6S,7R,7aS) -6— ( (IR, 2S,4S) -4-$F—-2- (R &) -1 - EIF &) —3a-HF
$-3a,4,5,6,7,Ta—7NA -1 H-Bi-7-5) B3 LEERE

(3aR,4R,5R,7aS) -5- ((1S,2S,4S) ~4-# -1 -H H-2- - (g kE-1-5) 2.38) 7
F) ~Ta—H -1 -1 FF 3 )\ -1 H-efi 41 ,

(3aR,4R,5R,7aS) -5- ((1S,2S,4S) ~4-§F Fe—1-F H-2- Q-G FL 2, 58) S k) —7a-FF
He-1- R VA -1 H-Bi -4

(3aR,4R,5R,7aS) -5- ((1S,2S,4S) 44— F-1-F F-2- - U-FFRIREE-1-5) 2.35) 37F
L) —Ta—F -1 AR L\ -1 H-E -4

(3aR,4R,5R, 7aS) -5 ((1S,2S,4S) -2— (2- (1H-1,2,4-=M—1-FL) 2, &) 44— FL—-1-F
IO L) —Ta—H 21 2 )\ A -1 H-Efi -4 5

(3aR,4R,5R, 7aS) -5- ((1S,2S,4S) —2— (2— (1H-BEME—1-4L) 7. 38) -4- 8- 1-FHEHT O
F) ~Ta—H FE—1 -1 FF 3 )\~ 1 H-Efi—4-1%

(3aR,4R,5R,7aS) -5- ((1S,2S,4S) —2— (2— (1H-MyMe—-1-48) 7. 38) -4- 8- 1-FHET O
F) ~Ta—H -1 -1 FF 3 )\ &~ 1 H-Efi—4-1%

(3aR,4R,5R, 7aS) -5- ((1S,2S,4S) —2— (2— (1H-MRg —1-48) 7. 38) -4- 33 -1 - HE T
F) ~Ta—H -1 -1 FF 3 )\ &~ 1 H-Efi—4-18%

N-(((3aS,4R,5S,7aS) -5— ((IR, 2S,4S) -4-$F—-2- L &) -1 - R ) —Ta-H
-1 H 3 )\ -1 H-Efi-4-3%) 1 3E) —2-Z5 H i

N-(((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) -4-$F—-2- LR &) -1 - R ) —7a-H
Fe—1-3 FF L VA - I H-Efi-4-3%) B L) R e

N-(((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) ~4-$F-2- FEH &) -1 - R O ) -Ta-H
F—1-F H 3\ -1 H-Bfi—4-3) L) = AL 2 kR

N-(((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) -4-$F-2- FEH &) -1 - R O ) -Ta-H
Fe—1-F 3 R -1 H-Bfi-4-%) L) 77T WER% s

N-(((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) -4-$ 5 -2- FEH L) -1 - IR O ) -Ta-H
Fe—1-V FR VR -1 H-Efi-4-4%) B L) TR

N-(((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) -4-$F-2- FEH &) -1 - R O ) -T7a-HF
Fe—1-V FR VR -1 H-Efi—4-4%) L) T kR

N-(((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) -4-$ 5 -2- FEH L) -1 - IR O L) -Ta-HF
Fe—1-V B VR - T H-Efi—4-4%) B L) TRk

N-(((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) -4-$ 5 —-2- FEH L) -1 - R O ) -Ta-HF
F—1-V B R -1 H-Efi—4-k) B 3L) MRk

N-(((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) -4-FF-2- FE R L) -1 - LI O ) -Ta-HF
-1 FF R VA - L H-Ef-4-28) L) SR me i ;

N-(((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) ~4-F 5 -2- FE R L) -1 - IF O ) -Ta-F
Ha-1- R U - TH-fi -4 FE RS e —2— FF 9 e

2
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N-(((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) -4-FF-2- Fr &) -1 -F LK) -7a-HF
-1 2 VA -1 H-Efi-4-28) FF L) b ie M s

N-(((3aS,4R,5S,7aS) -5 ((1R, 2S,4S) -4-H—-2- LR L) -1 - EIF O L) -7a-H
Fe-1-VE F R VA -1 H-Bi -4 R 2R [d] (1, 3] TR A 2R B 3 M —5—FF B i s

N-(((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) -4-FF-2- Fr &) -1 -FELIF ) -7a-HF
Fe—1 - 3 )\ E -1 H-fi-4-%) B 3E) —4-FF A 38 28 Y B 5

4= -N-(((3aS,4R,5S,7aS) -5- ((1R, 25,4S) -4 F-2- R F ) - 1-FEHR R -
Ta—F FL-1-F B L )\ & -1 H-gfi—4-3&) B L) KB Wiz,

N-(((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) -4-FpF-2- e &) -1 -F LK) -7Ta-HF
Ha-1-TE R VR - H- B4 L) ~4- CRF A KR B

N-(((3aS,4R,5S,7aS) -5- ((1R, 2S,4S) -4-$H—-2- FE R L) -1 -FREIF O L) -7a-H
Fo—1-P R FL VR - T H-Bfi-4-3%) B 3E) —4-F FL 8 B ke 5

N-(((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) -4-#pF-2- Fr &) -1 - H) -7a-HF
-1 FL VR - T H-Bfi-4-3%) B 3E) —2-F FL R B ke 5

N-(((3aS,4R,5S,7aS) -5- ((1R, 2S,4S) ~4-$H-2- G R HL) -1 -F R O L) -7a-H
Fe-1- FR R VA -1 H-Bi-4-0%) B RS — L H-ME g —2— FF i i s

N-(((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) ~4-#F-2- e &) -1 - ) -7a-F
Fe—1 - L VR - T H-Bfi—4-3k) B 3E) —3-FF FL R ke 5

N-(((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) -4-#FH-2- LR L) -1 -FRELIF O L) -7a-H
-1 3 )\ -1 H-Efi-4-F%) B 3E) W iRg —2— F I e

N-(((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) ~4-#FL-2- FE &) -1 - ) -7a-F
Fe— 1P 3 R -1 H-Bfi-4-%) L) SRR IER% 5

N-(((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) -4-#F-2- LR L) - 1-F LI O L) -7a-H
Fe-1-VF 3 VR -1 H-Bfi-4—5%) L) 3RO ER%

2,2,2-=%-N- (((3aS,4R,5S,7aS) -5 ((1R, 2S,4S) -4- 5 H—2— (FFIL) -1 -FF IR
HE) ~Ta—-FHE-1- B 2 )\ - TH-B-4-28) L) 2R

N-(2-((3aS$,4S,58,7aS) -5- ((IR, 28,48) -2, 4- " F¢He—1-FEIA O H) ~Ta-F HE-1-1F
HE \E - 1H-B-4-3) &8 Z89F [d] [1, 3110 5 2R A 3 -5 HR Ik ik s

(4- ((((3aS,4R,5S,7aS) -5— ((1R, 2S,4S) ~4-§5F-2- B F L) -1 - IR L) -Ta-H
-1 VR - TH-Bfi-4-08) R R0 1 RD) JRE) ORI 1R

(1S,3S,4R) —4- ((3aS,4R,5S,7aS) —4— ((4—F K I E L) F L) -Ta-F F-1-T F 3 )\
A -1H-Bfi-5-3%) -3- R H ) —4-F JL PR Ul

(1S,3S,4R) —3—- FFF &L) —4-H 3£-4- ((3aS,4R,5S, 7aS) —Ta—F -1 -3 F 3 —4- ( (i
W —4 -2 B L0 HR L) )\ S -1H-efi-5-2%) OOl

(1S,3S,4R) —3- (& H 3E) —4-FF Fk-4- ((3aS,4R, 5S,7aS) ~Ta—H F—-4- ((4-F T FE
HE) L) -1 )\ & - T H-fi-5—2%) PRI s

(1S,3S,4R) —3- (F& 1 &) —4-FF Fk-4- ((3aS,4R, 5S,7aS) ~Ta—H J-4- ((3-F T EREEA
HE) L) -1 )\ & - T H-fi-5—2%) PRI s

(1S,3S,4R) —3- (3 H &) —4-FF H-4- ((3aS,4R, 5S,7aS) ~Ta—H F—-4- ((Q-F LA

3
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HE) L) -1\ S - T H-Ef -5 %) IR I s

(1S,3S,4R) —-3- G H }) -4- ((3aS, 4R, 5S,7aS) —4- (4-F A LG ) B L) -Ta-H
Fe— 1P H 3 \E -1 H-Efi-5-3%) -4-F HF B

(1S,3S,4R) —3— (F2 H ) -4-F J-4- ((3aS,4R,5S,7aS) ~Ta—F JE-1- T FF B -4- (4-
(CHRF D) FRRAZEE B A -1H-i-5-4%) O R

(1S,3S,4R) —4- ((3aS,4R,5S,7aS) —4- ((3,5- - A L L L) I 4k) —Ta-F JE-1-TF
B\ A -1 H-2fi-5—3%) —3— (R k) —4-F LR OO

(1S,3S,4R) —4- ((3aS, 4R, 5S, 7aS) —4— ( ( (1H-Z£ 3f [d] bk me—2—Jk) FF 3L 5 k) FF ) —Ta-
B -1 - R 3\ & - I H-Efi-5-3%) -3 (R R &%) 4~ FE IR LT

(1S,3S,4R) —3- (R F L) —-4-F FE—4- ((3aS,4R,5S,7aS) —Ta—H 31— F 34— ((4-1
FORRRE L) L) \E-TH-Bi-5-28) PR s

(1S,3S,4R) -4- ((3aS,4R,5S,7aS) —4- (((2,2- 53 [d] [1, 3] |6 48 231 R -5
L) AL 2 —Ta-F -1 - 2 )\ & - 1H-Efi-5-2%) -3- G2 4L) ~4-F IR OB

(1S,3S,4R) -4- ((3aS,4R,5S,7aS) ~4- ((4-F—2-F R EZ ) B -Ta-FH-1-1
B\ A -1 H-2fi-5—3) —3— (R k) —4-F LR U

(1S,3S,4R) -4- ((3aS,4R,5S,7aS) —4- (Q-F—-4-F 4 IL TR L) PR) —Ta-H HE-1-
VR 3\ S -1 H-Ei-5-3) —3- R 3E) —4-FF IR U

(1S,3S,4R) -4- ((3aS,4R,5S,7aS) —4- ((4-F -2 L5
VR 3\ S -1 H-Ei-5-3) —3- R 3) —4-FF L3R U

(1S,3S,4R) -4~ ((3aS,4R,5S,7aS) ~4- ((2-F-4-F A TR L) FRL) Ta-FHE-1-1
B3\ A -1 H-2fi-5—3) —3— (R k) —4-F LR U

(1S,3S,4R) —4- ((3aS,4S,5S,7aS) —4- (2- O U-F I T 2 458 -Ta-FHFHE-1-
M )\ -1H-B -5 —4-F M O -1, 3 s

(1S,3S,4R) —4- ((3aS,4S,5S,7aS) —4- (2- (4-F A I T RER) 23) -Ta-F H-1- [ H
A -TH-fi-5-3%) 4-F RO b1, 3- %

(1S,3S,4R) —3—- R H£) —4- ((3aS, 4R, 5S, 7aS) —4— ((4-F L IR 2 L E L) L) —Ta-
-1 -3 FR 3 )\ & -1 H-Efi-5—3%) ~4-FF FE IR %

(1S,3S,4R) -4~ ((3aS$,4S,5S,7aS) —4- (2- CEIf: [d] [1, 3] 18] S &30 i M—5— 2 AL
) ¢ H) —Ta—F -1 FE 2\ S -1 H-Bfi -5 %) —4-H LI T be-1, 3- %

1-7.3:-3-(((3aS,4R,5S,7aS) -5— ((IR, 2S,4S) —-4- 2 H—2— R JL) -1 - LR ) -
Ta—H 31 - F 38 )\ & - 1 H-gfi-4-5%) F3E) Ik ;

1-(((3aS,4R,5S,7aS) -5- ((IR, 2S,48) -4-§H-2- GEF L) -1 -F HIF O ) -Ta-F
F—1-3P 1 JUER - L H-Bf-4-3) B 3E) —3-H AR R

|- 3E-3-(((3aS,4R,5S,7aS) -5— ((IR, 2S,4S) —~4- 2 H—2— R JL) -1 - LR ) -
Ta—H 31 - H 38 )\ & - 1 H-gfi-4-5%) F3E) Ik ;

1-(((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) ~4-§H-2- G H L) -1 -F HIF L) -Ta-F
S VR - TH-Bfi-4-2) FF ) —3-IR AL MR 5

(1S,3S,4R) —4- ((3aS,4R,5S,7aS) —4— ((1H-HL M —1-3) FFJE) —7a—H -1 -3 FF 35 )\
A -1H-Bfi-5-3%) -3- R H ) —4-F L PR U

il
At

il

B L) ~Ta-H HE-1-

il
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(1S,3S,4R) -4- ((3aS,4R,5S,7as) —4— ((1H-1,2,4-=mk—1-Jt) P JE) —7a-F H-1- ) FF
)\ - IH-Efi-5-3%) -3- GRH 3L) ~4-F KA
(1S,3S,4R) —4- ((3aS,4R,5S,7aS) —4— ((1H-ZE I [d] ke —1 L) F3E) —Ta-F JE-1-
B3\ S -1 H-E-5-3%) —3- (B 3E) —4-FF IR O %
(1S,3S,4R) —4- ((3aS,4R,5S,7aS) —4— ( (62 L -9H-IE 4 —9—JE) FI FL) —7Ta—FF 3E—1-
B\ S - 1H-E-5-3%) —3- (B 3E) —4-FF IR O %
(1S,3S,4R) —4- ((3aS,4R,5S,7aS) —4— ((1H-Mg|WE—1—FL) B JL) —7a—FF J—1 -V BT 3 )\
S -1H-Efi-5-3%) -3- R R ) —4-F JE PR Ui
(1S,3S,4R) —3- R 4£) —4- ((3aS, 4R, 5S, 7aS) —4— (A MWk —1 - JL FH L) —7a-F -1 -
V3 R -1 H-EH-5-3k) —4-F LR OO B
1-(((4R,5S) -5- ((IR, 2S,4S) -4-F -2 e ) -1 - A O ) -1, 1-—H }E-2,3,
4,5,6,7T-7NE - 1H-Efi-4-2) L) SRR &
(1S,3S,4R) =4- ((4R,5S) —4- (AN R L2 5L A -1, 1-—=H 3-2,3,4,5,6,7-78
S -1H-Bfi-5-3%) -3- R R ) —4-F JL PR Ui
(1S,3S,4R) —4- ((4R,5S) —4- ((ZH L&) F ) -1, 1- =H }-2,3,4,5,6, T- 7N & -
1H-gfi-5-3%) —3- R 3%) ~4-FF LI O
N-(((4R,5S) -5-((IR,2S,4S) ~4-F22:-2- e L) - 1-HEH O ) -1, 1-—H &-2,3,
4,5,6,7-7NE - TH-gi-4-55) ) 4Bt
(1S,3S,4R) =4- ((4R,5S) -1, 1 - HI e —4- (R R k) %) -2,3,4,5,6, T- 7N & -1H-
efi-5—Jk) —3—- (B AL) —4-F BRI Ol
(1S,3S,4R) ~4- ((4R,5S) 4~ (((1H-MEmg —2-3%) H FE &) FHL) -1, 1- ~H#-2,3,4,
5,6, T-NA-1H-Efi-5—3E) -3- R &) 4-F I,
N-(((4R,5S) 5= ((IR,2S,4S) -4-FH-2- e ) -1 - A O ) -1, 1- = H 3E-2,3,
4,5,6,7T-7NA - H-Efi-4-355) F3L) Hs i
N-(((4R,5S) -5- ((IR,2S,4S) ~4-F22:-2- e 1) -1 - AR O -1, 1-—H H&-2,3,
4,5,6, T-7NE-1H-Ei—-4-3%) FF L) 25 F kA
(1S,3S,4R) =3~ R ) ~4- (4R, 58) ~4- R H) 1, 1-“H H~4,5,6, T-II - 1H-
Bfi-5—4L) ~4-F IO
(2R, 4R,5S) =5~ ((IR, 2S,4S) ~4-§2 -2~ R -1 -FRF ) 4- R -1,1-
THH-2,3,4,5,6,T-/NEA-1H-Ei-2-f
(1S,3S,4R) -4- ((1S, 3aS,4S,5S, 7aR) ~4- GIEH I -1-2H-Ta-H I )\ H - 1H-Efi-5-
) -3 EH IE) —4-H FEIR O T 4 TR ;
(1S,3S,4R) -4- ((3aS,4R,5S,7aS) ~4- 2-& I 2. FE) —Ta—H F—-1 - &L )\ A~ 1H-Efi-
5—3) —3- (R ) —4-FH PR Ul
(1S,3S,4R) —4- ((3aS,4S,5S,7aS) ~4- (2-& 2. F%) ~Ta—FF F-1 - FF 5 )\ &~ H-Efi-5-
5 —4-H -3 (Mg -2 R4 ) IR CUEY
(1S,3S,4R) -4- ((3aS,4R,5S,7aS) —4- (R IL) ~Ta-F H-1-F F 2L VA - 1H-8i-5-
HE) —4-F -3 ((khg —2-FL 450 H L) SRR
(3aR,4R,5R,7aS) -5- ((1S,2S,4S) —4-F8 J—1-FF Fk-2- (2- (Mg -2 3L ) 2. 38) FRt
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HE) —Ta—FBE-1- 0 F )\ & - L H-8i 4% s

(3aR,4R,5R,7aS) —-5— ((1S,2S,4S) —4-#2 -1 -FF F-2- (2- (MR -2 3L 4 ) 2.3 i
HE) —Ta—FR -1 F )\ - L H-8fi -4 s

(3aR,4R,5R,7aS) —5— ((1S,2S,4S) —4-#2 -1 -FF F-2- (2- (kmg-2- 3L 4 23 i
HE) —Ta—FR -1 F )\ - L H-8fi 4% s

(1S,3S,4R) -3- (B H L) —4-F Fk-4- ((3aS, 4R, 5S, 7aS) —Ta—H FL—1-V F JE-4- (it
WE —2— L F A L) RS A -1H-Ei-5-4%) MO

(2S,3aS,4R,5S,7aS) -4- (RILF L) -5- ((IR, 2S,4S) ~4-FFH—2- G F L) -1-FHIR
O 28) —Ta—FR -1 -7 2 U - T H- i -2

((1S,2R,5S) -5-2 #-2- ((3aS,4R,5S,7aS) —4— (FF JL) —Ta—F J—1- H 3 )\ & - 1H-
efi-5—Jk) —2-F IO L) R

(1S,3S,4R) —-3—- R H }:) —4- ((3aS,4R,5S,7aS) —~4- GEF KL —Ta-F H-1-W H H:-3a,
4,5,6,7,Ta—7NE-1H-gfi-5—4%) 4-F A OB

(1S,3S,4R) —-4- ((3aS,4R,5S,7aS) —4- (R4 I AL) —Ta—H JE-1 -0 F 2L VA - 1H-Efi-
5—3) —3- R ) —4-F BE PR Ui

(1S,3S,4R) -4- ((3aS,4R,5S,7aS) —4- ((3,5- — F A L4 L) L) —Ta-F J-1- T/
e )NE-IH-Ei-5-3%) -3- GRH %) 4-F LR O

2-((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) ~4- 5 F-2- GRHF IL) —1-F IR L) ~Ta—HF 3~
13 B )\ S -1 H-Efi-4-38) 2.1

(1S,3S,4R) —-3— (2 F JL) —4- ((3aS,4R,5S, 7aS) —4- (A FLE L) FEL) —Ta-HH-1-
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(H) C (0) CHs~—CHaN (H) C (0) =% &£ . —CHaN (H) S (0) 2CHsBZ—CHaN (H) C (=NH) NHz s R> & e FL BIR" /&
HERECLARIBE RO A RTRE RO -ORVEE 52 28 CLA I $ 5 5RO T b i B R B B 1 35
B IR WV e S 5 I LR RO MR A e 3 i Aol 8 A BRI B R 3 AT BRI 3R
S LA e ATk AR 5 2 AT 208 BRI 0 ot 2 A e B A ) e A 6 A e AR 1) 2 B e
HE AT BRI 2 05 S BT e AR 2 77 Bk e 2k

[0099]  J—ANskit Ty 2 imal (D WA, i B O R AR R r, Hdrer.c4,
CLLRICT 2% [ 7 gl AN L ERAC 5 COfle — AU s CLAR PN LA s R f&—CH2—OH; R
FIR™ % 5 Jh 7 M2 1 4 B 2L Bk 2, 3 3F FLR® J&—CH20H . —CHaNHz . —CH2N (H) CHs—CHaN (CHs) 2~
CH2N (H) CHo—£ 75 3 . —CH2N (H) CHo—HE % 3 . —CHaN (H) € (0) CHs . —CH2N (H) € (0) =483 . —CHaN (H) S
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(0) 2CH3B—CHaN (H) C (=NH) NHo; R°E & E C14 8 ROE A I HRE A . -OHBE R FC15
)5k

[0100]  Sj— ALy il (D A, Wife B SCH & B R Hh #EAR R, Hak g -

[0101]  1-(((4R,5S) -5~ ((1R,2S,4S) -4~ H-2- R IL) - 1-FHIF ) -1, 1- - HF 3~
2,3,4,5,6,7T-7NA-1H-Efi-4-2%) L) SRR &1

[0102]  (1S,3S,4R) —-4- ((4R,5S) —4- (GAN AL L) F ) -1, 1- = -2,3,4,5,6,
T-NE-IH-Efi-5-3%) -3- GRH 3E) 4-F R

[0103]  (1S,3S,4R) ~4- ((4R,5S) ~4— ((-HFEEIHL) FHL) -1,1- ~HIH-2,3,4,5,6,7-75
S -1H-Ei-5-3%) -3~ R L) ~4-F IR O ;

[0104]  N-(((4R,5S) -5~ ((1R,2S,4S) -4~ 32~ R IL) - 1-FHEAF ) -1, 1- - HF 3~
2,3,4,5,6, T-7NE - IH-Ei-4-35) ) 28

[0105]  (1S,3S,4R) —-4- ((4R,5S) -1, 1- —~FH-4- ((FRFIL) FiL) -2,3,4,5,6,7-NE -
1H-Bfi-5-2) —3- R JL) —4-FF L PR O

[0106]  (1S,3S,4R) —4- ((4R,5S) —4— (( (1H-N g —2-3k) F I Jk) F3E) -1, 1- ~F k-2,
3,4,5,6, T-7NE-1H-Efi-5—4%) -3- R AL) -4-F RN O

[0107]  N-(((4R,5S) -5~ ((1R,2S,4S) -4~ 32~ R IL) - 1-F I -1, 1- - HF 3~
2,3,4,5,6, T-7NE -1 H-gi-4-3) B 3E) B EEE ;

[0108]  N-(((4R,5S) -5~ ((1R,2S,4S) -4~ 32~ FRH L) - 1-FHEIF ) -1, -~ HF 3~
2,3,4,5,6,7-7NEA -1 H-gli-4-55) B FL) 2K 5 i

[0109]  (1S,3S,4R) -3- R H %) -4- ((4R,5S) ~4- BRI L) -1, 1- —HH-4,5,6,7-JUA -
IH-Bfi-5—3%) -4-FF LAl s DL &

[0110] (2R, 4R,5S) -5 ((IR,2S,4S) ~4- 22—~ GEH HL) ~1-H A IE) ~4- GFH ) -
1,1-—H3%-2,3,4,5,6,7-NEA-1H-Ei-2-FF,

(01111 S—Asgiy a2 (D &Y, e b SCH R BIRER R 1), HCl.c4,
CLLAICT 2% [ 7 4y AN U ERAR s COf — MR s CLAg — AN AU s MR R IERESE
CLAMISERT , CLAME PN EEUAR, I H MR E B B CIGHI BT, CLoHE — AN HAR RYE RS-
OR?; R*J&—R%-OR?; R"™ IR & [ it 37 b 1 5 S A e JE 3F HLR® & —CH20H . —CHaNHz2 . —CHaN (H) CHs o —
CH2N (CHs) 2+ —CHaN (H) CHo—#4 74 i . ~CHoN (1) CHo—E & 3 . —CH2N (H) € (0) CHs—CH2N (H) C (0) —2K
H . —CHaN (H) S (0) 2CH3B{—CH:N (H) C (=NH) NHa; R®J&: b2 ROE 40 RT R A -RO-OR B & 4 2
CLBIKI B 5 AR b A2 S B8 BB 10 B8 S B I 0 e 2 5 9 HLA RO b A et L i
PRIEFE LI EAR A PRI AT B ) PR A L e AT AR 75 36 AT 1 BRAR ) 75 e 2
ARG BRI Z R 3 AT 28 BXA I R PR e L A 308 BT 2 77 FE BT e AR ) e 05 Bk o 0k
[0112]  F—AsLi 7y & (D WA, e B O R AR R R, Hdrcr.c4,
CLLAICI 2% F b7 i P9 > S HUAR s COB— N AR CLARE — AN HUAR s CLoBE RN A
R s RYE—OH; R*J&:—CHe—OH s R FIR & 15 M7 3% 1 4 B 2L Bk 2, 3 3 HLR® J&—CH2NHz . —CH2N
(H) CHsBE{—CHaN (CHs) 25 R®& FR 2 s ROJE 40 3 HRV IR

[0113]  F—ANsEitiJr 2@t (D (&Y, e S0 & ANER HR #A 1, HZ (1S, 38,
4R) -4-((1S,3a8,4S,5S, 7aR) —4- (FIEFH H) -1 -2 F-Ta-F 3 )\ A~ 1H-Efi-5-F%) -3- G
5 —A-F RO IR .
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[0114]  J—ALit )y izl (D WEY), inE B SO R IR iR g, Hdrel.c4,
CLURICI 245 A 7 b A 7 A S BUAR s COf— AR s AR AN & I 12 B CLAR B, CLAd—
ANEEUR s YRR IE R E CLE I, CIA AN AU, 3 MRS IER B CI5HI 8T, ClL5
B —NEEUL RS -R3-0R B -R3-N (RY) 23 R* & -R5-0R? . -R®*-CN.-R®-C (0) OR?.-R®-C (O) N
(R?) 2 -R*-N (R?) 2, —R®-N (R?) C (0) R” \T- 34 BUAR¥) Z= RS e S i AT 34 BUA R % 95 Sk e ik s R
AR L[5 T i T B 32 9% H.R® & —0H. ~CH2—OH. —CH2—CH2—0H. —CH2—0— (3, 5- — FR 45 k) 5 3 .-
CHo—0—"% 3 . —CHo—~0—CHo—t I5g 5 . —C (0) OH.—CH2—CN,—~CHz—C (0) NHo.—CH2—NHg . —~CHo—CH2—NH2 . —
CH2—N (H) =CN,—CHa2-N (H) ~OCHz~CHz2-N (H) C (0) - (2-FF J%) 283 . —CH2-N (H) C (0) - 3-F &%) 7%
3 . —CHa—N (H) C (0) — (4-%) AL . —CHa—-N (H) C (0) — (4—F 4 3&) Z=FL . —CHo-N (H) € (0) - (4-FF
H) FRFE . ~CHa-N (1) C (0) — (4= FF FL) ZEFHE . ~CHa-N (H) C (0) 2L g 3 . —CHo—N (H) C (0) —2-
ML J . —CHo—N (H) € (0) —3-HLIE J . —CHa-N (H) € (0) —4-HEIE £ . —CHa-N (H) € (0) 28 3 18] — %8
Fe IR 4 3 . —CHo~N (H) € (0) =T 2 .—CHz—-N (1) € (0) CF3.—CHz—N (1) C (0) —¥ 3 . —CHo-N (H) C
(0) ¥R 3 . —CHa—N (H) C (0) =2, F .~CHe-N (H) C (0) —Fk M 3 . —CHa—N (H) C (0) — 7R % . —CH2-N
(H) C (0) =253 . —CHo—N (H) C (0) =23 . —CHa-N (H) C (0) =7 3 .—CHo—N (H) C (0) -tk 3 . —CHo-N
(H) C (0) =K T #E . ~CHa—~CHa~N (H) C (0) 2% Ff: 1] S A2 30 30 5k . —CHo-N (H) CHo— (2, 2- 8%
FRIH) A R 0 5L L —CHa—CHa-N (4—FR A 2R ) 2 ~CH2—CHa-N (H) — (4-FR 280 J%) R 2 -
CHz=N (1) = 25 —4-F &) R ~CHe-N () — 2-FR~4-F &) “F2k . ~CHo-N (H) — (2-F Al 2 -
A-50) R ~CHa-N (H) - (2-F 8) 2 . —CHo-N (H) - 2-FF J-4-50) 5 -CH-N(H) - (3,5- -
FRAAE) R —CHa-N () — (3—FF J%) 54 —CHo-N () — (4—50) “F 4= . —CHo-N () - (4-F A5 %
H ~CHa~N (H) — (4-F ) "R 5 . —CHo-N (H) — (4—fi2k) "R 3k \—CHo-N (H) — (4-=5 1 3) 3k .-
CHz~N (H) = (4-Z= B ) 2 . —CHo~-N (H) CHa— 72 FF R I ,—CHo~CHo-N () CH— 2R 5 7] — 48024
P [ )i 5 . ~CH2—N (H) CH2CH2— (4-F 4 H) 2R3 —CH2-N (H) CHa—EIE & . —CH2-N (H) C (0) N (H) -
R —CHo-N (H) C (0) N () ~Z % ~CHa-N (H) C (0) N (H) — 5 . ~CH2-N (H) C (S) N (H) CH3 \ ~CHo— 2K
FEIR e | —CHo— 5 | W 2 | —CHo— M| s 75 | —CHo—MEEWA B | —CHo— L Pk 2 | B —CHo— =M It s RO 2
e SR R S VE R A5 CLAMY B, ROFE A R A —RO-OR B % 422 25 C1 5 gt 5 RS 7 1 2 4w
FLBE A B B I e 5 I HLAR RO R A e A i AU AT BRI PR R AT
176 AR B o e s A e BRI o5 s A e B ) o5 Jo s A 328 BDUA Q) 2 00 0 LA e AR
) i B J e A A e B ) 2 07 B B AT e A ) 2% 5 R e i

[0115]  Hi— Akt Jy gl (D A&, e BT & AR mh AR 1, Hodh L. c4,
CLURICT 285 [ Bk 7 Hh gl PR AN S BUAR 5 COME— MU s AR A& HE 42 B CLAR BB , CLAg —
ANEEUC YRR IE R B LA BT, CLARE AN AU, 3F B MR E R S CL5 82, C15
e — DA B RYZE-RB-0REL-R®-N (RY) 25 R* & —R®*-0R? . —R®*~CN. -R®-C (0) OR® . —R®~C (0) N
(R?) 2. —R*-N (R?) 2. —R*-N (R?) C (0) R” \T- 34 HUA R ¥ Z R 356 e S AT 34 BRA Q1 2% 55 ik e 3t s R
FIR*FE [ 7 B 3 3% H.R® J&—OH . —CH2—O0H . —CHz—CHa~OH. —CHo—0— (3, 5— — FR 48 Jk) 6 .-
CHa—0—" 3 . —CHo—0—CHa— kg J . —C (0) OH. —CH2—CN,—CH2—C (0) NHa—CH2—NHz . —~CHo—CHz—NHz
CHe—N (H) ~CNBZ—-CH2-N (H) —~OCHs ; R° & S FE BR R & ¥ 33 S C 1AM 8 s ROZ A RTZ AL R3-0RBR,
PR A CLOI B s AR T 1 e B B 1 B S B 0 0 e 2 5 9 LA RO MR A e
B AR AT B PR e e AT B B Je B e e A28 B 5 2 AT e AR o5
e AT A% B Z PRI A28 B 2 PR B e i A28 BRI 2 07 BRI A AR 2 7
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Y
[0116]  S—A~sgi Ty AW (D A&, (/e b SCH R IR R ), Hdcl.c4,
CLLRACL 2% 5 A 7 b gl 9 AN SR s COf— AU s LA — NEEIUR s YR R R
CL5M5EMT , CLEME TS EUAR, JF HURE R B CI5H B, CLo 4 — AN B R R~
ORBE-R®-N (R?) 25 R*JZ-R3-0R? ; R* FIR*" 4L [&] &2 plt ¥ 7P 3 I HLR®J& —OH . ~CHa—OH . ~CHz—CHa-
OH.—CH2—0- (3,5 B4R J2) *E 2L  —~CH2-0- £ 4 . ~CH2—0—CHa— L g 2 . —C (0) OH. —CH2—CN., -
CHa—C (0) NHz,—CHo~NHz . ~CHo—CHa—NHz, ~CHa~N (H) —=CNBZ—CHa—N (H) —0CHs ; R° & b it s ROJE &5 R
JE RO -ORBR I $22 Z C L5 I B8 s BEASROMh T M 2 S B B 110 B S B 1) W0 e 2 85 I HLBR A
RO ST M A e 3 i A UbESE AT BRI PR A 35 AT B IR R 3 e 2 AR IR BUA R A 75
J AT IR BRI 75 Be 2 AT A PR 2 AT e B ) 2 R e 2k AT 34 AR () 2 5 B
PRI BRI e 55 He e 2
[0117]  S—Asgir R (D &Y, e b SCH R IR R 1), s Cl.c4,
CLLRACL 2% [ i 7 b gl 9 AN SR s CO— N HUAR s LA — NEIUR s YR &R
CLAIIBERT , CLERE AN AU, I H MRS E R E CL5 IR, CL5 4 — AU R & -0HEK
NHz ; R*J& —R®-OR?; R** FIR*" L [F] & . 0. B 3 9% HL.R® & —O0H . ~CH2—~O0H . ~CH2—CH2~0H. —CH2-0- (3,
5— AR L) 2 L —CHo—0— 8 . —CHo—0—CHo—HIL IE 3 . —C (0) OH, —CH2—CN, —CH2— c(o) NHz. -

CHz~NHs~ —CHe—CHa—NHa —CHa—N (H) —CN+ BZ ~CHa~N (H) —OCHs ; R® & Y &, ROJE & s R¥ S A . ~OHE %
BEE L5 8  RP 82  —CHo—BY —CHo—CHo—; I HRY 2 A AT 1L B ﬂtt%%ﬂﬁﬂxﬁﬂﬁ%%
%ﬁ‘ﬂﬁiﬁﬂﬁﬂﬁﬂtﬂ%ﬁ

[0118]  S— ALy e il (D AW, Wife B SCH & B MER Hh AR, Hak 3 -

[0119]  (1S,3S,4R) —4- ((3aS,4R,58,7aS) —4- (Q-F I ) -Ta- P H-1- W HE )\ F-1H-
Efi-5—Jk) —3- R AL) —4-F BRI Ol

[0120]  (1S,3S,4R) —4-((3aS,4S,5S,7aS) ~4- - £ Hk) ~Ta—F H- 1 - F 3 )\ E - 1H-
Bfi-5—3) —4-F 33— (ke -2 ) OB

[0121]  (1S,3S,4R) -4~ ((3aS,4R,5S,7aS) —4— (F& F L) —Ta—F JL—1 - FF 3L )\ & - 1 H-Efi-
5—3i) —4-H FE-3- (L mg —2-FL 4 FL) L) SR g s

[0122]  (3aR,4R,5R,7aS) -5 ((1S,2S,4S) ~4-F£Hk—1-F F-2— (2— (Wng -2—FL 5 k) & 55)
RO L) —Ta—FE -1 1 3 )\ A -1 H-Bfi 4%

[0123]  (3aR,4R,5R,7as) -5- ((1S,2S,45) —4-F£ H—1-F J-2— (2— (bR -2-FL 4 FE) &)
O IE) —Ta-F 31— 0 )\ -1 H-Bfi -4 s

[0124]  (3aR,4R,5R,7aS) —5- ((1S,2S,4S) 4§ -1-F F-2- - (Itng-2-FL 5 F5L) 2.55)
RO ~Ta—FF -1 -0 FF 3 )\ & - L H-Efi 4%

[0125]  (1S,3S,4R) -3- GRFF 4L) —4-FF H-4- ((3aS,4R,5S,7aS) ~Ta—F H—1- FF H-4-
((Mhpme —2— B FR A L) L) J\E - 1H-Bii-5-2%) PR

[0126]  (2S,3aS,4R,5S,7aS) ~4- (FHF ) -5- ((IR, 2S,4S) ~4-FH-2- GRH IE) -1-F
FEIRCFE) —Ta—H -1 - 2L\ S -1 H-efi—2- 8%

[0127]  ((1S,2R,5S) -5-Z& H:-2- ((3aS,4R,5S, 7aS) —4— (F F L) —Ta—F -1 FF £ J\
S -1H-Efi-5-3%) —2-FF LR O L) B

[0128]  (1S,3S,4R) -3— B H 3E) —-4- ((3aS,4R, 55, 7aS) —4— (R FA HL) —Ta—FF -1 -1 FF k-
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3a,4,5,6,7,7Ta—NA-1H-Ei-5-3%) -4-FF AR O,

[0129]  (1S,3S,4R) -4- ((3aS,4R,5S,7aS) —4- (FEILFHL) —Ta—H FH-1- F 3 )\ E-1H-
Efi-b—3k) —3- R AL) —4-F B OB

[0130]  (1S,3S,4R) —4-((3aS,4R,5S,7aS) —4— ((3,5- —FA R4 L) L) —Ta-FHE-1-
VR 3 VR -1 H-El-5-3%) —3- GRH 3E) —4-F L3R Ui

[0131]  2-((3aS,4R,5S,7aS) -5- ((IR,2S,4S) —4-#H-2- GEF L) - 1-F I H) -Ta-
B -1 -7 R 2 )\ & - TH-Efi-4-28) 201

[0132]  (1S,3S,4R) -3- (R L) -4- ((3aS,4R, 55, 7aS) —4- (A FLE L) L) —Ta-F
Fe— 1P 3 \E -1 H-Efi-5-3%) -4-F B B

[0133]  N-(((3aS,4R,5S,7aS) -5— ((IR,2S,4S) -4-#H-2- GEH L) - 1-FF AL &) -Ta-
B L1 -7 FR 0 )\ S - L H-gfi—4- ) B ) &

[0134]  2-((3aS,4R,5S,7aS) -5- ((IR,2S,4S) —4-#H-2- GEF L) - 1-F I IHE) -Ta-
-1 - R 3 )\ A - L H-fi -4 32) 20k DL &

[0135]  (3aS,4R,5S,7aS) -5— ((IR,2R,4S) ~4-H-2- R IL) -1 -F R ) -Ta-H
-1 3 N E - 1H- B4R K

[0136]  Sj—A~sgiiti/y a2 (D A&, andE b SCH) R BIREAR Hh R (1), HdCl.c4
CLLAICL 2% H Bh 7 i e P > EHUAR s COp— DI CLAR — D E R CLo B PR X
£ RME-R®-0R? ; R® & —R®-CN., —R®-C (0) OR?.—R®-C (0) N (R?) 2. —R®*-N (R?) 2BZ-R*-N (R") C (0) R;
RFFIR*® AL [F] JE A I A7 3 HLR® J&—OHB—CHa—NHo s R™J& S 55 s RO A s RS AL s T PROM 7 4 2
S Bl R 1Y B RE 1 e B R < O FLRR ARV M R A e L R R TR BRI R R
HE AT 3% AR PR AR I Je 3 T AR I 75 3t AT I AR I 75 52 5 AT BUAR 1) 2 30 4 T3k
B e P e i A e BUA ) 2% 5 R B a8 BRI 2% O ke 4 o

[0137]  Sy—Asgiti/y a2 (D A&, andE b SCH R BIREAR R 1), b Cl.c4,
CLLAICI 2% H Sh 7 i e P > S EUAR s COp— D AR CLAg — N E AR CLo B PR X
£ s RM&—0H; R* & -R®-CN ., —R®*-C (0) OH.—R5-C (0) NH2.—R3-NH2BZ-R®-N (H) C (0) R?; R IR 4L 7]
T O FF 3 5 HLR® 2 —OHB ~CHa—NHz s R™HE BEd s RO& &0 RTZ A IF HRVE R IR IR S 3R 1%
I 3

[0138]  F—ANsLif )y 280 (D LAY, e B SO R BIMER s R R, ik 5 -

[0139]  (1S,3S,4R) —3- (& FLH ) -4- ((3aS, 4R, 5S,7aS) —4- (GFLF HE) -Ta-FH H-1-T
B S - I H-B-5-3%) —4-FF IR OO %

[0140]  3-((1S,2S,5S) -5 #-2- ((3aR,4R,5R, 7aS) ~4- & H-Ta-FA H-1- W R B )\ F -
1H-Bfi-5-3&) —2-F LI L) A

[0141]  3-((1S,2S,5S) -5-# 32— ((3aR,4R,5R, 7as) 4§52 —Ta—FF JE—1 - FF 3L )\ & -
IH-efi-5-3&) —2-F LR L L) TR M 5

[0142]  N-(((1S,2S,5S) -5-#43-2- ((3aR,4R,5R, 7aS) ~4-§% H—7a—F H—1 -V F AL )\ A -
IH-Bfi-5-J%) —2-H BLIR L L) FRED) O JF [d] (1, 3] 1A) 4 2 30 0 —5—FR M fie s DA &%

[0143]  3-((IR,2S,5S) -5-#:H—2— ((3aR,4R,5R, 7aS) ~4-FF—Ta—F JE-1 - B & )\ A -
1H-Efi-5-3%) —2-F LI L AE) TR

[0144]  F—AsLi 7y 2l (D WA, e B O R IR R r, Hdrcr.c4,
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CLLAICI 2% H Bh 7 i e P9 > EHUAR s COp— MM E IR CLARE — N E R CLoBE PR X
AR RUE-RU-ORY s R*J& T3 R ) 2R 3o Joe B AT e BUA R ) 2 55 2 e 32 s R™RIR™ % [ 2 i P
H 3 3 LR -0H s RS2 e s ROE 40 RV A RO o B B e 110 B S B ) WU e 2 5 OF HLR 2
S bE A | e AR AT AR R 25 L A e B A e i e s A ke A 0 A A e X
AR 75 e s AR 208 B R B A 30 LA 2 B R e e L A a0 LA ) 2% 05 2 B 12 ARG )
F o AL

[0145]  Sy—Asgiy A (D A&, tndE b SCH) R IR R 1), Hdcl.c4,
CLLAIC1 2% H Bh 7 i e P9 > EHUAR s COp— MM IR CLARE — N E R CLo B PR X
AR s R —OH s R* AT BUAR [ 3% P J 5 o B A e BRA 1) 2% 55 ik o 32 5 R*RIR™ L[R2 Jl 1.
FEIF HRYE -0 R B 36 RO AL 9F HRTE AL

[0146]  S—A sty il (D AW, Wife B SCH & B R Hh #AR R, Hak g -

[0147]  (3aR,4R,5R,7aS) —-5- ((1S,2S,4S) ~4-F2F—1-F F-2- - (W ki -1-3L) 23E) IR
O 28) —Ta—FR -1 -7 2 UL - T H- i -4

[0148]  (3aR,4R,5R,7aS) -5-((1S,2S,4S) —4—4H—1-F JE-2- -Gk 7, 3%) B ) -
Ta—H B—1 - H 0 )\ & - L H-¢fi 4% s

[0149]1  (3aR,4R,5R,7aS) —5-((1S,2S,4S) —4— 4 -1 - H-2- (2- 4-F HEIRE-1-5) 2
o) IR L) —Ta—F -1 -V FR )\ R -1 H- el -4

[0150]  (3aR,4R,5R,7aS) -5-((1S,2S,4S) —2- (2- (1H-1,2,4-=Me—-1-F&) 2, FL) -4 -
I-FEIA T L) —Ta—FR BR—1 - A\ -1 H- B -4

[0151]  (3aR,4R,5R,7aS) —-5- ((1S,2S,4S) —2— (2— (1H-BkMe—1-FL) 7, 3) —4-¥HL—1 - &
WO AL —Ta—F -1 - AR V-1 H-B -4

[0152]  (3aR,4R,5R,7aS) —5- ((1S,2S,4S) —2— (2— (1H-MEME—1-3E) 7, 58) —4-32 H—1-F &
L) —Ta—F 21— A 2\ - T H-efi -4 s DL .

[0153]  (3aR,4R,5R,7aS) —5- ((1S,2S,4S) —2— (2—- (1H-MEE—1-3E) 7, 58) —4-$2 J—1 - &
WO AL —Ta—F -1 A 2 )\ - L H-Bfi 4%

[0154]  Sy—A~sgiti/y a2 (D A&, anfE b SCH R BIRER T R (1), HdbCl.C4
CLURICT 284 [ Bk 7 gl PR AN S EUAR 5 COME— MU s ARAS A& HE 2 B CLAR RS , CLAR —
ANEHUC YRR IE R E LA BT, CLARE AN B, 3F H MRV E R S CL5 2R, C15
e —NE B RYE R -OR B -R®-N (R?) 23 R*J&-R®-0R? . -R®*-CN.-R®-C (0) OR? . -R®*-C (O) N
(R?) 2.-R*-N (R?) 2. —R*-N (R?) C (0) R” \T- 34 HUA R Z R 356 foe S i AT 34 BRA Q1 2% 55 e 3t 5 R
FIR I [ T I P 3 5 HLR® & —CH—N (H) € (0) — (2-FF 3%) Z£ 3 . —CHa-N (H) € (0) - (3-FF 3%) 2K
FE —CHa-N (H) € (0) — (4-550) Z£3E . —CH2-N (H) € (0) — (4—-FF 4 JE) 3L . —CHo-N (H) € (0) - (4-FF
F) FRFEE . ~CHa-N (1) C (0) — (4-= FF JL) ZEFE . —CHa-N (H) C (0) =2k g 3 . —CHo—N (H) C (0) —2-
g 35 . —CHa—N (H) C (0) —3-R I 3 . —~CHa—N (H) C (0) —4-nHig J . —CHa—N (H) € (0) 25 I 7] — 44,
FIR R F . —CHa~N (H) C (0) =] 3 .—CHa—N (H) C (0) CF3,—CHz-N (1) C (0) ¥/ 4k . —CHa—N (H) C
(0) —PR A L . —CHa~N (H) C (0) 2.3 .—CHz—N (H) C (0) —WIR 3 . —CHz—N (H) C (0) —5F A 3 . —~CHz-N
(H) C (0) —253E . —CHo—N (H) C (0) =3 . —CHa-N (H) € (0) A3 . —CH2—-N (H) C (0) -tk R 3L . —CHo-N
(H) € (0) —FU T F£BE~CHa—~CHe-N (H) C (0) 7 FF 18] S Z 0 007 32 s RO e LB R FE 2 E C 14
O s RO S RTE A RO -ORV B B2 Z C L5 B 5 45RO T M 2 B ok B 10 B S e 1) 0 e
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B IF BRI MR A e 3t L i AR e 3 AT 2 BUR B IR R 3 AT BUR 1 3R 8 2 e
H AT BRI 24 2 AT B 75 e 2 AT e IR R PR 2 AT e AR Z PR e AT
EAR ) 2 0 S B AT e AR 2 5 e it

[0155]  Sy—Asgiy A (D A&, andE b SCH R IR R ), HdCcl.c4.
CLLAICI 2% H Sh 7 i e P > EHUAR s COp— MM IR CLARE — N E R CLo B PR X
R s RE-R3-0R”; R%Z —RP-OR? s R™ AR 4L [F] 2 Jl AP AP 3 3 ELR® & —-CHa-N (1) € (0) — -F %) %
F . —CHa=N (H) C (0) — (3=H 3&) 3 . ~CHz—N (H) C (0) — (4-%) KL . —CHa-N (H) C (0) - (4-F 44,
H) ZEIE —CHo-N (H) € (0) — (4—-FF L) ZE L —CHo-N (H) € (0) - (4-=F FF &) Z83E . —CH-N (H) C
(0) =2k g 3 . —CHa—N (H) € (0) —2-ME g 3 . —CHa—N (H) C (0) —3-pE i J . —CHa—N (H) € (0) -4t
g 3 . —CHz~N (H) C (0) —ZE 7] 5 Z2 38 LA 5L . —CHa—N (1) € (0) =T F& . —CHa~N (1) C (0) CF3.—
CH2-N (H) € (0) —¥F 2 2. ~CH2-N (H) C (0) —¥F A 2 . —CH2-N (H) C (0) — £, 2 . —CHa—N (H) C (0) —"k i
H . —CHa~N (H) C (0) — 57 A& . —CHa—N (H) C (0) —Z&5 2 .—CH2-N (H) € (0) —7k 2 . —CH2-N (H) € (0) -8
4 . —CH2-N (H) C (0) -t P 3 . —CHa~N (H) € (0) - T ZE B ~CH2—CH2—N (H) C (0) ZR | 4 230
PRI RO B s RO AL RYAE &L 5 BRI 7 M 2 8 Bl L A 1) I S e 11 0 e 3 OF HL A
ANRIBR ST M A e L AR AT BRI IR R 3, AT IR BRI SR S e 3 AT 3 B
75 3 AT I HUARH 75 e 2 AT 30 AR I 2P 3 AT BUAR I e PRI e 2t AT 32 B ) 2% 75 2
B AT e AR 2 05 R e

[0156]  Sj—A~sgiiti/y a2 (D A&, anE b SCH R B REAR R (1), HdCl.c4,
CLLAICL 2% H Bh 7 i P > EHUAR s COp— DN IR CLAg — D E R CLo B PR X
A8 5 R J&—OH;; R ~OHBL~CHz0H ; R*™ IR FL 7] 2 5l I F 3 3 HLR® & —~CHa-N (1) € (0) - - %)
ZRFE ~CH2~N (H) C (0) — (3-H L) ZRFE . ~CHa-N (H) C (0) — (4—F) A3 . ~CHa-N (H) C (0) - (4-F 44
HE) ZEFE ~CHo-N (H) € (0) — (4—-FF L) ZEFE  —CHo-N (H) € (0) - (4-=FFF &&) Z83E . —CH-N (H) C
(0) =2k g 3 . —CHa—N (H) € (0) —2-HE g 3 . —CHa—N (H) C (0) —3—HE i JE . —CHa—N (H) C (0) -4t
g 3 L —CHa—N (H) C (0) —2R Ff: 1] B 24 FR R Ji 3 . —CHa~-N (H) C (0) =T 3. ~CHa=N (H) C (0) CF3.~
CH2-N (H) € (0) —¥F 2 2 . —CH2-N (H) € (0) —¥F A 2 . —CH2-N (H) € (0) — £, 28 . —CHa=N (H) C (0) —¥k i
H \—CH2~-N (1) C (0) =7 A 2  —CHo—N (H) € (0) —Z% A& . —CH2-N (H) € (0) —23: . —CH2-N (1) C (0) -5
H \—CHa~N (H) C (0) —Mit Mz J: . —CH2—N (H) C (0) =BT F: B —CHo~CHa-N (H) € (0) ZR I [H] — 2 243
AR RO I ROEA  IFHRVE A

[0157]  F—AsLjf )7 280 (D EY, e B SO R BIMER R R, Haik 5 .

[0158]  N-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) -4-§FH-2- GEHRL) - 1-F I HE) -Ta-
B -1 - FR 2 )\ S - TH- -4 2) RO —2- 25 FF el

[0159]1  N-(((3aS,4R,5S,7aS) -5 ((IR,2S,4S) ~4-§F-2- R HL) —1-F IR T ) —Ta-
-1 - FR 3 J\ & L H-Efi—4—J5) B 3) 75 FF e

[0160]  N-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) -4-§FHh—-2- R L) - 1-F I H) -Ta-
31—V P 3 )\ S -1 H-Bfi—4-3%) k) = FF 3 2 e

[0161]  N-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) -4-§FH-2- R L) - 1-F I H) -Ta-
-1 - R 3\ & - L H-Efi—4—J) B 38) = T i

[0162]  N-(((3aS,4R,5S,7aS) -5— ((IR,2S,4S) -4— 42— L&) - 1-F EIF ) -Ta-
B -1 -3 FR 3 J\ S - L - -4 3) HR ) T
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[0163]  N-(((3aS,4R,5S,7aS) -5— ((IR,2S,4S) -4-#H-2- GEH ) -1 - AL &) -Ta-
-1 - HR 3\ & - L -4 J) FR ) T e

[0164]  N-(((3aS,4R,5S,7aS) -5— ((IR,2S,4S) -4-FH-2- GE ) - 1-F AL HE) -Ta-
R -1 -V R 3\ S -1 H- B4 3) HR ) TRk

[0165]  N-(((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) -4-§5J-2- GFH L) -1-F REIF L HE) -Ta-
B -1 -V R 3 J\ S -1 H- B -4 3) HR ) MRk e

[0166] N-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) -4-#H-2- GEH ) - 1-F AL &) -Ta-
B 1 -V B 3\ S -1 H-Efi—4-3%) P 2E) S

[0167]  N-(((3aS,4R,5S,7aS) -5— ((IR,2S,4S) -4-#H-2- GE L) - 1-F AL &) -Ta-
1 -3 HR 3 )\ - L - -4 J) F ) ke —2 - g

[0168] N-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) -4-#FH-2- GEH ) - 1-F AL &) -Ta-
B -1 -3 FR 3 )\ &~ L H-Bfi—4-2%) B 3L) mime I 5

[0169]  N-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) -4-#H-2- GE L) - 1-F AL &) -Ta-
F -1 - R e )\ S - TH-efi—4-2%) B ) O 9F [d] (1, 3] [A) 58 3R 5 0a —5—F LI s

[0170]  N-(((3aS,4R,5S,7aS) -5— ((IR,2S,4S) -4-#%H-2- GE L) - 1-F AL &) -Ta-
1 - R 3\ & - T H-Efi-4-3%) B 3E) —4-F A R O P B I

[0171]  4-F-N-(((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) -4- I -2- BH L) -1-FHIARD
H) —Ta—FAH—1 -0 B 3 )\ - L H-Bfi-4-3%) FF3%) 25 FF At

[0172]  N-(((3aS,4R,5S,7aS) -5— ((IR,2S,4S) -4-#H-2- GEH L) - 1-F AL H) -Ta-
F =1 - R e )\ S - TH-gfi—4-2) FR ) —4- (9 AR ) R B

[0173]  N-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) -4-#%H-2- R L) - 1-F AL HE) -Ta-
B 1 - B 3\ S - T H-efi—4-3) B 3k) —4—FP LK F e

[0174]  N-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) -4-#%H-2- GE L) - 1-F AL H) -Ta-
B -1 -3 FR 3 )\ &~ 1 H-Efi—4—3) FR3E) —2-F oK P I i

[0175]  N-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) -4-#%H-2- R L) - 1-F I HE) -Ta-
-1 -3 FR 3 )\ & -1 H-Bfi—4—3%) FF L) — 1 H-IHL i —2— FR e e

[0176]  N-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) -4-#H-2- R L) - 1-F I HE) -Ta-
-1 -3 HR 3 J\ & I H-Efi—4—J) F3) —3—FP oK FR e

[0177]  N-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) -4-#H-2- R L) - 1-F I HE) -Ta-
R -1 -3 FR 3 J\ - L - —4-3) B 3k Wk —2— R ke

[0178]  N-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) -4-§%H-2- R L) - 1-F I HE) -Ta-
-1 -3 FR 3 )\ & -1 H-Efi—4-3%) B 3E) PR % 5

[0179]  N-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) -4-§FHh-2- R L) - 1-F I H) -Ta-
-1 - R 3\ & - L H-Efi—4-3) B 38) 3R i

[0180]  2,2,2-=4-N-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) ~4-F 32— R L) —1-F 3
WO —Ta-F 31— 0 )\ -1 H-Bfi—4-3%) L) 2 Weh& s DA &

[0181] N-(2-((3a$S,4S,5S,7aS) -5— ((1R, 2S,4S) -2 ,4- - 1-F HLIL O FE) —7a—F -
=37 B NS -1 H- B -4-45) 2 48) ZR9F [d] [1, 3] 18] S 2R FR Mi—5-H iz o

[0182]  F—A~skitiJr sl (D WA, (e B O R AR R 1, Hdrcr.c4,
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CLURICI 245 A7 b A 7 A S BUAR s COf— M AEUAR s R AR 12 B CLAN B, CLA4—
ANEEIUR s YRR IE R E CLE R, CIA AN AU, 9 MRS IE R B CI5H BT, ClL5
B —NEEUL RS -R3-0R B -R3-N (RY) 23 R* & -R5-0R? . —R®*-CN.-R®-C (0) OR?.-R®-C (O) N
(R?) 2 -R*-N (R?) 2, —R*-N (R?) C (0) R” \T- 34 BUAR ¥ Z RS e S i AT 3 BUA QW) Z% 95 Sk e ik s R
AR [ B 22 9 FLR® A2 ~CH2-N (H) CHa— (2, 2- UK I 1A) — S Z R 55) L —CHo-
CHe—N (4—F 43 "R JE) 2. —CHo—CH2—N (H) — (4-F 280 3%) "R . —CHe-N () - Q-9 —4-F 4 HE) %
H \—CHz-N (H) — (-9 —4-F &) "R . —CHo-N (H) - C-F S -4-70) FF . —CH-N () — (2-F
H) I ~CHoN (1) — - 3E-4-50) T —CHa-N (1) - (3,5~ FF 485 2 . ~CHo-N (1) - (3~
B JE) 3 . —CHe-N (1) — (4-F) "R &L —CHo-N (H) — (4-FF 5 3E) K 3L —CHa-N (H) - (4-FF &%) ¢
e —CHo-N (H) — (4—T L) 2 . —CHa-N (H) — (4- =5 52) 3L —CHo-N (H) — (4- % FF Bk 4k) 5%
F . —CHo—N (H) CHo— 2K Ff bk 8 3 | —CHa—CHa—N (H) CHo— 2K 3F ) — 480 2 FF [0 3 . —CH2-N (1)
CH2CHo— (4—FR 48 ) K3 LB —CHo—N (H) CHo— ML IE 38 s R7 S e e B RS2 FE 4 B C14M 82 RO A
RYE A —RP-OR B 3% 135 %5 C1 5110 88 ; BEANRYMh 37 1 2 5 o B B 1) B S B 110 3 Je 3 s OF HL A&
ANRIBRST M A e L i AR AT BRI IR R 3, AT 3R BRI SRR S e 3t AT 3 B
75 3 AT HUARH 75 e 2 A 308 AR I 2P 3 AT BRI e PRI e 2 AT 3 B ) 2% 75 2
B AT e AR 2 05 R e

[0183]  Jj—A gty izl (D &Y, e bSO R IR g i, Hoh e, c4,
CLLAICI 2% H Bh 7 i e P > EHUAR s COp— NI CLAR — D E UK CLo B PR R
AR E-RU-ORY s R*FE-R*-OR? s R* FIR™ L [ J2 ple 7 P 2 9 H R ~CHo-N (H) CHe— (2, 2-
FRIH) A R 0 55 L —CHa—CHa-N (4—FR A R ) 2 —CH2—CHa-N (H) — (4-FR A8 J%) R 2 -
CHz=N (H) = 25 —4-F &) R ~CHe-N () — 2-FR~4-F &) Rk . —CHo-N (H) — (- a2 -
A-50) R ~CHa-N (H) - (2-FF ) 2 . —CHo-N (H) - 2-FF JE—-4-50) F &= -CH-N(H) - (3,5-—-
F A ) 5 8 —CHo-N (H) — (3—FF J5E) 5 . —CHa~N (H) — (4—%0) 3% . —CHo-N (H) — (4-FR4U)
e\ ~CHo~N (H) — (4= ) R 5 ~CHo-N (H) — (4-fH ) " 5 —CHo-N (1) — (4= =30 ) Bk -
CHz~N (H) = (4=Z= FF B ) 2 . ~CHo-N () CHa—Z2 R I ,—CHo~CHo-N () CH— 2R 5 7] 48024
PRI He . ~CHa~N (H) CHaCHa— (4—FAAUHE) 2Rk | B -CH2-N () CHa—E I s RO ek s RO A R
A BRI T M B B Y B SR ) 0 e R 5 I FLAE RO MR A e L i AR
HE AT HUAR R PR AT AR B e e o A e BUA ) 0 6 AT B 77 e s AT
HRAR) 2 P 25 AT 378 BRI 2 PR R e A 30 B 10 2 0 B B AT e BRA Ry 23 5 R e it
[0184]  Hj— Akt y gl (D A&, e BT R AR rh A1, Hodh L. c4,
CLIAICL 2% H Bh A7 M AN SHUAR s COM— MUK s CLARE — N EHUR; CLo B PSS HL
AR5 RUZ~OH; R® J& ~OHBE ~CH20H s R*™FIR™ 35 [ T i W FF 2 3 HLR® J&—~CHa—N () CHa— (2, 2- 5%
IR IFIA) AR IR A ) L —CHa—CHa-N (4—FF 28 R ) 2, —CHa—CH-N (H) — (4-FF 40 5R) R 2k -
CHo—N (H) — (2-F—4-FF ) 3L . —CHo-N (H) - (Q-F—4-F 3E) 3 . —CHo-N (H) - @-F 4 -
4 "I ~CHa-N (H) — (2-F FE) 53 . —CHo-N (H) — Q- FF F—~4-9) “FFE . ~CH-N (H) - (3,5-
AR J) 6 3 . —CHo-N (H) — (3—F 3) 65 . —CHa-N (H) — (4—%50) 3L . —CHo-N (1) - 4-FF 4 0) %
HE~CHo=N (H) — (4-FF J) 5L L ~CHo~N (H) — (4-HE3E) K FE . —CHa-N (H) — (4- =5 3) 3k -
CHo-N (H) — (42K FR i %) AL . —CHa~N (H) CHo— 2K F-IDR M B \ —CH2~CH2—N (H) CHa—2R JF: [|] 48 7%
PRI 9 . —CHa—N (H) CHoCHa— (4-FF 40 %) 2836 . 3R —CHa—N () CHo—ME M 3 s ROJ2 AR 3 RO
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HHRUEA,

[0185]  Sj— Aty il (D AW, Wife B SCH & B bR Hh AR, Hak 3 -

[0186]  (4- ((((3aS,4R,5S,7aS) -5- ((IR,2S,4S) ~4- % H-2- (B H JL) -1 -F LR L) -
Ta—H -1 -7 2 )\ S - TH-fi—4— %) HR RS0 F ) oRdk) COREL) HER s

[0187]  (1S,3S,4R) -4- ((3aS,4R,5S,7aS) —4- ((4—F WG IL) FIE) -Ta-H H-1 - H 3%
J\E-1H-fi-5—5%) -3- e AL) —-4-F LI OB s

[0188]  (1S,3S,4R) -3- (L H &) -4-F F-4- ((3aS,4R,5S,7aS) ~Ta—H F—1 - FL-4-
((Mppmg —4— KL FR R L) D) I\ S - 1H-Efi-5— %) BRI s

[0189]  (1S,3S,4R) -3- G H }) —4-F F£-4- ((3aS,4R,5S,7aS) ~Ta—F JE-4- ((4-F FE
R ) B -1 - B A - L H-efi-5-4%) PR TR

[0190]  (1S,3S,4R) -3- G 3&) —4-F F£-4- ((3aS,4R,5S,7aS) ~7Ta—F JE-4- ((3-F F&E
Fea ) B -1 - B A - L H-efi-5-4%) PR R

[0191]  (1S,3S,4R) -3- GF H ) —4-F F£-4- ((3aS,4R,5S,7aS) ~7Ta—FF JE-4- (Q-F F&E
o ) ) -1 - R A - L H-efi-5-4%) PR R

[0192]1  (1S,3S,4R) -3— (2 F &) —4- ((3aS,4R,5S,7aS) —4— ((4-F A LR AR P ) -
Ta—H -1 - 0 )\ - 1 H-¢fi-5— %) —4-FF BRI U

[0193]  (1S,3S,4R) -3- (2 FF ) —4-H F-4- ((3aS,4R,5S,7aS) ~Ta—F FH-1-
(- ERF ) R B N\E-1H-Ei-5-4%) O

[0194]  (1S,3S,4R) -4- ((3aS,4R,5S,7aS) —4— ((3,5- — F 4 L AL ) H L) —Ta—H -
1= FF R VR -1 H-Bi -5 —3- R ) —4-FR LR O I

[0195]  (1S,3S,4R) -4 ((3aS,4R,5S,7aS) —4— ( ((IH-ZE 3 [d] ke —2-3L) B L5 3L) H
H) —Ta—-F B A L VR -1 H-Bi-5-4%) -3- R J) —4-F LI O I

[0196]  (1S,3S,4R) -3- & J&) -4-F Ft-4- ((3aS,4R,5S,7aS) ~Ta—F F—1 -\ F F-4-
(U-fHFEA R L) L) A -1H-ei-5-0%) SO B

[0197]  (1S,3S,4R) -4-((3aS,4R,5S,7aS) —-4— (((2,2- —F A I [d] [1,3] 1) A I K
Jfi—b—Hk) FR L2 5L L) —Ta— A1 - i )\ S - LH-¢fi-5-4%) -3- GRS —4-F A3
M s

[0198]  (1S,3S,4R) —-4-((3aS,4R,5S,7aS) —4— ((4-FR—-2-FF L ILE IL) L) —Ta—F J&-
1-\F FF R )\ -1 H-Efi-5-3E) -3- R %) 4-FF LR L

[0199]  (1S,3S,4R) —4- ((3aS,4R,5S,7aS) —4- (- —-4-F ALK HEA L) FI) -Ta-F
H-1-TE R VA -1 H-Bi-5-2%) -3- R 2) —4-F LR Ul

[0200]  (1S,3S,4R) -4-((3aS,4R,5S,7aS) —4— ((4—fF—2- AL R H A L) F i) -Ta-F
HE-1-TE R VA -TH-Bi-5-2%) -3- R ) —4-F LR Ul

[0201]  (1S,3S,4R) —4- ((3aS,4R,5S,7aS) ~4- ( Q- —4-F W ILEIL) F ) -Ta—HF H-
1P FF R )\ -1 H-Efi-5-3%) -3- FR R 2%) —4-FF LR Ll

[0202]  (1S,3S,4R) -4- ((3aS,4S,5S,7aS) —4— (2- CW (4-F FFLK L) FIb) 2.3E) -Ta-H
Fe-1-F 3 VR -1 H-Efi-5-%) -4-F B b -1, 3- 1%
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feesh | N-((AR,58)-5-(1R28.,48)-4- 5 £ 2 F A)- - F AR TH)-1,1-=F A&
No.7 -2,3,4,5,6,7-% G- 1H-2h -4- 30 ) 7 Jo)F # B A

a4 | N-(((AR,53)-5-((1R28,48)-4-Z A 2- (BT A)--F AR T L)1, I-—F A
No.8 -2,3,4,5,6,7-5v&-1H-#p-4-3) ¥ %)}ﬁ@ Bk B

A | (A-((((3aS4R,58,7a8)-5-((1R,28,48)-4- 5 K 2 (B W ) 1-F EIL THK)-Ta-F
Mo BT Y ENEAHF -4 T AR T AFAEL) PR
ety | (18,38,4R)-4-((3a8,4R,58,7a8)-4-((4- A F A2 IL) F AR)-Ta- F 2k-1- F N
No.10 £ 1H-7-535)-3-G2 W) -4- ¥ R IR T8

Hb4 | (3aRAR,5R,7a8)-5-((18,28,48)-4-2 5 1- F A -2-(2-(ibrdobe- 1-20) TH)IR T
No.11 H)-Ta-F 1T FENETH-F-4-5F

sty | (18,38,4R)-3-(42 F £)-4-F H -4-((3aS,4R,58,7a8)-Ta- T 2 -1-T F K -4-((H
Ng. 12 4R FRAR) TN IH-H-5- 2R T8

fadh | (18,38,4R)-3-(2 F 2 )-4-F 2-4-((3aS.4R 58,7a8)-Ta- T A -4-((4- T A F AR
No.13 HOF )18 F NS -TH-2-5-20 )3 5%
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fetdh | (18,38,4R)-3-(32 F A )-4-F 2 -4-((3aS,4R,58.7a8)-Ta- F & -4-((3-F A F A&
No.14 B)FPA)1-2 F RS- TH-2-5- )R T8

feordhy | (19,384R)-3-(F8 T 4 )-4-'F % -4-((328,4R,58,7aS)-Ta- F -4-((2-F AT LA,
N,15 PN FARE L5 PN Wi T

et | N-((3aSAR,58,788)-3-((1R 28 48)-4-2 £ -2-(2 T £ )-1-F £ Tk )-7a-F
No.16 H-1-T FEAR-TH-8 -4-55) F 20)-2- 5 T 8L

febody | N-(((3aS,4R,58,7a8)-5-((1R,28,48)-4- 7 2k -2-(32 F 1 )-1-F B IL T A )-Ta-F
No.17 F-1-TB W NS TH-20 A2 W8 5 P BLAE

-4 | (18,3S,4R)-3-(5 T #)-4-((3a8,4R, 58, 7aS)-4-((4-F A F A EH) F #)-7a-F
No.18 F - PRS- 2554 F R IR B

fededr | (18,38,4R)-3-(7 ¥ 35 )-4- ¥ 35-4-((3aS,4R,58,7aS)-Ta- F £-1- . F R 4-(4-(=
No.19 A¥ A F AR FEONS-TH-%-5- 4R T8

feidh | N-(((3aS4R,58,7aS)-5-((1R,2S,48)-4- 72 3L 2- (5 P L )-1-F LR & 4k )-7a-F
No20 1T T ENGAH-H AT = TR CBAE

fodh | N-(((328,4R,58,7a8)-5-((1R,28,48)-4- B A 2 (£ F H)- - ¥ AKX TH)-7a-F
Mozl AR EASCIH- 40 F )7 ToUE

fededh | N-(((32S AR,5S,7a8)-5-((1R,28,48)-4- £ K 2-(5 T £ )-1-F A IR &AL )-7a- 7
No.22 1 AN S TH- 2 4-50) T2 A 8L

64 | N-(((3aS,4R,55,7a8)-5-((1R,28,48)-4- % A -2-(F2 P 2 )-1-F AR T4 )-Ta-F
N3 Hoe 1 BN S TH- B -4-00) W) T BEM:

fetody | N-(((3aS4R,58,7a8)-5-((1R 25,48)-4-# - 2-(2 F H)-1-F R AL T H)-Ta-F

lo481]  |o-24 Foo - P NS H--4-2) T k) K B

teadh | (18,38,4R)-4-((3a8,4R, 58,78 )-4-((1H-sthodi- 1-2) 9 JK)-7a- 9 - 1- 2 9 RN
No.26 SIH-B-50)- (R P A4 P AT EE

by | (18,38,4R)-4-((3aS,4R,58,7aS )-4-((1 H-1,2,4- Z - 1- ) F 3 )-Ta- T -1-32 F
Mo.27 FNE-H-H-5-5)-3-(F F 55)-4- P AKX L5

tedy | (18,38,4R)-4-((3aS,4R,58,7a8)-4-((1H-F FF[d]sk - 1- ) ¥ & )-Ta- F Jh-1-T
Ho.28 FAANLAH-2-5-5)-3-(F8 T 2)4- P RIRTH

feedh | (18,38,4R)-4-((3aS,4R,58,7a8)-4-(2- 8k L2 )-Ta- F 2h-1-8 F EAS-1H-%
No 28 5-J)-3-(F TR )-4- T IR IR 25

thady | (18,3S,4R)-4-((3aS,4R, 58,728 )-4-((1H-"5]%k-1-3K) “F!ii)ﬂa- CERE LT PN
No.30 R-AH-H-5-2)-3-(F F A )-4-F AR L5

ety | (18,38,4R)-3-(# F 45)-4-((3aS,4R,58,7a8)-4-(-= &, - 1-2 F 35 )-7a- F 2 -1-
No.31 S ENG-TH- -5 4-F RN B

Yol | (18,38,4R)-4-((3aS 4R, 58,7aS)-4-((3,5-= F LTI EIL) F 5)-7a-F J-1-
No.32 TP HANFTH-30-5-35)-3-(F% P 20 )-4-F 37 282

tobodh | (18,38,4R)-4-((3a8.4R, 58, 7a8)-4-(((1H-FAF[d] kb 2-30) F B ) T2 )-Ta-
No.33 T ANRCIH-#-5-50)-3-(% ¥ £0-4-F BRI TBF

tobodh | (18,38 AR)-4-((3aS AR,58,7aS)-4-((R A [d][1,3]18 = BA 3R KM -5- 45 F A&
Nosd | )T K)Ta- 712 P INEAR-H-5- 003G T )47 R A5
1 | (18,38,4R)-4-((3aS,4R, 55,728 )-4-((6- R A -9H-"E%-0- ) F 2£)-Ta-F 2-1-1
No.35 FANACTH-#-5-46)-3-(72 § )4 AR EF

a4 (1835,4}{)'3_(%@ \?}5&)-4- ‘?’E-4-((3as,4&5 $’7asv)_7a_ i E»- 1-3 7%-4-((4-/5‘}%1'
No.36 AFEE) THONE-IH-#-5-48) 5 OB
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(18,3S,4R)-4-((3aS 4R 58,728 )-4-(((2,2- = R A FF[d][ 1.3]/8] = A2 2R R M -5-

[ SLEE VST SN S PEABARA-5- R 305 P 4P 5
el

febdh | (18,38,4R)-4-((33S,4R,58,7a8)4-((4-A-2- F A F AR F L) Ta-FA-1-2
No.38 WANE-IH-B-5-20)-3- (B Y 2)4-F RN TE

A4 | (18,35,4R)-4-((3aS,4R,58,7a8)-4-((2- A-4-F B F R F) F H)-Ta-F 2h-1-
No.39 TP EARIH-F-5-05)-3-(F T 2 )-4- T AR TR

14 (18.38,4R)-4-((3aS AR, 58, TaS)-4-((4-R-2-F B F A RA) T H)-Ta- ¥ -1
No.40 I ENECIH-7-5-20)-3- (B ¥ 2 )-4-F AR OB

feady | (18,38,4R)-4-((32S,4R,58,7a8)-4-((2- B-4-F A F R ALY H)-Ta-FH-1- 2
No.4l A NR T H-3-5-30)-3-(% T 3#)-4-F L 3r 2,82

feady | (18,38,4R)-3-(% F £)-4-((3aS 4R 58, 7a8)-4-(4-F RA R LA A H)F H)-Ta-
No.42 BR3P R NS TH-8-5-30)-4-F IR OB

fead | (18,38,4R)-4-((3a8,48,5S,7a8)-4-(2-(=(4-F 2L F H) B ) L )-7a-F K -1-
No43 TP NS TH-2-5-350)-4-F 3R Sobe-1,3- =8

ety | (18,38,4R)-4-((328,48,58,7a8)-4-(2-(4- F B F A REY L) -Ta-F & -1-2
No.44 NS H-3-5-2)-4-F IR T¥7-1,3- 8%

febedh | (18,38,4R)-4-((3a5 48,58, 7a8)-4-(2-(F A [d][1,3] 1] = FL e 2R R M -5- 25 7 4L 4
No.45 H)TH)-Ta-FI-1-38 F IR E-1H-85-5-3)-4-F I Oe-1,3- 282
tea4 | (3aR,4R,5R,7a8)-5-({18,28,48)-4-# & -1-F Hh-2-(2-Fope B T K) K T 2R )-Ta-

Nod6 P T P EANE-1H-P 4-88

loaga] | B H | (IS3SAR)-3-(RA T A )-4-((328 4R 58, 7a8)-4-(RAL T 1) Ta- FA-1-2 7 2
NoA7 NE-1H-#-5-50)4- F AL L8
o4 | (3aRARSR,7aS)-5-((18,28.48)-4-F2 - 1-F 2 -2-(2-(A- T Bohh-1-1) 0 B )5R
No.48 Tk )-Ta- Tk 1-T AN H- P-4
fear | (3aRAR,5R,7a8)-5-((18,28,48)-2-2-(1H-1,2,4- 274 1K) T )-4-72 A - 1-F
No.49 gﬂ: 65&)_7&_ tﬁ}g_l_ﬂﬁ ‘F,{k/\%—IH-Eﬁ~4—ﬁ§‘
b4 | (3aRAR,5R,7a8)-5-((18,28,48)-2-(2-(1H-2k -1 - 1) L. )-4- 7 - 1-F R IR €,
No.50 H)-Ta-FH-1-T PR AS - H-2h 452
fotdh | (aRARSR,TaS)-5-((18.28.48)-2-2-(1H-462-1-00) LA 4- 2 - 1-F AT
No 51 Hy-Ta- W -1- Y NS -1H-F-4-B2
feadh | (GaRAR SR, 7a8)-5-((18,25 48)-2-2-( 1% 14 L H)4- A A1 F AA L
No.52 ;’EEL)—T&- W T RN S 1 - 4B
feddn | (1S38,4R)-4-((388 48,58, 708)-4-(2-% T I)Ta- T &-1- T F AN F-1H-2-5-
o4 F)-4- T -3 (R -2 BB IR B
bty | (18,3S4AR)1-4-((3aS,4R,58,7a8)-4- (% F 4)-Ta- ¥ h-1- F HAZ-1H-27-5-
No.54 H)-4- T3 3((HR 23k FUk) T ) 3R S8
feddr | (3aRARSR,7aS)-5-((18.28 48)-4-% - 1-F 4522 (CER-2- AR )
No.55 CAh)-Ta- B &2 § RS IH-5 4.8
oot | (3aRAR,SR,7a8)-5-((18.28,48)- 47 J 1 - Jo-2-(2-(Heo-2- B o) L) 3R
No.56 2)-Ta-F b1 FRAS-1H-7-4-
febd | (3aRAR,SR,7aS)-5-(18,28 48)-4-#2 - 1- ¥ -2-(2-(HR-2- A ) T )3T
NoA7 TA)-Ta-FAE-1-2 F R AG-TH-%-4-8

1ot | (18,38.4R)-4-((3aS,68,7R,7a8)-7-(£ I F %)-3,3a- = F %-3a,4,5,6.7, Ta-7< &,
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No.58 -1H-8-6-48)-3-(2 ¥ H)-4- F R IL C05

feadh | N-(((3aR,68,7R, 7a8)-6-({ IR 28,48)-4-72 2 2-(F2 P 3 )-1-F A L E30)-3a- T

No.59 H#-3a,4,5,6,7,7a-7 £ 1H-20-7-20) F ) Kbl

tetd | (18,38,4R)-4-((18,3a8,4S,58, 7aR )-4-(A L ¥ 1)-1- 2 B -Ta- F R ANE-TH-F

No.60 S5-H)-3-(F T R )-4-F O OB TR R

Hedh | (18,38,4R)-3-(% T 4 )-4-F J-4-((3aS,4R,58,7a8)-Ta- T - 1- T F A A4((H7%

No.61 DAY AT HNR-H-F -5 )R TE

febedr | (28,3a8,4R,58,7aS)4-(FL FAL)-5-((1R,25,48)-4-# I 2-(F T A)-1-F R

No.62 B8 )-Ta- P H-1- P AANSA-IH-2-8

oy | ((IS2R,58)-5- A48 -2-((3aS 4R, 58,7a8)-4-(3 ¥ 2 )-Ta-F - 1- B FAA

No.63 STH-F-5-40)-2-F AR )P s

o | (18,35,4R)-3-( T 20)-4-((32S,4R,58,7a8)-4-(7 F 2)-Ta- T 2L 1- T F 2

No.64 -3a,4,5,6,7,7a-5% A-1H-Fp-5-3 )-4-F 230 BT g

bty | (18.38,4R)-3-(3 T A )-4-((4R,58)-4-(38 ¥ B)-1,1-=F #-4.5,6,7-29 - 1H-# |

No.65 -5-Jh)-4- PRI OB

et | (2RAR,58)-5-((1R,28,45)-4-32 3 2-(% T 20 )-1- T IR IR & 20y 4-(B T 2)-1,1- |

No.66 Z 92,345,677 A 1H- 2B

a4 | (18,35,4R)-4-((3aS,4R,38,7a8)-4-(F BAL T 3L )-Ta- T A-1-32 F AANS-1H-% |

No67 -5-38)-3-(F2 V4 )-4-F A A LB

fedsdr | (18,38,4R)-4-((3a8,4R,58,7a8)-4-((3,5- = F A F B F £ )-Ta- T -1-B |

No.68 FENEIH-B-5-0-3-(2 T AO4-F AR TEE
loaga] | T68# | N-((3aSAR55.7a8)-5-((1R 28 45)-4-F2 £-2-(% T R)-1-F RIRTH)-Ta-F |

No.69 | 138 TN E-TH-20 -4-30) T 2 sk

et | N-((3a8,4R,58,7a8)-5-((1R,28,48)-4- 2 A 2-(2 F 1h)-1-F AR TH)-Ta-F |

No.70 B 1- T W NS TH-2F -4-20) W 20 - Ja e e

Tt | N-(((3aS4R,58,7a8)-5-((1R 28 48)-4-F2 S 2-(F2 W 3)-1-F LR S K )-Ta-F |

No.71 F-1-3F NS TH-25 4- 25 ) F 3k yetboR 2 F e

b4 | N-(((32S.4R,55,7a8)-53-((1R 28 48)-4-72 A 2-(B F H)-1-F AKX T HK)-Ta-F |

No.72 10 AN G- 1H-26 400 ) A B

e | N-(((328,4R,58,7a8)-5-((1R ,28,48)-4-F H 2-(F FH)-1-F LK T H)-Ta-F |

No.73 | A-1-B FANEH--4-2) P ) B[] 13]F = R IR f-5- F BbME |

¥y | N-(((3aS4R,58,7a8)-5-((1R,28,48)-4- 2 h-2-(F F B)-1-F R LA )-Ta-F

No.74 H-1- FHENSA1H-P74- 8 F 4 )-4-F 0O 7Bt

ot | 4-R-N-(((3a8,4R,55,7a8)-5-((1R,28,48)-4-# 3L 2-(F ¥ 4)-1-F LI T

No.75 H)-Ta-F A-1-T W ANS-TH-4- 0¥ 2R ¥ B

feo-4h | N-(((3aS,4R,58,7a8)-5-((1R,28,48)-4-F R 2-(# P ) 1-F AR S H)-Ta-F

No.76 10 TN SATH-5-4-0) T RO4-(Z AT )R T 8t

fobedh | N-(((3a84R,58,7a8)-5-((1R 28,48)-4- 2 2-(F W #)-1-F LI R )-Ta- 7

No.77 H-1-3 T EAS-TH-24-8) T 3)-4-F K P B

et | N-(((3a8,4R,58,728)-5-((1R,28,48)-4-F2 3 2-(72 T 45 )- 1- T R IR T AL)-Ta- T

No.78 F1-3 F NS TH-3 420 T ) 2-F AR F B

feo ¥ | N-(((38S,4R,58,7aS)-5-((1R 28 ,48)-4-F2 - 2-(2 F 3)-1-F AR O H)-Ta-F

No.79 F-1-38 P A TH-8-4-30) T 5)- | H-bbog0- Pk

Wo# | N-(((3aS4R,58,7a8)-5-((1R,28,48)-4-F# K 2-«(A F H)-1-F AR L H)-Ta-F
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[0484]

[0485]

PIIAREPEIE -

[0486]
[0487]

No.80 ELETENGHAARTE) 3 T AR PR
febdh | N-(((38S,4R,58,7a8)-5-((1R 28,48)-4- 2 K 2-(2 F )-1-FEIX L H)-Ta-F
No.81 A-1-B T ENE-TH-8 —4—}_&)‘? )Eg)w}\vﬁ]_z_ W Et e
feir | N-(((3aS4R,58,7a8)-5-((1R,28,48)-4- 12 2. -2-(8 P 2)- 1-F IR H)-Ta- F
Heb2 Ho 1T EANS-TH-2-4-25) F 2SR A B
fe#hy | N-(((3aS4R,58,7a8)-5-((1R 28 48)-4-F2 H -2-(F2 F 2)-1-F KA T ) Ta-F
Nog Bl P RS H-24-10) TSR S Bh e
fobdy | 1-GH-3-((3aS,4R,58,7a8)-5-((1R,28,48)-4- A A 2-(A F A)-1-F AR LT
No84 J)-Ta-F -1 F AN S -1H--4-28) P )R
e | 14((3aS 4R, 58,7a8)-5-((1R,28,48)-4-F2 2 -2-(#8 F 3 )-1-F A IR TH)-Ta- T A
No.8S -1 -ﬂl’/_;‘?}g/\g_1}[_gﬁ_4_}g) ‘T’%)-&‘?ﬁ\%}]ﬁl
{eAdh | 2,2,2-5 #-N-(((3aS,4R,58,7a8)-5-((1R,25,48)-4- % K 2-( F ) 1-FT AR L
No.86 FH)-Ta-F R T AR TH-Bp-4-50) T ) LB
Yooty | 2(3aS,4R,58,7a8)-5-(( 1R, 28,48)-4-F 3 2-(F T 2)-1-F 2 IR A )-Ta- T 21
No. 87 1 NS IH- 2 -4-5) T
feedy | (18,38,4R)-3-(F2 F £ )-4-((3aS,4R,58,7a8)-4-((F AL R F & )-Ta-F 2-1-
No.88 I FANETH- 2 -5-50)4- F 4 5 252
bt | N-(((3a8,4R,58,7a8)-5-((1R 28,48)-4- 72 35 -2-(# F £ )-1-F LK LA )-Ta- F
No.89 H-1-T P EANSCIH-3 480 T ) FU
fe oty | 2-((3a8,4R,58,7a8)-5-((1R 28,48 )-4-F2 22 (£ F 3 )-1-F R IR T B )-Ta- P 3
No.90 - NS TH- P-4 25 B
febrdh | 1-F H-3(((3aS,4R,58,7a8)-5-((1R 28,48 )-4- 52 h2-(5 T ) 1- P AIR T
RNo.91 £)-Ta- -1 FENECTH-5-4-5) ¥ OB
b4 | 14((3a8,4R,58,7a8)-5-((1R28,48)-4-32 . 2-( T H)-1-F LI T 4)-Ta- T &
No.92 1= 9 RN G- TH-BP -4 20) W 3R)-3- R B
Tt | N-(2-((3a8,48,58,7a8)-5-((1R,28,48)-2,4- =2 JK-1-F AR IR T A8 )-Ta- T AR -1-
No.93 AN G LH-5-4-5) SR AN L3]I = BT R I-5- F e
febet | 3-((18,28,58)-5-# -2-((3aR 4R, 5R, 7aS)-4-2 H-Ta- T - 1-T P N S-1H-
No.94 2-5-30)2- AR S H) B
febh | 3-((18,28,58)-5-# 2 -2-((3aR 4R, 5R, 7a8S)-4-#2 5 -Ta- F Jh-1-T F FN A -1H-
No.95 Bh-5-35)-2- T AL BR 2 3K A B
Yooty | N-(((18,28,58)-5-72 -2-((3aR 4R SR, 7aS)-4-72 5 -Ta- F J-1- B F EAS,
No.96 | -IH-#-5-%)-2-F R ) F ) RI[I[1,3]0 = FAe 5 AUfp-S- 7 Bk
1A | 3-((1R,2S,58)-5-7 F -2-((3aR 4R, 5R,7aS)-4-7% H -7a- F -1- T F 1 AL -1H-
No.97 Fi-5-15)2-F R L) REL
fe oty | (3a8,4R,58,7a8)-5-((IR 2R 48)-4- 78 Hh -2 (5 P A )-1-F S 95 & 3 )-7a- F H-1-
No.98 P AANS-1H-5-4- R 8

Y Bl iR B R SR AERA T SSRGS L, AR SEREB A T AR ]
AR PEAL S A 1l DA B AE il 26 A5 B KA A5 b P fsl PRI AL 540 » BASG RS Tk ssqb £

SE it 1

1- (((4R,5S) -5— ((IR,2S,4S) ~4- ¥ H—2- R ) —1-F R L) -1, 1- I H-
2,3,4,5,6,T-7NE-1H-Bfi-4-3%) I JUELER & (L& 4INo. 3) & 1k
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N,Box:
No A HOS

7 NJ\NHBOC
<
R

TEA, THF HOY
MeOH

[0488]

ZASH
— e
MeOH

A

SNH

3
HN)/\NHQ

[0489]  A.¥% (1S,3S,4R) —4-((3aS,4R,5S,7aS) —4- (EIEF L) —Ta-PE-1- TR E /NS -
TH-Bfi-5-3%) -3- G2 3) -4-F BRI CBE L RES (b5 %No. 1,105mg, 0. 28mmo1) N, N”=X¥
GRUT 4 L 3 ) — L H-E e —1 —FF Bk (94mg, 0. 30mmo 1) F1 =7, & (80uL,0.57mmo 1) [#] £EMeOH
(I1mL) FNTHF (5mL) [ VERAE iR I FRI A o 1 VR 540 FHCHaCl 2 (35mL) #% , A YU FINaHCO3
TS (2 X 10mL) Feik , T8 (NaS04) F H G o A A TEV A AR RS F AR B Y (4% R J56%
MeOH/CH2C12) , 3843 0 At [EA R (Z) - GRUT S g 2 k) (((3aS,4R,5S,7as) -5- ((IR,
2S,4S) —4-$23-2- G H L) -1 -FF IR L 3E) —Ta-H 31 -0 FF 3 )\ R -1 H-Eh-4-3%) F L
) W AL R ABUT B (A INo . 2, 142mg,90%) .

[0490] B.JW (7) - RUT AH FERA L) (((3aS,4R,5S,7aS) —-5- ((1R, 2S,4S) -4 H-2-
L) -1-FF RO L) —Ta- R -1 3 VR - TH-gi-4-J) B R 2URS) I FF R s Ak
TR T s (L& 4¥INo . 2, 142mg) FIAEAN HC1/ 287528 (2mL) FiMeOH (1mL) H ()& MR AE = T4
FEIR GIRA W4, HiMeOH (10mL) $REX =% 3 Hik4d , 7+ H HEt20 (20mL) BERE =K , 3745
KA AR - (((4R,5S) -5 ((IR, 2S,4S) —4-#23E-2- GEH IE) - 1-FHEF O F) -1,1-—
F3-2,3,4,5,6,7-NA-1H-fi-4-3%) B 3L) IR & (b5 ¥No. 3, 103mg) 1E.'"H NMR
(CDC13) :67.20 (1H) ,3.75 (m, 1H) ,3.65 (m, 1H) ,3.45 (m, 1H) ,3.20 (m, 1H) ,3.05 (m, 1H) ,2.40
(m,1H) ,2.25-1.55 (12H) ,1.2 (4H) ,1.00 (s,3H) ,0.92(s,3H) ,0.85 (s, 3H) .ES-MS m/z 364
(119

[0491]  SEjiffs) 2

[0492]  (1S,3S,4R) —4- ((4R,5S) —4- (RN HE FF R L) L) -1, 1-—=H Jk-2,3,4,5,6,
T-NE-1H-Ei-5-4%) -3- GEH 3E) —4-F IR B (L& YINo . 4a) 1A %,

[0493]

[0494] % (1S,3S,4R) -4- ((3aS,4R,5S,7aS) —4— (((FRPAHEF L) 2 HE) FHE) —Ta-FJE-1-
W B N -1TH-Bli-5-58) -3- e T Jk) 4-R B OB LR B (b & ¥No . 4,95mg,
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0.22mmol) () IN HCI GKIEWR) (5.5mL) VERAE60 C R IL A A IERA HE0°C, FI10N NaOH
UKW FT 2 pH 12,38 H FHEtO0Ac (30mL, 4R f52 X 10mL) ZEHL 4 & FE 1A HLZE T 18
(MgS04) FF H iR 45 DA (L A i (A YUk (1) (1S, 3S,4R) —4— ((4R,5S) —4— ((BRTA S B L )
) -1,1-=HH-2,3,4,5,6, 7-7NE-1H-Hi-5-3%) -3- G %) —4-F AN OB (&Y
No.4a,55mg,67%) .'H NMR (CDsOD) :83.83 (m,1H) ,3.44 (m,1H) ,3.22 (m,1H) ,2.77 (m, 1H) ,
2.57 (m,3H) ,2.39 (m,1H) ,1.20-2.22 (m,17H) ,0.99 (s,3H) ,0.93 (s,3H) ,0.91 (s,3H) ,0.54
(m,2H) ,0.19 (m,2H) ;'*C NMR (CDs0D) :6144.5,135.3,71.4,63.4,55.6,53.8,46.7,43.6,
42.5,40.2,38.8,37.3,35.7,34.2,33.1,32.2,27.3,25.7,20.9,20.8,20.1,11.2,4.1,
4.0.ES-MS m/z 376 ([M+117) .

[0495]  sCiafs3

[0496]  (1S,3S,4R) ~4— ((4R,5S) ~4— (- HFEEIHL) FHL) -1,1- -H3H-2,3,4,5,6,7-75
A -1H-Ei-5-3%) -3- (R &) 4-F HIA OB (LA YINo. 6) [ A Rk

[0497]

N S
8 oH |
[0498] % (1S,3S,4R) —4- ((3aS,4R,5S,7aS) —4— ((FH FLE IE) F ) —Ta—H -1 FF 3
J\E-TH-Bi-5-35) -3- G ) —4-F BL3F OB 4 R IE (b 5 9No .5, 172mg , 0. 420mmo 1) [
IN HC1 GK¥&EVR) (7. 5mL) IEWAE6O CHEHE L 4 KB H1 20°C , FH10N NaOH GKIE W) 1
F#EpH 12, 3F H HEt0Ac (20mL, 4R J52 X 10mL) ZHL -4 35 1A HLZ T8 MgS0s) I H.ik 4
PLER AT IR (1S,3S,4R) —4- ((4R,5S) —4- (L) ) -1,1- " FH-2,3,
4,5,6,7T-NEA-1H-Ei-5-3&) -3- R -4-F HIF O (b5 ¥No.6,114mg,78%) . '1
NMR (CD30D) :63.82 (m, 1H) ,3.43 (m, 1H) ,3.19 (m, 1H) ,2.38 (m,2H) ,1.16-2.25 (m,23H) ,0.98
(s,3H) ,0.92(s,3H) ,0.90 (s, 3H) ;°C NMR (CDsOD) :6143.5,136.1,71.4,64.9,63.4,46.7,
46.3(20) ,43.6,41.7,40.2,38.7,35.7,35.6,34.6,33.1,32.2,27.4,25.6,20.8,20.4,
20.1.ES-MS m/z 350 ([M+1]7) .

[0499]  Sijiffs)4

[0500]  N-(((4R,5S) -5- ((IR,2S,4S) ~4-F2H-2- R L) -1 -FRERCH) -1, 1- —H 3~
2,3,4,5,6, T-7NE - 1H-gfi-4-2%) L) 4B Gb51No0. 9) (A L

Ac,0, DMAP,
TEA, THF
——

[0501]
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[0502]  A.7E0°C FAE&SH, M (1S,3S,4R) —4- (4R, 5S) —4— (FHEF L) -1, 1- -2,
3,4,5,6,7T-7NEA-1H-Hi-5-3) -3- A F &) 4-FREKF O bk 5¥No. 7, 153mg,
0.476mmol) EtsN (0.20mL,1.4mmo1) FIDMAP (5mg,0.04mmo1) [ THE (4.8mL) ¥ H A Ac20
(0.14mL,1.5mmol) , 7 H AR AEO CHEFEBmin SR 5 78 S IR Rk 1h B I Wk 4 , JF HLB AR
B VIVAARAEELOAC (50mL) H o W VAR P M FINaHCOs 7K AR (4 X 20mL) FHEh 7K (2 X 20mL) FEig
SRIG T (MgS04) FF HLIk 4 , R1F N BV UAR (1S, 3S,4R) 4= ((4R,58) ~4- (L. Bi g 2 H
) -1,1-—HF3-2,3,4,5,6,7- A H-Ei-5—3) -3- (LB AR 3E) 4-F HIF D H 2R
B5 (b &%INo . 8, 186mg) «

[0503]  B.p] (1S,3S,4R) -4~ ((4R,5S) 4~ (LB R 3L -1, 1- —H H#-2,3,4,5,6,7-75
H-1H-Bfi-5-4%) -3- (LB AR L) -4-F RO R LR ES (b5 %No . 8, 186mg) [#)MeOH
(4. 2mL) ¥ NN TON NaOH GKIEWR) (0.42mL,4. 2mmol) , SR f5 78 2 30 B 24 FE Lh K i)
we4n , It H 5% B AFEt0AC (40mL) FIH20 (20mL) 2 [F) 43 i o 4 7K /2 FHE tOAc (2 X 20mL) Z5EHY ,
I H A IR A HLZE T4 MgS04) 3 HLik 4 . il il th 3y AE ik e B Atk 88 4 (100:10:
2CH2C12/MeOH/NH4OH) , 3R15 AT AR IKIN- (((4R,5S) -5- ((IR, 2S,4S) ~4-#H-2- (& H
H)-1-FRERFCE) -1, 1-—HE-2,3,4,5,6,7T-NEA-1H-Ei-4-3%) FIL) 28 ka9
No.9,103mg, 2N B360%) o 'H NMR (CDs0D) :63.79(dd,J=11,2.3Hz, 1H) ,3.42 (m, 1) ,
3.18 (m,1H) ,2.94 (dd,J=13,10Hz,1H) ,2.44 (m,1H) ,1.12-2.21 (m,20H) ,0.99 (s, 3H) ,0.92
(s,3H) ,0.81 (s,3H) ;*°C NMR (CDs0D) :6173.0,144.5,135.1,71.3,63.3,46.6,43.6,43.5,
41.5,40.2,38.5,38.1,35.6,33.9,32.9,32.2,27.2,25.8,22.7,20.8,20.5,19.7.ES-MS
m/z 364 ([M+1]7) .

[0504]  sCiafs15

[0505]  (1S,3S,4R) —4-((4R,5S) -1, 1- ~FH—-4- ((FRZFIL) FIL) -2,3,4,5,6,7-NE -
IH-Bfi-5-J) —3- R HJL) —4-FF B OB (b &4No . 1) 5 Rk

[0506] Mol

10 o H 11 QHm

[0507] % (1S,3S,4R) -4~ ((3aS,4R,5S,7aS) ~4— (& FLF Ft) ~Ta—H F-1-F 3 )\ A - 1H-
gfi-5—Jk) —3- (B2 k) —4-F B IR OB 4 e B (& 4No . 10, 112mg, 0. 283mmo 1) (1IN HC1
ORI (7.0mL) VEIRAE60 CHEHEIT A 4GS 1 220°C , FH10N NaOH K& W) 15 % pH
12, 3f H HEt0Ac (3 X 20mL) ZEHL 55 I (1A HLJZ T2 MeS00) I HLIKAT , 3R15 v 1 (A ifl ik
) (1S,3S,4R) —4- ((4R,59) —1, 1- ~H F—4- ((FHREIL) FHL) -2,3,4,5,6, TN A - 1H-Efi-
5-Jk) —3— (R FR L) ~4-F R OB (A %INo. 11,75mg,79%) o 'H NMR (CD30D) :63.82 (m,
1H) ,3.43 (m,1H) ,3.21 (m,1H) ,2.67 (dd,J=12,3.1Hz,1H) ,2.51 (m,1H) ,2.42 (s,3H) ,1.15-
2.21 (m,17H) ,0.99 (s,3H) ,0.92 (s,3H) ,0.90 (s, 3H) ;"*C NMR (CDsOD) :6144.3,135.3,71.4,
63.4,56.2,46.7,43.6,42.2,40.2,38.7,37.3,36.3,35.7,34.3,33.0,32.2,27.3,25.6,
20.8,20.7,20.0.ES-MS m/z 336 ([M+1]7) .

[0508]  SEjififs6
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[0509]  (1S,3S,4R) —4- ((4R,5S) —4— (((LH-AERg —2—-J) F L ) I JE) -1, 1- 1 k-2,
3,4,5,6, T-NE-IH-Bi-5—3) —3- G2 H ) —4-F LI Ol (LAYINo. 13) B A K

13 oH /

[0511] K (1S,3S,4R) —4- ((3aS,4R,5S,7aS) —4- ((((LH-MEI% —2-F5) L) 20 k) 1 4) -
Ta—F i~ 17 F 38 )\ A -1 H-Efi-5-3%) -3- GE H 38) ~4-HF IO LR Es (b5 %No . 12,
49mg,0.11mmo1) FIAEIN HC1 GKAEW) (5.0mL) H Y ZIFMAE60 CHEFE IS M IE A EH 20
"C, 10N NaOH GK &) 177 Z2pH 12, 3 H HEt0Ac (3 X 20mL) A5 A F A L= T8
(MgS04) FF Hik4a , SR N EVLIRT (1S, 3S,4R) —4- ((4R,5S) —4- (((1H-ME g —2-J) B A
S ) -1, 1-—H3-2,3,4,5,6, T- NS - 1H-Bi-5—3&) —3- (R 3L) —4-FF IR O (fk
4INo . 13,41mg,95%) . 'H NMR (CDsOD) :86.69 (m, 1H) ,6.03 (m,2H) ,3.78 (m,3H) ,3.43 (m,
1H) ,3.20 (m,1H) ,2.70(dd,J=12,3.2Hz,1H) ,2.51 (dd,J=12,9.2Hz,1H) ,1.13-2.32 (m,
17H) ,0.98 (s, 3H) ,0.91 (s,3H) ,0.89 (s, 3H) ;'°C NMR (CDs0D) :6144.6,135.1,129.0,118.8,
108.7,108.6,71.4,63.4,52.5,46.7,46.6,43.6,42.3,40.2,38.8,37.2,35.7,34.2,32.9,
32.2,27.3,25.6,20.8,20.7,20.0.ES-MS m/z 401 ([M+1]") .

[0512] st 57

[0513]  N-(((4R,5S) -5~ ((1R,2S,4S) -4~ 32~ R IL) - 1-FHEIF ) -1, 1- - HF 3~
2,3,4,5,6,7-7NE-1H-efi-4-J45) B L) M (LA 4No . 16) 1A Rk

[0514]

16 :QH ﬁ o
[0515]  A.7E0°C RAEGS M (1S,3S,4R) —4- ((4R,5S) —4- (FHLF L) -1, 1- ~FH3-2,3,
4,5,6, 775~ 1H-Efi-5-3%) -3- B IL) ~4-F HIF O iE (b 59No . 7,101mg,0.314mmo1)
HAIEtaN (0. 15mL, 1. Immo1) (¥ THF (3. 2mL) ¥ H IIAMsCL (0.07mL, 0. 9mmo1) , 3 HAF A AE
FILGEFE 18h KR AWk 4 I EUR 7R B 7EE t0AC (30mL) FH20 (10mL) 2 [8] 43 Bt o 45 4 L
J2 F S FINaHCOs 7K VA Y (5 X 15mL) FIER 7K (2 X 15mL) BEig, 2R 5 T4 MgS04) 3 H k4 . i@ 1t
AR R E AR EE ) (10:90-50:50 EtOAc/CHoClo) ,3R1F AT AN ((1S,2R,5S) -
2-((4R,59) ~1,1- ~H H—4- (FREBLEIL F L) -2,3,4,5,6, 77N A - 1H-gfi-5-3k) —2-F 3~
5- ((FHABERL) A0 O ) F R ERES b 54No . 14, 24mg, 14%) RIS =4, Al GE &N
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Myl E (1S,3S,4R) —4- (4R, 59) -1, 1-— HF Fk—4- (B 2 AL F L) -2,3,4,5,6, 7732 -
1H-fi-5-3%) -3 G2 H 3&) ~4-F IR A F BEREE (b 5 ¥INo . 15,37Tmg ,25%) AL 54
No.14 (24mg) Mtk EHNo. 15 37mg) HIFLLHT F—H.
[0516]  B.J%10N NaOH GKI&EW) (0.11mL,1.1mmol) MMAZE FIRVEAH) 61mg,0.12mmol) [
MeOH (2. 2mL) ¥EV  , SR J5 NI 60 °C H F7 82220 ORI Kk 4 » T H A5 5% B W /EEt0Ac
(30mL) AITH20 (10mL) 22 8] 93 B o« 5 7K 2 FIEtO0AC (3 X 15mL) AHL , 3F HoK& I 1 E HLZ T 18
(MgS04) FF Hik4a . i (B v /e ik i L 2i4b BR B4 (20:80 EtOAc/CHaClo) , 3R1F NI taL
KEIN- ((4R,55) -5- ((IR, 2S,49) -4-F2H-2- GRH L) - 1-F AR ) -1, - F H-2,3,
4,5,6,7T-NEA-H-Ei-4-3%) B 3L) BB (b & 4No. 16,21mg,44%) . 'H NMR (CD30D) : 8
4.24 (m,1H) ,4.05(d,J=8.1Hz,1H) ,3.70(dd,J=4.7,8.3Hz,1H) ,3.19(dd,J=3.5,13Hz,
1H) ,2.93 (s, 3H) ,2.87 (dd,J=9.9,13Hz,1H) ,1.29-2.49 (m, 17H) ,1.00 (s, 3H) ,0.93 (s,
3H) ,0.74 (s,3H) ;**C NMR (CDs0D) :6145.3,134.3,76.3,70.6,47.1,46.8,45.8,40.2,39.7,
39.6,38.4,35.2,34.1,33.0,30.3,30.0,27.3,25.7,23.7,20.4 (2C) .ES-MS m/z 400 ([M+
119 .
[0517]  sCafs8
[0518]  N-(((4R,5S) -5-((IR,2S,4S) -4-§3-2- R FL) —1-F RSO IH) -1, 1- ~F &L~
2,3,4,5,6, T-7NE - 1H-gfi-4-2%) B ) KRB (b5 9No . 17) BIE Ak

Q

OH

PyBOP, DIEA,
DMF

[0519]

[0520] ] (1S,3S,4R) —4- ((4R,5S) ~4- (FFEF ) -1, 1- - HH-2,3,4,5,6, 7R &A - 1H-
Efi-5—4k) —3—- B2 ) —4-F R O (b 5¥INo. 7,57mg, 0. 18mmo1)  CRIF = M- 1 —JL—%
B =g b R S AR EE (112mg,0. 22mmo 1) FIZEF S (27mg, 0. 22mmo 1) [ ££ DMF
(1.8mL) HF VA% B I ADIEA (0.075mL,0. 43mmo1) , 3 F VAR AR 4/ T #HE20h IR &
Y4 , 3t HoK % B8 WDVE AEAEE t0Ac (40mL) o H5 V4 VR FH ML AINaHCO3 7K ¥ R (5 X 10mL) F #h
7K (2 X 10mL) Feigk , S8 Ja 115 MgS04) FF HLk i o i ik iy /e ik e - 2li4b AR B 4 (100: 10
2CH2C12/MeOH/NH40H) , 3R15 AT AW IERIN- (((4R,59) —-5- ((IR, 25,4S) ~4-F2 H:-2- (& H
) -1-HERCE) -1, 1-—F3-2,3,4,5,6, T-NE -1 H-ei-4-J&) L) KR EHE (L&)
No.17,42mg,56 %) «'H NMR (CDsOD) :68.63 (m, 1H) ,7.79(d,J=7.2Hz,2H) ,7.49 (m,3H) ,3.78
(m,1H) ,3.53 (m, 1H) ,3.43 (m, 1H) ,3.08-3.24 (m,2H) ,2.52 (m, 1H) ,2.38 (m,1H) ,1.13-2.20
(m,15H) ,1.02(s,3H) ,0.94 (s,3H) ,0.76 (s,3H) ;*C NMR (CDs0D) :6170.3,144.6,136.0,
135.2,132.5,129.6 (20) ,128.1(2C) ,71.4,63.3,46.7,44.0,43.5,41.5,40.3,38.6,38.2,
35.6,34.0,33.0,32.2,27.3,25.7,20.9,20.6,19.9.ES-MS m/z 426 ([M+1]") .

[0521]  SEjitafs]9

[0522]  (4- ((((3aS,4R,5S,7aS) -5 ((IR,2S,4S) ~4— % I-2- (FpH L) -1 - IR L) -
Ta—FJE-1 -0 B 2 )\ - TH-Bi—4-28) FRAREL) ) 280 CREL) F IR (b &4No. 21) 1
=17
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4-BrCeHC(O)CeHs,
TEA, DMF

[0523]

[0524] A% ((1S,2R,5S) -5-Z BEEFE-2- ((3aS,4R,5S,7aS) ~4- (B R ILF HL) —Ta—H 3~
1= B 3\ S~ 1 H-Bfi-5-3%) —2—-FF L BR O 3 B 3L 2L FR S (1b &5 W0No . 18, 283mg , 0. 65mmo 1) -
PPhs (516mg, 1.95mmo1) FI7K (0. 12mL,6.5mmo1) [KJ7ETHF (10mL) 91 () VR4 W7E 2 I8 $iHE 20h
IRJGAES0CHLHESh IR B V% H1 22 %, Y AINaHCOs Y& ¥ (20mL) 7% %, FHEt0Ac (3 X
15mL) FEHL, T8 (Na2S04) F HLIR 48 o F FH iy e Rk 2 AL B8 4 (9: 1Et0Ac : MeOH) , 3k
B E KR (S, 2R,5S) -5-Z BEAE H-2- ((3aS, 4R, 5S, 7as) —4— (G 4E) —Ta—F 3-
1= B 2 )\ -1 H-Bfi -5 2) —2-F R BR L L) FE 2L 2Rl (b & INo . 19, 129mg) &
[0525]  B.#% ((1S,2R,5S) -5-Z i E-2- ((3aS,4R,5S,7aS) —4- (R I FF L) -Ta-F JE-1-
P NS -1 H-Bfi-5-JL) —2—-FF L3R 0 0 R L 2L IR Bis (k&N . 19, 129mg> TEA (0.27mL,
1.9mmo1) Fl4—yR FF 5 — K HH (160mg, 0. 59mmo 1) (K ZEDME P (VRS M AE G /S N AE B IR Bt
S G PR BIIR 54 FHE 20 (25mL) F#iFE, F7K (3 X 5mL) e ig, 15 (NazSO4) FF Hik4s .8
i AR AR BEY) (4: 182 1T 62 Et0Ac) , /1T Aty ((1S,2R,58) -5-4
B4 -2 ((3aS,4R,5S,7aS) —4- (((4-2R AL AR 0E) 2008 H L) —Ta- -1 H 5L\
S -1H-Bfi-5-3%) —2-F RO L) F L 2RI ((b&4No . 20, 140mg) .
[0526]  C.f&f ((1S,2R,5S) -5- LB H-2- ((3aS,4R,5S,7as) —~4- ((U-R B LR L) 24
B L) —Ta-H -1 3% J\E - LH-Bi-5-3%) —2-H IR O 3E) H 3L 2 W ls (k&
No.20,140mg) AN NaOH (2.4mL,2.4mmo1) FJ/EMeOH (3mL) H FIVR A 7L FI- A FE2 R G Al
R RNR WA 4E S8 5 BIFAE/K (15mL) H o B IM HCLZK YA VUK pHR 5 32 ~ 7 TR S P A
4k H1 FH CH2C 12 (3 X 20mL) FIEtOAc (20mL) ZEHL, T4 (Na2S04) F H k4 o 1 FH 1BV AERERL -
2ifb R B W) (1: 1CH2Cl2: MeOHF T In#k , EtOAc T He M) » 715 (4- ((((3aS, 4R, 5S,7aS) —5-
((IR,2S,4S) -4-Fadk-2- R AL) 1 -F I O L) —Ta-H1 26130 9 2 )\ & -1 H-Bfi -4 %)
A ) FR ) ) CRE) R (L& WNo . 21, 20mg, 3B BB HL6 %) , [ 4 [ 44 'H NMR
(300MHz ,CD30D) 67.74 (t,J=7.5,4H) ,7.64 (m,1H) ,7.52(dd,]=7.9,13.6,4H) ,4.61 (s,
2H) ,3.78 (m,2H) ,3.74-3.61 (m, 1H) ,3.54-3.36 (m,1H) ,3.13 (m,1H) ,2.82(d,J=12.4,1H) ,
2.62(d,J=12.1,1H) ,2.53-2.37 (m,1H) ,2.34-2.18 (m,1H) ,2.18-2.03 (m,1H) ,1.93-1.11
(m,15H) ,1.00 (s,3H) ,0.78 (s, 3H) ;*°C NMR (75MHz,CD30D) 8198.5,162.9,147.0,139.0,
137.5,133.7,131.1,130.9,129.7,129.5,101.5,71.1,62.9,55.0,52.4,50.8,46.4,44.7,
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41.1,39.3,38.2,37.2,35.2,32.1,30.0,25.8,21.1,18.6;MS m/z:516.5[M+H] ".
[0527]  sCaf]10
[0528]  (1S,3S,4R) —4-((3aS,4R,5S,7aS) —4— ((4-F FHEZEIL) B ) —Ta-F -1 F 3
J\E-IH-Eli-5-35) -3- GRH 3k) —4-FFELIR OB (b 5 4No. 23) 1A Rk
1y O

H

LA
NaBH{(OAG),
MeOH, CH,Cly

P

2) NaBHy,
MeOH, THF

[0529]

[0530] ¥ (1S,3S,4R) —4- ((3aS,4R,5S,7aS) ~4- (FILHF L) —Ta—FF F-1-F 3 )\ & -1H-
Efi-5—Jk) -3- (R AL -4-F HEH OB ((kA%INo . 22,100mg,0.310mmo1) \NaBH (0Ac) 3
(197mg,0.93mmo1)  4A 4> 9% (100mg) M4—Fq 4 FEE (0. 17mL, 1.55mmo1) {I7ECH:Cl2: MeOH
(5:1,6mL) PR EWAAERS PSR EET2h IR 59 FIEt0AcL 1 i i 1 98 I ik
i M 1 A 8 5R BE M) FINaBHa (15mg, 0. 40mmo 1) (K1 £EMeOH: Et0Ac (5: 1,6mL) H [ VA A
IR PR EEASh VAR FINHLC 1AV (10mL) ¥ K , FHEtOAC (2 X 20mL) #£HY , FHNaHCO0s (2 X 10mL)
AIER 7K (L0mL) Feisk A HLZ T (NaoS00) FF H ks , ZR4F 5 (A 844 o AT FH A3 AAE e B
AR E Y (0% ,10% 58 J5100%MeOH/EtOAc) , 3%45 (1S,3S,4R) —4- ((3aS, 4R, 5S,7aS) —4-
(-SRI L) —Ta-H -1 W O\ - 1H-Ei-5-%) -3- R R L) —4-F L3R O B
(& ¥INo . 23,98mg,74%) «'H NMR (300MHz , CD3OD) 87.32 (m,2H) ,7.03 (m,2H) ,4.61 (s,2H) ,
3.70 (s, 1H) ,3.65(s,2H) ,3.41 (s, 1H) ,3.31 (s, 1H) ,3.12 (m,1H) ,2.78 (m,1H) ,2.49 (m, 1H) ,
2.18(m,2H) ,1.78(m,5H) ,1.61 (m,1H) ,1.42 (m,5H) ,1.24 (m,4H) ,0.96 (s,3H) ,0.77 (s, 3H)
:*C NMR (75MHz ,CD30D) 6162.8,137.1,131.6,131.5,115.9,115.7,101.5,71.1,62.8,
54.4,52.3,50.5,46.4,44.7,39.2,38.1,37.2,35.1,31.9,29.9,25.8,24.4,21.1,18.6;MS
m/z:430.5[M+H] .

[0831]  sLjafsl 11

[0532]  (3aR,4R,5R,7aS) —-5- ((1S,2S,4S) —~4-F2F~1-H F-2- - (L ki -1-3L) 43E) IR
O J) —Ta—H -1 -7 JUE -1 H- B -4 (LA N0 . 29) 1Y & A%
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S
TPAP, NMO, NaBH(OAC)s,
CHCly THF

e

e

KOtBu,
PhsPMeBr,

[0533] THF

1yLAH, THF
2} AcOH, MeQH

[0534] A .f# (3a’R,4°R,5’'R,7a’S) -5"~ ((1S,2S,4S) 4 (GRUT & I Rk e 38) 5
) -2- Q- ) -1-F RO L) —Ta” -H B \VER [[1, 3] Z5F-2,1° 8] -4 -2
&S (fh5¥INo. 24,2.00g, 3. 8mmo1) L TPAP (200mg,0.57mmo1) FINMO (1.33g, 11.4mmol) [ 7E
CHaCl2 (25mL) H (VRS 1E G/ FAETh I MO CFHE B 28 IR AT — ARG g
SRR G AT FH BB AAERE RS AR B W) (FEC feH 2% £25% 210 % %220 % Et0Ac) , K15
(3a’R,4’R,5'R,7a’S) =5 = ((1S, 2R, 4S) 4~ (GRUT & — L Rk fse L) S 08) -1 - Bk -2-
Q4RI RO —Ta —F 3L \EUR [ [1,3] 4URIF-2, 1 -84 -3, HZ B b o
¥INo.25,0.66g,33%) , [ I

[0535]  B.{# (3a’R,4’R,5'R,7a’S) —5"~ ((1S,2R,4S) ~4- (GRUT & — 3L Rk e 3) 44
) —1-FF-2- Q-F AR LF) L HL) —Ta’ -FH \NFIR[[1,3] “HRIF-2,17-¢fi]-4" -3
LIREE (& HINo . 25,0.66g, 1. 3mmol) FIMEELE (0. 13mL, 1. 6mmol) (¥ 7ETHF (10mL) [ V&
EYHE RS TR Z IR HFEmin B NaBH (0Ac) 3 (0.40g, 1.9mmo 1) I 2 B3 2178 A4 5+
H R W 19h %452 (0. 13mL, 1.6mmo1) FINaBH (0Ac) 3 (0.40g,1.9mmo1) JAA IR S
Y3t EUB ISR R 3 o B SR 8 FINaHCOs YA Y (20mL) 4 2K, FIEtO0Ac (3 X 20mL) 2K HX, T+
#: (Na2S04) FF HIRGH A F VA AERER 2R B (9:1 EtOAc:MeOH+1 % NH4CL) , 3R43
(3a’R,4’R,5’R,7a’S) 5"~ ((1S,2S,4S) ~4- (GRUT & ~H FE PRk H L) A5 -1 - HL-2-
(2— (ML e —1-225) 2,38) FR AL —Ta’ —FF R \EMR [[1, 3] 24U -2, 18] 4" - 4]
fis (1 5¥INo . 26,0.67¢,89%) , itk

[0536]  B.J% (3a’R,4’R,5'R,7a’S) =5 = ((1S,2S,4S) —4- (GRUT 2 —H B REHE L) A

69



CN 105209429 B iﬁ. EH :Fg 63/145 BT

H) —1-FHE-2- - (g fe-1-38%) 2.38) R 3t) —7a” -F A \NER [ [1,3] 5 IKHF-2,1" -
Efi] -4’ —F 2R lE (b5 4¥INo. 26,0.65g, 1. Immo1) F7K (8mL) () fEACOH (32mL) H VR & ¥7E
50°C N IN#2K B IR S 4E IF B 2% (2 X 20mL) vp 3 o Af 0 VA RE i B 4l fk 3%
BAW) (9:1 EtOAc:MeOH+2%NH4C1) , 3% (3aR,4R,5R, 7aS) -5- ((1S,2S,4S) -4-§#% H—-1-H
H-2- (2- (P fE—1-38) 2,38) PR ) —Ta—F -1 -\ E - 1H-gi-4- L LR (L&)
No.27,0.36g,78%) , A Ik,
[0537]  C.{E4K /S H7E0°C T [ PhsPMeBr (768mg, 2. 15mmo1) ¥ THF (30mL) & 2+ A
KOtBu (241mg,2.15mmo1) . /E20minZ &, it EE NA (3aR,4R,5R, 7aS) -5- ((1S, 2S,4S) -
A-¥5 -1 -F L -0— (2- (kM ke —1-22) 72, 38) ROV ) —Ta-H 1A\ & - 1H-8i-4- 3 2,
PR (b5 ¥INo. 27,0.36g,0.86mmo1) [ THE (10mL) Y&V , 3T HUBHE A W7E = B3 HE60h .
SR A ER K (40mL) ¥ K, FE0AC (3 X 40mL) ZEHL, )5 (Na2S04) I HIR4A o i il (2 3y A hE:
fge B2t R B (9:1 EtOAc:MeOH+1 %NHiCl) ,3R1F (3aR, 4R, 5R, 7aS) -5- ((1S,2S,4S) 4~
-1 -H -2 (2- (ENE B —-1-F%) 2.38) R FE) —Ta-F 31 - 38 VA - 1H-Ei-4-3E 2,
RS (k5 No . 28,0.35¢,97%) , A Ak,
[0538] D.J¥4 (3aR,4R,5R,7aS) -5— ((1S,2S,4S) —4-$F—-1-F H-2- - (g E-1-3E) &
) RO —Ta-F -1 -7 B 3 )\ S - 1 H-Efi-4- 2L 2. R fig (’fJC,AfF%NO 28,0.35g,0.8mmol) FlI
LiATHs (ImLIK)2M THRYA W , 2mmo1) [ ZETHF (SmL) H VR & W) AE &< N ZE90min Py M0 °C FHiE.
R EE RSB HE0C, ARG B IMAIK (76uL) \NaOH (2M, 76uL) SRIETMAK (2281
L) R A HEFEIOmin , i P8I HLk4a o ff H (1B h fEft iR L alifu % B84 (9: 1EtOAC : MeOH+
1% NHaC1) , 3RS P8 TE B L U B 0 (143mg »50%) o B3 553, (143mg , 0. 39mmo1) FIACOH
(114pL, 2mmo1) HJ7EMeOH (8mL) H FR VR A W0 7E Z IR 4 FF: 10min o 5 V8 A 03k 46 3 H. AMeOH : R

IR (1:3,2X 10mL) H ey o B % B VA R AECHoCL 2 (BmL) H 3 HOMAN S 458 (10mL) o BHE AW
U K b BHA fEAECH2CL2 (BmL) H 3 ELINAN T B (10mL) R IR A P46 , 3843 (3aR, 4R ,5R,
7aS) —=5-((1S,2S,4S) ~4- - 1-F F-2- - (g b -1-38) 435 ) -Ta-F H-1-1F
B A - 1H-2f—-4-1 (L& No. 29, 167mg, 97 %) , [ [ 44 . 'H NMR (300MHz , CD30D) 84. 62
(s,2H) ,3.62 @, 1H) ,3.43 (m,1H) ,3.15 (m,2H) ,2.51 (m, 1H) ,2.24 (m, 1H) ,2.04 (m,4H) ,1.93
(s,6H) ,1.79-1.23(s,18H) ,1.18(s,3H) ,0.79 (s,3H) ;'*C NMR (75MHz ,CDC13) §177.7,
161.1,161.0,101.1,71.6,69.7,69.7,56.2,54.2,54.1,53.0,51.9,51.8,45.4,38.3,
37.5,35.5,35.3,35.3,31.0,30.9,29.2,25.7,24.0,23.5,23.4,23.2,23.1,22.9,20.8,
20.7,18.4;MS m/z:376. 4 [M+H] VBBl
[0539]  Sijifs12
[0540]  (1S,3S,4R) —3— (F& 1 3k) —4-H 3k-4- ((3aS,4R,5S, 7aS) ~Ta—F F—1 -3 FF JL-4-
(AL mg —4—JE B L) R 3E) \ & 1H-Efi-5-3%) SR B ((L A No. 30) 1A %

O
1; Y

L

NaBH(OAG);,
MeOH, CHyCly

—_—
2) NaBHy, .
MeOH, THF HO

[0541]
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[0542] ¥ (1S,3S,4R) —4- ((3aS,4R,5S,7aS) —4— (G FF 3t) —7a—H F—-1 - 3 )\ A -1H-
Efi-5—2&) -3- (R AL —4-F HEH OB (kA5 %INo . 22,100mg, 0.310mmo1) \NaBH (0Ac) 3
(197mg,0.93mmol) - 4A 49 (100mg) FI4-NELuE FFEE (0. 15mL, 1 .6mmol) [ £ CHaCl2: MeOH
(5:1,6mL) B S WAEE T P A EMHET2h IR &Y FHEt0AcLe it il e 3 g o Hk
4 9 1 L] A o A8 ] R RV R AR I E AR EE W) (0% 2210 % MeOH/Et0AC) , 3R45 K 1 [
1A ¥ iZ [ A& (7T0mg, 0. 17mmo 1) FINaBHa (10mg, 0. 26mmo1) ¥ ZEMeOH : THF (2: 1,9mL) 1 (114K
LB FE240 NN 5 AMEINaBHs (324 8) I H R A W0 i B3 24h o 8 [ b2 FNHLC T3 W
(10mL) ¥ K, FHEtO0Ac (2 X 10mL) %55 , AH 2%t A 8 FINaHCOs VA ¥ (2 X 10mL) 1 £h7K (10mL) 3
B T (Na2S0a) FF Hlk 4 o 18 FH (3B A AE R A B 2E0 R B8 ) (0% 22100 % MeOH/Et0AC) , 3R
2 (1S,3S,4R) —3— (3 H &) —4-F F-4- ((3aS,4R, 5S, 7aS) —Ta—F -1 - F F—4- ((Hhng-
A-FEH LG ) B ) A -1H-Bi-5-2%) R LB (LA #No . 30,39mg,30%) . 'H NMR
(300MHz ,CD30D) 68.44 (d, J=5.6Hz,2H) ,7.42(d,]=6.4Hz,2H) ,4.61 (s,2H) ,3.42 (m, 1H) ,
3.31 (m,1H) ,3.13 (m,1H) ,2.83(d,J=11.7Hz,1H) ,2.58 (m,1H) ,2.45 (m,1H) ,2.19 (m,2H) ,
1.77 (m,5H) ,1.62 (m,1H) ,1.44 (m,5H) ,1.27 (m,4H) ,1.02(s,3H) ,0.78(s,3H) ;'°C NMR
(75MHz ,CD30D) §162.9,152.5,149.8,125.2,101.6,71.1,62.9,54.1,52.3,50.9,46.4,
44.7,39.3,38.2,37.2,35.2,32.1,30.0,25.8,24.4,21.0,18.6;MS m/z:413.4[M+H]".
[0543]  sCjaf]13
[0544]  (1S,3S,4R) -3—- L H L) —-4-F 3 -4- ((3aS,4R,5S,7aS) ~Ta—F H—4- ((4-H FE
FEEIL) B -1 A\ - H-E-5-2) OB (b5 No . 31) 1A Rk

1y O

0L

NaBH,,
MeOH, THF
R EEEES. A

2) MQSO4,

iR
3) NaBH, 3t oH N

MeOH
[0546]  A.ffi (1S,3S,4R) —4-((3aS,4R,5S,7aS) —4— (G FEF IL) ~Ta-FFHE-1- VB &\ S -
1H-Efi-5-3%) —3- R AL) —4-F B O ((LE54No. 22, 100mg, 0. 310mmo1) % FF 2k o F
(0.18mL,1.55mmo1) FINaBH4 (41mg, 1. lmmol) f{JZEMeOH: THF (2:1,9mL) FHIVE S MWAEE S
FIRIFEASh KV B 4E , SR G VA MR AECHaC Lo (4mL) o N X B JE 28 F % (0. 4ml,
0.34mmo1) F1FE7KMg2S04 (1.1g,9.3mmo1) F HAG VAL E AT FiRBidk24h, S8 J5 FHE tOAcZ:
T REEE 4 b e, 9F R4 . 5 1% 5% B ) FiNaBHs (18mg, 0. 46mmo 1) [ Me OHYZ & 75 2 5 i +E:
20h o 4 Js 87 L FINHaC1 /K 9595 (10mL) ¥ 2K, FHE t0Ac (2 X 10mL) ZEHL , AH 44 Hh 1 FINaHCO3
VAR (2X 10mL) FIEh7K (10mL) Feigs , T NasS04) FH: H A 4s o AF FH iy AE ik e b 4l v sk B
) (0% %2100 %MeOH/Et0Ac) , 345 (1S,3S,4R) —3- (& H Jt) —4-F F—4- ((3aS, 4R, 5S,7aS) -
Ta-H JE-4- ((4-F R EIE) F L) —1-W F 5 )\E - 1H-8i-5-38) IR i (LA 4No . 31,
69mg 63 %) , [l 44 . 'H NMR (300MHz , CD30D) 87.18 (d, J=7.7Hz,2H) ,7.11(d,]J=8.1Hz,
2H) ,4.61 (s, 2H) ,3.69 (m, 1H) ,3.63 (m,2H) ,3.39 (m, 1H) ,3.11 (m,1H) ,2.78 (m, 1H) ,2.55 (m,
1H) ,2.44 (m,1H) ,2.31 (s,3H) ,2.18 (m,2H) ,1.81 (m,5H) ,1.60 (m,1H) ,1.41 (m,5H) ,1.25 (m,

[0545]
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4H) ,0.96 (s,3H) ,0.77 (s, 3H) ;'*C NMR (75MHz ,CDs0D) §162.8,137.9,137.8,129.9,129.7,
101.5,71.0,62.9,55.0,52.5,50.6,46.5,44.7,39.3,38.5,37.2,35.2,32.0,30.0,25.8,
21.1,18.6;MS m/z:426.5[M+H] .
[0547]  sCjfafsl 14
[0548]  (1S,3S,4R) -3- GFH }E) —4-F F-4- ((3aS,4R,5S,7aS) ~7Ta—F JE-4- ((3-F FE
FEF) B 1A\ - TH-Ei-5-2%) OB (b5 No . 32) 1A ik

1)y ©

o

N88H4,

[0549] MeOH, THF

2) MgS0Oy,
Phivie HO
3y NaBHg, 32 OH

MeOH, THF

[0550] 1 (1S,3S,4R) —4- ((3aS,4R,5S,7aS) ~4- (FILHF L) —Ta—FF -1 3 )\ E-1H-
Efi-5—3k) —3- R &) ~4-F HEI OB (b5 4No . 22,100mg, 0. 310mmo1) . [A] FF JE 0% HH i
(0.18mL,1.55mmol) FINaBH4 (41mg, 1. Immol) HJZEMeOH: THF (2:1,9mL) T HIVE S WSS
FIRIEHEASh G VAW IR AA , SR S VA FRAE F 2K (4mL) H o N ) FR 2R 2R R (0. 4mL, 0. 34mmo1)
AT 7KMg2S04 (1.1g,9. 3mmol) I A MAE G/ T S iR P ke 24h S VAR FIEtOAC L 3 hi
Tk uE, IF H k% . 15 1% 5% 88 ¥ FINaBHa (18mg, 0. 46mmo 1) [IMeOHIE VR 7 2 i 1 F: 20h o K5 15
VB A FINHLC1 7K VAR (10mL) ¥ 2K, FHEtOAC (2 X 10mL) A< HR , AH 4% s F 7 FINaHCOs I3 W (2 X
10mL) ALK (10mL) ¥eik, T4 (Na2S0s) FF H k4 o F F ik ek i b4tk i B8 0% 2
100%MeOH/Et0Ac) ,3R15 (1S, 3S,4R) —3— (3¢ F J&) —4-F J-4- ((3aS,4R, 55, 7aS) —7Ta—F J-
4= ((B-FAFRREZERL) F L) -1 A A -1H-8i-5-4%) MO B (L5 4No . 32,83mg,
63%) , [ [ 44 . 'H NMR (300MHz , CDsOD) 87.13 (m, 1H) ,7.07 (m, 3H) ,4.60 (s,2H) ,3.68 (m,
1H) ,3.61 (s, 2H) ,3.40 (m, 1H) ,3.11 (m,1H) ,2.76 (m, 1H) ,2.56 (u,1H) ,2.43 (m, 1H) ,2.31 (s,
3H) ,2.18 (m,2H) ,1.72 (m,5H) ,1.56 (u, 1H) ,1.39 (m,5H) ,1.23 (m,4H) ,0.97 (s,3H) ,0.76 (s,
3H) ;*C NMR (75MHz ,CD3s0D) 8161.6,139.9,137.7,129.3,128.1,127.6,125.7,100.5,69.9,
61.8,54.2,51.3,49.6,45.3,43.6,38.1,36.9,36.0,34.1,30.9,28.9,24.7,20.5,19.9,
17.65MS m/z:426.5[M+H] .

[0551]  SEjafsl15

[0552]  (1S,3S,4R) -3—- GFEH L) -4-F 3 -4- ((3aS,4R,5S,7aS) ~Ta—F H—-4- ((2-H F
FEEHL) AL -1 A\ - TH--5-25) IR EE (LA 4No . 33) I A ik

MgSOs, PhiMie
. R

2) NaBHy,

MeOH, THF

Tz T

[0553]

HOY ~
22  OH

[0554] ¥ (1S,3S,4R) -4 ((3aS,4R,5S,7aS) —4— (R F 3) —Ta-F - 1-T F 3 )\ A -11-

"N
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Efi-5—3) -3- R &) ~4-F OB (b5 4No . 22,100mg, 0. 310mmo1) 2 F J: 0% 1 i%
(0.04mL,0.34mmo 1) FITEKMg2S04 (1.1g,9.3mmo1) HJFECH2Cl 2 (4ml) FHIVE EAEE I TN E
TP HE 240 K VTR FHE tOAc 28t ek g o B I Hik 4 o 1 5k B8 ) FiNaBH4 (11mg, 0. 29mmo1)
[FIMe OHVA VR AL @ SR ZEEBEFE20h s B2 Y FINHLCTZK ¥R (10mL) ¥ K, FHEt0Ac (2 X
10mL) ZEEL, F 41 FINaHCOs ¥ ¥ (2 X 10mL) A1k 7K (10mL) #e5%, T4 (Na2S04) 3 HLk 45 . 181
oA i B Alifk R B8 (0% -100 %MeOH/Et0Ac) , k13 (1S,3S,4R) -3- (R FF &) —4-H
H-4-((3aS,4R,5S,7as) —Ta—H H—4- (- AR ) B L) —1- 1 F & )\ - 1H-Efi-5-
5) RO (LA HNo . 33,56mg,42%) , Al {4 . "H NMR (300MHz , CDz0D) §7.20 (m, 1H) ,7.13
(s,3H) ,4.60 (s,2H) ,3.67 (m,3H) ,3.40 (m,1H) ,3.10 (m, 1H) ,2.87 (m, 1) ,2.62 (m,1H) ,2.45
(m,1H) ,2.35(s,3H) ,2.17 (m,2H) ,1.74 (m,5H) ,1.60 (m, 1H) ,1.39 (m,5H) ,1.23 (m,4H) ,0.98
(s,3H) ,0.78 (s,3H) ;*C NMR (75MHz ,CD3s0D) 6161.7,137.9,136.6,130.0,129.3,127.0,
125.6,100.4,69.9,61.8,51.9,51.3,49.8,46.9,45.3,43.5,38.1,36.9,36.0,34.0,30.9,
28.9,24.6,19.8,18.0,17.5.

[0555]  sKitifs16

[0556]  N-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) —4-#Fk-2- FF H 3L) —1-FF IR O ) -Ta-
-1 - A 0\ S -1 H-Bfi -4 8) ) —2-Z5 R i (LA N0 . 34) B9 A Ak

[0557]

[0558]  fE4 /< Tl (1S,3S,4R) —4- ((3aS,4R,5S, 7aS) —4— (G JL F L) —Ta—F JE—1 - FF 2
JNE-1H-Bfi-5-3%) -3- R &%) ~4-F IR i (b5 9%No . 22,100mg ,0.310mmo1) -PyBOP
(210mg,0.400mmo1) . 2-Z5 HH % (69mg,0.40mmo 1) HIVE-S 40 INADIEA (0.81mL,0.81mmol)
FIDMF (3.0mL) o K VAT £ 240, SR J5 FIEtOAc (20mL) B , AH 4k H1 F 19 FINaHCOs VA W (2 X
10mL) FIEL7K (2 X 10mL) Peidk , SR G W4 o 3 i VA AR Rk R L 24k R B8 4 (0% %210 % MeOH/
EtOAc) , 3-49N- (((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) ~4-§HE-2- R IL) -1 - R O 3E) -
Ta—H e~ 1-1F FF 3 )\ & - 1 H-fi-4-3%) B 5L) —2-Z5 R i (b & %No . 34, 123mg , 84 %) , A 4
[ 44 . 'H NMR (300MHz , CD30D) 88.30 (s, 1H) ,7.91 (m 3H) ,6.81 (m,1H) ,7.57 (m,2H) ,4.65 (s,
2H) ,3.76 (m,1H) ,3.67 (m,2H) ,3.48 (m,1H) ,3.14 (m,1H) ,2.51 (m,1H) ,2.23 (m,2H) ,1.87 (m,
5H) ,1.74 (m, 1H) ,1.50 (m,5H) ,1.29 (m,4H) ,1.08 (s,3H) ,0.86 (s,3H) ;'°C NMR (75MHz,
CDs0D) 6171.1,162.6,136.2,134.0,133.3,129.9,129.2,128.8,127.8,125.1,101.8,
71.1,62.9,52.9,47.5,45.0,44.8,43.9,38.2,36.9,35.2,32.1,30.2,26.2,24.4,21.7,
18.8;MS m/z:474.1[M-H] .

[0559]  SLjifafs]17

[0560]  N-(((3aS,4R,5S,7aS) —-5- ((IR,2S,4S) —4-FF-2— (2 H L) —1-FF IR ) -Ta-
B -1 - R\ S - TH-Efi -4 28) HR ) OR FE i i (b & 40No . 35) 16 Ak
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©)

HOJ‘O

B TR Ty

PyBOP, DIEA,

& : }:-1
DMF HOT N4
35 GH H .

[0562]  {E4R/<FIA] (1S,3S,4R) —4- ((3aS, 4R, 5S, 7aS) —4— (G JE F ) —7a—FF HL—1 -3 1 2
JNE-1H-Efi-5-3&) -3- GR &) 4-F I (L5 %INo.22,100mg ,0.310mmo1) -PyBOP
(210mg,0.400mmo1) 7K F % (49mg,0.40mmo1) [FJVE 54 M ADIEA (0.81mL,0.81mmo1) FlI
DMF (3.0mL) AR Bt EE24h, 38 5 FHEtOAC (20mL) # B% , A0 4k Hh B 8 FINaHCO3 7 ¥k (2 X
10mL) FELZK (2 X 10mL) ¥eds, IR 5 iR 4a o A FH Ly e rek e b 2l R B8 7 (0% 2210 % MeOH/
Et0Ac) , ZR#FN- (((3aS,4R,5S,7aS) -5- ((1R, 2S,49) ~4-f KL -2- R L) -1 -F RS O ) -
Ta—H H:-1-F F L )\ -1 H-gfi-4-2) FFRL) DR i (k5 No . 35, 89mg ,68%) , [ Fa[#]
14 . "H NMR (300MHz , CDs0D) 87.74 (d,J=6.93Hz,2H) ,7.48 (m,3H) ,4.64 (s,2H) ,3.73 (m, 11) ,
3.61 (m,2H) ,3.47 (m, 1H) ,3.13 (u, 1H) ,2.49 (m, 1H) ,2.21 (m,2H) ,1.86 (m,5H) ,1.69 (m, 1H) ,
1.49 (m,5H) ,1.30 (m,4H) ,1.05 (s,3H) ,0.84 (s, 3H) ;'*C NMR (75MHz ,CDs0D) §170.0,161.3,
134.9,131.3,128.3,127.2,100.6,69.9,61.7,51.7,46.9,46.4,43.9,43.7,42.6,39.9,
35.8,34.0,30.9,29.0,24.9,23.2,20.5,17.6;MS m/z:423.9[M-H] .

[0563]  sLifafs18

[0564]1  (1S,3S,4R) -3— (2 F L) —4- ((3aS,4R,5S,7aS) —4— ((4-F A LA P ) -
Ta—F 31— 0 )\ S - 1H-¢fi-5— %) —4-FF BRI OB (L& 4No . 36) 16 ik

MgSO4, CHuCl |
S -t

2) NaBH,,

MeOH, THF

[0565]

22 OH

[0566] ¥ (1S,3S,4R) —4- ((3aS,4R,5S,7as) ~4- (GHEH ) ~Ta-H H- 1 - F 5L V- 1H-
efi-5—4%) —3- R 58) —4-F I OB (A YNo. 22,100mg, 0. 310mmo1) | 4-H 4 2 o F i
(0.04mL,0.34mmo1) FIFKMgaS04 (1.1g,9.3mmol) {IAECH2Cl2 (4mL) P HIVE WA T E
TLAEFE 18h A VAR FHE t0Ac Zict ik i 3k 8 FF HLIR 45 o 44 5% B 4 FiNaBH4 (35mg, 0. 92mmo 1)
[¥)MeOH (5mL) VAR AR S T I HEFEA8N N5 [ B L AINHAC1 /K ¥ ¥R (10mL) 7K, FHEt0Ac
(2 X 10mL) ZEER , AH 2k Hs A FINaHCOs VAR (2 X 10mL) FlEE 7K (10mL) e 3%, T4 (Na2S04) 3 H.
WA AT FH AR R IR 4 AR B8 W (0% E100%MeOH/EtOAC) , 3843 (1S, 3S,4R) -3- (3¢
FHE) —4- ((3aS,4R, 58, 7aS) 4= ((4-F E A NI G FIL) —Ta-F2E-1- T F 2 )\VH - 1H-
Bfi-5-3) —4-FF IR OB (kA ¥INo . 36,83mg,61%) , [ Al 44 . 'H NMR (300MHz , CD30D) &
7.22(d,J=8.5,2H) ,6.86 (d,]=8.5,2H) ,4.61 (s,2H) ,3.78(s,3H) ,3.69(d,]=10.3,1H) ,
3.62(s,2H) ,3.40 (m,1H) ,3.11 (t,J=10.0,1H) ,2.78(d,J=11.1,1H) ,2.58 (d,J=11.1,
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1H) ,2.44 (m,1H) ,2.18 (m,2H) ,1.87-1.04 (m, 15H) ,0.96 (s,3H) ,0.78 (s,3H) ;'*C NMR
(75MHz ,CD30D) §164.5,162.9160.4,131.0,131.0,114.7,101.5,71.1,62.9,55.7,54.6,
52.5,50.5,46.5,46.4,44.7,39.2,38.1,37.2,35.2,32.0,30.0,25.8,21.1,18.6.
[0567]  sLafs]19
[0568]  (1S,3S,4R) -3- (FLH &) -4-F F-4- ((3aS,4R,5S,7aS) ~Ta—H F—1 -V F-4-
((4- EREF ) FHEH) B ) \E-1H-8i-5-3) OB (b & ¥No. 37) & 1k,

Q

)
L

’\49804, CHzclz

[0569]

2} NaBH;, :
MeOH, THF HO :
37 OH
CF,

[0570] % (1S,3S,4R) —4- ((3aS,4R,5S,7aS) —4— (G FF 3t) —7a—H F—1 - H 3 )\A-1H-
Efi-5—J4k) —3— B2 %) —4-F LI O (b 54No. 22,100mg, 0. 310mmo1) 4— =55 F J: R
1% (63mgmL,0.36mmol) FIFE7KMg2S04 (1. 1g,9. 3mmo1) ) AECH2Cl2 (3mL) F VR S M7EG ST
FEE 240 K VA FIEtOAC £ 1ok ik v ok pE I Bk 4n . K 5% B ) FiNaBH4 (5. 3mg ,
0.14mmol) IMeOH (5mL) J& R AE N =i S FE24h o 4 e B FH A FINHAC1 /K VAR (10mL) ¥
K, FHEtOAc (2X 10mL) FEHL , AH 4k Hb 0 FINaHCOs 359 (2 X 10mL) FIEh 7K (10mL) BEs, T
(Na2S04) FF H k4 AT i v AE ik I B2k B 9 (Et0Ac) , 3R1F (1S,3S,4R) -3- (F& H
) —4-H H-4- ((3aS,4R,5S,7aS) ~Ta—F J-1- W H-4- (- (EFF ) K HEH) F i)
J\E - IH-Ei-5-3%) R B (fh & No . 37,20mg , 13%) , (A i 44 . '"H NMR (300MHz ,CDC13) 8
7.57(d,J=7.7,2H) ,7.42(d,]=7.5,2H) ,4.63(m 2H) ,3.71(s,2H) ,3.58 (m, 1H) ,3.30 (m,
1H) ,2.86(d,J=12.3,1H) ,2.61(d,J=12.3,1H) ,2.46 (m,1H) ,2.23 (m,2H) ,1.81-1.19 (m,
15H) ,1.04 (s,3H) ,0.77 (s,3H) ;°C NMR (75MHz ,CDCls) §161.5,144.9,128.6,125.4,101.3,
63.2,63.1,63.1,54.3,51.1,50.2,43.8,38.2,37.2,36.1,34.5,31.3,29.2,24.8,23.5,
20.6,18.3.

[0571]  SEjiafs)20

[0572]  N-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) -4-§H-2- GEHHL) - 1-F EIF T H) -Ta-
B -1 - R )\ S - TH-Ei-4-28) HR ) = R 2 i (B & 40No . 38) 1A Ak

TZ T

[0573] 1) PIVCI, Pyr

[0574] ] (1S,3S,4R) -4~ ((3aS,4R,5S, 7aS) —4~ (G H:H H) ~Ta-F F-1- W 1 )\ A -1H-
Efi-5-J4k) -3- R JE) —~4-H BRI OB LR ER (b5 4No . 1, 116mg, 0.304mmo1) [#) Ak g
(3.0mL) BIEM T INN =2 B (0. 11mL,0.89mmol) , 7 H IR S WIE &S T =Ptk
24h, SR JE R AR o R 2K (2 X AmL) SE i 6l A b e 11 FL bk 25 o 15 5% B8 W) ¥ fid /EMeOH (3mL)

75



CN 105209429 B iﬁ. EH :Fg 69/145 BT

FHIMATON NaOH GKIEH) (0.3mL,3mmol) , S8 S5 INFANEIL2 . 3h AR AWk 48 , I+ HIE 5%
B YIAEEt0AC (35mL) FTH20 (10mL) 2 [A] 43 B« ¥ A ML JZ F £R 7K (10mL) BE#s, 2R 5 T4 (MgS04)
I H A GE -l LR IR A TR B (4:96-6:94 MeOH/CHaCl2) , 3R#EN- (((3aS, 4R,
5S,7aS) -5- ((1R,2S,4S) ~4-F2 K -2- (R 5) -1 -F ML) -Ta-FH-1-WHHE/NA-
1H-Bi-4-3%) B L) =2 B (L& 9INo . 38, 82mg, 2N L B 4L67%) , LA 4. 'H NMR
(CD30D) :66.50 (br s,1H) ,4.64 (s,2H) ,3.71 (m,1H) ,3.47 (m,2H) ,3.32 (m,1H) ,3.13 (m,
1H) ,2.50 (m, 1H) ,2.12-2.26 (m,2H) ,1.18-1.87 (m,24H) ,1.00 (s,3H) ,0.82 (s, 3H) .ES-MS
m/z 406 ([M+1]7) .

[0575]  sEitifs121

[0576] N-(((3aS,4R,5S,7aS) -5— ((IR,2S,4S) -4-#H-2- GEH L) - 1-F AL &) -Ta-
-1 -0 A 2\ S -1 H- B -4-28) B 53 T Wi (LA 4No . 39) 1A Ak

TBTU, DIEA,
DMF

[0578] | (1S,3S,4R) —4- ((3aS,4R,5S, TaS) ~4— (&4 F k) ~Ta—FF -1 IF F 4k J\ G- 1H-
Efi-5—4k) —3—- B2 ) —4-F LI O 4R B (L& 4No. 1,104mg, 0. 273mmol) 0- CRIFF =
ME—1-J) -N,N,N"  N" P4 B 25 fjR DY 5 Al % 1 (96mg, 0. 30mmo 1) A1 5% T & (0.028mL,
0.30mmo1) f{JDMF (1. 4mL) &V IIAN N-" A HE 4 % (0. 11mL, 0.63mmo1) , Ff HARFIE R =
EPFE 240 IR S04 , 7T B 5% B ¥ /EE t0Ac (35mL) A FINaHCO3 7K ¥4 (10mL) Z [H]
G R A AL FER 7K (5 X 10mL) Beiss, 285 158 MgS04) I Htk 4 o it (38 ki AE ik i b 26
1% B8 (7:93 MeOH/CHzCl2) , R43N- (((3aS,4R,5S, 7aS) -5 ((IR, 2S,4S) ~4- 2 3:-2- (&
RS -1-F RO -Ta-FH-1-F BE/NE-1H-ei-4-3) B ) 5T B &%
No.39,41mg,38%) , Tota 44 . 'H NMR (CDsOD) :64.64 (s, 2H) ,3.72 (m,1H) ,3.44 (m,2H) ,3.33
(m,1H) ,3.13 (m,1H) ,2.45-2.65 (m,2H) ,2.13-2.28 (m,2H) ,1.20-1.89 (m, 15H) ,1.07 (m,
6H) ,0.99 (s, 3H) ,0.82 (s,3H) .ES-MS m/z 392 ([M+1]7) .

[0579]  sEjfs)22

[0580]  N-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) -4-§FH-2- R L) - 1-F I T HK) -Ta-
-1 - R )\ S -1 H- B 428 R S) TABERG (k& 4No . 40) 15 hk

Hoj)\/ A~ ;;

o eA BT i
TBTU, DIEA, Hif o
40 on N

DMF
[0582] [ (1S,3S,4R) —4- ((3aS,4R,5S,7aS) ~4— (G I H IE) —Ta—FF F—1-3F H 3% )\ A -1H-
Efi-5—3k) —3- R Jk) —4-F BRFA OB SRR (LA N0 . 1,97mg, 0. 25mmo 1) 0— CRIE = k-
1-38) =N, N, N, N’ DU B B % DY S B2 2k (90mg, 0. 28mmo 1) FNTAEE (0.021mL,0. 28mmo1) [
DMF (1. 3mL) & INAN N-— 5 A 2% (0. 11mL,0.63mmo1) , 3 H A VTR = iR 1 +E 18h,
YHRA YA , 35 HoR 5% B WI7EE t0Ac (35mL) A AINaHCOs 7K VR (10mL) 2 [H] 43 it o 1A AL

[0581]
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J& 7K (5 X 10mL) ¥k, 28 )5 115 MgS04) I H k4 o it thif ik E i F 2k ke (5
95-7:93 MeOH/CHoCl2) , $R18N- (((3aS,4R,5S,7as) —5— ((1R,2S,4S) —4-# F—2- FFH ) -
- HL) -Ta-FH-1-W B & )\ E-1H-efi-4-3%) B &) HBiE (th A %No. 40, 38mg,
40%) , Ttk . 'H NMR (CDsOD) :87.53 (br s,1H) ,4.63(s,2H) ,3.72 (m,1H) ,3.46 (m,2H) ,
3.33 (m,1H) ,3.13 (m,1H) ,2.50 (m, 1H) ,2.13-2.28 (m,4H) ,1.20-1.86 (m,15H) ,1.10(t,J=
7.7Hz,3H) ,0.98 (s,3H) ,0.82 (s, 3H) .ES-MS m/z 378 ([M+1]") .

[0583] s f5123

[0584]  N-(((3aS,4R,5S,7aS) -5- ((1R,2S,4S) -4-FF-2- FEH L) -1-F R ) -Ta-
FR -1 - R )\ S - TH-E-4-55) D) T BEiZ (LA No . 41) A 1%

NN

TBTU, DIEA,
BME HO

Jin e

41 OH M—\

[0586] ] (1S,3S,4R) —4- ((3aS,4R,5S,TaS) ~4— (G HE) ~Ta—FF H—1 - 1 )\ - 1H-
Efi-5—Jk) —3—- G Jk) —4-F B O LR B (A PINo . 1,96mg, 0. 25mmo 1) L 0— G FF =Mk —
1-34) =N, N, N, N’ U 53 3 i Y S B & &6 (89mg, 0. 28mmo1) F17T & (0.025mL, 0. 27mmo1) f]
DMF (1. 3mL) IV AN, N- "3RI 2 8% (0. 11mL,0.63mmo 1) , 3 H IR iR P 18h.
IR EWWSE , 3T BB 5R BB /EEt0AC (35mL) A FINaHCOs /K VAR (10mL) Z [H] 43 i o 4 A L
J= H#E7K (5 X 10mL) ¥k, 28 5 118 MgS04) I HIk 4 o it th i A AE ki B 2ifb kg ) (7
93 MeOH/CHaCls) , 3R1N- (((3aS,4R,5S,7aS) -5 ((IR, 2S,4S) 45 H—-2— (R FA HL) -1 -FF &
WAL —Ta—H -1 0\ S - 1H-8i-4-2%) RS T Bl (b 54No .41, 39mg, 39%) , &
¢844 . "H NMR (CDsOD) :67.55 (br s, 1H) ,4.64 (s,2H) ,3.72 (m,1H) ,3.31-3.48 (m,3H) ,3.13
(m,1H) ,2.49 (m, 1H) ,2.13-2.28 (m,4H) ,1.20-1.89 (m,17H) ,0.99 (s,3H) ,0.93 (t,J=
7.2Hz,3H) ,0.82 (s,3H) .ES-MS m/z 392 ([M+1]7) .

[0587] skt f1]24

[0588]  N-(((3aS,4R,5S,7aS) —-5- ((IR,2S,4S) —4-#F—2- FF H 3E) —1-F IR O JE) -Ta-
-1 - R )\ -1 H- B 458 R R) ISt (k& 4No . 42) 15 hk

[0589] TBTU, DIEA,
DMF

1 OH

[0590] 4] (1S,3S,4R) ~4- ((3aS,4R,5S, 7as) ~4- (G F k) ~Ta—F J- 1 F 5L )\ - 11~
Efi-5—Jk) —3— R Jk) —4-F BRBR U SRR (LA N0 . 1,94mg, 0. 25mmo 1) 0— CR I = k-
1-38) =N, N, N, N’ DU B B % DY S B2 2 (87mg, 0. 27mmo1) FR & (0.054mL,0.50mmo1) [
DMF (1. 2mL) & TN N-" 53 A FE 2% (0. 10mL,0.57mmo 1) , 3 HE R = iR FE21h.,
YRGS, 3 HUS AR BB Y /EEt0AC (35mL) AL FINaHCOs 7K VAR (10mL) 2 [F) 43 i o 4 A L
Jz F#E7K (5 X 10mL) ek, 28 J5 T8 MgS04) F HIk 4 o it ik AE ki F2ifb ke v (7:
93 MeOH/CH2Cl2) , $£43N- (((3aS,4R,5S,7aS) 5= ((IR, 25,4S) —4-F22E-2- FRFF L) -1 -F &
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WAL —Ta—H I 1P 0 )\ S - 1H-8-4-2%) AR el (k5 49No . 42,41mg,41%) , &
A [E 44 . 'H NMR (CDsOD) :87.55 (br s, 1H) ,4.64 (s,2H) ,3.72 (m,1H) ,3.31-3.48 (m,3H) ,3.13
(m,1H) ,2.49 (m,1H) ,2.13-2.27 (m,4H) ,1.20-1.86 (m,19H) ,0.99 (s,3H) ,0.93 (t,]J=
7.2Hz,3H) ,0.82 (s, 3H) .ES-MS m/z 406 ([M+1]") .

[0591]  sLia {5125

[0592]  (1S,3S,4R) —4-((3aS,4R,5S,7aS) —4— ((LH-Hme—1—3) B 3L) —7a—F -1 -V FH A&
JNE-1H-Efi-5-3%) -3- R L) 4-F A OB (LA HNo . 48) ARk

MsCl, DMAP,
Pyr

s o
[0593]

[0594] A% (1S,3S,4R) —3— (B2 H L) —4- ((3aS, 4R, 5S,7aS) ~4— (F2 I IL) ~Ta-H H-1-
R NS - IH-Bi-5-J&) 4-F BRI O AL 2 R R (b A 4No . 43,3.60g,9.90mmo1) L TBSCI
(1.64g,10.9mmol) BKME (1.48g,21.8mmol) FIDMF (50mL) VAR AE /S N E IR HESh A
A IK Q0mL) 1, FEt20 (2 X 100mL) EHL, T4 MgS04) FF HI&RAR o AF FH ik A ik i b4
1RHREE Y (15%Et0Ac/ T ) » 3545 (1S, 3S,4R) —3— ((GRUT 3 — H 3k i Rk e k) 46U 0) PR3 -
4-((3aS,4R,5S,7aS) ~4- FEH 3) ~Ta—F F-1 - F &L )\ A - 1H-fi-5-3%) 4-F R 2
MRHES (5 WINo . 44,3.61¢,76%) , ATk,

[0595]  B.YEO°C RAEZSH ] (1S,3S,4R) —3— (U]~ FL A Rk be ) S 0k) L) —4-
((3aS,4R,5S,7aS) —4— (F2 FH L) —Ta—FF -1 -3V B 3 )\ S - 1 H-Ei-5—3) ~4-F RO R 2R
fis (hA%INo.44,1.00g,2.09mmo1) FIDMAP (24mg, 0. 2mmo1) HIAELEE (10mL) IEW I AMsC1
(0.50mL,6.3mmo1) o 7E2. 5hZ JF , MM HINaHCOs 3 (10mL) 3F HE VAR 2 I8 A+ 20min o
WV FHE t0Ac (200mL) A 8 , I #h K ek, T4 MgS04) FF H k4, 38153 (1S, 3S,4R) —3-
CCGRUT 2 R L R R pE ) 408 L) —4-H -4 ((3aS,4R, 55, 7as) ~7Ta—H J-1-F H
Fe—4- (((FRRE I L) 50 L) VA -1H-2i-5-3%) R 5L 2 BRI (tb &5 %No . 45,1. 15¢,
99%) , A [l 44

[0596]  C.:¥4NaH (43mg,60% HIH )AL . lmmo 1) ZE0°C N AE B/ H I Z A4 (73mg,
1. 1mmo1) [¥JDMF (5mL) Y& ' o 7E45minZ J& , I (1S, 3S,4R) =3— ((GRUT 2 A F ik fe
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B S E) L) —4-FF F-4- ((3aS,4R,5S, 7aS) ~Ta—H J—1 - B JE—-4- (((FF RRRdEE3L) A
) B L) \EH-1H-eii-5-58) MO 2 AR ER (b5 No . 45,200mg , 0. 36mmo 1) F H 4 K N AE
FIRPHE220 R VETRAE VKV A, SR JE NN HE ATINaHCO YA (3mL) o #5957 FHE t20 (100mL) %
B, FHER KBS, T 1 MgS0a) I Bk 4 A8 H taid VA /e RE S el AL Fr 43 20 T tah (10% ,
30% M40 % EtOAc/ChET) »$:45 (1S, 3S,4R) —4- ((3aS, 4R, 5S,7aS) —4- ((1H-1,2,4- =M1~
B AR —Ta—FR -1 H 3 )\~ 1H-8fi-5—3%) —3—- ((GRUT 3 3k i i e J) & 3) P
) -4-F IR O 2 RS ((hE146,124mg,65 %) , TAMIELL K (1S, 3S,4R) —4- ((3aS,
4R,5S,7aS) ~4— ((1H-TH Me—1-3E) H JE) ~Ta~H 1 - 3t )\~ 1H-Efi-5-3) -3 ((HUT
TR R AL B -4-F AR CEE (b5 1INo. 5,65mg,37%) , LA,

[0597]  D.¥# (1S,3S,4R) -4 ((3aS,4R,5S,7aS) —4- ((1H-1,2,4-=M—1-J&) L) -7a—F
S~ 3 )\ - TH-Ef-5-2) -3 ((GRUT 2t HF L Rk e 3t 4 3) R 3E) —4-F AR R 2 2
LIRS (B HNo . 46,124mg, 0. 23mmo 1) A1 EEEN (0. AmLI5 . AMAR BEIA WL, 2. 3mmo 1) 1 HA I
(5mL) I RLAE 2= A FE 230 R RAE UK % 20, SR R INNAE B8 (16mL) FI7K (4mL) H (1S,
3S,4R) —4- ((3a$S, 4R, 5S,7as) —4— ((1H-Nme—1 -3) B L) —7a—H -1 -F B9 3 )\ &~ 1 H-¢fi-
5—A%) —3— ((GRUT 2 R AR ik fe L) 050 B L) —4-F AR OB (b5 4)No . 47, 65mg,
0.13mmol) FFIEIRAE Z WPEFE20/ N, S8 5k 4 IF Hodad v /e e B aifb (40 %98 5
80%EtOAc/ T %) » 3:45 (1S, 3S,4R) —4- ((3aS,4R,5S,7aS) —4— ( (1H-At; M —1—3&) H L) —7a-
B -1 -3 B 2 N - TH-Bf-5-2) —3- R L) —4-FF IR Ui (L& %No . 48, 77mg , 56 %)
4 4K . 'H NMR (CDC1s) :87.42 (s, 1H) ,7.35(s,1H) ,6.20 (s, 1H) ,4.58(s,2H) ,4.50 (s,
1H) ,3.98 (m, 1H) ,3.70 (m, 1H) ,3.48 (m, 1H) ,3.19 (m, 1H) ,2.28 (m,2H) ,2.05 (m, 2H) ,1.80 (m,
4H) ,1.1-1.4(9H) ,1.02(s,3H) ,0.85 (m,1H) ,0.70 (s,3H) .ES-MS m/z 373 ([M+1]") .

[0598] s {5126

[0599]  (1S,3S,4R) —4-((3aS,4R,5S,7aS) —4- ((1H-1,2,4-=~1-J&) L) -Ta-FFH-1-
R 3 )\ -1 H-Ei-5-2%) —3- R H 4E) ~4-FF B OB (b &5 4No . 50) 1K1 5 1

45 o1BS
[0600]

1) NaOMe, MeOH
2)AcOH; HxO

[0601]  A.#4NaH (144mg 160 % & ) 3hE W , 3. 60mmo 1) £E0°C FAEB/S P INAZEL, 2,4-=
14 (253mg, 3.60mmo 1) ¥ DMF (5mL) VAW H o« ZE70minZ J& , M (1S,3S,4R) —3— ((GRUT & —H
B R L) ) L) —4-F L -4- ((3aS,4R,5S,7aS) —Ta—F -1 -7 FF -4 (( (R J: ik
B S 3E) L) J\E - 1H-8i-5—3) PR 3k 2 s (L& %No . 45,200mg , 0. 36mmo1) Jf 4%
AR Z R 250, SR FEFES0 C Nk 18h, 2R G 7E80 C IN#i4h VAL UK ¥ 201, 28 f5
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AN FINaHCOVA Y (3mL) o ¥ 7 FIE t20 (100mL) 378 , FHEh7K BE34 , 15 (MgS04) FF H k%
i PSRRI a4k B8 B 1 B A (30% ,40% F150 % Et0Ac/ T kT) , 3845 (18,38,
4R) -4- ((3aS,4R,5S,7aS) -4— ((1H-1,2,4-=p—1—Jt) B L) —7a—FF JL— 1 - B )\ S -1 H-
Bfi-5-28) —3- (((RUT 2 AR RET L) 08 L) 4-F I OB B (L &149,
0.17g,89%) , IR

[0602]  B.}% (1S,3S,4R) —-4- ((3aS,4R,5S,7aS) —4- ((1H-1,2,4-=Me—1-JL) I EL) ~7a—F
S~ R 3\ - TH-Ef-5-2) -3 ((GRUT 2t SE R Rk e dit) 4 3) R 3E) 4~ LR 2 3
IR YR (5 ¥INo.49,0.17g,0.32mmo 1) FIH BEHH (0. 66mLIY5 . AMA BEVA VR, 3. 6mmo 1) 1) FF
B (23mL) ER AT Z PR O 28 (32mL) K (8mL) M ZVE B AT A0 CHEFES
KR k45 9+ Hosad v A /R b atifh (5% %8 )5 10 % MeOH/Et0AC) , 3815 (1S,3S,4R) -
4-((3aS,4R,5S,7aS) —4- ((1H-1,2,4-=Me—1-JE&) FFFL) —Ta-F FL-1- B 3 )\ & - 1H-Efi-5-
H) -3- (B H L) —4-F EIRCE (b A ¥No. 50, 110mg,92%) , F il . 'H NMR (CDC13) : 8
8.04 (s,1H) ,7.92(s,1H) ,4.62 (s,2H) ,4.45 (m, 1H) ,4.25 (m,1H) ,3.78 (m, 1H) ,3.60 (m, 1H) ,
3.32(m,1H) ,2.40 (m,1H) ,2.20 (m,3H) ,1.0-2.0 (15H) ,1.18(s,3H) ,0.85 (m, 1H) ,0.80 (s,
3H) .ES-MS m/z 374 ([M+1]7) .

[0603]  sLjifafs27

[0604]  (1S,3S,4R) -4- ((3aS,4R,5S,7aS) —4— ((IH-ZE I [d]mkme—1 L) I 3L) —7a—FF k-
1-3F FF 2 VR -1 H-Bfi-5-3%) —3- R R ) —4-FF LR U (L &5 No . 53) 1A Ak

1) MsCl, TEA,
CHoCly

B e 1
2) NaH, THF

. N H N
51 OAc @: \>

N

H

[0605]

[0606]  A.7EO0C FAE@E S H I ((1S,2R,55) -5-Z W% -2~ ((3aS,4R, 55, 7aS) -4~ & H
H) ~Ta-FH—1-F H 3 )\ - 1 H-8fi-5-2&) —2-F BE IR O Ak) 2k 2 el (fb &5 %No . 51,
222mg,0.546mmo1) AIEtsN (0.099mL,0.7 Immo1) FJCH2Cl2 (5. 5mL) Y& H I AMsCI (0.047mL,
0.61mmol) , JF HAGVEMAE =R HE Lh VAW A CHC L2 (15mL) FRBEI HL A L FINaHCO3 7K %
W (15mL) Bedgs, I3F HoB K 2 FICH2C L2 (2 X 10mL) AL B4 35 A HLE T MgSos) 3 Bk
g TR 2K (3 X 10mL) St 4 5 (1) L b bk 25, F HoF IR e (Bh) 4 B8 W0V g AE THE (1. 1mL)
AR IEIK I (52mg , 0. 44mmo1) [ THE (1. 1mL) JEVRAE &/ R ¥ H1 20°C 3 B ANaH (35mg
(1160 % YA, 0. 88mmo 1) , SR JG AE 2 I3 HE0 . 5ho ISR B b S i) RS ES (3h) VAWK (1. 1mL)
It H A 65C I FR 41 Th K TR A4 FIH20 (10mL) %% , BE f5 FIEt0Ac (30mL) , 3 HUE A #L
JZ FH20 (10mL) FEE7K (10mL) Pk, 8 Ja T4 MgS0a) FF Hke 4 o il it i VA ARk i 584 28
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fh AR B3 (3:97TMeOH/CHaCl2) ,3K13 (1S, 3S,4R) —4- ((3aS,4R, 55, 7aS) —4- ((AH-ZKJf [d] Bk
I —1—k) F3E) —7a—FF F— 1 -0 3 )\ S - LH-E-5-3%) —3- (BRI &) 4-FF RO &
L IRTE ((EHNo .52, T4mg) , o

[0607]  B.[Aa] (1S,3S,4R) —-4-((3aS,4R,5S,7aS) —4— ((IH-ZK Jf [d]mkme—1-3L) I JL) —7a—H
Fe-1-WH 3 VA - TH-8i-5-08) -3- (LB AL L) 4-F AR O R 4R ((L&4No .52,
74mg) [{IMeOH (3mL) ¥ H I ABREE 47 (81mg,0.59mmol) 3 H M F40°C HiF4: 1h IR S
Yk 4 , ¢ Hodid BBk e R L2l LR E ) (10:90 MeOH/EtOAc) , 3845 (1S,3S,4R) -4~
((3aS,4R,5S,7aS) —4— ((IH-ZRFf [d] ke —1 - J) L) —Ta—H JE-1-WF B 2 )\ - 1H-¢fi-5-
3) -3- R 4-F IR OB (& %No .53, 16mg, 341 39 %) , b 4. "H NMR
(CD30D) : 68.29 (s, 1H) ,7.67(d,J=7.8Hz,1H) ,7.56 (d,J=8.1Hz,1H) ,7.26-7.37 (m,2H) ,
4.70 (m,1H) ,4.62 (s, 1H) ,4.56 (s, 1H) ,4.19(dd,J=14,9.8Hz, 1) ,3.76 (m, LH) ,3.52 (m,
1H) ,3.18 (m, 1H) ,2.53 (m, 1H) ,2.19 (m,2H) ,1.23-2.01 (m, 13H) ,1.09 (s, 3H) ,0.94 (m, LH) ,
0.73 (m,4H) .ES-MS m/z 423 ((M+1]") .

[0608] s 5128

[06091  (15,35,4R) ~4-((3a$,4R, 5, TaS) 4= 2~& I £, ) ~Ta~F H—1 - F 3 )\ A - 1H-
Efi=5-3) -3~ R F L) ~4-F HIA T BE (L5 HINo . 56) [F) &k

LAH, THF
Y

[0610]

55 Otes
[0611] A (1S,3S,4R) —3— (C(HUT 5 - FF L Rk e J8) 4 58) HR 2) —4-FF -4~ ((3aS,
4R,5S,7a8) ~Ta—H F—1-F F B -4- (((FF LA EE L) AL 4L \E-1H-ei-5-) PR 3
2 TREE (b &INo . 45,1 . 14g,2.05mmo 1) FTKCN (0.42g,6. 14mmo1) fIDMSO (10mL) VAR AE60°C
RS HCRE 160 IINTHE (10mL) , SR JG7E Lh 2 Ji , B s A 2 =38, W2\ /K (40mL)
H, FHEt20 (2 X 100mL) ZEH, FH #h /K, T4 (MgS04) FF Hlk4d it (1B vk /e b e B alift
[ 44 5% B ) (10 %6 SR 5 20 %6 ELOAe/ T Je) »3Rk45 (1S,3S,4R) —3- ((GRUT 2 —H EE ke 1)
L) I EE) —4- ((3aS, 4R, 58, 7aS) —4- (FUEH JL) —Ta—H H—1 -7 F 2 )\ S - 1H-Efi -5 J) -
4—FA FLINCL 3 BRI (LA N0 . 54,0.92¢,92%) , A T[4,
[0612]  B.7EOC RAER A 1A (1S,3S,4R) —3- ((GHUT 3 — F L H ke k) 48 3%) HR L) —4-
((3aS,4R,5S, 7aS) —4- (FILF L) —7a-F 31 - B 3 )\ A - 1H-2i-5-3%) 4-F IR 2 3 2
B (b5 INo.54,0.92g, 1.9mmol) ¥ THF (10mL) ¥A¥K *H AN LAH (1. 9mLf¥ 2M THF VA »
3.8mmol) o fE22hZ i , K A UK HR ¥4 H) , SR 5 N ANa2S04 » 10H:0 (1. 22g) I HAGIEWAE =
TR REA0min o B IE MR LS S Tk i 0t ik I HL FIECOACTE IR o 158 ] (i v AE i i - 4liAk R B
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(20 % MeOH/EtOAc, 2R J5 775 % EtaN[({120 % MeOH/Et0Ac) ,3k15 (1S, 3S,4R) —4- ((3aS, 4R, 5S,
TaS) —4- 2-F I 4. 3L) ~Ta-F F-1- F FE )\H -1H-Bi-5-35) -3- ((GRUT 2 R AR LT
) EH L) L) 4-REFRCEE (LA HINo.55,0.48g,56 %) , [t fiid

[0613]  C.J#5 (1S,3S,4R) —-4- ((3aS,4R,5S,7aS) -4— Q- H 2. 3) —Ta-F H-1- W FF )\
F-1H-Efi-5—8) —-3- ((BUT R R REG L) U5 B D) 4-F AR OB (L5 No. 55,
0.48g,1.1mmol) /£ L B2 (32mL) F7K (8mL) H HIVAVRAE = I 24h, SR Fa W4 o {3 FH il
TEAERERS 2L TR B8 W) (20 %6 MeOH/EtOAc, SR J5 75 % EtaN[120 % MeOH/Et0AC) , 3815 (1S,
3S,4R) —4-((3aS, 4R, 5S,7aS) —4— Q-5 F 2, 3E) —Ta—F -1 -V FF 3L )\ E -1 H-Eli-5—3&) -3
(R 3L —4-FF IR OB (L& 4No . 56, 364mg, 100 %) , [ k.

[0614]  sLia {5129

[0615]  (1S,3S,4R) —4-((3aS,4R,5S,7aS) —4— ((LH-M5|We—1-3&) B FE) —Ta—F JE-1 -V 7 5L
JNE-IH-Ei-5-35) —3- GRH 3L) 4-FF IR OB (b 5 4No . 57) 1A Rk

1) MsCl, TEA,
" CH.Cly

Sl AR
F:iHM  2)KOH DMF
ACO” >N oM \ HO
St Oac N
H

[0617]  0°CF&SH A ((1S,2R,55) -5-Z B H-2- ((3aS,4R,5S,7aS) —4- RH L) ~Ta-
B -1 B N\ - TH- B -5-2%) —2-FF AR L 28 B R 2Rl (b5 %No .51, 243mg ,
0.598mmo1) FIEtsN (0. 11mL,0.79mmo1) f¥JCH2C12 (6.0mL) ¥ ¥& H i AMsC1 (0.051mL,
0.66mmol) , J HAF AL IR I FE Lh o 98 HCH2CL 2 (15mL) #0RE 3 H A AINaHCOs 7K ¥
VR (15mL) Beig , 3F HoE 7K )2 FICH2CL2 (2 X 10mL) AL #5435 10 A HLE T8 MgS0s) I Hk
i o FHAR A% (3 X 10mL) SEJita 28 B (1) 35k 5 2 , 7 HoRF AR PR R (ER) 4k B8 W3 i /EDMF (0. 9mL)
o | (140mg, 1. 20mmo1) A ZEKOH (168mg, 2.99mmo1) [XIDMF (0. 3mL) B iFl , 31 B
RAERA FAEZERFE5min Ik A b S0 RS Gh) R (0.9mL) , IF %R
EWAE IR AEFE LD, SR G INHE 50 °C JE 3R 42200 A5 IR-A ) FHE tO0AC (35mL) #ike, I EL A AL
JZ FH K (6 X 15mL) ¥k, S8 5 T8 MgS04) FF H ik 4a o Jl i (i VA e hk i b 24k 5% B W
(90:10 EtOAc/T\%t) ,3K13 (1S, 3S,4R) —-4- ((3aS, 4R, 5S,7aS) —4— ( (LH-M| Wk —1-45) A JE) -
Ta—H JE—1-7 0L VA -1H-Bi-5- %) -3- R L) —-4-F LI Ol (b5 ¥No .57, 43mg ,
17%) , Tofafil & ("H NMR (CDC1s) :87.62(d, J=7.8Hz,1H) ,7.19-7.32 (m,3H) ,7.09 (m, 1H) ,
6.52(d,J=2.7Hz,1H) ,4.61 (s, 1H) ,4.58 (s, 1H) ,4.52(dd,J=14,3.0Hz,1H) ,3.93(dd,]J=
14,9.0Hz,1H) ,3.78 (m, 1H) ,3.62 (m, 1H) ,3.32 (m, 1H) ,2.39 (m, 1H) ,2.20 (m,2H) ,1.25-1.99
(m,13H) ,1.03 (m,4H) ,0.83 (m,4H) .ES-MS m/z 480 ([M-1+60]") .

[0618] S fs130

[0619]  (1S,3S,4R) -3—- GEH %) -4- ((3aS,4R,5S,7aS) —4- (A M|WE-1-FL ) -7a-F
Fe—1-P R F VR - TH-Bfi-5—3) ~4-FF B IR T (b & No . 59) A R
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\ 1) MsCl, TEA,
CH.Cly

2) K;CO3, CHACN

T

[0620]

KzCQ';, MeOH

[0621]  A.7E0°C FAEG S H I ((1S,2R,5S) -5-Z B4 H-2- ((3aS,4R, 55, 7as) -4- & H
HE) —Ta-FH-1-W B )\E - 1H-efi-5- %) —2-F BL IR O k) AL 2 el (fb & 9No . 51,
244mg,0.600mmo1) FEtsN (0. 11mL,0.79mmo1) [ICH2C12 (6. 0mL) ¥V H in AMsC1 (0.051mL,
0.66mmol) , J H A MAE Z I FE L. 5ho W3R FICH2C1 2 (15mL) #6583 H F H AINaHCOs 7K
VAW (15mL) Beigk , I FL K 2 BICH2Cl2 (2 X 10mL) ZEE 4 H10 G HLE T8 MgS04) I Hik
i, 3 HH A 2R (3 X 10mL) SE i 2% o (1) 3 b B 25 o o W5k (143mg, 1. 20mmo1) Bk &
(415mg,3.00mmo1) FICHsCN (2. 0mL) AN 2 IR IR (5h) TR E W, I HORR S /e U
A7 19h o FTR A WIAECHaCL o (15mL) FTH20 (10mL) 22 [7) 43 e , 7 H HICHaC1 2 (2 X 10mL) ZEEU/K
A A NLZ T MgS0a) I Hk4s , 3 Hadid th i Vi ERE IR Fai ik Y (12:88
EtOAc/CiHE) »3-4F ((1S,2R,5S) -5~ Bt I -2- ((3aS,4R,5S,7aS) —4- (A M|Wk-1-FE F
HE) —Ta-F -1 B B )\E - 1H-efi -5 %) —2- I BL IR O k) AL 2 e I (fk &5 9)No . 58,
8lmg, 2N HEAE27 %) , T A i

[0622]  B.[H] ((1S,2R,5S) -5~ Z B4 H:-2- ((3aS,4R,5S, 7as) ~4— (A M| -1 - F JE) -
Ta—H JE-1-0 28 )\ - 1H-Bfi-5-2&) —2-F JL IR OV L) H 2 2 R s (fL A #No . 58, 81mg,
0.16mmol) f{IMeOH (3. 2mL) VAVR T IN AN BREZHH (88mg, 0. 64mmo 1) 3 HIN#AE40°C IF 45 4L 1h,
SRS NN TR (20mL) , FF H A VR-A Y0 v o HLR 4 dlad (iE /e i i R alifb iR B8 4
(85:15Et0Ac/ T 4) » 3145 (1S,3S,4R) —3- (FrH ) —4- ((3aS, 4R, 5S, 7as) —-4- (A M|W&-1-
FEF L) ~Ta—F - 1-WF 3t )\ &~ 1 H-Efi-5-3%) ~4-F FEIR i (L& %No. 59,3 1mg, 46 %) ,
Fetafi 44 . 'H NMR (CDC13) :67.06 (m,2H) ,6.64 (m,1H) ,6.41(d,J=7.8Hz,1H) ,4.64 (s, 2H) ,
3.74 (m,1H) ,3.57 (m, 1H) ,3.27-3.39 (m,4H) ,2.92 (m,3H) ,2.44 (m, 1H) ,2.16 (m,2H) ,1.25-
1.92 (m,15H) ,1.07 (s,3H) ,0.83 (s,3H) .ES-MS m/z 424 ([M+1]") .

[0623]  sLjififs]31

[0624]  (1S,3S,4R) —4-((3aS,4R,5S,7aS) —4- ((3,5- ~H AL NI EIL) FFIE) —Ta-H -
1-3F FF 2 VR -1 H- B -5 —3- R R ) —4-FF R BR U (L& 40No . 64) 16 Ak
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[0625]

Nal, DIEA,
CHACN, CH,Cly

[0626] A.fEO°CF[H2,2,2-=%-N-(((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) -4-#I-2- (¢
FRL) -1 -F R BR L) —Ta—FR -1 - R\ S - T H-Bfi-4-0%) L) 2Bk (L& 4No . 60,
3.21g,7.69mmol) FIBKME (1.20g,17.6mmol) [RIDMF (15mL) ¥ W+ A TBSCL (2.43g,
16. 1mmol) , I HAGIERAEG T T HIEAFE3R IR G W HEt0AC (T0mL) #Be I H HIH20 (2
X 20mL) FTER 7K (6 X 20mL) Hr ik , SR 5 T4 MgS04) I H.k s . i (i v e ik e b4l A 7% 88
) (10:90EtO0Ac/ T 4%) » #R18N-(((3aS,4R,5S, 7aS) -5 ( (IR, 2S,4S) —4— (R 3 —H FLH
ke ) ) —2—- ((GRUT R R BRI REe 50) S08) L) —1-F BEFR VL) —Ta-H JE-1-1
L\ -1 H-Eli-4-3) A ) -2, 2, 2- = Bk % (b & ¥INo . 61,4.60g,93%) , TEEaILIA .
[0627]  B.[HIN-(((3aS,4R,5S,7aS) —5- ((IR, 2S,4S) —4— (GRUT Fk —FF R F ke dik) 480 8) -
2= (CORUT 2 R L I RE e 58) 40 R) AR E) -1 - R IR O L) —Ta—FR L -1 -7 )\ -1H-
Ei—4—J%) L) -2, 2 2-=F LB Jb5 YN0 .61,4.59g,7.10mmo 1) f9:1 MeOH/H20
(71mL) VB NN EZ # (2.95g, 21 . 3mmo 1) F HINFA 260 °C H £F 221 8h KR &Mk 46 I+
HARAH20 (10mL) o458 &4 FICH2CL2 (40mL, S8 )5 2 X 16mL) 28T, 3 HAF & A HLZ T
(MgS04) I HIK e . i (i VA ARk g b 2010 R B W) (5:95MeOH/ CHaCl ) , 3143 ((3aS, 4R, 5S,
7aS) —5- ((IR,2S,49) —4- ((FUT s = H HE R ik ke 58) 40 25) -2 (CGRUT 28— FR R ke 48)
AL ) — 1 - E IR L) ~Ta-FF -1 - FF L )\ - T H-Ei-4- %) H iZ (b A5 #No . 62,
3.68g,94%) , LIk,

[0628]  C.JA] ((3aS,4R,5S,7aS) -5— ((IR, 2S,4S) —4— (GRUT 3 — H L B Rk e k) 480 0) —2-
(CORUT e R ke L) A0 D) -1 - R T ) —Ta-F -1 AP L U -1 H-fi -
4-38) i (A ¥INo .62, 167mg, 0. 304mmo1) \Nal (6mg,0.04mmol) FIDIEA (0.063mL,
0.36mmo1) [FJ7ECH3CN (3.0mL) F IR G M3, 6- A R HIR (95% , T4mg,
0.30mmo1) fifi J5 I CH2C12 (ImL) o #4785 07 2 240, SR 5 MR 4a 1 5% B I /EEt0AC
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(40mL) AL MINaHCOs 7K AV (15mL) 2 8] 73 B o ¥ A AL JE R K R (4 X 15mL) , SR J5 -5
(MgS04) 3 H.ik4s , 38451 ((3aS, 4R, 5S,7aS) -5- ((1R, 2S,4S) —4- (BT & A F w4t
5 ) —2- ((GRUT 2 R L ke k) 008 H ) —1-H R O ) —Ta—F 21— FE
JNE-TH-B-4-55) -N- (3, 5~ AR L) Bk (LA 4No .63, 216mg) , To LA

[0629]  D.m]1-((3aS,4R,5S,7aS) 5= ((1R,2S,4S) —4- (BT 2 R F ke i) H L) -
2- ((GRUT 3 R FE Rk R L) EE) B 5L -1 -F RO IHE) —Ta-FH-1-F F 3 /\VE-1H-
Bfi-4-3E) -N- (3,5- AU IE) Bk (A ¥No .63, 216me) Y THF (6. OmL) A A
TBAF (1. 2mL IM THEJER , 1. 2mmo 1) Jf H AL =R HE18h G iE ks , 71 Him i s vkqe
TR F2ifk 7R B W) (6:94MeOH/Et0AC) , 3545 (1S, 3S,4R) —-4- ((3aS,4R,5S,7aS) —-4- ((3,5-—.
P4 L S ) P ) —Ta— P e L P J\ S~ L - Bi-5-3) —3— () —4- 1 LR O
(b4 PINo . 64127mg, 24 3 18389 %) , A 44 . 'H NMR (CDs0D) :86.48 (s, 2H) ,6.36 (s,
1H) ,4.61 (s,2H) ,3.55-3.76 (m,9H) ,3.40 (m, LH) ,3.12 (m, 1H) ,2.77 (m, 1H) ,2.41-2.58 (m,
2H) ,2.10-2.29 (m,2H) ,1.18-1.82 (m, 15H) ,1.00 (s, 3H) ,0.77 (s,3H) .ES-MS m/z 472 ([M+
119 .

[0630] s f5]32

[0631]  (1S,3S,4R) -4- ((3aS,4R,5S,7aS) —4— (((LH-ZE 3 [d] Wk me—2-J) FF L5 k) B
) —Ta—HR-1- )\ S - 1H-¢fi-5—5%) -3- R AL —4-F B OB (b5 INo . 68) [ &
Ji

H , SEM
N 1)SEMCLDIEADMF
v ? 2) n-Buli, THF @[ )—CHO

7N 3) pF N
85
(1) ‘: />—CHO
N 65
MeOH

[0632] TRSG” NH2 2y NaBH,

[0633]  A.Mg2- (RS £ AL HF JE S (531mg, 3. 18mmol) [FJDME (2. OmL) ¥ ¥ N
N ZE R IFBEIE (314mg , 2. 66mmo1) FIDIEA (0.69mL,4 . 0mmol) [KIDMF (3. 3mL) ¥ , SR J5 Ik
80 CIHFrLE1.5h IR S YHEL0AC (40mL) FHKEFF H A #hK (6 X 18mL) Wik , S8 5 T4
(MgS04) 3 H. 4  FIMeOH (10mL) 4R J& FCH2Cl2 (3 X 10mL) SEJiE 2% 5 14 SL b i 2= o W5 5k B8 W v
il ZE THE (13mL) 3 HAE RS TR E-40°C NN TE T4 (1. TmLEI L. OMT L VA W
3.2mmo1) £ HAE-40C FHit#E20min, #& 5 4E-40°C N IIADME (0.51mL,6.6mmol) o fFi8 54
EAhN FHE B I, SR SR B EBEFE 3K R A4 FHE tOACH: B (30mL) I H. AH20 (10mL) A1
#hK (3 X 10mL) Fedk A A HLZ T8 MgS04) I FLIRA , i (352 /e i i b33 93 24k R B8
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Y9 (1:99 MeOH/CHzCl2) , 38453 1- (- (=R AR A 48 E) B L) —1H-28 3 [d] k-2
% (A YINo . 65,579mg) , 25 (43

[0634]  B.}% ((3aS,4R,5S,7aS) —-5- ((IR, 2S,4S) —4— (GRUT 3 — F HL B ik b 0 480 0) —2-
(CEUT 2 AR R L) A5 F ) -1-R AR ) -Ta-FHE-1- 1 2 )\VE-1H-Efi-
4-35) B (b B %INo .62, 164mg, 0. 298mmo 1) Al1- (2 (Z Bk f L) 285 F ) -
TH-29F [d] ke —2—F % ({65 4No . 65, 99mg) IMeOH (4. 3mL) VA VRAE S T InF[E17E0. 5h,
SRIGVAHIE 28 I ANaBHs (14mg, 0. 37mmo 1) 3 HAE 2 iR #itHE 1 7h o i\ B £ [¥)NaBH: (1 4mg
0.37mmo1) Ff H N# #60°C H 4L 1h IR A9 FIH20 (0. 5mL) B H ik 4d , S8 J5 1% IN
NaOH GKIE#) (10mL) IR E W+ A5 IR -5 ¥ CHaCl2 (15mL, 28 )52 X 10mL) #EEL, F oK
EIFMAENZE T MgS04s) FF Hk 4 il it (A 3V ARk iR L afi b 7R B84 (20:80 EtOAc/C
£%) , 3R481- ((3aS,4R,5S,7aS) —5- ((1R, 2S,4S) —4— (T 3 — A Pk ) 4 08 —2-
(CEUT 2 R AR R L) AL D) —1-R AR ) —Ta- -1 2 VA - 1H-Efi-
4-38) -N- ((1- (- GHREREEG ) LA B AL -1H-285F [d] wkmse-2-55) L) B ik (fk
AMINo .66, 170mg, 70%) , & A .

[0635]  C.m]1-((3aS,4R,5S,7aS) 5= ((IR,2S,4S) —4- (BT J& R F ke i) HL) -
2— (CORUT R L RERE ) 45 38) FF3E) — 1 - LR L 3E) —Ta—F 3 -1 - FF 3 )\ & - 1H-
Efi—4-35) -N- ((1- (- (R ER R 80 B3 - 1H-28 5 [d] wkek-2-58) B F iz
(Hb&¥INo .66, 170mg, 0. 210mmo1) FJTHF (4. 2mL) E W AN TBAF (1. OmLf 1M THFVE W ,
1. 0mmo1) 3 HN# 250°C HEFLL 16h KV IR S , I Bl il (v AErk i B aifb sk 88 1)
(5:95 MeOH/EtOAc) ,3k%3 (1S,3S,4R) —-3- e AL) —4-H J:-4- ((3aS,4R,5S,7as) ~7Ta—H
Fa-1- -4 (((U-(@- EHRRER L AL 258 ) R - 1H-28 9 [d] ks -2-J%) F
) s ) B ) )\ -1H-efi-5-2) OB (L5 INo .67, 85mg, 70%) , LK.

[0636]  D.Jq] (1S,3S,4R) —3— (B H ) —4-FF 34— ((3aS, 4R, 5S,7aS) —Ta—H FL—1-3V F -
4= (((A-(@- GEREFREL) 2580 B ) —1H-28 5 [d] wkmk-2-J) L) 2058 7 0L)
JNE-1H-Bi-5-5) OB (L&5¥INo .67, 85mg, 0. 15mmo1) [ THF (2.9mL) ¥A¥K F i A TBAF
(0.44mLET IM THRYAVR 0. 44mmo 1) Hf HN#AE70°C HFR8E26 . 5ho 1 i Bk 4 , 7 Himid
BV AERE R 2iA AR BB 4 (100:5:1 EtOAc/MeOH/NH4OH) ,3K75 (1S, 3S,4R) —4- ((3a$S, 4R,
5S,7aS) —4- (((AH-ZR I [d] ke —2—Jk) FR LG 0) L) —Ta—FR -1 - FF 2 )\ - 1 H-Efi -5
) -3- (B IE) —4-FF R O (-8 %INo . 68,5Tmg,86%) , o faufi 44 . 'H NMR (CDs0D) : 8
7.52(m,2H) ,7.21 (m,2H) ,4.60 (s,2H) ,3.95(d,J=15Hz,1H) ,3.88(d,J=15Hz,1H) ,3.70
(m, 1H) ,3.40 (m,1H) ,3.12 (m,1H) ,2.92 (m,1H) ,2.62 (m,1H) ,2.43 (m, 1H) ,2.09-2.28 (m,
2H) ,1.20-1.82 (m,15H) ,0.99 (s, 3H) ,0.77 (s, 3H) .ES-MS m/z452 ([M+1]") .

[0637]  SEjifs)33

[0638]  (1S,3S,4R) —4-((3aS,4R,5S,7aS) 4 (CEIF [d] [1,3]18) 4 430 0 4 —5 3L Y AL
L) L) —Ta-H -1 - 2 \E - 1H-8i-5-2%) -3- R &) —4-HF B OB (k&Y
No.70) i 4 Kk
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TBAF, THFE

HQ

O

70 OH
[0640]  A.¥% ((3aS,4R,5S,7aS) -5 ((1R,2S,4S) —4— (T 3t — B L i f ) 4 ) —2-
(CEUT 2 R AR R L) A58 D) —1-R AR ) —Ta- -1 F 2 VA - 1H-Efi-
4-F5) B (k& %INo .62, 125mg, 0. 227mmo 1) FTEHHIES (41mg, 0. 27mmol) [K)MeOH (4. 5mL) &
WAEGS T AR 25min, S8 GV E1 2 %38 o I ANaBHs (17mg, 0. 44mmo 1) Ff HL7E = G i
1.5ho IR G Y FIH0%0 %8 (0. 5mL) FF H k4, 3 HAGHRE WAL IN NaOH GKIEH) (10mL) Al
CH2Cl2 (15mL) 22 8] 4L o 4 7K J22 FICHaC 12 (2 X 10mL) 2EHY, 3F H A% & (076 WLE T4 (MgS0s)
IF B4 ol i v e e B4R R EE Y (20:80 EtOAc/Cke) » /15 1- (I [d] [1, 3117
TR IR A -5 -N- (((3aS, 4R, 5S,7aS) —-5- (IR, 2S,4S) —4- (GRUT & = B ik
) ) —2- ((GRUT 2 = R ke k) 26008 AR ) — 1 - R OV ) —Ta—F 21— FR L
J\E-1H-gfi-4-55) L) Bk (b &4)No. 69, 137mg, 88%) , TL LK i
[0641]  B.Jaj1—- 3 [d] [1, 3] 1A =4 22 FF R —5—45) -N- (((3a$, 4R, 5S,7aS) -5- ((IR,
2S,4S) —4— (GRUT 3 R JEF R e ) SA00E) —2- (U 9 R 3 R R e ) 400 HR ) —1-
B IR O AE) —Ta-F -1 -0 FF 3 )\ - 1H-Bfi-4-3) L) FiE (LA 4No .69, 137mg ,
0.200mmo1) ft THF (4.0mL) YAV& T iIN A TBAF (0. 80mLf IM THFYAVK ,0.80mmo1) 3 H.7E % iR i
FE16h KA S, 3 HLd T (s vk Ae iR B L alifb i B W) R B8 W (4:96 MeOH/EtOAc) ,3R45
(1S,3S,4R) —4- ((3aS,4R,5S,7aS) —4- (G I [d] [1, 3] 18] 4 30 N M -5k AL 2 ) R
) —Ta—H HE-1- B \E - 1H-Bi-5-2%) -3- R 2) - 4-FH AL OB (k&5 4¥No . 70,
56mg,62%) , L4 'H NMR (CDs0D) : 86.82 (s, 1H) ,6.74 (s, 2H) ,5.91 (s,2H) ,4.61 (s,
2H) ,3.69 (m, 1H) ,3.59 (m,2H) ,3.40 (m, 1H) ,3.12(m,1H) ,2.77 (m,1H) ,2.42-2.57 (m,2H) ,
2.10-2.29 (m,2H) ,1.22-1.82 (m,15H) ,0.98 (s, 3H) ,0.78 (s, 3H) .ES-MS m/z 456 ([M+1]") .
[0642]  Sijifs)34
[0643]  (1S,3S,4R) -4- ((3aS,4R,5S,7aS) —4— ((6—&IE-9H-NEM —9—FL) F JL) —7a—FF JL-
1-3F FF 2 VR -1 H-Bf-5-2) —3- R R ) —4-FF R BR U (&5 4No . 73) B 6 Ak
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1) MsCl, TEA,
CH,Clp

2) K,C04, DMF

[0644]

TBAF, THF
—_—

HO

[0645]  A.7F0°C FAEE S H 1 ((3aS,4R,5S,7aS) -5- ((1R, 2S,4S) —4— (RT3 — F HLH
EE ) L) —2- ((GRUT R R B AR e A0) SA008) F L) —1-F R O L) —Ta-H 2E-1-1
B\ & -1 H-Ehi—4—55) B (b 5%No.71,311mg,0.56mmol) FIEtsN (0. 10mL,0.72mmo1) ff]
CH2C12 (5. 6mL) ¥ H N AMsCL (0.048mL,0. 62mmol) , 3 FLI VA TR AE 28 I8 Hi b 3h 15 15 W H
CH2C12 (15mL) FikEFE H 1 FINaHCOs7K AR (15mL) Hiisk o« FHCH2Cl2 (2 X 10mL) ZEEUK 2, 3+ H.
W& IFRANLZE TR MeS0a) f H k4 o FHH 4% (3 X 10mL) S 2% it (K L Wb bR 25, IF HoS AR
B W VASEAEDME (1.9mL) o N JIRIERA (84mg ,0 . 62mmo 1) AIBR ER4H (234mg , 1.69mmol) , 3 H.
BIRAE AR T I AE80CIFFFLELT. bho IR A WIFEEtOAC (40mL) ATH20 (15mL) Z 7] 73
BC, 3 BAGAALZ H KBS (3X 10mL) , 28 f5 118 MgS04) I Hilk4d . it L3V AR AL |
ik A% BB (3:97TMeOH/CHoCl9) , 32459 (((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) —4- (BT & —
R AT L) S 0) —2- ((ORUT AR R ke 2t) S8 00 AR 28) -1 - A L ) -Ta-H
-1 F R VA -1 H-Bfi-4-0%) 1 AL) —9H-IEMe -6 -l (& 4INo . 72, 187mg ,50%) , K [
k.

[0646]  B.[n]9-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) —4- (GRUT 2 = B ik be k) A 0%) -
2= (CORUT A S R RE e ) 480 0) FF ) — 1 - IR L 3E) —Ta—FF -1 - FF 3 )\ & - 1H-
Bfi—4—Jk) B JL) —9H-"E04 —6-fi (b & 4¥INo .72, 187mg, 0. 280mmo1) fJTHF (5. 6mL) VAR F A
TBAF (1. ImLIIM THEYEW, 1. Immo1) JF HNFAE40°C HFFEE3R IS MR SE, 7F Had it
PEVEAERERR AL AR Y (100:10:2 EtOAc/MeOH/NH4OH) , 3845 (1S,3S,4R) -4- ((3a$S, 4R,
5S, 7aS) —4— ((6—F FL-9H- ML —9—JL) FF L) —Ta—H B -1 -V FF L )\ &~ 1 H-eli-5-3%) -3- (5%
B JE) —4-F LR O (LA YNo. 73, 104mg ,85%) , TE A [f 44 . 'H NMR (CDsOD) : 88. 21 (s, 2H) ,
4.62(m,3H) ,4.17 (dd,J=14,9.6Hz,1H) ,3.75 (m,1H) ,3.51 (m, 1H) ,3.18 (m, LH) ,2.62 (m,
1H) ,2.17-2.29 (m,2H) ,1.23-2.08 (m, 13H) ,1.07 (m,4H) ,0.72 (m,4H) .ES-MS m/z 440 ([M+
117 .

[0647]  SEjifs)35

[0648]  (1S,3S,4R) -3- GRH #L) -4-F -4~ ((3aS,4R,5S,7aS) ~Ta—F F-1-3 F -4~
(ARSI L) \E-1H-Ei-5-28) SO (LA N0 . 74) B A Ak
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[0649]

[0650] % (1S,3S,4R) ~4- ((3aS,4R,5S,7aS) ~4— (G F IL) ~Ta—F H-1-F FF 3 )\ - 1H-
Efi-5-2%) —3- R &) ~4-F AN OB (LE5¥INo . 22,109mg, 0. 339mmo 1) F14-FiF 2 7% H %
(61mg,0.40mmo1) FIMeOH (6. 7TmL) V& W /LGS T IR FL35min, R GA B ZE A
NaBHi (26mg ,0.69mmo1) FITHF (2. 5mL) I HAE iR HHE3 K R A #4260 C I Fr4E19h
FF H N E Z ) NaBHs (29mg, 0. 77mmo 1) KR &P N 260°C HFr 42 1 h IR 5k 4a - 1 7k E
WV i AECH2C L2 (20mL) H FF H AIIN NaOH GKIEW) (10mL) i o 4 7K /2 FICH2Cl2 (2 X 10mL)
L, I BB A IR A VLZE T8 MgS04) JF H ks o il ik iy Aehdk e L 2litb 5% B84 (0. 5:
99.5 MeOH/EtO0Ac) , 3843 (1S,3S,4R) —3— (B FF KL) —4-F Fk-4- ((3aS,4R,5S, 7as) —Ta—H J:-
137 B 3 -4- ((A-AHAE R R ) ) A -1H-Bfi-5-2%) A (L5 #No . 74, 66mg,
43%) , Tt 4k . "H NMR (CDsOD) :88.18 (d, J=8.4Hz,2H) ,7.58 (d,J=8.4Hz,2H) ,4.61 (s,
2H) ,3.83(d,J=14Hz,1H) ,3.76 (d,J=14Hz,1H) ,3.70 (m, 1H) ,3.41 (m, 1H) ,3.13 (m, LH) ,
2.83 (m,1H) ,2.57 (m, 1H) ,2.46 (m, 1H) ,2.11-2.29 (m,2H) ,1.18-1.83 (m, 15H) ,1.01 (s, 3H) ,
0.78 (s, 3H) .ES-MS m/z457 ([M+1]7) .

[0651]  SKita {5136

[0652]  (1S,3S,4R) -4- ((3aS,4R,5S,7aS) —4— (((2,2- —F K [d] [1, 3] [A) =S 23R %,
Jfi—b—Hk) AR 2R L) —Ta— -1 - 0 )\ S - LH-¢fi-5-5%) -3- R AR BS) —4-F A3
B (LA YINo . 75) [ A %,

13 Q
H O><F
A<k
[0653] MeOH , s
2) NaBH; HOY E
2 OH 75 OH ; & F

[0654] ¥ (1S,3S,4R) —4- ((3aS,4R,5S,7aS) ~4— (G IEF IL) ~Ta—H F-1- W F 3 )\ E - 1H-
Bfi-5-3k) -3- G2 ) 4-F ROl (k- A¥No . 22,68mg,0.21mmo 1) F12,2- 4/ ~1,3-7K
IR IE) A R R G -5 - % (47mg, 0. 25mmo 1) [JMeOH (4 . 2mL) ¥ WAL @R INFAEIE0 . 5h,
SRIGVS HE 25 I ANaBH: (16mg, 0. 42mmo1) 3 HAE SR B HE % IR S ik4s , 3F B
B B8 WDV AL 19 MeOH/CH2Cl2 (15mL) H, SR f5 FHIN NaOH GKIE D) (10mL) Heik 47K = H
CHoCl2 (2 X 10mL) ZEHL, I R & I A ALZE T MgS0s) I H k4 o it (i AEfk A b4l
1L AR B (6 :94MeOH/CH2Cl2) , 3744 (1S,3S,4R) —4- ((3aS, 4R, 5S,7aS) —4- (((2,2- A IF
[d] [1,3][A) 452 BR300 —5—8) FF R ) R ) —Ta—HR -1 R G )\ -1 H-Bf -5 %) -
3- (B ) -4-F IO (b4 4¥No . 75,84mg, 81 %) , oA [# 44 (1H NMR (CDsOD) : 67.21
(s,1H) ,7.11(s,2H) ,4.61 (s,2H) ,3.69 (m,3H) ,3.42 (m,1H) ,3.13 (m, 1H) ,2.80 (m, 1H) ,
2.42-2.57 (m,2H) ,2.11-2.29 (m,2H) ,1.18-1.83 (m, 15H) ,0.99 (s,3H) ,0.78 (s, 3H) .ES-MS
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m/z 492 ([M+1]7) .

[0655]  SLjitafs37

[0656]  (1S,3S,4R) -4- ((3aS,4R,5S,7aS) —4— ((4-F—2-F LW ILE ) F L) -Ta-FF H-
1 =30 FF 2 VR -1 H-Bfi-5-3%) —3- R R 2) —4-FF LR U (L &5 0No . 76) 1A A

[0657]

[0658] % (1S,3S,4R) ~4- ((3aS,4R,5S,7aS) ~4— (FJ: F 3L) ~Ta—F H—1-F FF 3 )\ - 1H-
Efi-5—3k) —3- (R JL) —4-F HIF OB (b A1INo. 22,93mg, 0. 29mmo 1) F14—55 —2-F HE IR H
1% (48mg, 0. 35mmo1) [KJMeOH (5. 8mL) ¥ER AL G T M ER0 . 5h, SR 5% F = =\ I
NaBHa (22mg,0.58mmo1) Jf H7E = I iH: 1. 75h IR Sk 4 , I+ H A5 5% B8 W5 g £ CHaCl -
(15mL) H, S8 J5 FHIN NaOH GRKIE ) (10mL) ¥ 45 7K /2 FICH2Cl2 (2 X 10mL) ZEHL, 3 H &
FHIAHLZ T4 MgS0) F£ HLIR Y - B (8 i pe L2l bR B89 (6:94 MeOH/CHaCl2) ,
R (1S,3S,4R) —4- ((3aS,4R,5S,7aS) ~4- ((4-F—2-F R TR E L) B ) -Ta-FHE-1-1F
H O\ S - IH-Efi-5-2) -3- R AL) —4-F IR OB (b 549INo .76, 113mg,88%) , Jo (i [#
145 .'H NMR (CD30D) :67.24 (dd, J=8.4,6.0Hz,1H) ,6.87 (m,2H) ,4.61 (s,2H) ,3.67 (m,3H) ,
3.41 (m,1H) ,3.11 (m, 1H) ,2.89 (m,1H) ,2.64 (m,1H) ,2.37-2.51 (m,4H) ,2.10-2.28 (m, 2H) ,
1.21-1.82 (m,15H) ,0.97 (s,3H) ,0.79 (s, 3H) .ES-MS m/z 444 ([M+1]7) .
[0659] S {5138
[0660]  (1S,3S,4R) —4- ((3aS,4R,5S,7aS) —4- (- -4-FF 4 L H A L) 5L —Ta-H
-1 VA - TH-8i-5-%) -3- R L) —4-H LI Ol (A N0 . 77) B K

1) Q F

H
[0661] MeoH 7 07

—_—— P

2) NaBH, HO?

[0662] ¥ (1S,3S,4R) —4- ((3aS,4R,5S,7as) ~4- (GHEH ) ~Ta-H J-1 - F AL\ 1H-
efi-5—4%) —3- R 1 58) —4-F I OB (A YNo. 22,60mg, 0. 19mmo 1) F12—35—4—F 4 L %
HH % (35mg, 0. 23mmo 1) f¥IMeOH (3. TmL) ¥ VRAE G T IR0 . 5h, R JG A E1 2= =l I
NaBHs (14mg,0.37mmo1) Ff H7E 2 i HitHE:3h, SR 5 IMATHE (1. 2mL) A48 & V78 = W H
1. 250, SR G W48 1 AR BB W VA AE1: 9 MeOH/CH2Cl2 (15mL) 1 3 H AJIN NaOH (K V& R)
(10mL) P ik o K 7K Jz= FICHaCL 2 (2 X 10mL) ZEHL, 3 HUKE A A HLZE T8 MgS04) FF Hilk4s .
VLA AERE B A4k TR B ) (8:92MeOH/CHaCl o) , 3245 (1S, 3S,4R) -4~ ((3aS, 4R, 5S,
7aS) —4- (- —4-F E LR IE) L) —7a—F B 1 - B O )\ - 1 H-2fi-5-3%) —3- (B HH
) —4-F IR OB (b5 %No . 77, T1mg , 83 %) , Tota [ 445 . 'H NMR (CD30D) : 67. 27 (m, 1H) ,
6.71 (m,2H) ,4.62 (s, 2H) ,3.67-3.79 (m,6H) ,3.31 (m,1H) ,3.11 (m,1H) ,2.87 (m, 1H) ,2.64
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(m,1H) ,2.48 (m,1H) ,2.10-2.30 (m,2H) ,1.17-1.83 (m, 15H) ,0.94 (s,3H) ,0.78 (s, 3H) .ES-
MS m/z 460 (M+1]7) .
[0663] st f51]39
[0664]  (1S,3S,4R) —4- ((3aS,4R,5S,7aS) —4- ((4—F—2-FE I K HEHL) Fi) -Ta-F
Ha-1- R VA - TH-fi-5-3%) -3- R L) —4-F LI Ol (LA 4No . 78) B & Ak,

1y © o~

1) H
[0665] . _. MeOH F

AL 2) NaBH i LA
HO” Sny, 2 NaBr N
22 OH 78 OH SE

[0666] % (1S,3S,4R) —4-((3aS,4R,5S,7aS) —4— (Z L H JL) —Ta—H J—1- W H 3 )\ E - 1H-
Efi-5—J4k) —3—- BRI J%) —4-F LI O (b 54)No. 22,61mg, 0. 19mmo 1) Fl4-5—2—H 4 FE R
F % (35mg, 0. 23mmo 1) fKIMeOH (3. 8mL) & VRAEGE T IR0 . 5h, SR J5 ¥4 20 2 =0 . I
NaBHa (14mg,0.37mmo1) Jf H7E % I8 fi 50 o K VR 5 Yok 4 » I HLAG 5k B8 MV fig 781 : 9Me OH/
CH2Clo (15mL) 1, #R J5 AT IN NaOH GK¥E ) (10mL) ¥Ei5% - 47K )2 HICH2Cl2 (2 X 10mL) 2K, If
HEA A VLZE T MgS04) I Hk4d . B i v A fE g L2 L% B4 (10:90 MeOH/
CH:2C12) ,3K73 (1S,3S,4R) —4- ((3aS, 4R, 5S,7aS) —4— ((A-F—2-F A L 5 ) L) -7a-
B -1 -3 B 2 VR - TH-Bfi-5-2) —3- R L) —4-FF I Ui (L& %No . 78, 80mg , 92 %)
T L "H NMR (CDsOD) :87.23 (m, 1H) ,6.80 (dd,J=11,2.1Hz,1H) ,6.65 (m,1H) ,4.63 (s,
2H) ,3.85(s,3H) ,3.73 (m,3H) ,3.41 (m,1H) ,3.12 (m,1H) ,2.87 (m,1H) ,2.64 (m, 1H) ,2.49 (m,
1H) ,2.10-2.31 (m,2H) ,1.18-1.83 (m, 15H) ,0.96 (s,3H) ,0.79 (s, 3H) .ES-MS m/z 460 ([M+
117 .
[0667]  SKita {5140
[0668]  (1S,3S,4R) -4- ((3aS,4R,5S,7aS) —4— ((Q-F—4—F LI A L) F L) —Ta-F -
1=3F FF 2 VR -1 H-Bf-5-3%) —3- R R ) —4-FF LR U (&5 0No . 79) 16 Ak

1) O F

el

—_—

g 2) NaBH | ’ A
HO “NH, 4 S N
22 OH 79 OH

[0670] 4% (1S,3S,4R) ~4- ((3aS,4R,5S, 7as) ~4- (G F k) ~Ta—F -1 5L )\ - 1=
efi-5—4%) —3- R 58) —4-F I OB (A ¥No. 22,60mg, 0. 19mmo 1) Fl12—35—4-H B R H
% (31mg,0.22mmo1) f¥IMeOH (3. TmL) ¥ VAL G N IRFA =970 . 5h, R JE ¥4 H 2= = 5 A
NaBHs (14mg, 0. 37mmo 1) F H 78 2 i it #1340« K5I8 & Wik 4 , 3 HOK 5% B8 Wi il /61
9MeOH/CH2C12 (15mL) H1, %4 f FHIN NaOH KAL) (10mL) Hesk o 4 7K J2 FCHaCl2 (2 X 10mL) %
B, 9 B A IR A HLE T8 MgS04) JF B4 o i i th i viAe ik e LA ALk B8 W) (6:94
MeOH/CH2Cl2) , 38173 (1S, 3S,4R) —4- ((3aS,4R, 5S, 7aS) —4— ((2—F—4—F JE A R e L) L) -
Ta—H B -1-TE 2 J\E - 1H-Bi-5-3%) -3- R L) ~4-H A OB (L5 49INo. 79, 64mg,

[0669]
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77%) , T 4K "H NMR (CDs0D) :87.23 (m, 1H) ,6.93 (m,2H) ,4.61 (s,2H) ,3.67-3.79 (m,
3H) ,3.39 (m, 1H) ,3.11 (m,1H) ,2.85 (m, 1H) ,2.61 (m, 1H) ,2.47 (m, 1H) ,2.10-2.33 (m,5H) ,
1.16-1.82 (m,15H) ,0.94 (s,3H) ,0.78 (s, 3H) .ES-MS m/z 444 ([M+1]°) .

[0671]  sEiti 5141

[0672]  (1S,3S,4R) —3—- (F2H J£) —4- ((3aS,4R, 55, 7aS) —4— ((4-F LR 7 L g k) /
HE) —Ta—F -1 F L )\ - 1H-#i-5-58) —4-F AR OB (b 59INo . 81) & 1k

HO\/\©\ IBX, EtOAG DHC/\©\

N 'O/

a 80
/\‘\ e

101

NaBH{OAc)s,
THF

[0673]

HG

[0674] A JG2-THEEEE R (1.02g,3.64mmol) AT 4-F 4 K 2 (184mg,
1.21mmo1) FJEtOAc (24mL) ¥EWH , I FUBHR AP #4280 °C Ho 1 28 Sl , FF4E3h iR &
M10min N H R 0°C, SR J5 Lo it fek i ok 98 9F B4, 3R 15465 %)No . 80 (185mg) , 15 A 1K)
i

[0675]  B.[H4kL&4INo .80 (33mg) 1 (1S,3S,4R) —4- ((3aS,4R,5S,7aS) —4— (A ILFF HE) -Ta-
FRE-1- 3 N E - 1H-Bfi-5-J%) -3- (R &) ~4-F B O ((bA¥INo. 22,59mg,
0.18mmol) FIAETHF (1.8mL) HHITR AW I\ = 2B A FEAN A AL AN (78mg, 0. 37Tmmo) , 3 H.
PR SR SR D250 R A 1:9 MeOH/CHoCl 2 (15mL) 8 H A IN NaOH GKIATR)
(10mL) Bk o K5 7K JZ FICH2CL2 (2 X 10mL) AH, 3 HAG & FIF A HLZE T8 MgS0s) FF Hik4s .
T AR RE R AR EE Y (100:5: 1CH2Cl2/MeOH/NH4OH) , 3875 (1S, 3S, 4R) —3— (42
) -4- ((3a$,4R, 55, 7as)

[0676]  —4- ((4-F A B 2 Bk ) AR L) —Ta— R -1 - 1 B )\ S - L H-Efi-5 %) —4-F &
O (A ¥INo . 81,49mg,58%) , TE IR 'H NMR (CDsOD) :67.13 (d, J=8.4Hz,2H) ,6.86
(d,J=8.7Hz,2H) ,4.61 (s,2H) ,3.77 (s,3H) ,3.58 (m, 1H) ,3.40 (m, 1H) ,2.98 (m,1H) ,2.61-
2.75(m,6H) ,2.44 (m, 1H) ,2.09-2.24 (m,2H) ,1.12-1.80 (m, 15H) ,0.76 (s,3H) ,0.70 (s, 3H)
.ES-MS m/z 456 ([M+1]7) .

[0677]  SEjats)42

[0678]  (1S,3S,4R) —4-((3aS,4S,5S,7aS) —4— (2- (W (4-FFEHFL K 3) AIL) 257) -Ta-F
-1 F 2 VR - TH-Bi-5-28) —4-F LR O ke -1, 3- B (b 5 9INo . 83) I Ak
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[0679]

NaBHOAG):, - OH‘j O~
AcCH, CHCL 83 £

[0680] ¥4 (1S,3S,4R) —4- ((3aS,4S,5S,7aS) ~4- (2-Z H 7. 55) —Ta—F -1 F L )\ A -
IH-Bfi—-5-3%) -4-F IO -1, 3- 1 ((h-5%INo .82,68mg, 0. 2 1mmo 1) X F 48 B 2% A s
(51uL,0.42mmol) \AcOH (241L,0.42mmo1) FINaBH (0OAc) 3 (133mg,0.63mmo1) [K1£ECH2C1s (5mL)
IR A GRT ISR 240 N IMFINaOH/K AR (10mL) F HEE A4 FCHaCl 2 (3 X
10mL) FHL A I A HLUE T NaaS0s) 31 Bk 4ds o [ F th i Va7 b i ot iR 884 (1:1
EtOAc: TVkT) , 3843 (1S, 3S,4R) —-4- ((3a$,4S,5S,7aS) —4- (2- (W (A-F4A 3 25 2
) ~Ta—F F -1 B 3L )\ A - 1H-i-5-3) -4-FF IR ke-1, 3- . (b A5 ¥%No .83, 46mg ,
39%) , [ A 44 . 'H NMR (300MHz ,CDC1s) 87.25(d,J=7.9,4H) ,6.84(d,]=7.9,4H) ,4.60
(s,1H) ,4.58(s 1H),3.77 (s,6H) ,3.71 (m,1H) ,3.43 (s, 4HFIm, 1H) ,2.36 (m,3H) ,2.11 (m,
1H) ,1.86-1.09 (m, 17H) ,0.91 (s,3H) ,0.72 (s, 3H) ;*C NMR (75MHz,CDC1s) §161.9,158.8,
132.4,130.1,113.8,101.1,72.2,68.4,58.2,55.5,52.4,48.6,43.8,40.7,36.2,36.1,
30.4,29.9,29.7,29.2,25.1,24.0,19.1,18.3;MS m/z:562.6[M+H]".

[0681]  sCitif143

[0682]  (1S,3S,4R) -4-((3aS,4S,5S,7aS) —4- (2- (4-F A I L HEIRL) 23) -Ta-FH-1-
M FR R VR -LH-B-5-%) —4-F AL T k-1, 3- B (b 5 4No . 84) K& 1k

CHyCls, MgSOy4
—_—

[0683]
2) NaBH,,

THF, MeOH

[0684] ¥ (1S,3S,4R) —4- ((3aS,4S,5S,7aS) ~4- Q-& I £, FE) ~Ta—F F-1- W L )\ A -
IH-fi-5-3%) ~4-F IR k-1, 3- = (b 54No . 22,40mg, 0. 12mmo 1) A Y A O Y i
(21uL,0. 19mmo1) F1FE7KMgS04 (0. 5¢) fIFECH2Cl 2 (BmL) 1 (K VE & WI7E S iR FE 24h IR &
Wit ok 3 B i o 15 5% B8 M) FINaBHs (23mg , 0. 6 1mmo1) ZETHF (3mL) FIMeOH (1mL) HH 7E K< F
FE D 18h INA80% AcOH (ImL) Ff H VR A5 HE 10min, SR J5 iR 46 - 1 5k B8 WA i/t
EtOAc (20mL) o, A4k FF A AINaHCOs I ¥ (3 X 5mL) Ak 7K (2 X 5mL) ¥Ei5 , T (Na2S04) I
Hok i AT A TEEAERE R EAifksR B (1:1 EtOAc:MeOH) , 3815 (1S,3S,4R) -4- ((3aS,
4S,5S,7a8) 4~ 2- (4-FEH I FIHEIL) 25 -Ta-F -1 H 3 )\E - 1H-8i-5-3%) -4-F
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HIR O LE-1,3- % (b 5%No . 84, 26mg, 24 B 49 %) , [ [ 44 . '"H NMR (300MHz ,
CD30D) 67.26 (d,J=8.4,2H) ,6.89(d,]=8.4,2H) ,4.60 (s,2H) ,3.93-3.63 (m,6H) ,3.50 (m,
1H) ,2.71-2.42(s,3H) ,2.21 (s, 1H) ,1.96-1.12 (m, 19H) ,1.06 (s,3H) ,0.77 (s, 3H) ;°C NMR
(75MHz ,CD30D) 6162.8,160.6,130.9,114.9,101.6,72.1,69.5,55.7,53.6,46.5,44.8,
44.2,41.3,40.2,37.2,37.0,31.5,31.4,30.0,29.0,25.9,24.6,19.4,18.5;MS m/z:442.4
[M+H] "

[0685]  sEjitifs44

[0686]  (1S,3S,4R) -4- ((3aS,4S,5S,7aS) —4- (2- CEIE[d] [1,3] [A] — 4 Z=FF KA —5-J:
FLFE L) 4FE) -Ta-FF-1- R \NA-1H-ei-5-3%) 4-F AR b-1,3- 8 &Y
No.85) & ik

2) NaBH,,
THF, MeOH

J’
[0688] ¥ (1S,3S,4R) -4- ((3aS,4S,5S,7aS) ~4- Q-& Ik 2. FL) ~Ta—F Fe—1- F 3L )\ &~
IH-2fi-5-3%) —4-F R O k-1, 3- - (- 54No.82,38mg, 0. 12mmol) . EHHEE (27mg,
0.18mmol) FIFE7KMgS04 (0. 5g) [ £ECH2Clo (BmL) 1 (IR & WA 2 B P HE20h IR & Wit vk
It HIR 48 5 5% B8 W) AiNaBHa (23mg, 0. 6 lmmo 1) £ THF (3mL) FMeOH (1mL) H 76 &5 N = R4
FE22h fNA80% AcOH (ImL) F HORH IR A Wi HE 1 0min, S8 5 W 4 - 4 % B8 WA A /EELOAC
(25mL) H, F A FINaHCOs VAV (3 X 5mL) AIEE7K (5mL) Heidk , T-1 (Na2S04) I L 4E A8 Al o i
TEAEREIE F AR B8 4 (0% £25% £50%MeOH: EtOAC) , $:45 (1S, 3S,4R) —4- ((3aS,4S, 58S,
7aS) —4- (2- GRFF [d] [1, 3] 18] S AR M -5~ R 0E) 2. 38) ~Ta—FF -1 - HF 2 )\
A -1H-Bi-5-0%) —4-F IR T fi-1, 3-8 (b5 ¥INo . 85, 23mg, 24D IR HL42%) , [ 4[]
4 . 'H NMR (300MHz , CD30D) 86.85 (s, 1H) ,6.76 (m, 2H) ,5.91 (s,2H) ,4.59 (s, 2H) ,3.66 (n,
3H) ,3.50 (m, 1H) ,2.65 (m, 1H) ,2.50 (m,2H) ,2.15 (m, 1H) ,1.87-1.16 (m,18H) ,1.06 (s,3H) ,
0.77 (s,3H) ."C NMR (75MHz ,CDs0D) 6162.8,149.2,148.2,134.4,122.9,109.8,109.0,
102.3,101.6,72.1,69.5,54.2,53.6,46.5,44.8,44.0,41.3,40.2,37.2,37.0,31.8,31 .4,
30.0,29.0,25.9,24.7,19.3,18.5;MS m/z:456.2[M+H]".
[0689]  Sijiifs45
[0690]  (3aR,4R,5R,7aS) -5- ((1S,2S,4S) ~4-FFH—1-F F-2- Q-G kI 2, 55) IR ) -
Ta~H Fe—1-30 B 3 )\ -1 H-Efi -4 (LA INo . 96) & ik
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O
80% AcOH
THF

IBX, CH:CN

By -Ta’-FIHE NEWE[[1,3] Z2URIF-2,1 -8i]-4" -2 M th5%No.86,2.01g,
3.8mmol) < TBDPSCI (1.2mL,4.6mmol) FlIBKME (388mg, 5. 7mmol) HJAEDME (8mL) H [ VR &4 7E
TN AEE IR PR 20 RS HIZK (50mL) ¥ 2K, FHE 20 (3 X 75mL) A5 HL, AH4% H1 FH7K (2 X
50mL) FIER 7K (50mL) Peigk , T NaoS0) I HI GG o A H AL AR oY 6% 2
10%Et0Ac/ T ke) » R ALL) (3a’R,4’R,5°R,7a’S) -5 - ((1S,2S,4S) —2— (2— ((# T F: —
FRHE R L) 2 5E) 4R - IR O —Ta - A \NEIR [[1, 3] 5K IR-2,
1 —8fi] -4’ - ZREE (LA YINo . 87,2.93g) , A IfLTA .

[0693]  B.J% (3a’R,4’R,5°R,7a’S) -5 - ((1S,2S,4S) —2— (2— (GRUT & —ZR 3 1 ik e 38)
) ) A1 - AR O I —Ta’ -HE NEWR [[1, 3] Z5UIR-2, 18] -4 - 4R
s (15 INo . 87,2.91g) K1 7E80% AcOH (150mL) FITHF (50mL) H [ VE-& WI7E40 CHidE3 . 75h.
WML G FF HANFR 2K (2 X 75mL) Hh 3 vdh o 3 ik (v AR B B AL R B (32 e
EtOAc) ,3k73 (3aR,4R,5R, 7aS) —5— ((1S,2S,4S) —2— (2— ((#UT 3 R R Pk 23 2
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H) —A-FR -1 -R AR O ) —Ta-F -1 -EH A \VE - TH-8i-4- 2 4 B (L54No0 . 88,
1.87g, 28 3:81%) , A T ifuik.

[0694]  C.}%KO'Bu (870mg,7.75mmol) ZEG@ S, AE0°C NN 2 PhsPMeBr (2.77g,7.75mmo1) [¥]
THF (50mL) & ¥F- W+ « £30minZ J7, ZHEZ I (3aR,4R,5R,7aS) -5-((1S,2S,49) —2- (2-
(GRUT 2RI ke dl) L) 238 —4- -1 - R O -Ta-F -1 -FU\&E-11-
Bfi-4—F: 2 W s ({4 %INo . 88,1.89¢, 3. lmmo1) i THE (25mL) VAW , I 1R &Y = IR Hi +F
24h ¥ e B ER 7K (80mL) 4K , FIEtOAc (3 X 75mL) &% HY , F-45 (Na2S04) 3 Hik 45 . 1 it ta it
EIERER AR B (2: 1T %% :Et0AC) ,3K13 (3aR, 4R, 5R, 7as) —5- ((1S,2S,4S) —2- (2-
(GRUT i R e dt) EIE) 28 451 -F RO Ta- -1 H I /A~
1H-Bfi-4-JE 2. B2 lis ((h-5¥INo.89,1.60g,85%) , (A A iflik .

[0695]  D.#% (3aR,4R,5R,7as) —5- ((1S,2S,45) —2- (2— (T 2 R FE R RS L) S5 2
) —4-FHE -1 - R C L) —Ta-F -1 - L )\E - LH-Ei-4-FE 2. BR s (b 5 #No . 89,
1.60g,2.65mmol) vAc20 (0.5mL,5.3mmo1) FIDMAP (32mg,0.26mmo1) HIAERLIE (50mL) VR
ARSI T CHF I HAE2. 5h N AR B IR I K (50mL) FIEt0Ac (250mL) I H. 7
2 BAHLE R K (3X50mL) Beids, T4 (Na2S0s) 3 HLHAE 4544 B R 25 (2 X 50mL) Hr3t:
6, 3813 (3aR,4R,5R, 7as) -5- ((1S,2S,4S) ~4- LB A -2- - ((BUT R R AL)
AL 23 -1 - E L) ~Ta—F HE-1- B 3 VS - 1 H-Ei-4-2E 2. R B (b &5 ¥No . 90,
1.84g) , B4k H Bk,

[0696]  E.}¥% (3aR,4R,5R,7aS) -5- ((1S,2S,4S) ~4-Z, B A8 L -2- (20— (GRUT 3 2R L Rk
Fedk) L) £38) -1 - RO L) ~Ta-F HE-1-F 31 )\ E-1H-Ei-4-FE 2 R B (b5
No.90,1.84g) FITBAF (4mL{ IM THFYEWR , 4mmol) (I ZETHE (60mL) HH VR S WIEE S FER
BEEFE2. 5h MM FINaHCOE R (50mL) FF H ARG P HEt0Ac (3 X 50mL) A HL, HEL K
(50mL) Feik , T1: (Na2S04) F KA it (i /e fk iR 2k B89 (2: 1T 4% : EL0AC) , 3R
#3 (3aR,4R,5R, 7aS) —-5- ((1S,2S,4S) -4-Z Wi H-2- Q- L) - 1-F I T L) -Ta-H
He-1- W A VR -TH-Ei-4- 2 SRR (A N0 . 91,0.99g, 2 2 88H£92%) , F LIfik.
[0697]  F.}% (3aR,4R,5R, 7aS) -5— ((1S,2S,4S) ~4-Z Bt -2- Q-2 2. 3%) -1-H EH T
) —Ta—F 11— B )\ - 1H-8i -4 4 FR B (b5 4No.91,100mg, 0. 25mmo 1) FITBX
(210mg, 0. 75mmo1) ] /EMeCN (5mL) H ()R & M 7E R 7E65 CHiFE7omin K IR A% H &2
FR, Bk ik 5T P8 T Hok4E , 3545 (3aR, 4R, 5R, 7aS) —5— ((1S, 2R, 4S) —4-Z A Fa-1-F
He-2- Q-5 AR I FE) ~Ta—H FE-1- W 5L )\~ 1 H-Ei-4-3E 2. R B (b & ¥No. 92,
125mg) , A Ik,

[0698]  G.f# (3aR,4R,5R,7aS) -5 ((1S, 2R, 4S) ~4-Z B -1 -F 3 -2- C-E A 25 37
CL3) —Ta—F B -1 -0 AR B )\ & - T H-Bfi-4-FE L BR BR (fL59No . 92,58mg, 0. 14mmo 1) FHE ik
(33uL,0.35mmo1) [ FETHF (5mL) 1 FIVE & W AE T 7E iR HE5min 4 NaBH (0Ac)
(75mg,0.35mmol) JIN 2 43R IR A W 3F BORHR S Y03 HE 2 1h o 4 S 82 A FINaHC O v VK
(10mL) %K , FHEt0Ac (3 X 10mL) FEEL , T4 (Na2S04) I HIRHR o St 42 (4] {0 ik 2l 4k % B2 1)
(2:1 BtOAc: W %0 »3K15 (3aR,4R,5R, 7aS) -5- ((1S,2S,4S) —4-Z, B Fe -1 - F-2- (2-15
Wbk 2, %) PRV AE) —Ta—H B -1 - R 8 N & - TH-Bi-4-JE 2 IR I (L5 #INo . 93, 25mg,
40%) , LR
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[0699]  H.% (3aR,4R,5R,7aS) —-5— (1S, 2S,4S) —4- 7, B 48 - 1 - Jh—2— (2-TE ik ik 7, %)
e ) —Ta-FH-1-WHF R )\VE-1H-Ei-4-FE L REE (L5 YINo.93,25mg,0.05mmo ) F
NaOMe (0. ImL{{5.4M MeOHIEVR , 54mmol) [KJAEMeOH (2mL) HH (KVR-& A&/ N AE SR HE
17h o 4 S B2 A L ATNaHCOsIE ¥R (10mL) ¥ K, #HEkHE FHCH2C1 2 (2 X 15mL) FTEt0AC (2X 15mL) #£
B, T8 (NaS04) FF H k%, 3813 (3aR, 4R, 5R, 7aS) -5— ((1S5,2S,45) ~4- 2 F-1-F i -2- (2-
NI bk 3 2, 328) PR L 3E) —Ta—FR -1 - R 2 )\ - 1 H-Efi-4- 2L 2 B8 Bs (LA %o . 94, 23mg) , [
Ik

[0700]  I.%% (3aR,4R,5R,7aS) —5- ((1S,2S,4S) -4 F—-1-F H-2- Q-G 7, 38) 3o
) —Ta-F A1 B 2 )\ & - 1 H-Efi-4-ZE L BR IR ((AHNo . 94, 23mg) FNLiATH. (0. 2mLI¥) 2M
THFYAVR , 0 . 4mmo 1) (I AETHF (8mL) H KR A WIE R A0 CHeRE I AL ThIN FHE R = .
WRA MR AR 0CIE H 20 M A AR K Na2S04 o 10H20 O &) - B BR¥e 23 7 Bk
R A YHEEE20min, SR JE ik v I HR4e . i F BBy A e e L2k 0% £2% £4% &
6% Z8% % 10%MeOH/Et0Ac) , 3k13 (3aR, 4R, 5R,7aS) —5— ( (1S, 2S,4S) ~4-$52 Fa—1-H H—2-
(2N Iph KL 2, F8) IR OV L) —Ta—H B -1 R 0 )\ -1 H-Efi—4-F ((b & 4No. 95, 14mg, 24> 8
BRILT0%) , i

[0701]  J.}4 (3aR,4R,5R, 7aS) -5— ((1S,2S,4S) -4 -1 - H-2- Q- It 2. 5) ¥ 2
By —Ta—F -1 B 3 J\E - 1H-Bfi—4-1% ({5 N0 . 95, 14mg, 0. 04mmo 1) FTAcOH (20uL) 1]
7EMeOH (5mL) H VR & M 7E = A FE 1 0min , 8 5 4 o 14 5% B MIE MR AECHoC Lo e (12 1,
10mL) W3 HIk4R , 38158 (3aR, 4R, 5R, 7aS) —5- ((1S,2S,4S) —4- % H—1-F F—2- -Gkt 2,
) IR ) ~Ta— 1 -1 )\ A - 1H-Bfi—4-1% ({b & N0 96, 16mg, 93 %) , [ (il 44 . 'H
NMR (300MHz ,CDC13) 84.64 (s, 1H) ,4.61 (s, 1H) ,3.75 (m,4H) ,3.68 (m, 1H) ,3.49 (m, 1H) ,2.58
(m,4H) ,2.49-2.21 (m,3H) ,2.02(s,3H) ,1.86-1.16 (m,18H) ,1.12(s,3H) ,0.77 (s, 3H) ;*C
NMR (75MHz ,CDC13) 6160.9,101.5,72.5,70.7,66.4,57.5,56.6,53.5,52.4,45.7,38.5,
37.7,36.1,35.4,31.3,31.0,29.5,25.1,23.9,22.9,21.3,18.7:MS m/z:392.4 [M+H] V¥ 5
Bl o

[0702] st 46

[0703]  (1S,3S,4R) —3- (G FH H) -4- ((3aS, 4R, 5S, 7aS) —4— (F Ik F IE) ~Ta-H H-1-F
B2\ - TH-Bi-5-2%) ~4-F IR OB (tb 59INo . 99) A

1) MsCl, DMAP, Pyr
2) NaNsy, DMF

[0704]

1) LAH, THF

98 Nj

[0705] A @S H0C T (1S,3S,4R) -3- GEH HL) -4- ((3aS,4R,5S,7aS) ~4- FEH L) -
Ta-F J-1- B & NS -1H-gi-5-3&) 4-F RO L BEE b5 4No.43,519mg,
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1.43mmo1) FIDMAP (4 &) FIMENE (2. 8mL) Y&+ M AMsC (0.66mL,8.5mmo 1) 441 A 7L
FIRPEFELT .50, FRIEA HIZ0°C K N F T FINaHCO 33 ¥R (15mL) ¥ K, FIEt0Ac (3 X 15mL)
FHEL, FHERK (3 X 15mL) PEs, 15 MgS0a) I ik 4a , SRAFHE (I il o 7RG ST 11 i ¥ DMF
(10mL) ¥ 1 I ANaNs (557mg , 8. 57mmo 1) 3 H GRS/ A 60°C I FF£219h H R 51
R R 2RI H 7K (50mL) FIEt0Ac (50mL) ik, FHEE 7K (2 X 50mL) Feik , 115 (MgS04) F H.
W A OB R AR AR B M) (T4 :EtOAc,4:1) ,3R/1F (1S, 3S,4R) -4- ((3aS, 4R,
5S,7aS) ~4— (BB HEF I ~Ta-F HE-1-7 B 2 )\ & - 1H-8-5-2%) —4-F J-3- ( ((FF LT Bk
5 AL B RO 2R (b &HINo .97, 393mg,63%) , TLELIKI .

[0706]  B.{E& S T (1S,3S,4R) —4- ((3aS,4R,5S, 7aS) ~4- (BEIEF ) —Ta-F H-1-1
B \E - 1TH-Bfi-5-3) —4-FF JE-3- (((FF 2L ) S 08 L) RO L 2 RS (L&
No.97,133mg,0.284mmol) {JDMF (2mL) ¥ ¥ H I ANaNs (232mg, 3. 57mmo 1) Ff HAGVE A4
WE100°CIHFrE224h 2 AR B H1 2 Z 1, H7K (50mL) FEt0Ac (50mL) FikE, A £L
K (2X50mL) Pk , T MgS00) FF H k4 AT FH i VA AE e B2k ik Y (D4t :EtOAc,
19:1%9:1) , 3815 (1S, 35,4R) -3—- (B A AL F H) -4- ((3aS,4R,55,7as) -4- (BHAEF ) -
Ta—F BE—1-0 B AL )\ - 1H-Bfi-5-3%) —4-FF LA O AL 2 BRI (L5 4No .98, 110mg ,94%) »
T

[0707]  C.@AH0CRIAl (IS,3S,4R) —3- (BEEF &) -4- ((3aS,4R,5S,7aS)

[0708] —4- (BRIEF L) -Ta-FF A1 F 5 )\ S~ 1H-Bi-5-3%) ~4-F IR O 2L LR B
(L& ¥INo . 98,650mg , 1.57mmo1) [ THF (30mL) ¥ H IHALiATHs (2M THF,5.4mL,11mmo1)
I HRBRAMAZE 230 K MIR-AGWR H20°CH H K (0.42mL) 2M NaOH
(0.42mL,0.84mmo 1) B J& FI7K (1.23mL) ¥ K % BF R H5min, ok 3E , 3¢ H A THF (120mL)
Bk o FrIE VR 4 , FRAF 1 L[ AR o 1 [ A4 75 i AEMe OH (25mL) vh I HLZ8 3 ek e 3k R AR 25
ISR K DERIR 4R O FUS RR B VA AT 2R (ImL) vR, Bt 20min I HLiR 4 14 5% B8 )
TR AEMeOH (4mL) 1 JF H N AMeCN (25mL) o 4 #E18 54, 28 )5 IAMeCN (75mL) o iR 5475
HZR0CH HLIH: BB =P N IE R T HH A B B0 38, 3818 (1S, 3S,4R) -3- (AR L) -
4-((3aS,4R,5S,7aS) ~4~ (FHLF L) ~Ta—F H-1- F 1 )\ & - 1 H-Bfi-5-%) ~4-F HIF O i
(L& ¥INo.99,353mg,51%) »'H NMR (CD30D) :84.59 (s, 2H) ,3.47-3.38 (m, 1H) ,2.97(d, =
13.8Hz,2H) ,2.53-2.44 (m,2H) ,2.27-2.19 (m,1H) ,1.96-1.20 (m,23H) ,1.06 (s,3H) ,0.76
(s,3H) .*3C NMR (CDsOD) :6179.0,160.5,101.1,68.9,49.8,43.8,43.6,41.2,39.4,39.3,
37.5,36.3,35.4,33.3,30.4,28.8,24.3,23.1,22.8,20.3,17.3,12.9.MS m/z:321.3.
[0709]  sEjifafs]47

[0710]  (3aR,4R,5R,7aS) -5- ((1S,2S,4S) ~4- 23~ 1-FF-2- (2- 4-F FHIRE-1-3E) 2
H) R IE) —Ta—F FE-1-F FF 3 )\ -1 H-Efi—4-1% ((L &5 %No . 103) [ Ak
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[0711]

[0712]  A.f# (3aR,4R,5R, 7aS) —-5- ((1S, 2R, 4S) —4- 7, B -1 -FF H-2- Q-5 B
CLAt) ~Ta—FF -1 H 3 )\ S -1 H-E-4-2E RIS (b A #No . 92,60mg, 0. 15mmo 1) A11-F
HE-IRME (420L,0. 37mmo 1) FIAETHE (5mL) W VR A M/EE SN ZiR i FEomin. M B3R A
H i ANaBH (0Ac) 5 (75mg, 0. 35mmo 1) Ff H AR AW FE2 1h o 4 S B2 A 1 AINaHCOs ¥ Wi
(10mL) ¥ K , FHEt0Ac (3 X 10mL) ZEHL, T4 (Na2S04) I FHLI4s o ff FH (it vk e ik i b 2lifh ik
BA¥) (4:1 EtOAc:MeOH) , 3815 (3aR,4R,5R,7aS) —5- ((1S,2S,4S) —4-Z, BE 4 Ha—1-F H-2-
(2- (A-F FENRE -1 L) 2,38) I 3E) ~Ta—F -1 38 )\ A -1 H-Efi-4- 2L IR ER (LA
No.100,28mg,40%) , TLLa K.

[0713]  B.}¥4 (3aR,4R,5R,7aS) —5- ((1S,2S,4S) —4- 7, B4 -1 -F 3 -2— (2- (4—FF LR 85 -
1-3%) 2 38) T BE) —Ta- R -1 - A 2L )\ - 1H-ei-4- B LR IE (L& 4No . 100, 28mg,
0.05mmo1) HINaOMe (0. ImL{KJ5. 4M MeOHVA VA , 54mmo 1) I fEMeOH (2mL) IR A ML E T T
SR I 1 Theo K e B AINaHCOs FE ¥ (10mL) ¥ K, A4k 3t FICH2Cl2 (2 X 15mL) FIEtOAc (2
X 15mL) ZEHL, T8 (Na2S0s) 3F He4i , 3713 (3aR, 4R, 5R, 7aS) —5- (1S, 2S,4S) -4- 4 F-1-F
Fe-2- (2- 4-FIIREE-1-3E) 255 P 3E) —7a-H 3L -1 -0 B L )\ A -1 H-Bfi-4-J 2 R B
& WNo . 101, 22mg) , [ 17

[0714]  C#% (3aR,4R,5R,7aS) -5-((1S,2S,4S) ~4- 5 H -1 - F-2- (2- 4-F IR -1-55)
CH) R ) —Ta—H 36 -1 -0 A 3 )\ S -1 H-Efi-4-3L 2R B8 (tb & No . 101, 22mg) FILAH
(0. 2mL{I2M THRYE R ,0 . 4mmo 1) I ZETHF (4mL) H VRS WA S FEOCHIFE I HAE1ThiN
FHR 2 2R R APV AR 0°CH HAr 20 U AR AR FINa2S04 » 10H:0 GE &) - B x4
Hi I AR S0 FE20min, S8 5 1 98 5F Wk 4 o A0 Bk e e B2tk 7R B8 (0% &
25% %250 % %250 % +1 % NH10H MeOH:EtOAc) , 3R13 (3aR,4R,5R,7as) -5-((1S,2S,4S) -4-F2
He-1-HIE-2- (2- (4-F ARG -1-08) 208 BT L) —Ta— R -1 - A 6 ) VA - T H- B -4 -
(AN . 102, 18mg , 2 4RHL91 %) , o) v o

[0715]  D.}# (3aR,4R,5R,7aS) -5-((1S,2S,4S) -4-$ -1 - J-2- (2—- (4-FF IR -1-
5 75 R L) —Ta—F -1 -7 B 3\ A - 1 H-2i—4-1 (b &5%No. 102, 18mg, 0. 04mmo1) Fll
AcOH (40uL) (¥ 7EMeOH (5mL) H VR AW 7E F iR BEFE 10min, S8 5 IR 46 o 15 5% B W) 75 fig 1
CHoClo: 0% (1: 1, 10mL) i Hk 45, 3815 (3aR, 4R, 5R, 7aS) -5- ((1S, 2S,4S) -4-§% - 1-H
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H-2- (2- U-FIEIRBR-1-3E) 258 BRC3E) —Ta—H 38— 1 -V 1 3\ S - L H-Ei-4-F% (b &4
No.103,20mg,95%) , K [ €4 [ 44 . '"H NMR (300MHz ,CDC13) 66.01 (br s,1H) ,4.63 (s, 1H) ,
4.60 (s,1H) ,3.66 (n,1H) ,3.44 (m, 1H) ,2.70 (m,8H) ,2.48 (m,3H) ,2.38 (s, 2H) ,2.23 (m, 1H) ,
2.00 (s,3H) ,1.95-1.16 (m,18H) ,1.11 (s,3H) ,0.76 (s,3H) ;*°C NMR (75MHz,CDC13) 6160.9,
101.4,72.4,70.6,57.0,56.6,54.3,52.6,52.4,45.6,45.4,38.4,37.6,36.1,35.4,31.3,
31.0,29.4,25.7,23.9,22.8,21.3,18.7:MS m/z:405. 4 [M+H] Vi 55 (KT

[0716]  SCia {5148

[0717]  (3aR,4R,5R,7aS) -5- ((1S,2S,4S) -2- (2—- (1H-1,2,4-=Me—-1-FE) 2. FL) -4 -
1-FR IR L) —Ta—F -1 B 2 )\ S -1 H-efi-4-1% (b 5 4No . 108) B4 Ak

O/w Q/w

N Q C
. MsCL 1,_?.?4-3_“11: '
_DMAP, Pyr NaH, DMF

MePh;;F’Br,
KOBu, THF

[0719]  A.K% (3a’R,4°R,5°R,7a’S) =5~ ((1S,2S,4S) —4- (GRUT & B B Rk HEdL) 4
) -2- Q- HE) 1-F RO L) —Ta” -H I VER [[1, 3] Z5kF-2,1° 8] -4 %2
MR HE (& ¥INo . 24, 389mg, 0. 74mmo1) MsC1 (0. 18mL, 2. 2mmo1) FIDMAP ({4t &) [IHL g
(4mL) ¥ IRAE = AL T IEHE30min o RHIE WAL VK R ¥ A, A AINaHCOs VA VR (5mL) ¥ K
20min, FIEtOAc (100mL) ke, FI£E7K (2 X 15mL) ¥eiss, T4 MgS04) I FLIK 4 A% Al th i AE
RERE 40k B (30 % Et0Ac/Eh%E) » 3545 (3a’R,4 R,5°R,7a’S) -5 - ((1S,2S,4S) —4-
(GRUT 3 L ke L) 1 3E) —1-F ik —2- (- (AL IL) S 0E) 298 SR 3t) —7a’ -
B \NEMR[1,3] 5URIA-2,17 8] -4 - F LR EE (th 5 %INo. 104,423mg ,95%) , A i
[0720] B.7E0°C F A& S H ¥ NaH (264mg,6.60mmol) IIANF|L,2,4- =M (465mg,
6.60mmo1) FIDMF (5mL) ¥ H « fE1hZ Ji, M (3a’R,4°R,5°R,7a’S) -5~ ((1S,2S,4S) ~4-
(GRUT 3 L ke L) 1 30) —1-FR it —2- (- (R LRI IL) S 0E) 28 SR 3t) —7a -
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RO NEIE 1, 3] & HA-2,1 8] -4’ - Z R lE ((hA4No . 104, 359mg, 0. 60mmo 1) -7
18hZ J& , B AR K R ¥ A, U AINaHCOs¥A ¥R (5mL) ¥2K , FHE 20 (100mL) %, H#h7K (3
X 15mL) Pk, T 1 MgS0a) If Hyke4a . i It ivh /e ik e L aifb iR B 4 (50 % 2R J565 %
EtOAc/Th %) 3813 (3a’R,4°R,5°R,7a’S) -5° - ((1S,2S,4S) —2- (2- (1H-1,2,4-=m—1-J%)
L) ~4— (GRUT F R RE L) E 50 -1 -F RO —Ta’ -FHE NG [1,3] 5L
H-2,1"-ei] -4’ -H L REE (A YINo. 105,0.31g,91%) , [l 44

[0721]  C.# (3a’R,4’R,5’R,7a’S) -5° - ((1S,2S,4S) -2- (2- (1H-1,2,4-=M-1-%%) 7,
H) —4- (FUT F HFER R L) EAL) -1 -HF IR 7o’ - NEE[[1,3] 5Kk
F-2,1" 8] -4 R Bl (A YINo.105,0.31g,0.54mmo1) [ 7EZ. B (40mL) F17K (10mL)
W KPS VRAE 2R FE 3R, IR G 4 o 1 Bk BE W) AR 2 (20mL) Hak i 3K, SR J5 M CHaClLa/ T e
R 4E , 3R13 (3aR, 4R, 5R, 7aS) —5— ( (1S, 2S,4S) —2- (2— (1H-1,2,4-=M—1-J%) 7, 3%) -4-%%
H-1-F RO -Ta- - 1-2 MR\ A -1H-Hi-4-FE 4R EE (L5 4No.106,0. 258,
100%) , A k.

[0722] DR =2 R AL 84 (970mg, 2. Tmmo 1) FTKO'Bu (310mg , 2. 7mmo1) [ THF (4mL) ¥4
WA B AERS TPk .50, SR 5 M (3aR, 4R, 5R, 7aS) -5—-((1S,2S,4S) —-2—- (2—- (1H-1,2,
4-=p—1-3E) 2. FL) 4§ -1 - AR O L) —Ta-F 31 -E A0 VA -1H-Ei-4-F£ L FR R (fk
AMINo . 106,0.22g,0.54mmo 1) ] ££ THE (7mL) FNCH2C L2 (ImL) H () B I « £E45minZ Ji5 , B %
LIRS A B Ve it 2% O F LB VA MRAE S0 C Ik 1 8h o K A A HI 2 =I5, I FINaHCOs %
TR (5mL) SR 5 FHEt0Ac (100mL) #%, FEh7K (3 X 15mL) ¥Ei% , T4 MgS04) I HLik 45 4% F 4
TEVEAERERS Faifb R BB (5% R fF10%MeOH/EtOAc) , 15 (3aR,4R,5R, 7aS) -5 ((1S, 2S,
48) —2—- (2- (1H-1,2,4-=Mt-1-J5) 2.3) ~4-FaFh-1-F RO —Ta-F -1 HF A -
IH-efi-4-J& 2% B8 (A YINo . 107, 373mg) , ALK Ll 44

[0723]  E.0°C &S H (3aR,4R,5R,7as) -5-((1S,2S,4S) -2- (2- (1H-1,2,4-=M~1-
) 0 H) —A-FR R - R O ) —Ta-F 3 -1 - A NS - 1H-Ei-4- 3 2R BR (b &)
No.107,220mg,0.54mmo1) ) THF (5mL) AV - IIAL1IAH (0. 54mLE2M THFYEVR, 1. lmmo1) o7
18h Ji » B IS WAL UK R ¥ 21, FHE 20 (10mL) iR , 8 5 I ANa2S04 * 10H20 (354mg) o 7E1h.Z
J& W W S ik e a8, FHE tOAC e Bt I H Wk 4 o A (A i VR AE TR R b 24k 5 B )
(EtOAc#R 55 %MeOH/EtOAc) ,3k73 (3aR, 4R,5R,7aS) -5 ((1S,2S,4S) —2- (2—- (1H-1,2,4-=
-1 -38) 7. 08) —4-F R -1 - IR O ) —Ta-FF -1 A 3 )\ A - 1 H- 84— (b &1
No.108,70mg,35%) , A fAf {4 . "H NMR (CDC13) :88.05 (s, 1H) ,7.95 (s, 1H) ,4.62 (m, 2H) ,
4.28 (m,1H) ,4.15(m,1H) ,3.62 (m, 1H) ,3.55 (m, 1H) ,2.55 (m, 1H) ,2.25 (m, 1H) ,2.00 (m, 2H) ,
1.85(m,2H) ,0,95-1.70 (13H) ,1.15(s,3H) ,0.75 (s, 3H) .ES-MS m/z 374 ([M+1]") .

[0724]  SEjiafs]49

[0725]  (3aR,4R,5R,7aS) -5- ((1S,2S,4S) —2— (2— (1H-BKM—~1-3E) 2. FE) -4-F -1 -F 3
O HE) —Ta—FR -1 -V B 38 )\ A - L H-2-4-F% (b3 ¥INo . 119) [ &Rk
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Imid,
TBSCI, DMF

—» TBDPSO”

MePhsPBr,

[0726]
KOIBu, THF

[0727]  A. %% (3S,5R,8R,9S,10S,13S,14S) —3- (BT Fk “ZRFEH i fedk) 3 -10,13- 2
O - DY S8 (PR % 0 9F [a FE-17,27 - [1, 3] Z4UIR] -7 (2H) —Fi (LA #INo . 109,
5.00g,8.52mmo1) FIMCPBA (3.82g,17.0mmo1) f{jCH2C12 (40mL) ¥R AL 0T IR = 3h o 45
TRV R %R, IR )5 5NasS20s © SH0MAEZK (20mL) HH FA VR — 2P Lh o 3574 FHCHoC 2
(200mL) #%B , AH 4% Hh FH40 % K200 ¥ (2 X 20mL) FlEE7K (2 X 50mL) Feids , T (MgS04) 3 H.
W4E , 37153 (3aR,5S,7aS, 7bR,9aS, 12aR, 12bR) —5- (U] F IR FE R RELE L) I —Ta, 9a-
TR SR PUSE [ (A (4, 5-b]EREHE-10,27 - [1, 3] “AURIF] -2 GH) —F (44
No.110,5.37g,100%) , (1t 03K

[0728]  B.}4 (3aR,5S,7aS,7bR,9aS, 12aR, 12bR) -5 ( (L] I — R I Rk S k) 40E) —7a,
9a— . FH AL VU S8 [ FF [d] e FF (4, 5-b]WERE 9E-10,2° - [1, 3] 45U ] -2 3H) il (b &
¥INo.110,5.14g,8.52mmo1) \LAH (4. 3mLJ2M THFYA R ,8.6mmol) { THRYAWRAE0 C T 7E %<,
PO h A RAE K T YA 20, SR 5 D ANasS04 o 10H203 HL 4 16h o Py vk 200 ok 98 5
U8, FHECOACH i JF Hk4a o f3 F a8y AE Rk B 24k R B 7 (50 %6 Et0Ac/ Thbe) 3Rk 13 (3a’
R,4’R,5’R,7a’S) -5’ ((1S,2S,49) —4- (BT F: IR FEH ke i) 408 -2- Q- o5 -1-
RO —Ta’ -H 3 \NEME[[1,3] U218l -4" - (b &5¥No.111,4.10g,
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79%) , A BulE 44

[0729]  C.%#% (3a’R,4°R,5’R,7a’S) —5"— ((1S,2S,4S) —4— (GRUT F& ~FILH kS &
) -2- Q- L) -1 -FENCHE) -Ta’ -FE N [1,3] ZFH-2, 17 -8]-4" -8 (fk
4 No . 111,3.80g,6.26mmol) (KM (1.27g,18.8mmol) FITBSCL (1.04g,6.89mmol) [{IDMF
(30mL) EMRAEO CAER/ S R Ik Lh o B 1A VR FIE t20 (150mL) 58, FI k7K (3 X 30mL) ¥Ei%, T
15 MgS04) I HLIK 45, 315 (3a R, 4 R,5 R, 7a’S) 57— ((1S,25,4S) —2— 2— (R ] F — F &
FRESE L) A 3E) 2.3) —4- (GRUT & R R R A5 -1-FRFOR) -7a’-F &)\ &
WE[[1,3] ZAURFA-2,1 8] -4 B (b5 ¥INo. 112,4.54g,100%) , [ V£

[0730]  D.)¥% (3a’R,4’R,5’R,7a’S) -5 "~ ((1S,2S,4S) —2— (2— (GRUT Zk R kb i) 44
H) 3E) ~A- (GRUT 2 2R REE 3E) A08) -1 -F RS E ) —Ta -H 3 NS [[1,3] =
ARIR-2,1° 8] -4 - (b5 ¥INo . 112,4.51g,6.26mmo )  Z.FRHET (1.8mL,18.8mmol) Fil
DMAP (73mg,0.6mmo1) FIHENE (30mL) V& WAL = AL Z T HiHE3h, SR G 7E50 CHEF: Lh A5 ¥
AR VKA A, SR 5 N FINaHCOs ¥ ¥ (25mL) FF HL7E IR HEFE30min i ¥ W FHEt0AC
(200mL) %, FHER7K (3 X 30mL) Beisk , T8 MgS0s) 3 Huk 4 o Af FH (i v AE Rk e b 4lifb ik
B 10% 3R 515 %Et0Ac/ T4 ,3k7% (3a’R,4°R,5°R,7a’S) -5 - ((1S,2S,4S) —2— (2- ((#
T R AL L) L) —4- (GRUT R R RS L) AL 1R O ) -
Ta’—F VAR [[1,3] Z5URFA-2, 17 -] -4 - RS (fh-5 N0 . 113,4.19g,88%) , [
EEMTR7

[0731]  E.¥ (3a’R,4’R,5’'R,7a’S) -5~ ((1S,2S,4S) —2- (2— (GRUT 3k R b he i) 44
H) ) ~4- (GRUT 2 2R BE R RESGE3E) A08) - R C ) —7a - 3 \NEIR [[1,3] =
AN IR-2,1 B -4’ -F 2R B (b5 %INo.113,4.19¢g,5.49mmo) FIAE Z. |8 (24mL) 7K
(6mL) AR ER (40mL) H VA TRAE I BEFEAR , SR 5 AEBO CHEFESh G VA A B = I, K
g5, 5K 5 MER 2K (30mL) TR 45 3K o Af FH (it v AE R I - 4l Ak AR B (35 % SR S5 40 % EtOAc/
ChE) » RT3 (3aR, 4R, 5R, 7aS) -5- ((1S,2S,4S) —4- ((BUT e R B RE T L) AL —2- (2-
LA —1-F IO L) —Ta—F -1 -5 \E-1H-Ei-4-JE 4Rl ((L&4No. 114,3.06g,
92%) , A LIk

[0732]  F . H 3 = L yR Ak 8% (6.03g,16.9mmo 1) FIKO'Bu (1.93g,16.9mmol) [ THF
(40mL) AW AE = WAL Z SN HEFELh, 25 I AETHE (10mL) H ) (3aR, 4R, 5R, 7aS) =5- ((1S,
2S,4S) —4- (BT 3 R R Rk It 00 —2- Q- 23 -1-F HEIF ) -Ta-FF -1
RINVE-1H-Ei-4- 2 Be i (A ¥INo. 114,3.06g,5.06mmol) o 7E18hZ Ji , I\ M AINaHCOs
VAW (15mL) , FHEtOAc (200mL) FBE, FIZh7K (3 X 30mL) ¥eisk , 15 (MgS04) I H ik 4 . f# F &
BV AL TR E AR B (£71 % CHaC L2/ 20 % EtOAc/ T 4%) » 38153 (3aR, 4R, 5R, 7aS) —5-
((1S,2S,4S) —4-

[0733]  (GRUT 2k R RERRELE L) B —2- Q- 23 -1 -F RO ) Ta-PR-1-T
HE \E-1H-Bi-4- 2L AR ER (b &4No. 115,2.78g) , A AUk

[0734]  G.%% (3aR,4R,5R,7aS) —5- ((1S,2S,4S) —4- (BT 3k IR Rk b L) A4 —2-
(2R H) - 1-F RO HL) ~Ta—HF F-1- F F )\ A - 1 H-Ei-4-FE LR B8 (&5 %No . 115,
1.00g,1.66mmol) AMsC1 (0.39mL,4.98mmo1) itk BE (8. 5mL) V&M AE &< FAE0C It ¢
10min, %8 5 75 % I FE80min A WAL UK FR ¥4 A1, IS FINaHCOs ¥ ¥ (6mL) ¥ K 20min, A
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EtOAc (200mL) #BE , FHEE7K (3 X 30mL) He ik, T4 MgS04) I HIA 4 o 1 5% B ) M 2% (30mL)
R 43R, 3R158 (3aR, 4R, 5R, 7aS) -5— ((1S,2S,4S) —4— (GRUT 3 = 28 B gk ) 4008 —1-
R -2- - (R AEm M L) L) 0 M) —Ta- B A1 - 2L \E -1 H-Efi -4 4 TR
Bs (&No . 116,1.14g,100%) , [ k.

[0735] H.J4NaH (176mg,4.4mmol) ZE0CAES S N A Z KM (306mg, 4. 4mmo1) [ DMF
(5mL) YW  fE45minZ &, NN (3aR, 4R, 5R, 7aS) -5— (1S, 2S,4S) —4— (R T i — 2 FL
ke k) AR —1-F Jt—2- (2 ((FF ATl L) S0 &) IR T AR) —Ta—H -1 - 0\ & -
IH-Ei-4-E: LR HEE (AN . 116,300mg, 0. 44mmol) o FE3R & » B IE ALK R ¥ 10, FH
HMINaHCOs &V (BmL) ¥4 2K, FHE t20% %, FH #h /KB, 15 MgS04) 3 H k4 KL il 1 3 i iRk
(3aR,4R,5R, 7aS) —-5- ((1S,2S,4S) —2— (2— (1H-WME—1-3%) 7, 38) —4— (BT e R R ke
) E L) -1 - RO -Ta-F -1 W H I \H-1H-Ei-4- 2 4B B (L A5¥INo . 117,
0.36g) ELIEH AT T—3 .

[0736] 1.4 (3aR,4R,5R,7aS) -5— ((1S,2S,4S) —2- (2— (A H-MkME—1-3&) 7. FE) —4- (LT 3
TUORFER RERERL) S -1 - R ) —Ta-F HE -1 - A\ A - L H-Bi-4-FE 2 BR R (b A
YINo.117,288mg,0.44mmo1) FILAH (0.66mLIK £E THE H 2MVA VR, 1. 32mmo 1) I THF (5mL) YA VK 7E
60 °C1EE/S T R 2h AR AL UK TP VA 1, FE t20 (15mL) #5%% , HINa2S04 * 10H2038 K 1. 5h,
SR G 2 i ek vE , FHE tOACHe B Lk 4 - KL A 8l 44 (3aR, 4R, 5R, 7aS) —5— ((1S,
2S,48) —2- (2— (1H-WKME-1-55) 2. 58) —4- (GRUT & R AR R ik be ) 48 0E) —1-F BL B U A) -
Ta—F -1 - 0 )\ - 1H-¢i-4-BF (b 54¥INo. 118,318mg) HFEH T T — .

[0737]  J.¥% (3aR,4R,5R,7aS) -5— ((1S,2S,4S) —2- (2— (AH-WkME—1-3%) 2. FE) —4- (RT3
TR R R L) AL 1 - RO ) Ta-H - 1- TR N\E-1H-E-4-F (EY
No.118,269mg,0.44mmol) FITBAF (0.85mLf) 1M THFYAEVR ,0.88mmo1) ) THF VAR 7 %= I8 75 54
SR PR 16h o B PR VR 4 I A8 FH i v e ek e B AR B (5% SR J5 10 % MeOH/EtOAC)
15 (3aR, 4R, 5R, 7aS) -5— ((1S,2S,4S) —2— (2— (1H-BgME—1-3E) 7, 55) -4- -1 - HEIR T
) —Ta-FH-1-W F 3 )\ -1H-efi-4-1 (b & ¥INo . 119, 142mg, 3B IRIL86 %) , I Ll
& ™H NMR (CDCls) :87.45 (s, 1H) ,7.05 (s, 1H) ,6.88 (s, 1H) ,4.62 (2H) ,4.05 (m,1H) ,3.85 (m,
1H) ,3.60 (m, 1H) ,3.53 (m, 1H) ,2.55 (m, 1H) ,2.25 (m,1H) ,1.0-2.0 (16H) ,1.15 (s,3H) ,0.80
(m,1H) ,0.75 (s,3H) .ES-MS m/z 373 ([M+1]") .

[0738]  SEjifs]50

[0739]  (3aR,4R,5R,7aS) -5 ((1S,2S,4S) —2- (2— (1H-MLMe-1-3E) 7, 3E) -4 I~ -F 3
IO L) —Ta—FBE-1 - 8 V- TH-Bf-4- 1 ((hA90No . 122) [ 5 Rk
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atb o

_NaH, DMF LAH, THF

[0740]

[0741] A .NaH (176mg,4.4mmol) ZE0CAES S N A Z ML (300mg, 4. 4mmo1) FDMF
(5mL) VAW . 7E45min2 J& , NN (3aR,4R,5R, 7aS) =5~ ((1S,2S,4S) —4— (GRUT 3 — 2L H
fikhe k) A8 L) —1-H Jt—2- (2 ((FR ATt 5Y) S0 &) IPCAR) —Ta—H -1 - 0\ & -
IH-Ei-4-E: L RHER (AN . 116,300mg, 0. 44mmol) o £ LR & » B IE ALK R v 10, F v
HMINaHCOs¥& ¥ (5mL) ¥ 2K , FHEtOAc (100mL) # %, FH R K Bk , T8 MgS04) 3 Hk 4 , 3745
(3aR,4R,5R,7aS) -5- ((1S,2S,4S) —2— (2— (1H-MEME—1-3L) 2, 38) —4- (BT i 2R Rk
) HAL) 1RO L) —Ta-F HE-1-0 F 2 VA -1 H-Ei-4- 2L IR ((LA4No . 120) .
[0742]  B.¥#% (3aR,4R,5R,7aS) -5- ((1S,2S,4S) —2— (2— (IH-ALMe—1-3E) 2, 3E) —4- (T 4
TUORFER R L) -1 - IR L) —Ta- R -1 - R 3 N\ - TH-E AR AR EE (A
¥INo. 120, 288mg,0.44mmo1) FILAH (0.66mLEI2M THEYAVR , 1. 32mmol) () THF (5mL) VAR AE60
CHAERT T h AR AE VKA A, FIE120 (15mL) #5%E , FINa2S0s « 10H209% K 1h , SR Ji
223 ke 339k, FEt0Ac (200mL) ¥ i I Hk4d , 3813 (3aR, 4R, 5R, 7as) -5- ((1S,2S,49) -
2— (2— (LH-MEMe—1-0%) 2, 38) —4- (GRUT B R Rk e k) 20 ) —1-FR R O k) —Ta-H
Fe—1- VA - H-Ef-4-T% (b5 %No . 121) »

[0743]  C.% (3aR,4R,5R,7aS) —5— ((1S,2S,4S) —2— (2— (IH-ALME—1-3L) 7, 38) —4- (U 4
TR R L) A L) - 1-F RO ) —Ta-F R -1 - \E - H-Ei -4 (b A&
No.121,269mg,0.44mmo1) FITBAF (0.88mL{K] 1M THFYAVR ,0.88mmo1) [ THF¥E W AE6 ‘C 7E %<
NHEEESh AR 4 FF HAE A TSR R AR EE ) (80 % EtOAC/ L) » 3R 1 (3aR,
4R, 5R,7aS) -5- ((1S,2S,4S) —2— (2— (1H-MkMs—1-3) 7, 3t) —4-$2 -1 -FR IR O 3E) —7a—H
HE-1-3F R VA - 1H-8-4-F% (b5 N0 . 122, 144mg , 3/ 35 BE3L88 %) , A tayfu ik . "H NMR
(CDC13) :87.50 (s, 1H) ,7.38 (s, 1H) ,6.25 (s, 1H) ,4.62 (2H) ,4.25 (m, 1H) ,4.05 (m, 1H) ,3.58
(2H) ,2.54 (m, 1H) ,2.25 (m, 1H) ,2.00 (2H) ,1.82 (2H) ,1.0-1.7 (12H) ,1.15 (s, 3H) ,0.90 (m,
1H) ,0.75 (s, 3H) .ES-MS m/z 373 ([M+1]") .

[0744]  SLjiffs]51

[0745]  (3aR,4R,5R,7aS) -5~ ((1S,2S,4S) —2- (2- (AH-MEIE-1-3E) 2.3) -4 I -1 -F 3
O HE) —Ta—FF -1 -V B 3 )\ A - L H-2-4-F% ((h-& N0 . 123) [ & Rk
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st vk
NaH, DMF
——

[0747]  J&NaH (176mg,4.4mmo1) ZE0CAEE/S N IMAZMEIE (0.31mL,4 . 4mmo1) FJDMF (5mL)
FEW A o AE45minZ J5, M (3aR,4R,5R, 7aS) =5- ((1S,2S,4S) 4= ((BUT 2 R R wEdx
) L) 1R -2- (- (2RI ) A L) 48 IO L) —Ta-FR 2E-1-F R 2 )\ -1H-
efi-4-JE L TREE (L5 YINo . 116,300mg, 0. 44mmol) o FE3R L& » FrEIRAE VK #8201, A AT
NaHCOs¥A VK (5mL) ¥4 2K , FEt20 (100mL) #BE , FH #h 7K is , T4 MgS0a) f Hk 4 o A% F A3
AR EAifb R B W) (50 % AR JH60 % Et0Ac/ B %%) » 715 (3aR, 4R, 5R, 7as) —5- ((1S,2S,
48) —2- (2— (IH-MEIg—1-3E) 2,3E) 4923 1-F FIF O L) —Ta—F FE-1-1 F 3L VA - 1H-Efi-
4-F% (L 5HWINo . 123, 116mg, 71 %) , K A ik . '"H NMR (CDC13) :86.62 (m,2H) ,6.15 (m,2H) ,
4.62 (2H) ,4.00 (m, 1H) ,3.98 (m, 1H) ,3.58 (2H) ,2.54 (m, 1H) ,2.25 (m, 1H) ,1.90 (4H) ,0.9-
1.6 (17H) ,1.15(s,3H) ,0.75 (s, 3H) .ES-MS m/z430 ([M+OAc]+) .

[0748]  sCia {5152

[0749]  (1S,3S,4R) -4-((3a$,4S,5S,7aS) —4- - 2. 3) ~Ta—-FF J-1- H £ )\ A -1H-
Bfi-5—3k) —4-F 33— (ke -2 2L OB (LA ¥INo . 125) A Rk

1 =
»

Br N J L
NaH, DMF e
[0750] HiH
2yNaOMe,  HO® 0 ™

124 OH |
X

[0751] % (1S,3S,4R) —4- ((3aS,4S,5S,7aS) ~4- Q- 2. 5%) —Ta—H Je—1- W H 3 )\ H - 1H-
efi-h—Jk) —4-FEFA O e-1, 3- = = 4R EE (L& %No. 124, 200mg, 0. 5mmol) - 2-JR-HLIE
(0.14mL, 1.5mmo1) FINaH (60mg¥160 % ¥, 1 . 5mmo 1) [ /EDMF (5mL) 7 (VR & I7EG <N AE
40°CHEFEE A 4 BT 3 BIRTR A 075 #1 2 = 8 I HAE M AINaHCOs ¥ ¥ (5mL) FNEt20 (100mL)
AT A HLZ A4k A 7K (5 X 10mL) FTERZK (10mL) #eisk , T4 (Na2S04) I ELIK 4 . 45 5%
B M) AINaOMe (ImLAY5 . 4M MeOHVA R 5. 4mmo 1) AIMeOH (5mL) VAR AE = MG Pt 3K o I K
(10mL) J H ¥sMeOHIM ik Z& 155 2= 4% AT 45 B VR A9 FEt0AC (3 X 15mL) ZEHL, T4 (Na2S04)
I HH 40 o i Bk e Rk i 24k 7R B W (Et0AC) , 345 (1S,3S,4R) —4- ((3aS, 48,58,
7aS) —4- Q-2 LK) —Ta—H -1 FF 3 NS - 1 H-fi-5-J%) —4—F -3 (pmE -2 L4 L) 2R
O (L& ¥INo . 125,21mg,10%) , (A A fE 44 . 'H NMR (300MHz , CDC13) 68.10 (m, 1H) ,7.57 (m,
1H) ,6.86 (m,1H) ,6.72(d,J=8.3,1H) ,5.69 (br s,1H) ,4.59(d,J=11.5,2H) ,3.90 (m, 1H) ,
3.84-3.59 (m,2H) ,2.51-2.24 (m,3H) ,1.96 (m,2H) ,1.89-1.18 (m,15H) ,1.18(s,3H) ,0.70
(s,3H) ;'*C NMR (75MHz ,CDC13) 6163.1,161.5,146.8,139.2,117.0,112.0,101.2,74.5,
67.6,59.6,53.1,43.9,40.0,36.1,35.9,34.9,30.1,29.2,25.2,23.8,19.8,18.1;MS m/z:
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400.4[M+H] "

[0752]  sCafs153

[0753]  (1S,3S,4R) ~4- ((3aS,4R,5S,7aS) ~4— R HFL) ~Ta-F I 1- W F 3 )\ - 1H-Efi-
5—3) —4-F JE-3- ((Mtng -2 L) L) FR O (LA %No . 130) [ A Ak

Iid, TBSCH,
DMF

e
TBDPSCI, AcOH,
DMF H0

[0754] y
TBDPSO

23 ke
NaH, DMF

[0755] A% (1S,3S,4R) -3- (B2 ) —4- ((3aS, 4R, 5S,7aS) ~4— (F2 I IL) ~Ta-FH H-1-¥
R NS -1H-Bi-5-2%) ~4-F R O L REE (k5 %INo.43,1.00g,2.74mmo1) - 1K M
(1.12g,16.4mmol) FITBSCI (1.24g,8.23mmo1) [{IZEDMF (14mL) " (K AR AE G S AE = I 4
FEL8h AR AE DK V% 2, FHYEAINaHCOs AR (5mL) ¥ K , FHEt20 (100mL) #8E , F£R7K (3 X
15mL) Feigk, T MgS04) I Hk4d , 3145 (1S,3S,4R) —3— ((GRUT 2 — L R ke %) 250 J%)
FJE) -4- ((3aS,4R,5S,7aS) ~4— (((BUT i —H B Rk H ) AL -Ta-F HE-1- T H
3 \E - IH-Efi-5-2%) ~4-FF B O L LR B (b &5 4No . 126) .

[0756]  B.YE0°C NAEGESH M (1S,3S,4R) —3— (U] F ~H FL Rk be L) A 0L) L) -4
((3aS,4R,5S,7aS) ~4— (T F - F L F ke k) S 38) P OL) —Ta—HR 31 -7 FF L J\ & -
IH-Efi-5-3%) 4-FF R T R 2L BREE (L&4No . 126,1.63g,2. T4mmo 1) [ THF (12mL) ¥
JINLAH (2. 7TmLFJ2M THFYE R ,5.4mmo 1) « fE1hZ J& , MAEt20 (20mL) FINa2S04 * 10H20
(1.74g) , AR it FE45min A VTR 4 3 ki 0 98, FHEtOACe I I HLk4s , 3k 15 (1S, 38,
AR) =3- (((UT LR R HE L) S5 B L) —4- ((3as, 4R, 5S, 7aS) —4— (((BUT - F &
HR e ) SR HRR) —Ta—HR -1 AR O S - TH-8fi -5 -8 ~4-F I OB (L&
No.127) .

[0757]  C.#% (1S,3S,4R) —3- (((HUT 2 F R ke ) 480 08) AR L) —-4- ((3aS, 4R, 58,
7aS) —4- ((GRUT 2 = F L ke ) 480 58) FF L) —Ta—FF -1 - AR 0 )\ & - 1 H-Efi-5 %) —4-
FILF OB (b &¥No. 127,1.51g,2. T4mmol) KM (560mg, 8. 22mmo1) FITBDPSCI (1. 10mL,
4.11mmol) [ 7EDMF (14mL) H B AL ST 7E I FEAR G IE R AEE 20 (150mL) H1 4
B, AH 4k H v FINaHCOs ¥R (10mL) F1Eh7K (3 X 15mL) ¥Eig , T4 MgS04) I Hk s , 3135
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T (((1S,3S,4R) —3- (U] F —H B RS &) F ) -4- ((3aS,4R,5S,7aS) —4-
(CGRUT R R A3 B 3E) —Ta- -1 - 3 VA - 1H-Eli-5-3%) —4-FF 2L IF
O 3k) AE) oA (b5 HNo . 128) .

[0758] DU T 2 (((1S,3S,4R) 3= ((GRUT & R Rk pe L) 4608 AL -4- ((3as,
4R,5S,7aS) —4- ((GRUT 2 =R AL AT L) L) AL —Ta—FF -1 - 1 2 )\ - 1H-Efi-5-
) —A-F IO H ) ORERESE (LA HINo . 128,2.16g,2. T4mmo 1) B AE 2.2 (80mL)
7K (20mL) « THF (50mL) FPAT A (50mL) H1 IE IR AE40 CIIR LR, SR G AE50 CF LR , SR Ja 1E
60 C NI LR R BIR Fa I H A5 7R B W3R AE FR 2% (30mL) Ho ¥ fift 14 4 o {3 FH il v AEhik
I B AR EE ) (575 % EtOACHI5 %6 CHoC L2 T ) » 3/1F (1S, 2R, 55) —5— (GRUT F: R A
ik be ) L) —2- ((3aS,4R,5S, 7aS) —4- (FR R JE) —Ta—H J-1 - 2 )\ - 1H-Efi-5— %) -
2-F IR HE) FEE (b &5 ¥No . 129, 664mg , 36 %) , I A0 TK

[0759]  E.fE= i FAERSH M ((1S,2R,5S) —5— (GRUT At ORI R ik e ) 2 5%) —2-
((3aS,4R,5S,7aS) —4— (FLFF L) —Ta—FF J—1-V FF 3 )\ A - 1H-Bli-5-3%) —2-F LR O ) /
i (fb 4 ¥INo. 129, 100mg , 0. 18mmo 1) FI2—JRALIE (0.085mL ,0.89mmo1) [ ZEDMF (2mL) 111 ¥
T I ANaH (36mgl#160 %6 i 03IE ¥, 0. 89mmo 1) o BRI AEA0 CiNFA3h, FEUK % 21, HIif
HMINaHCOs¥A ¥ (3mL) ¥ 2K, FEt20 (100mL) #kE, FHER7K (3 X 16mL) ¥k, T4 MgS04) JF Hik
4ii oo VBV AERE IS AR B P (10 % 88 f5 20 % SR J5 30 % Et0AC/ T bt) » 37431 Tmg ) 240
THRE N KA ENA fFAETHE (2mL) FITBAF (0. 5mLEY IM THFYAEW, 0. 5mmo 1) HH FF HAE = JE 4
FE3R SR JGFEDD CHEFE 3R G VAR 4 I LA A (A e ik iR E 2k Y (50 %6 Et0Ac/
CLBE) 315 (1S, 3S,4R) —4- ((3aS, 4R, 5S, 7aS) —4— (FEH &) —7a—H -1 -V F9 38 )\ S~ 11—
Efi-5—Jk) —4-F B -3 ((bme —2- B4 L) A MO (b5 N0 . 130,9mg, 12%) , [ Fuf¥
4 .'H NMR (CDC1s) :68.15 (m, 1H) ,7.57 (n,1H) ,6.85 (m,1H) ,6.72 (m,1H) ,4.62 (2H) ,4.38 (m,
1H) ,4.00 (m,1H) ,3.97 (m, 1H) ,3.70 (m, 1H) ,3.60 (m, 1H) ,2.50 (m, 1H) ,2.30 (m, 1H) ,2.20
(2H) ,1.2-2.0 (13H) ,1.30 (s, 3H) ,0.85 (m,1H) ,0.80 (s, 3H) .ES-MS m/z 400 ([M+1]")

[0760]  sKiti {5154

[0761]  (3aR,4R,5R,7aS) -5- ((1S,2S,4S) —~4-§5 31 -H F-2- (2- (g -2-FL5E ) 2. 55)
WO L) —Ta—F B 1P 8 V- TH-Ef-4- 1 ((h-A90No . 133) [ & Rk

[0762]

TBDPSO

[0763] A fE=E FARS P E (3aR,4R,5R, 7aS) -5- ((1S,2S,4S) —4- (GRUT e = ZE L H
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REREHL) L) —2- Q-FR 2L —1-F IR AL —Ta-F -1 B 2 )\ - 1 H-Efi-4- 2L 2 R T
(A& MINo . 115,300mg ,0.50mmo1) F12-E 5 IE (170mg, 1. 5mmo1) FYAEDME (5mL) H H & VR
I ANaH (60mg 160 % i PIVHIE W, 1. bmmo 1) o KHE IR AE40 C In#sh, FEIK % &, A A
NaHCO3¥& ¥ (3mL) ¥ 2K, FHEt20 (100mL) 5 #E , FHER K (3 X 15mL) Peigk , T4 MgS04) H Hik4d,
RT3 (3aR,4R,5R, 7aS) -5- ((1S,2S,4S) —4- (GRUT 2 RIS L) A28 —1-H 22— (2-
(Mg —2-FE 4 ) 2, 38) PR 3E) ~Ta-H F -1 - 5 N A - IH-Efi-4-F LR B (L&
No.131) .

[0764]1  B.¥4 (3aR,4R,5R,7aS) -5 ((1S,2S,4S) —4— ((FUT F R R ke 4k ) -1-H
F-2- (2- (g -2 A ) £38) FRC L) —Ta—F 3L -1 1 3 )\ S - 1 H-Ei—4- 2 2 iR lig (k.
A%INo . 131,339mg,0.50mmo1) FILAH (0. 50mLI¥ 2M THFYA W, 1.0mmol) [ ZETHF (5mL) K] V&
TRAE60 CAEZ D i HE Lh RIS MR AE VK R4 A1, FNa2S04 » 10H20 (0. 32¢) K 1h, SR e 41t
AR uE , FHEtOAcHE i+ Htk4d , 3R18 (3aR,4R,5R, 7aS) -5- ((1S,2S,49) —4- (BT 2 ok A
RREpE ) S 0E) —1 - JE-2- (- (Mg —2— S ) 2 00) MR 2) —Ta-FR -1 - 2 N & -
1H-Efi-4-1% (b &5 ¥INo . 132) »

[0765]  C.#4 (3aR,4R,5R,7aS) -5 ((1S,2S,4S) —4— ((FUT Fk KR Rl fe 4k 4808 —1-H0
H-2- (- (mErg-2-FEIL) 27 MO &) -Ta-PH-1-VHE NS -1H-E-4-F k&%
No.132,318mg,0.50mmol) FNTBAF (1.5mLFJIM THEYEW , 1. 5mmol) FJ7ETHF (5mL) H VA W 7E
AL BEFEIR R 4 IF BAT A B LR R 2R B ) (50 %6 SR 565 %6 98
JE80%EtOAc/TL4T) » 3815 (3aR, 4R, 5R, 7aS) —5- ((1S,2S,4S) ~4- 2 F—1-F J—2- (20— (msng -
- L) ) O ) —Ta-H -1 - W H AL )\H - 1H-Bi-4-8F (b 5 %No . 133,41mg,
20%) , [ A 44 . 'H NMR (CDC1s) : 88.50 (m, 2H) ,6.95 (m, 1H) ,4.62 (2H) ,4.50 (m, 1H) ,4.35
(m,1H) ,3.72 (m, 1H) ,3.55 (m,1H) ,2.55 (m, 1H) ,2.25 (m, 1H) ,0.85-2.05 (17H) ,1.20 (s,3H) ,
0.80 (s,3H) .ES-MS m/z 401 ([M+1]") .

[0766]  SKiti {5155

[0767]  (3aR,4R,5R,7aS) -5- ((1S,2S,4S) 4§ H-1-F F-2- 2- (MR -2- L L) 2. 50)
WO L) —Ta—F -1 - A 0 )\ - LH-Bi-4-8% ((h-5 N0 . 136) ARk

2-38, 0%
NaH, DMF

[0768]

[0769] A fESR T AERTH A (3aR, 4R, 5R, 7as) 5= (1S, 2S,48) ~4- (] £ FRAH
fE ) SAIE) —2- (22 4 3) —1-F AR L) —Ta - 1 -0 FF 2 NS - TH-Efi-4- 2L R B
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(HA5INo . 115, 300mg , 0. 50mmo 1) A12-5TAHIEE (0. 13mL, 1. 5mmo 1) i) 7EDMF (5mL) H VA VR
I ANaH (60mg 160 % i PIVHIE W, 1. bmmo 1) o KHE IR AE40 C In#sh, FEIK % &, A A
NaHCO3¥& ¥ (3mL) ¥ 2K, FHEt20 (100mL) 8, FHER K (3 X 15mL) Feidk , T4 MgS04) H Hik4d,
%15 (3aR,4R,5R,7aS) -5- ((1S,2S,4S) —4-

[0770]  (GRUT 3t “ORFEH REGEHRL) S 3E) —1-F 3E-2- (2- (MR -2- B4 0h) 2.38) SR 3d) -
Ta—H -1 2 )\ S -1 H-Ei-4- B 4R R (L& 4No . 134) &

[0771]1  B.#4 (3aR,4R,5R,7aS) -5 ((1S,2S,4S) —4— ((FUT F =R R Rk 4k ) -1-H
Fe—2— (2- (MR -2 L4 L) 2. 38) FR T k) —Ta—FF Jik—1 -0 FF 0k )\ &L - T H-gfi-4- i 2 BR Bis (b,
A%INo . 134,339mg,0.50mmo1) FILAH (0. 50mLI¥2M THFYA W , 1.0mmol) [ ZETHF (5mL) 1) V&
TRAE60 CAEZ N I HE Lh RIS MR AE VK TR % A1, FNa2S04 » 10H20 (0. 32¢) K 1h, SR 541t
gL uE , FHEtOAcHE It Htk4d , 3R18 (3aR,4R,5R, 7aS) -5- ((1S,2S,49) —4- (BT 2= ok A
FRRGE L) 280 0E) —1-FF i -2- (- (MERe —2-JR 5 ) 400 BRT ) —Ta—H 21— 2 )\ & -
I H-Ei-4-8% (b 5¥No. 135) o

[0772]1  C.#4 (3aR,4R,5R,7aS) -5 ((1S,2S,4S) —4— ((FUT Fk =R e 2k 480 —1-H0
H-2- (- (e -2-RE I 7)) MO &) -Ta-PHE-1-FHE NS -1H-E-4-F k&Y
No.135,318mg,0.50mmol) FNTBAF (1.5mLFJIM THEYEW , 1. 5mmol) FJ7ETHF (5mL) H VA Wk 7E
FIRAEE T T PFE3 R, IR 5 7E55 ClNFvAh o KV Bk 4 3 BLAT A (B vk AE e i b 2l An bk B
M) (50% 4R 570 %Et0Ac/ T ) » 3745 (3aR, 4R, 5R, 7aS) -5- ((1S, 2S,4S) ~4- 5 H—1-F HL-2-
(2— (MEMR—2-J 4 ) 58 BT L) —Ta—H -1 1 5\ A -1 H-Efi—4- 1% (L 54INo . 136,
81mg,40%) , [ {444 . 'H NMR (CDC13) :88.20 (s, 1H) ,8.12 (m, 1H) ,8.07 (m, 1H) ,4.62 (2H) ,
4.40 (m,1H) ,4.33 (m,1H) ,3.72(m,1H) ,3.54 (m,1H) ,2.55 (m,1H) ,2.25 (m, 1H) ,1.82 2H) ,
0.95-2.00 (15H) ,1.20 (s, 3H) ,0.80 (s,3H) .ES-MS m/z 401 ([M+1]°) .

[0773]  sKitaf5156

[0774]  (3aR,4R,5R,7aS) -5- ((1S,2S,4S) ~4-$23E-1-F H-2- (2- (g -2-FL4E 3E) 2.3%)
WO L) —Ta—F -1 - A 0 )\ - LH-8i—4-8% ((h-5 N0 . 138) ARk

/) 2-RMR
NaH, DMF

[0775]

TBAF, THE
A T

\ 7

[0776] A 72 FAEESH M (3aR,4R,5R, 7as) —5- ((1S,2S,4S) —4— (T 3 = I H
REREHL) L) —2- Q- 230 —1-H B O AE) ~Ta-H 3130 H 3\ - 1 H-Efi-4-3E 2 TR B
A %INo . 115,300mg, 0. 50mmo 1) FI2-ELAENE (0. 14mL, 1. 5mmo 1) [ ZEDMF (5mL) H f#) 74 Vk
IRANaH (60mg 160 % ™ #JHE W, 1. 5mmo 1) AR AEA0°C N 16h, 7E UK ¥4 A1, F LAl
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NaHCO3¥& ¥ (5mL) ¥ K, FHEt20 (100mL) 5 8E , FHERK (3 X 15mL) Peigk , T4 MgS04) H Hik4d
1 A VAR R iR B (10 % Et0Ac/ T kR 3818 (3aR, 4R, 5R, 7aS) —5- ((1S,2S,
48) —4- (GRUT 3 “ 2R FE R Rk e 3L) 80 30) — 1 -H Bk -2 (2— (kmg—2-FL 4 At) 200 SR 3d) -
Ta—FA BE—1- B 3L )\ S - 1H-2i-4-F% (b &¥INo . 137, 64mg,20%) , [ A5k .

[0777]1  B.}4 (3aR,4R,5R,7aS) -5 ((1S,2S,4S) —4— ((FUT F = FE R PRk 2k ) -1-H
Fe-2- (2- (MEng-2-JL5E L) 2008 FR L) —Ta—F - 1- T FF L )\ A - L H-Efi-4-B (b &)
No.137,61mg,0.10mmol) FITBAF (0.30mLFJIM THF¥E W ,0.30mmol) F7E THF H VAR AL = i
FER T HFEL6h, 2R 5 7E60°Chn#2h. I A BE Z ¥ TBAF (0. 30mL, 0. 30mmo 1) F H A4V M7
60 C ININTh G VA A 4 1 B A A i vA e nE e 2l iR B ) (50 % EtOAc/ L kE) , 3715
(3aR,4R,5R, 7aS) -5 ((1S,2S,4S) 4§ -1 -F H-2- 2- (Hng—2-FEE L) 238 o 5 -
Ta-F JE-1-T B 3 \E - 1H-8i-4-1 (b & 4No . 138,37mg,97 %) , A A {&.'"H NMR
(CDC13) :68.18 (m,1H) ,7.59 (m,1H) ,6.85 (m,1H) ,6.70 (m,1H) ,4.62 (2H) ,4.39 (m, 1H) ,4.27
(m,1H) ,3.72 (m, 1H) ,3.54 (m, LH) ,2.55 (m, 1H) ,2.25 (m, 1H) ,1.82 (2H) ,0.95-2.05 (15H) ,
1.20 (s,3H) ,0.80 (s, 3H) .ES-MS m/z 400 ([M+1]°) .

[0778]  sLjfafs57

[0779]  (1S,3S,4R) —4-((3aS,6S,7R,7aS) ~7- (RFLFHF &) -3,3a— - FH#-3a,4,5,6,7,7a-
INE-TH-Ei-6-3E) -3- R IE) 4-F LA EE (b5 ¥INo . 139) FA i

PTSA,
CHCly; MeOH

[0780]

HO” “NH;

22 OH 139 OH
[0781]  [a] (1S,3S,4R) —-4- ((3aS,4R,5S,7as) —4- (G FEF Jk) —Ta—H He—1-F 3 )\H-1H-
Efi-5-3k) -3- R ) 4-FF AR B (L54INo . 22,523mg , 1. 63mmo 1) fJ7E5 % MeOH/CHaCl 2
(16mL) H AR H INAPTSA . H20 (371mg, 1. 95mmo1) , 98 J5 7E 2= R FE 8K o 1 VA Wi 5 %
MeOH/CH2C12 (10mL) #BE 3 H A IN NaOH GK &) (10mL) Pt o 5 % MeOH/CHaCl2 (4 X 10mL)
FEUKA , 3 B A A VLE T8 MgS04) 3 H k4 o @it e v /e ik i 2L iR E ¥
(100:10:1CH2Cl12/MeOH/NH40H) , #8715 (1S, 3S,4R) —4- ((3aS,6S,7R,7aS) -7- (A FLH HL) -3,
3a- _~HH-3a,4,5,6,7,Ta-NA-1H-Ei-6-3%) -3- (R IE) 4-FREF OB haY
No.139,40mg,8%) , TLEAIVEIE.'H NMR (CDsOD) :85.29 (n,1H) ,3.74 (dd,J=11,2.4Hz,1H) ,
3.45 (m,1H) ,3.14 (m, 1H) ,3.07 (dd,J=14,2.7Hz,1H) ,2.74 (m, 1H) ,2.14 (m,1H) ,1.21-1.93
(m, 18H) ,1.09 (s,3H) ,0.78 (s, 3H) ;"*C NMR (CDsOD) :6152.4,123.3,71.1,62.9,54.3,47.0,
45.5,44.4,43.5,38.7,38.3,35.9,35.2,32.4,32.1,24.2,21.6,15.3,12.5.ES-MS m/z
322 ([M+117) .
[0782]  sEjifs]58
[0783]  N-(((3aR,6S,7R,7aS) —6- ((IR,2S,4S) -4-§FH-2- GEH L) - 1-F I HE) -3a-
H3-3a,4,5,6,7, Ta—7S A -1 H-Ei-7-3%) B L) SEERE (b & 90No . 143) 16 Ak
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PTsNHNH,,
MgSQy, THF
—_—

[0784]

HCL;

[0785]  A.#4MgS04(326mg,2.71mmo 1) FHXJ H IR A EEHH (302mg, 1.62mmo1) JAAZ (((3aS,
4R,5S,7aS) -5- ((1R, 2S,45) —4- (BT = AR R AL ) —2- ((GUT 2 R R
fe k) S L) k) -1 -F IR U 3E) —Ta-H 3 -1 A\ & - 1B —4-3%) F ) LR T
fis (PhA%INo . 140, 706mg, 1. 08mmo1) (I THF (4. 3mL) V& T, 3F OB IR A M S IRARS T
PidEAE21hZ )5 K IR AV Rl i 4h, S8 5 i g I L4 o 18 vk ek i b alifb i B
) (15:85-40:60 EtOAc/Cu4t) , 345 (((3aS,4R,5S,7aS,E) -5 ((1R,2S,4S) —4- (LT
R R REE L) S 0E) —2- ((ORUT AR R ke 2t) S0 R 28) -1 - A L ) -7a-H
Ha-1- Q-FIORBESE IR L) VA -TH-ei-4-08) B L) R F AT BE (b 54No . 141,715mg,
81%) , LA

[0786]  B.7E=iE T AEEH A (((3aS,4R,5S,7aS,E) -5 ((IR, 25,4S) -4- (BT = H
FEF RS E L) —2- (CGRUT 2 R AR R AR e J8) 480 0E) FR 2) —1-FR R L 0) —Ta—FR 2~
1= (2-FORM BE R L) A -1 H-2i-4-2%) B L) 2 IR AT Bs (k&5 ¥No . 141, 710mg,
0.865mmo1) [ THF (8. 7mL) {&¥R N IE T ZE48H (4. 80mLIY 1. SMCL e AR » 8 . 64mmol) o FEFiK
FE15minZ 5, BIR A WY 120 °C I Ho I A ML AINHAC1 KV W (15mL) , Bl f5 M AEt0Ac
(15mL) o KA HLJZ FHER /K BEE (L0mL) , SR )5 T3 MgS04) I HLIRS o it th ik e eI b4l
1A EE Y (5:95 EtOAc/CHaCl2) , 3R1GN- (((3aR,6S,7R,7aS) —6- ((IR,2S,4S) —4- (RT3 —
R R REE L) 0 00) —2- ((ORUT R R Rk e 2it) 4800 R 2) —1-FR R L ) -3a-H
H#:-3a,4,5,6,7,Ta-7NE - IH-2fi-7-4%) B 2E) Ll (LA HNo. 142, 164mg, 31 %) , ¥R 3 T4
k.

[0787]  C.[HIN-(((3aR,6S,7R,7aS) -6— ((IR,2S,4S) —4— (GHU] 3 — 3L B Rk e dt) 0%) -
2= (CORUT e R A b ) 4000 HED) —1-H LI U 0k) —3a-F H-3a,4,5,6,7, Ta—7~
S-1H-2f-7-5%) B L) KBt (b SN0 . 142, 164mg, 0. 264mmo) {11, 4- 4 SFF (2mL) ¥
W INANAMTHCT S TE W (2mL) 5 B8 f5 I NH20 (0. 5mL) IR &Y E = it 2h, SR 5
AHE0CH HINANIN NaOH GKIEBRD (10mL) o 4578 &%) 110 %MeOH/CH2C12 (2 X 10mL) A1
CHoCl2 (3 X 10mL) ZEHR, I HRF 5 IE G 2L B )5 MgS04) I Hilk 4 o it (o ik e fik e b4
1LFREE Y (10 :90MeOH/CHaCl2) , 3R1EN- (((3aR,6S, 7R, 7aS) —6- ((1R, 2S,4S) —4- ¥ F-2- (8
RO —1-F IR O ) —3a-FF i —-3a,4,5,6,7, Ta- /N A 1H-Bi-7-3%) &) [RB Ik Gha9
No.143,91mg,88%) , LMV 'H NMR (CDC13) :65.85 (m, 1H) ,5.70 (m, 1H) ,5.36 (m, 1H) ,
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3.74(dd,J=11,2.7Hz,1H) ,3.58 (m, 1H) ,3.49 (m,2H) ,3.30 (m, 1H) ,1.26-2.21 (m, 25H) ,
1.01(s,3H) ,0.92(t,J=7.4Hz,3H) ,0.79 (s, 3H) ;"3C NMR (CDCl3) :6173.6,143.6,129.1,
69.9,62.6,53.7,46.5,45.3,43.0,42.0,37.3,36.6,36.4,35.2,34.3,32.9,31.1,29.8,
28.0,23.5,22.5,21.2,16.8,13.9.ES-MS m/z 392 ([M+1]") .

[0788] s f5159

[0789]  (1S,3S,4R) —4-((3aS,4S,5S,7aR) ~4— (R ILF L) -1-2F-Ta-F & )\ A - 1H-Efi-
5—3) —3- R ) —4-F LR Ui (L& No . 145) [H A ik

1) Ha, Pd/C, EtOAg,
MeOH
2) AcOH, MeOH

[0790]

HO

145 OH

[0791]1 % (1S,3S,4R) —4- ((3aS,4R,5S,7aS,E) ~4- (B IEHPF) —1-W. 2 -Ta-F & )\ A -
IH-Bfi-5-2&) -3- R &) - 4-H AN OB L5 %No.144,0.86g,2.6mmo1) F110%Pd/C
(86mg) [*J/EEL0AC (55mL) FIMeOH (3mL) H [¥) & IF- M AEHe (3K T AE IR FE3R 151
AP a0l PR IF HLR A o % ik B TS i AEMe O (20mL) H JF H I A AcOH (0. 8mL,
13mmol) o FEHFE 15min J5 , KR S H) 4 , FEIE T-MeCN (15mL) H i H F-ik4d I 7R B TS
fift AEMeOH (2mL) v 3 H— R I AMeCN (50mL) o K5 18 & W7E S It HE 20min I FL i i g i
B[4, 3743 (1S,3S,4R) -4- ((1S, 3aS,4S,5S, TaR) —4- (R I ) -1-2. 7 -Ta-F &)\ A -
IH-fi-5-3%) -3- B H 28) ~4-F I OB, AR EE X (b5 ¥INo . 145,434mg,42%) ,
4k . "H NMR (300MHz , CD30D) §3.70(d,J=8.3,1H) ,3.45 (m,1H) ,3.13 (t,J=10.2,1H) ,
2.97(d,J=11.8,1H) ,2.13 (m,1H) ,1.90(s,3H) ,1.87-1.74 (m,11H) 1.64-1.15 (m, 14H) ,
1.07(s,3H),0.90 (t,J=7.3,3H) ,0.64 (s,3H) ;'*C NMR (75MHz,CD30D) §70.9,62.6,54.4,
52.2,45.5,44.6,43.0,42.6,38.9,38.1,37.4,35.1,31.9,31.8,28.8,25.8,24.2,24.1,
23.8,21.8,13.6,12.5;MS m/z:338. 1 [M+H] JF B (KB o

[0792]  sKaf5160

[0793]  (1S,3S,4R) -3- G FF 4L) —4-FF H-4- ((3aS, 4R, 5S,7aS) —Ta—F H—1- FF H-4-
((pme —2-JE R A L) FE) VA -1H-Bi-5-24%) MRl (b & ¥0No . 154) B 6 Ak
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TBSCI; Imid;
DMF

——

MePPhsBr,
KOtBu, THF _

—_—

[0794]

#  CHCl 153  OTBS /\u

TBAF, THF
HO y [
154 OH S
[0795]  A.{EO°C R ((1S,2R,5S) -5 (GRUT LR RELE L) S 3) -2- ((B3a’S,4 'R, 5’
S,7a’S) —4" - GEHIE) —7a’ -FE NGB [[1,3] Z5URH-2,17 8] -5" %) —2-F LI
5 PEE (k5 INo . 146,4.75g,9. 84mmo1) FIBK M (804mg , 11 . 8mmo1l) (K1 £EDMF (20mL) H (K] 1%
BHANATBSCL (1.56g,10.4mmol) , 3 HAGIE R AE F IR AE G T 19h KR A Y FEL0AC
(100mL) %3 H FIH20 (2 X 25mL) A1Eh 7K (6 X 20mL) ¥4, 2R 5 T8 MgS04) I Hk 4 . i@ it
B AE TR 4L R B Y (20:80 EtOAc/TuhE) » 315 ((3a’S,4 R,5°S,7a’S) -5 - ((IR,
2S,4S) —4— ((BUT 3 —FF SR R Rk e ) 4800 —2— ((GRUT 3 R 3 R e k) 450380) R 3) —1-
RIEIRC L) —7Ta” -H 3 NER [[1, 3] Z5URIA-2,17 -] -4 - 58) FEE (LA PNo. 147,
5.41g,92%) , LAV IA
[0796]  B.7E0°C FAEGSH M ((3a°S,4°R,5°S,7a’S) -5~ (1R, 2S,4S) —4- ( (BT H —H
SERRREREAL) L) 2 ((GRUT 2R B R RE T L) 4 28) H2E) — I -FF SRR U AE) —Ta - 2
JNEURLLL, 3] R FA-2, 1 8] -4 - 55) BB (L& %No. 147,5.41g,9.06mmo1) FIDMAP
(110mg,0.900mmo1) FJFERLIE (45mL) HH VAR H A Ac20 (2.53g,24. 8mmol) , IR )5 7£ = i
PEHE24h IR AW 4, IF FLFTRR 8 (3 X 50mL) S i 5% A3 IH e 10 SL b 5 2= o T3R50 2% 1 1K)
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A& ((3a’S,4°R,5°S,7a’S) =5 = ((1R, 2S,48) 4 (GRUT 2 —H B AR A e ) 4500 —2-
(CERUT 3 R BE R ke At S0 00) H 38) — 1 - IR L) -7a - & NS [[1, 3] 5L
B-2,1 8] -4’ -3 BB (b &YINo . 148,5.92) K& —Haib T T —4h.
[0797]  C.%% ((3a’S,4°R,5°S,7a’S) -5"—~ ((1R, 2S,4S) —4- (GRUT #& “H A HF i) &
H) —2- (CORUT 2 R EH kB L) E 30 L) —1-FF RO ) 72’ -H 3 \S8 [ [1,3] =
AR 2,17 8] -4 -5) B 2R B (LA ¥INo . 148,5.92g) ITE80% £, 1 K D)
(90mL) H ) B VR IRAE IR FE 190, SR J5 A E 40 °C I 822h IR B0k 4, 31 H R B R
(3 X 50mL) SEHE % 4% 2. R FIH200) Fe b bk 2 o B It (i VA e Rk I L3 A sl AL iR W (3:97
MeOH/EtOAc) , 3Rf3 T AL £ (3.28g) K ifLik (3.28g) W fiE/EELOAC (75mL) 1 3 H A H20
(20mL) MEL7K (5 X 20mL) Pk, 8 5 T4 MgS04) I H ik 4d , 3815 ((3aS,4R,5S,7as) —5-
((IR,2S,4S) —4-F23:-2- GEH 3L) -1 -H IR HL) —Ta—F -1\ E-1H-gi-4-%) F
BB 5 YNo . 149,3.08g, 7E2 N BRIN93%) L RvK .

[0798]  D.#0°C NI ((3aS,4R,5S,7aS) -5- ((1R,2S,4S) ~4-$H-2- R FF 3E) -1 -F L3R
O 3) ~Ta-H -1\ -1H-Efi-4-L) F 3 L RES (1 5%No . 149, 3.06g,8. 35mmo ) Fll
IR (1.31g,19. 2mmol) [ EDMF (34mL) H (&M H I TBSCL (2.64g,17.5mmo 1) , 3 HK IR
A E IR IR A Y FHEt0AC (150mL) #RE I H AIH20 (2 X 40mL) A1E: 7K (6 X 30mL)
ek SR T8 MgS04) FF Hk4d T3 ) ol & ((3aS,4R,5S,7aS) -5 (1R, 2S,4S) -
4= (GRUT H R R L) D) —2- ((GRUT R R R R 5L 00 H 28 -1 -FF AR
O 3) —Ta—F - 1A\ A -1 H-Efi-4-3%) FH L IRER (1 5 49INo . 150,4.50g) R —b
Atk T T~—H.

[0799]1  E.¥% ((3aS,4R,5S,7aS) -5 ((1R,2S,4S) —4— (U7 3t — B L ik ) 40 0) —2-
(CORUT 2 P RELT L) 20 H2E) — 1 - ) —Ta-F -1 -4 A8 )\ & - 1H-Efi-4-
) L 2 R BE (kA N0 . 150,4.50g) Al R (2. 1g, 15mmol) (¥ /EMeOH (76mL) H [¥) &%
TIMFA A 50°C IR 18h KR A Wk 4 , 3 B Ak B W AECH2C L2 (100mL) H20 (100mL) F1ER
7K (50mL) Z [8] 5L o 4 7K A FCHaC 1 2 (2 X 50mL) ZEHR , I UG A 3 1A HLZ T4 MgS04) I H.
W4, $:15 (3aS,4R,5S,7aS) -5- ((IR, 2S,48) —4- (BT F T H R b fe L) ) —2- (((#L
THE T R R L) L) L) -1 - IR L) —4- R —Ta- R 3L\~ 1H-Ef- 1
(LA YINo . 151,4.21g) , KA KK

[0800]  F .44 T BE4H (2.54g,22.6mmol) 7E0°C N AEG T H I 2 H ik = R O YR Ak %
(8.10g,22.7mmo1) [¥JTHF (38mL) & ¥Z + 3 HAE0 CHEFE 1ho A (3aS, 4R, 5S,7as) —5-
((IR,2S,49) —4- (GRUT R = H HE H RS ) 4A0E) —2- CCGRUT 2 R R ke k) 40 8)
5 -1-F RO -4- R L) —Ta—F 2L )\VE-1H-2i-1-8d (b 54INo . 151,4.21g) I THF
(20mL) JE W SR INFAIEIGE L . 5h R G WE IR R 4, AR5 H 20°C I HnA SR K
(20mL) , B J5 I AEtOAc (30mL) o ¥ 7K #H FHEt0Ac (2 X 20mL) ZE L, ¥ & 3 G L2 T8
(MgS04) FFHc 4 . % B W 7E20:80 EtOAc/ ke (160mL) HH¥i+E2. 25h, 48 fa i vk 35 ik 45 . i
it e R B B LR EE W) (10:90 EtOAc/TCLT) » 3745 ((3aS,4R,5S,7aS) -5 ((IR, 2S,
48) =4 (GRUT 2 B RERE L) 4008) -2 ((GRUT 2 R R R ke 2h) |20 R 2 -1 -HF
FIACIE) ~Ta—H FE-1 - B 5L )\ A - 1H-Efi-4-3%) FEE (b 5 %No. 152,3.85g, 31D R IL
84%) , LML IA o
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[0801]  G. 4% HE 40T A R S i 2% 2— (L FR ) ML WE ¥ CHaC 1233 VR o 12— (IR P ) Mt g IR
R £k (452mg, 1.79mmo1) 7ECH2Cl2 (20mL) F1H FINaHCO3 7K AR (15mL) 2 7] 43 BE o 45 7K A6 H
CH2Cl2 (2 X 10mL) ZHY, 3 HAG & A HLZ T8 MgS04) F Hk4d 2 290. 3mL 4% ((3aS, 4R,
5S,7a8S) =5 ((1R,2S,4S) ~4- (T F ~H FEHF ik frdt) L) —2- ((GRUT 3 R L
) E L) B - 1-FERCHE) Ta-FH-1-WHE/NE-1H-g-4-5%) FEE (LE5W
No.152,101mg,0.183mmo1) 7£0°C T EGE T H A ZENaH (18mg 160 % ¥A7K , 0 . 45mmo1) [JDMF
(0.9mL) By H I HAE = EAFE0 . 5h o BB B ] 24 1) 2— G L) MEBE W (0. ImL, &2 11
N0.6mmol) A ZE _FIRVE S W 3 H AL =30 ik 18h 8 4549 FE tOAc (40mL) Fike 3 H H
ERIK (6 X 10mL) Pk , S8 J5 T MgS04) I He4d o il ik B vk e ek e B 2tifb % B8 4 (10:90
EtOAc/C %8 ,3k132- ((((3aS,4R,5S,7aS) -5— ((IR,2S,4S) —4— ((FU] F —F R kg dt)
AR —2- ((GRUT R R R ke ) 400%) ) —1-FR R O L) —Ta-F AR 1 AL\
S -1H-Efi-4-%) L) B2 g ((LA%No. 153, 64mg,54%) , T HI .

[0802]  H.[A2- ((((3aS,4R,5S,7aS) -5 ((1R, 2S,4S) —4— (GRUT F& IR k3L &
H) —2- (CGRUT 2 R R R AR e L) 48020 FF 2) — 1 -FR PR L 0E) —Ta—FR 21 - AR 2\ &~
1H-efi-4-38) B 28) B 2E) mkng (fb&4No. 153,64mg, 0. 10mmo1) I THF (2. 0mL) & H A
TBAF (0.40mL{J IM THFYAVR 0. 40mmo 1) F H #2250 °C I FraL2 1 h Wi ik 4 , 7 Hisid
BAEVEAERERR LA LR E ) (2:98-5:95 MeOH/EtOAc) ,3Rk45 (1S,3S,4R) —3- (e 4) —4-H
H-4-((3aS,4R,5S, 7aS) ~Ta—H H:—1-F B 34— (ke -2- 2L B A 0L L) )\ - 1H-Efi-5-
) B (b &5 HINo . 154, 38mg,93%) , ol . 'H NMR (CDC13) :88.52(d, J=4.5Hz, 1) ,
7.69 (m,1H) ,7.42(d,J=7.5Hz,1H) ,7.18 (m,1H) ,4.63 (br s,2H) ,4.55(d,J=13Hz,1H)
4.47(d,J=13Hz,1H) ,3.77 (m,2H) ,3.58 (br s,1H),3.49 (m,1H) ,3.30 (br s,1H) ,2.47 (m,
1H) ,2.13-2.29 (m,2H) ,1.21-1.82(m, 15H) ,1.03(s,3H) ,0.77 (s,3H) .ES-MS m/z414 ([M+1
19 .

[0803]  sLjEfsl61

[0804]  (2S,3aS,4R,5S,7aS) ~4- (FHEH H) -5- ((IR, 25,4S) ~4-f2H-2- GRH 2) -1-H
FEI O L) —Ta-H -1 - 2 )\ E - 1H-efi—2-1% (b 5 ¥)No . 162) 15 Ak
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> / SeOy
‘. 'BUOOH, OH AcO,
2 CHCly B Pyr

: H
SOTRDPS

A LA
™~ OTBDPS

[0805]

[0806] A% ((1S,2R,5S) -5-Z B FE-2- ((3aS,4R,5S,7aS) —4- (U] 3 IFEF RELE
) A F) L) —Ta-F -1 B L VA - TH-B-5-3%) —2-H JEIR L 38) AL 2 BR R (L&
No.155,800mg, 1. 2mmo1) [¥JCH2Cl2 (4mL) VR I %2 Se02 (T0mg , 0. 62mmo 1) AT it 2 AL
(0. 34mLIK 70 % 7K VAR, 2. 5mmo 1) [¥7E CHaC L2 (3mL) H [IVATR 1 o 225 /NN 2 5 » 45 V8 W
EtOAc (75mL) #kE , A2k 110 % NaOHA ¥R (2 X 20mL) F1#E7K (3 X 15mL) Pk , T4 MgS04)
I HI s 18 sy e RE i E 4tk iR B W (25 % BtOAc/ k%) » 3545 ((1S, 2R, 5S) —5- 2. Bk
A H-2-((2S,3aS,4R,5S,7aS) —4- ((GRUT 2 o R fe 58) 26 0h) H L) —2- 20k -Ta—H
13 VR - TH- -5 28) —2- L3R O ) FF 2L 2RI (b & 90No . 156,452mg , 55 %)
ERERN 7

[0807]  B.OC @S H 1A ((IS,2R,55) -5~ B HE-2- ((2S, 3aS,4R, 55, 7aS)

[0808]  —4— ((GRUT B ZORFE ARG L) S0 L) -2 k- Ta-F -1 P R O )\ -1H-
efi-5—4k) —2- LI O L) L R ER (Ao 156, 146mg, 0. 22mmol) HIMERE (5mL) &
HMAAC20 (0.06mL,0.66mmol) o E2/NM 2 Ji , IMADMAP (AL E) SR JG1E 55— 27N 2 S
I NN YL FINaHCOs ¥R (3mL) e LV K o £E 1553 2 & , ¥4 ¥5W FHE tOAe (75mL) # ks, H
#hK (3 X 15mL) ek, T4 MgS0s) I HIk4i, 3K1F ((1S, 2R, 5S) -5- L M4 -2- ((25, 3aS,
4R,5S,7aS) —2- . B aE JE —4- (CORUT 2 R R R R e ) 008 R ) —Ta-HR -1 2\
S -1H-Bi-5-0%) —2-F RLIA T L) F L 2 RIEE ((&4No . 157, 160mg, 100%6) » [ il
[0809]  C.JH% ((1S,2R,5S) -5~ B4 FE-2- ((2S,3aS,4R,5S, 7aS) —2- LB A I -4- ((HUT
B TIORFE I Ep ) L) L) —Ta-HR 3k -1 - 3\ AR LH-B -5 —2-H R O )
R s LA No . 157, 155mg, 0. 22mmo 1) FITBAF (0. 70mL[ 1M THEEW ,0. 70mmo) [ 7E
THF (10mL) HF F VAR AE SR I RDAL 2/ N o W3 VR A Wk 4 91 ELAS A e iy e ik e b 4tk
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W) (30 % % 550 % Et0Ac/Ch 58) » 3545 ((1S,2R,5S) -5-Z. B 3 -2- ((2S,3aS, 4R, 5S,
7aS) 2~ B —4- R L) —Ta—F F -1 F 3L \E -1 H-gi-5-3%) —2-F LR HL) F AL
RS (W5 N0 . 158,66mg,66 %) , [ 1Ak,

[0810]  D.7EOCES R ((1S,2R,59) -5-Z. B4 H-2- ((2S, 3aS, 4R, 55, 7aS)

[0811]  —2-7, Bt Ad i —4— (R HR L) —7a—FF JE—1 -7 BE 0 )\ & - 1 H-2fi-5—3%) —2-F L IR O 0)
F L 2 BRI (LA N0 . 158,66mg, 0. 14mmo 1) (R 7EMEE (3mL) FICH2Cl2 (3mL) H A H A
MsC1(0.03mL,0.43mmol) o 7£2. 5/ Z J& , BRI AE VK ¥ 0, SR J5 N ML AINa HC O3 35 K
(3mL) 3 HAHE L/ K VR 54 FHEt0Ac (40mL) #0RE, FHERZK (3 X 8mL) BE¥k , T (MgS0) FF
Hk4s 378453 ((US, 2R, 5S) -5-Z. B4 3 -2- ((2S, 3aS,4R,5S, 7as) —2- 2, Bt A L —Ta—F -1 -
VR —4- (((FP R ) 200 3 A -1H-Bli-5-3%) —2-FF L3R O 38) H 3L 2 iR lis (fk
4 INo . 159, 79mg , 100%) , T .

[0812]  E.#% ((1S,2R,5S) -5-Z B 3 -2- ((2S,3aS,4R,5S,7aS) —2—- 2, B 8 i —Ta—H F -
1= FR -4 ( (R R T e L) 280 0%) AR AL) & - 1H-efi—5—J&%) —2-F L IR OV L) F L 2 IR I
(LA HINo . 159, 77mg , 0. 14mmo1) FINaNs (27mg, 0. 42mmo1) (K 7EDME (5mL) H [ VAW 7E60 ‘CLE
ST R 16/ KR 5 FHE 20 (40mL) #6088, FHER7K (3 X 8mL) BE¥ , T MgS04) I Hk
45,3515 ((1S,2R,5S) -5-Z. B L -2- ((2S,3aS,4R, 55, 7aS) —2-Z Bt A i -4- (BRI H
H) —Ta—F A -1-7 B 28 VA - TH-Bfi-5-2%) —2-F BRI OV L) R L 2 R I (b A WINo . 160,
70mg,100%) , EFE

[0813]  F.# ((1S,2R,5S) -5-ZBi A H—-2- ((2S, 3aS,4R, 5S, 7aS) —2- LB A He-4- (B &Ik
HJE) ~Ta-H 36130 1 3 )\ &~ 1 H-Efi-5-3%) —2-H JE IR L) R 2RISR (b &5 9No . 160,
69mg, 0. 14mmol) = ZE B (185mg,0.70mmo1) Fi7K (0.01mL, 0. 7mmol) ¥ £ETHF (5mL) H ¥4
VRAE EEBEFE2R IR A Wik 46 FF B AL FH sy kEnk i L2 bR & Y (5%MeOH/CHaCl1 254
J& T 2% NHsOHIFJ 10 %5 MeOH/CH2Cl2) , 38 1% ((1S, 2R, 5S) -5- L B % A —-2- ((2S, 3aS,4R, 5S,
7aS) —2- LB -4 (E I L) —Ta—F -1 - B FE )\ A -1 H-gfi-5-3%) —2-FF LI 2 5E) H
R Bls (b5 ¥No . 161, 35mg,54%) , BT .

[0814]  G.¥% ((1S,2R,5S) -h—Z Bt FE—2- ((2S,3aS,4R,5S, 7aS) —2-Z, B -4 (L H
B —Ta—H HE-1-7 2L VA - TH-Bfi-5- %) —2-F BR 3R OV L) L 2 BRI (fb A %No . 161,
35mg,0.075mmo1) AINaOMe (0. 21mL{K 25 % MeOHIE ) [ AEMeOH (5mL) H [ IE WAL iR P k18
NI o i R A R B A4k VR A4 (5% MeOH/EtOACHR Ji 10 %MeOH/E t0Ac 5 2 % NHiOHAR
J5 20 %MeOH/Et0Ac 54 % NH4OH) , 38153 (25, 3aS,4R, 5S, 7as) —4- (& I H 3E) -5- ((IR, 2S,
4S) —4-$2F-2- R B HL) -1 - RO L) -Ta-F HE-1-TWH 3 )\E-1H-Bi-2-8 b &
No.162,24mg,99%) , 5. 'H NMR (CD30D) : 65.05 (1H) ,4.85 (1H) ,4.62 (m, 1H) ,3.72 (m, LH) ,
3.45(m,1H) ,3.12 (2H) ,2.75 (m, 1H) ,2.15 (m,1H) ,1.9-1.2(15H) ,1.10 (s,3H) ,0.82 (s, 3H)
.ES-MS m/z 338 ([M+1]")

[0815]  SEjiifs]62

[0816]  ((1S,2R,5S) -5-4&H~-2-((3aS,4R,5S,7aS) —4- (FFH 3L) —Ta—FF FE—-1-F F £ )\
S -1H-Bfi-5-2%) —2-F IR L) B (LA HNo. 167) (A 1
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NaOH,
MeQH, H,O

1) NalOy, THF,
H>0
2) NaBH,, THF,

[0817] MeOH

MeQH, H,O _

167 OH

[0818]  A.[A] (3S,5S,6R,7R,8R,9S,10R,13S,14S) —3-&HE-10, 13-~ HF H-17-F H I 175
S-IH-M R M f [al FE-6, T- B L RIS (b A HINo . 163,3.86¢,10. 2mmol) [ 7EL 2 1
MeOH/H20 (16mL) H BV IIANIN NaOH KAL) (20mL, 20mmo) , 3R1G TS EPLIEND 14 T
oYL Pl il i pEUSCAE 31 H FH H2035 5% o 5 U0 Ve VA R A EMe OHFR FE 34 , B J5 P 2K (30mL)
LB R AR AR HH20. TR 43 0 4 [E 44 (3S,5S,6R, 7R, 8R,9S,10R, 13S, 14S) -3—Z& 3£-10,
13- E-17- T BN -TH- R 8 3 [al 3E-6, 7- B (b5 %No. 164,3.30g) K&
B — AL T — 2,

[0819] B.0C @S (3S,5S,6R,7R,8R,9S,10R,13S,14S) -3-2F&-10, 13-~ FF Jt-
17— A NE-1H- 3% 9 [al 3E-6, 7- - (b 5%No . 164, 3. 30g) FIEtsN (3.55mL,
25.5mmo1) i £EMeOH (10mL) HH {1 VAV HH i I =% L BRIT (1.98mL, 14. 2mmo1) , 3 HB & RAE
FIRBEEE15h M T Z IEtaN (1. 8mL, 13mmo1) 3 FUE VRS9 21 20 °C o /5 I = 5 £ BR BT
(1.98mL,14.2mmo1) 3 HAE =\ IEFE2. 5h, 8 J5 W4 14 5% B WDV A /EE t0Ac (100mL) H 3 H.
FHYEL FINaHCOs 7K ¥R (50mL , 28 J 3 X 20mL) AL 7K (15mL) ¥k , S8 J5 T8 MgS04) H H Ik 4d,
FRIEN- ((3S,5S,6R, 7R, 8R,9S,10R, 13S,145) -6, 7- ~§#H-10, 13- ~FFHE-17-F F I+
S-IH-FR w9t [l FE-3-3) 2,2, 2- = LBk (b & ¥No . 165, 3.09g) , K A VLA .
[0820]  C.4% i EREM (3.18g,14.9mmol) fIH20 (7. 4mL) B IFHINA EN- ((3S,5S,6R, 7R,
8R,9S,10R,13S,148) -6 ,7- ¥ 3-10, 13- ~H HE-17-F B 3 RS- 1H-3 % 4 [a]
JE-3-35) 2,2, 2- = H LB (LA N0 . 165,3.09¢) [ THE (74mL) Y& , I FUS 1R &AL
FWEBEFEL . 5h IR AW , 3 B 5% B M /E CHaCl 2 (40mL) FHH20 (30mL) 2 7] 43 L « F
CH2C12 (15mL) ZEHUKAH, I HAG G I A HLZ T4 MeS04) I HIR AR 45 IS 21 (1) o th i ik
(3.09g) EAAAEL : ITHF /MeOH (74mL) 3 HAEG S F¥ HZ0°C . i ANaBH4 (0.56g,
16mmol) , 3 H AR A YIAE0 CHEHE30min, 28 5 /£ = W FE3h o I TR (5mL) 3 ERHRE4)
AR 5% BB I M AEEL0AC (100mL) H 3 H A R 7K (2 X 25mL) ¥k, S8 )5 115 (MgS04) FF H.
Wedi I SR AERE R F iR FREE Y (60:40 EtOAc/ T 4R ,3K132,2, 2- =% AL -N- ((1S,
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3S,4R) -3- (R F L) —4- ((3aS,4R, 55, 7aS) —4— GEH L) —Ta-H 3—1-F FF 3 )\ A -1 H-EH-5-
) —4-F IR ) 2B dh-A8 YN0 . 166,2.40g, 41 583656 %) , Toth E4A .

[0821]  D.[9]2,2,2-=&A-N-((1S,3S,4R) -3- FF &£) —4- ((3aS,4R,5S,7aS) -

[0822]  4- (FRFR L) —Ta-FE-1-W H B )\ EH - 1H-Ei-5-3%) ~4-F AR 4Bt (b &
¥INo.166,654mg,1.57mmol) fJ£E9: 1 MeOH/H20 (31mL) 7 A VA VR I AN B BE 20 (4. 3¢,
31mmo1) Ff H #2265 CHFF 82220 R A4y Hkdd , 7 H a7 B+ Ii N IN NaOH
CKIED) (3mL) AH20 (10mL) K VR A4 FE » 18t 1 e fic B 0 € [ 44 5 FHHa0 38 3% o 4 ] 44
V& AEMeOHHR JF Hik4d , 3R15 (1S, 2R, 59) -5-Z H:-2- ((3aS,4R,5S,7as) —4- FRH ) ~Ta-
-1\ - 1H-Ei-5-25) —2-FF AL ) FEE (b 54No. 167,405mg,80%) , Lt
[f 44 . '"H NMR (CDsOD) :64.62 (s, 2H) ,3.93 (m, 1H) ,3.73 (m,1H) ,3.64 (m,1H) ,3.11 (m,1H) ,
2.53 (m,2H) ,2.26 (m,1H) ,2.06 (m, 1H) ,1.10-1.94 (m, 18H) ,0.80 (s,3H) .ES-MS m/z 322 ([M
+117) .

[0823]  sLif63

[0824]  (1S,3S,4R) -3— EH L) —4- ((3aS,4R, 5S, 7aS) —4— (f£ L) —7a—FF JE—1 -1 FF k-
3a,4,5,6,7,Ta-/NEA-1H-Ei-5-3%) -4-F A OB (&5 YINo. 171) (&

(®]
AIR

1) TMSOTY, TEA, CHCly
2) PA(OAC), DMSO, CHACls

TBSO™ ™ “oTBS TBSO!
168 OTBS
[0825]
KOBuU, THE Lo TBAF, THE
—— - s ;if e
TBSO™ ™ SoTes
170 OTBS 171 OH

[0826]  A.4% (3aS,4R,5S,7aS) —5- ((IR,2S,4S) —4- (KT 3t IR kb dt) L) —2-
(CORUT P R Rk S ) 8000 L) —1-F LR L) —4- ((GRUT 28 R AR e ) A
FL) L) ~Ta—H 3 )\E - IH-Efi- 1 - (b & %No. 168,1.28g,1.9mmol) - TMSOTS (1. 4mL,
7.7mmo1) FITEA (1.6mL, 11.5mmol) fJ7ECHCl2 (GOmL) H VR A LGSR AE0 CHEFEIOmin,
W N FH A FINaHCOs 35 9 (50mL) ¥4 K, FHCHaC 12 (2 X 25mL) ZEE, T (Na2S04) I HLIR 45 o 45
B B WD AE I8 R AE GUS VA B AEDMSO (30mL) FICH2C12 (20mL) 1. [ iZ I8 & % i APd
(0Ac) 2 (426mg, 1. 9mmo 1) 344 FIF4F V& 4+ 18h « FHE 20 (200mL) 5% , B 5 FH 7K (3 X 50mL)
Bl o T /K B HE £20 (3 X 75mL) e AL HL %A FF (1A HLZ T4 (Na2S04) F k4 A%
tEAERAERE RS 2 AREE Y (9: 120 %% : EtOAC) , 3/15 (3aS,4R,5S,7aS) -5— (1R, 25, 4S) —4-
(GRUT 2 R B Rk pE L) 400 0) —2- ((ORUT 28 R ke L) 400 AR ) -1 - A3
5 4= (CGRUT R L b ) 26U 0k) L) —Ta-F1 HE-3a,4,5,6,7, Ta— 7N A - 1H-Efi-1-
il ({5 INo . 169,1.09g, 24 I81£86 %)

[0827]  B.J#KOtBu (1.14g,10.2mmol) ZE4G S T 7E0 °C i\ % PhsPMeBr (3.64g,1.02mmo1)
[¥JTHF (60mL) IR H - 7E30min 7, &1 & A (3aS,4R,5S,7aS) -5 ((IR, 2S,4S) —4-
(GRUT R AR R e L) R —2- (CGRUT 2 R R R e ) 26000 R 2) -1 - L3

120



CN 105209429 B iﬁ. EH :Fg 114/145 7L

5 4= ((GRUT R R RS ) 60 0E) L) —Ta-F H-3a,4,5,6,7, Ta— 7N - 1H-Efi-1-
Bl (b5 ¥INo . 169,0.68g,1.0mmo 1) (¥ THF (30mL) VA4 3 HoB IR G WE ZENFE2 . 5h 1k
% FHEtOAc (200mL) F B8 , AH 4% Hb 4 FINaHCOs VA Wi (2 X 50mL) k7K (50mL) BE¥g , 15
(Na2S04) FF H ik 4a o it ik Ae ki B iR B (0% 25% £ 10% Et0Ac/ T bt) »3R1FH
T3 (((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) 4~ (GRUT 3 ~H S R e 5t 4 38) —2- ((GRUT
BT R REE L) AL B -1 -F RO R Ta-HHE-1-WHH-3a,4,5,6,7,7a-7~
S -1H-Bfi-4-28) FEH) RS b &%INo. 170,119mg, 18%) , TLE KT

[0828]  C.HERUT 2 (((3aS,4R,5S,7aS) —5- ((IR, 2S,4S) ~4- (GRUT 2 = A F ke b A
H) —2- (CORUT 2 —H EH ke 8) S 2E) 48 - 1-F AR L) Ta-F -1 HFHE-3a,4,
5,6,7,Ta—7NEA - 1H-Bi-4-3%) FA) —HF R (b&4No. 170, 119mg,0. 18mmo1) AITBAF
(1.8mLJIM THFYEW ,1.8mmo1) Y 7ETHF (10mL) H VR SIS T A\ HE 240 IIA
TBAF (0.9mL,0.9mmo1) I H IR & Witk oh AR FHEtOACHE B (100mL) , AH 4% H FH 7 A
NaHCOs VAV (2 X 25mL) MIEL7K (25mL) FEiss , T8 (Na2S04) Ff H k4 o ff FH g A AR eI b4
R B (0% 22% £35% 2210%MeOH/CH2Cl2) , 3745 (1S, 3S,4R) -3- (R JE) —4- ((3aS, 4R,
5S,7aS) —4- R R HL) ~Ta-H JE-1-WH H-3a,4,5,6,7,Ta-/NE - 1H-Efi-5-3L) -4-F I
% (L& INo. 171 ,36mg,63%) , AT Al . 'H NMR (300MHz , CDsOD) 86.28 (d,J=5.8,1H) ,
6.10 (m,1H) ,4.74 (s, 1H) ,4.60 (s,1H) ,3.97(d,J=9.4,1H) ,3.86 (d,J=11.1,1H) ,3.73d,
J=8.8,1H) ,3.45 (m,1H) ,3.13 (m,1H) ,2.51 (m, 1H) ,2.15 (m, 1H) ,1.83 (m,7H) ,1.58-1.20
(m,7H) ,1.12(s,3H) ,0.98 (s, 3H) .'*C NMR (75MHz,CD30D) 6164.5,138.2,133.5,100.8,
71.2,63.2,62.9,58.1,46.4,44.6,38.3,35.2,34.7,32.1,24.3,22.6,21.7;MS m/z:379.1
[M+Z. FRER]

[0829] st fs64

[0830]  (1S,3S,4R) —3—- GEH L) —4- ((4R,5S) —4- BRI ) -1, 1- —HH-4,5,6,7-JUSA -
IH-Bfi-5-3%) ~4-F HIR O (LA HINo. 172) (A

[0831] HCH, MeOH

171 OH 172 OH
[0832] 4 (1S,3S,4R) —3— (F2H ) —4- ((3aS,4R, 55, 7aS) —4— (F 1 JL) —Ta—F -1 -} F
H-3a,4,5,6,7,7Ta-7NE - 1H-Bfi-5-2) ~4-F I B (b 54No. 171, 17mg, 0. 05mmo1) FH
WRHCT (2mL) [ 7EMeOH (4mL) H [KIVR S MIAE40 CHidE20h 1 BT8R S 0ve H1 & =38, W46 3F
H A fRAEEL0AC (25mL) H o 45 1% VR A W AH 44 1 I 7 FINaHCOs 94 ¥R (3 X 5mL) Al k7K (5mL) ¥
B, T (NaoS04) FF Hik4s o 1 ] i vk AEfk e B aifb 5 88 4 (0% 5% £10 % MeOH/
CHzCl2) , 345 (1S,3S,4R) -3— GEH L) —4- (4R, 5S) —4- R HL) -1, 1- ~FH¥-4,5,6,7-11
S -1H-Bi-5-3) —4-F IR O (LEWNo. 172, 14mg,82%) , BRI FE it 'H NMR (300MHz
CDs0D) 85.15 (s, 1H) ,5.10 (d,J=6.7,1H) ,3.71(d,J=10.6,1H) ,3.64 (t,J=7.7,1H) ,3.49
(m,1H) ,3.17 (t,J=10.0,1H) ,3.04 (m,1H) ,2.18 (m,3H) ,1.88-1.14 (m, 10H) ,1.67 (s,3H) ,
1.08(s,3H) ,0.87 (s,3H) ;'*C NMR (75MHz ,CD30D) 6156.1,122.3,89.5,73.4,71.4,62.8,
50.9,48.3,43.1,41.3,41.1,38.7,35.3,34.2,31.8,30.9,27.8,19.3,18.5,12.2:MS m/z:
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379.3[M+Z.FRlE] .
[0833]  sEZjafhl65

[0834]  (2R,4R,5S) -5-((1R,2S,4S) -4-$H-2- L) - - AR ) -4- FEF ) -
1,1-—H3-2.3,4,5,6,7- A -1H-ei-2-1 (L 5¥INo. 184) [{) &k

TBDPSCE,
imid, DMF

k . g NaDMe,
O of I-:i MeCGH

=l ——— e
SOTBOPS

MeLi, THF
——i

7 Bl

o

[0835]

[0836]  A.¥% ((1S,2R,5S) -5-Z B HL-2-((3a’S,4’R,57S,7a’S) -4 - (B H H) -7a’-H
FONEWR[1,3] -2, 17 —8fi] -5 —24%) —2-F M O L) BRI (L &%INo . 173,
5.51g,12.2mmol) - TBDPSCI (4.7mL, 18.6mmo1) FIBKME (2.5g,36.6mmol) [KI£EDMF (40mL) 1)
T TRAE AR BT SRR 2 L/ IR A B4 7K (80mL) H , FHEt20 (350mL) 255X, F
#h7K (40mL) Bk, T4 MgS04) I H A4 o % 5% B8 V03 fif /£ AcOH (80mL) 7K (20mL) H1 FF HL7E
40°C N2/, 76 = IR E B, SRS AEA0 C A2 /ING o B VR A ik 46 91 HoB bk B8 v ik
FEEt0Ac (350mL) H , AH 4kt A7 FINaHCO3 A M (3 X 50mL) FEL 7K (3 X 30mL) Pk, T 1%
MgS04) F H A o f ik AERE e B Al fbs% B4 (20 % Et0Ac/ T 4) » 3k 43 ((1S, 2R, 59) -
65—t -2- ((3aS, 4R, 5S, TaS) —4— ((GRUT H: ORI ik be i) 28 %) HY AE) —Ta— 1 BE-1-
AANE-IH-E-5-3%) —2-F IR L IE) F I 2R HE (b B %No . 174,4.86g,61%) , 1 f1fd
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[0837]  B.J#% ((1S,2R,5S) -5-Z B I -2- ((3aS,4R,5S,7as) —4- (U] 3 IFEF R
H) EFE) L) —Ta—H HE-1-F A\ E - 1H-Efi-5-3%) 2-H IR O 5) F I LREE (L&Y
No.174,3.47g,5.36mmol) FNaOMe (7.9mL{{I5 . 4M MeOHYAVR) (K1 £EMeOH (30mL) 1 fK)I& Wk £F =
EWEE 2R CBVETRAE VKT A 0, SR G IINACOH (2. 5mL) o V8- W0k 45 31 BLs 5k B W e A
EtOAc (200mL) F17K (20mL) H1 S FFEL0AC /= A ER 7K (3 X 15mL) ¥Eidk , T 1 MgS04) I+ H ik 4s , 3R
5 (3aS,4R, 5S,7aS) —4- ((GRUT 3 P ke ) ) F L) -5- ((UR, 2S,48) —4- 53—
o— (BRI 1 - LR —7a-H 3t )\ S -1 H-2f -1 (b&4No . 175, 3.55g) , [ Flfl 14 .

[0838]  C.#f (3aS,4R,5S,7as) —4— (U] H: ZoR B kb BL) 400 B L) —5- ((IR, 28,
48) 42 FE-2- E R IE) -1 -F LR L) —Ta—H 5 VA - 1H-Ei-1-8d (L & ¥No. 175,
3.02g,5.36mmol) ~TBSCI (1.94g,12.9mmo1) FIBKME (1.75g,25. Tmmol) [ 7EDMFHf [ VAR 7
FIRAEBS N IR 5/ B R A4 FIE t20 (300mL) 5% , AH 4k b F17K (40mL) Fl#h K (2 X
40mL) Wik, T1E MgS04) F H k4 o 8 B vA ARk IR LA R B W) 5% SR 510 %Et0Ac/
O5%) L 3K153 (3aS,4R, 58, 7aS) -5- ((IR, 2S,4S) -4

[0839]  ((RUT 25— AR B FR Rk pr ) ) —2- ((GRUT & - Rk b ) &3 P3t) -1-
LIRS —4- ((GRUT R R L) L) D) —Ta-F B VA -1H-E-1-F Yb &
YINo.176,3.75g,88%) , [tk .

[0840]  D.7F-78°C FAEA S H 1A (3aS,4R,5S,7aS) -5 ((1R,2S,4S) —4— (G T i — FA 3L
FEE L) L) —2- (CGRUT 2 R R RE T ) 400 D) —1-HR RO ) —4- ((GRUT &=
oRFE R ST SAE) F L) —Ta-H 3 VA - 1H-Ei-1 - (b 549)No.176,3.65g,4.61mmol) ]
THF (20mL) Y&V T I AMeLi (12.6mLE 1. IM Et20¥3, 13.8mmol) o £ 1N 22 )i, 45 S ST
FEFFE0°C I a4/, SR 5 NN ML FINaHCOsIE VR (10mL) o 4578 44 FHE t0Ac (350mL) #R%
FER7K (3 X 30mL) Peik, T4 MgS04) FF H ks AT FH i v /e ik e B 2lifb iR BB (5% 8 )i
15%Et0Ac/ . %E) » 3873 (1S,3aS,4R,5S,7aS) -5— ((IR, 2S,4S) —4— (GRUT 3 —F L rk ke
5 AL —2- ((GRUT B R R L) S 00 D) —1-H IR O ) —4- ((GRUT R ot
B e ) 2803 B IE) -1, Ta— —H 3L\ A -1H-Ei-1 -1 b &5¥INo . 177,2.54¢,68%) , A {4
k.

[0841] E.7#F0°CAEE/S Tl (1S,3aS,4R,5S,7aS) -5 ((IR, 2S,4S) —4— (G T 3 — H JL F
ke ) L) —2- (CGRUT B R RE R R T ) 000 D) —1-H LR O ) —4- ((GRUT =
ORGSR AR L) L) -1, Ta- R \NE - 1H-B-1-BF ((bA¥INo . 177, 2.54g,
3. 14mmol) (¥ 7EMLNE (5mL) FICH2C12 (25mL) A - I APOCT3 (0.88mL, 9. 4mmo1) o 7E24/]N
If 2 J5 B RAE UK R A 2D, 3R 5 NN FINaHCOs ¥ (15mL) FIEtOAc (350mL) o #4Et0Ac 2
FER7K (2 X 30mL) BE¥s, T4 MgS0.) FF H k4, k434U T & (((3aS,6S,7R, 7aS) -6 ((IR,
2S,4S) —4— ((BUT 3 —FF SR F Rk e ) 4000 —2— ((GRUT 3 R 3 i 3k 450380) R 3) —1-
LR 3E) -3,3a- “HH-3a,4,5,6,7,Ta—NE -1 H-2i-7-%%) FEIL) IRkl (b4
¥INo.178,2.49g) , A I

[0842]  F .44 T JE (((3aS,6S,7R,7aS) -6— ((1R, 2S,4S) —4— (GRUT = — AL fik e k) 44
52— ((GRUT R R R REGT L) 4008 FL) —1-FIER O L) -3, 3a- —~H }-3a,4,5,6,
7,Ta—7NE-1H-gfi-7-J8) HF40E) R B kb (b &4No . 178,2.48g, 3. 14mmol) [ fEACOH
(80mL) 7K (20mL) FH TR (200mL) Hh ¥ ¥ 75 75 2 L B0 H1 3K o T TR A vk 46 1 BLAT FH (it s
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TERERE F 4R BB P (50 % SR 70 % Et0Ac/ T kE) » 3575 (1S, 3S,4R) —4- ((3aS,6S, 7R, 7aS) -
7T- ((GRUT 3 2R R Rk e 50 L) 1 3E) -3, 3a- ~H 3-3a,4,5,6,7,7a- /N & - 1H-Ei-6-
5 -3- RR L) —4-F IO B (b 5HNo. 179,1.52g) , A 44

[0843]  G.0°C RAEASH A (1S,3S,4R) —4- ((3aS,6S,7R, 7aS) —7- (( G T 3 R F
P ) A L) L) -3, 3a- —H HE-3a,4,5,6,7, Ta—/NE - 1H-Ei-6-3%) —3— (R ) —4-F &t
RO (P& N0 . 179,1.52g, 2. 71mmo 1) [IAEMERE (5mL) FICH2C12 (25mL) 5 (I ¥E R 4 I
Ac20(1.5mL,16.3mmo1) o« FE16/INB 2 JiF , 46 e B 26 i AT [l v k2 5 B 7250 °C iy Hh in 7
/N SR AR IR AR S A RV TRAE UK HR A D SR SR NN FINaHCOs ¥4 ) (5mL) o 71043
)5 BV R B t0AC (200mL) Bk, I £R7K (3 X 30mL) ¥Eisk , T8 (MgS04) I H k4 . fd F 4
TEVEAERERS F 2R B P (10% Et0Ac/ T kT) » 3745 ((1S, 2R, 5S) -5 L B M —2- ((3as, 6S,
TR,7aS) —7- ((GRUT R kb ) A8 ) -3, 3a-—H H-3a,4,5,6,7,Ta-7NE -
IH-Bfi-6-2) —2-F IR L IL) AL 2 TR ((b 5 4No . 180, 1.52g) , 43Ik

[0844]  H.¥% ((1S,2R,5S) -5-Z B I -2- ((3aS,6S, 7R, 7aS) —7- (@] 3 IFEF Rk
) I L) -3,3a- —F3-3a,4,5,6,7,Ta- N A -1 H-Bi-6-3%) —2-FF IR 3 FRZ
&S (15 9No. 180,1.52g, 2. 36mmo1) FIMCPBA (1.53g,7.09mmol) [ 7£CH2Cl 2 (20mL) 1 [ 74
TRAEO CAER /S N HHEL . 5/, 2R 5 10 % NasSOsvA K (20mL) ¥ K . 221045 2 5 I 1 W
FHEt0Ac (200mL) % % , AH 2k . FH A FINaHCO3 VA ¥R (3 X 30mL) A1 7K (3 X 30mL) Heigk , T
(MgS04) H Hik 4 o {3 A v /e b e R ali Ak 7R B84 (15 % 2R J520 % EtOAc/ L bE) » 3R 15
((1S,2R,5S) -5-7. Bt H-2- ((1aS, 1bS, 4S,5R,5aS, 6aR) —5— ( ( GRUT 4t — 25 A kb 2
L) BIE) -la, 1b- B IE N\ A -1aH-Ei I [1, 2-b ] A L F-4—3) —2-F R C ) Bz
MRlE (L& 4No . 181,1.14g) , FI AR

[0845] 1.3 ((1S,2R,5S)-5-Z B HE-2-((1as, 1bS,4S,5R,5aS,6aR) —5— ((GRUT & 7%
S RERE L) S HL) B —la, Ib- FHE )\ -lal-ei 3 [ 1, 2-b] INE L Jf—4-F5) —2-F JL IR
O AR) AR IR EE ((h-A N0 . 181 ,616mg,0.932mmo1) FHACOH (20mL) [ VAR AE 2 5 1 F: 247/
INF, S8 5 W4 o AT FH A A e e B 240 Ak B8 W (25 % 98 J530 % Et0Ac/ Thbt) » 3R (1S, 2R,
5S) 56— B -2- (2R, 4R, 5S) —4- ((GRUT R FE ke Jl) SA0%) L) —2-F k1,1
THHE-2,3,4,5,6,T-NA-LH-Ei-5-4) —2-F I O 3E) B 2B S (b A WNo . 182,
171mg) , A AYEIE.

[0846]  J. ¥ ((1S,2R,5S) -5-Z B I -2- ((2R,4R,5S) —4- ((GRUT & — RFE ke i) 44
) L) 22— -1, 1-H3E-2,3,4,5,6, T-NE - IH-Ei-5-4%) 2-F IR R
s (A %No . 182,11 7mg, 0. 18mmo1) FNTBAF (ImL¥) IM THEVA W , lmmo1) [¥] 78 THE (5mL) 1]
ERAE ZIRAE B AR R 16 /N, 88 v 4 o M8 B i VA AERE R 2 AL R BB W (70 % SR )
80%EtOAc/TibE) ,3R1F ((1S,2R,5S) -5-Z B —2- (2R, 4R, 59) —2-F2 J—4- (R ) -1,
1-ZHH-2,3,4,5,6,7-7NE - TH-Bfi-5-3%) —2-H LR OV L) FF AL 2 BRI (fb A 4)No . 183,
83mg) , [ ALK

[0847] K. ((1S,2R,5S) -5~ WA HE-2- ((2R,4R,5S) -2 H-4- FRH ) -1,1-—H
H-2,3,4,5,6, T-7NE-1H-gi-5-3%) —2-F AL O L) F 2 4 RS (tb 5 4No . 183, 83mg ,
0.20mmo1) FINaOMe (0. 4mL[¥]5. 4M MeOHVE VR , 2mmo1) [t £EMeOH (3mL) H (VA VRAE S IR Pk 1
/NS SR IMNACOH (ImL) FF HLIRAE AT FH iy /e ek e 2B R B ) (5% MeOH/Et0AC) , 3R
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2 (2R, 4R,5S) -5- ((IR, 2S,4S) ~4-FFH-2- FFHF I) ~1-F R ) -4- EFH) -1,1-—
FH-2,3,4,5,6,7-NEA-1H-Efi-2-1 (b5 ¥No . 184 ,64mg,97 %) , FEJE . 'H NMR (CDsOD) :
63.80 (2H) ,3.60 (m,1H) ,3.45 (m, 1H) ,3.30 (m, 1H) ,3.20 (m,1H) ,2.35 (2H) ,2.25-1.75 (7H) ,
1.65 (2H) ,1.25 (4H) ,0.90 (6H) ,0.85 (s,3H) .ES-MS m/z 339 ([M+1])

[0848] st {5166

[0849]  (1S,3S,4R) —4- ((3aS,4R,5S,7aS) —4- (FASLF HL) —Ta—F He—1 -7 1 )\E-1H-
gfi-5—3k) —3- (R AL —4-F M OB (b 59)No . 186) 1)E Ak

1) NaH, DMF

= o

H : Br
_ TESO
152 otes ©/\ 85 GrBS /\©

[0850]

TBAF, THF
HO

rARES

[0851]  A.¥% ((3aS,4R,5S,7aS) -5 ((1R,2S,4S) —4— (T 3t — B L i f ) 48 ) —2-
(CGRUT R AR b L) A28 B -1 -F RO R —Ta-F H-1-WHF 2 ) \VE-1H-¢fi-
4-35) B EE (LA INo. 152,133mg, 0. 241mmo1) 7E0 °CAEGR/ S N I ENaH (24mg K60 % 5K »
0.60mmo1) FJDMF (1. 2mL) BF H FF HAEZ T\ 0. 5ho AR EEIR (103mg,0.602mmol) [
DMF (1. 2mL) ¥ HLAE Z A HE4h O IR A4 FHE t0Ac (40mL) i BEFF H ATH20 (10mL) FTER 7K
(6 X 10mL) ¥eis, 2R 5 T8 MgS04) FF Hk 4 o il ik tavB vk ek e L aifb B B8 7 (2:98
EtOAc/Th4E) 3453 (((1S,3S,4R) —-4- ((3aS,4R, 5S, 7as) —4— ( (CE4 L) B IE) —Ta-F H-1-TF
B VA - TH-B-5-28) -3 ((GRUT R AR R e ) 46 0) AL —4-FR R O L) L)
GRUT ) — B rE b (b5 4INo . 185, 142mg,92%) , LI VH

[0852]  B.[h (((1S,3S,4R) —4- ((3aS,4R,5S,7aS) —4— (34 HL) L) —7Ta—H JL—1-3F 7 2t
JNE-TH-B-5-2%) -3— ((GRUT 2 B AR L) 46050 HR ) —4-H R ER O 0 08 GBUT
B RS (b5 ¥INo . 185, 142mg, 0. 221mmo1) A THF (4. 4mL) Y5 ¥& F I\ TBAF (0. 89mL
[} 1M THFVAV 0.89mmo) Ff HANFA 50 CHFFEELT . bho FaE Ik 4 , 7T o ik /e ik
B - alifk iR BE 1) (80: 20 EtOAc/TuhE) » 345 (1S,3S,4R) —4- ((3aS,4R,5S, TasS) —4— (R4 i
HJE) ~Ta- -1 -7 1 2 )\ &~ 1 H-8fi-5-4%) -3- R 5E) ~4-F A OB (b 59No . 186,
74mg,81%) , oA [E 44 . "H NMR (CDC1s) :67.31 (m,5H) ,4.62 (m,2H) ,4.43 (d,J=11Hz,1H) ,
4.34(d,J=12Hz,1H) ,3.71 (m,2H) ,3.58 (br s,1H),3.38 (m,1H) ,3.30 (br s,1H) ,2.46 (m,
1H) ,2.13-2.29 (m,2H) ,1.25-1.80 (m, 15H) ,1.03 (s,3H) ,0.76 (s, 3H) .ES-MS m/z 395 ([M-
1717 .

[0853]  sLjififsl67

[0854]  (1S,3S,4R) —4-((3aS,4R,5S,7aS) —4- ( (3,5~ F 4 A4 ) B IL) —Ta—FF HE-1-
R 2 )\ -1 H-Bi-5-2%) —3- R AL ~4-F B OB (b & 4No . 188) 1A Ak
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[0855]

[0856]  A.¥% ((3aS,4R,5S,7aS) -5 ((1R,2S,4S) —4— (T 3t — B L i f ) 4 ) —2-
(CCGRUT R AP REp L) A28 B -1 -F AR CR) —Ta-F H-1-WHF 2 /A -1H-Efi-
4-3%) BEE (b AHNo . 152,99mg, 0. 18mmo 1) 7E0°C 7EGL T A Z=NaH (18mg )60 % &7 »
0.45mmo1) f¥IDMF (0.9mL) Z3F H IF HAE A FR0 . 5ho A3, 5- & JE TR (104mg,
0.450mmo1) FIDMF (0. 9mL) A ¥R HL7E = I 16 . 5h o KR 54 FHEt0Ac (40mL) #eFF H H
#hK (6 X 10mL) Peigk , SR 5 T4 MgS04) I HIk 4 o it i yhAEhk i L 2L iR EE P (2:98
EtOAc/Thhe) » ZRAFHUT & (((1S,2R,5S) —5- (GRUT = AL i e L) 2058 —2- ((3aS, 4R,
5S,7aS) —4- (((3,5- H AR HL) L) L) —Ta—H 217 HF 2 )\ & - 1 H-Bfi-5- %) —2-
IR T L) AU RS (B 4No . 187,87mg ,69%) , ot i) i

[0857]  B.J¥4TBAF (0.50mLf¥IM THEJAEW ,0.50mmol) AU Z AT 4 (((1S,2R,5S) -5- ((§
TR L) -2- ((3aS, 4R, 58, 7aS) —4- (((3,5- A I S ) AL -
Ta—F JE-1- AR 2L U - IH-Bfi-5—2) —2-FF R IR O 2) R4 h) — R & akdE ((k-A4No . 187,
87mg,0.12mmo1) I THF (2. 5mL) ¥R 3 HN#AZ 50 C IF KR4 16h 5 Mk 4a , I Hamid
WAL 2R EEY) (90:10 EtOAc/ T fn) » 374 (1S,3S,4R) —4- ((3aS,4R, 55, 7as) —4-
(3,5~ HEFENEIL) FRL) —Ta-FF A 1- W F 5 )\ E - 1H-E-5-FL) -3- GRH L) —4-F &L
IEBE (fh B No . 188,50mg,85%) , LA il 4. 'H NMR (CDC13) :66.47 (s, 2H) ,6.38 (s, 1H) ,
4.62(m,2H) ,4.39(d,J=12Hz,1H) ,4.27(d,J=12Hz,1H) ,3.66-3.78 (m,8H) ,3.58 (br s,
1H) ,3.39 (m, 1H) ,3.30 (br s,1H),2.46 (m,1H) ,2.13-2.27 (m,2H) ,1.20-1.80 (m, 15H) ,1.04
(s,3H),0.76 (s,3H) .ES-MS m/z 473 ([M+1]") .

[0858]  Sijififs68

[0859]  N-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) -4-#H-2- R RL) - 1-F AT H) -Ta-
R L1 - R\ S - 1T H- B -4 28) HRE) MRS Z (P 5 90No . 191) 15 ik

126



CN 105209429 B iﬁ. EH :Fg 120/145 7L

C0H  HOS ~ AcyO, DMAP,
| : TEA, DMF,
N/ F gt CHoCl

—_— . ]
PYBOP, DMF, o™

DIPEA 189

[0860]

KaCOys,
MeOH, H:0O

191

[0861]  A.}&PyBOP (158mg,0.30mmol) NN MHEZ (34mg, 0. 28mmo1) [¥)DMF (2mL) V&V H - £
10minZ J&, A (1S, 3S,4R) —4- ((3aS, 4R, 5S, 7aS) —4— (G B JL) —7a—H JE—1-F F 3 )\
A -1H-Bfi-5-3%) -3- (R L) ~4-F BRI C B 4 RS (b5 4No . 1,101mg,0.26mmo 1) FI
DIPEA (0.16mL,0.92mmol)  fE—#E K 2 Ji7 , KR A ) FHEt0Ac (50mL) &L 7K (15mL) # R H.
PR Lh HFEtOAC 240 55 FEAE 4% i FH 5 7K (3 X 10mL) FI7K (10mL) ¥eidk , T4 (NaS204) 3 HIK
Yt o Af HEEAEEAERE RS L 2R EE Y (4% 2R 510 % PR )5 15 % MeOH/CH2Cl 2) , 3RIFN- (((3aS,
4R,5S,7aS) =5- ((IR,2S,4S) ~4-F2F-2- FEH 3L) — 1 - FLIF ) ~Ta-F H-1-FF HE )\
S -1H-Efi-4-3%) B L) MM i (k& 4No . 189, 105mg) , ANALEI K [ Fulf 44

[0862]  B.JIEN-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) ~4-f#F-2- (BRI -1-FHHR
) ~Ta—F 210 B 2 )\ - 1H-Bf -4-28) FF L) JRMERE (kA %No . 189, 105mg) = 2. fi%
(1501L,1.08mmol) « Z, FRET (70uL,0. 74mmo1) FIDMAP (2mg) ) ZEDMF (1mL) FICH2Cl2 (4mL) H )
TR AE =R R b h o K TR 5 ) FHE tOAC (25mL) FRE , AHZ% i A £R7K (4 X 10mL) F17K (10mL) #E
B T (Na2S0s) I H e o A8 FH (B iR AE R I 2B AR B ) (3% SR J55 %6 MeOH/CHaCl 2) , 3R
52 ((1S,2R,5S) -5-Z BEEA H—2-F 3£ -2- ((3aS,4R, 5S, 7aS) —Ta—F F—1 -3V F F—-4- (AL
FEFEL) VA -1H-Bi-5-245) PR L) B 2 RIER (b5 490No . 190,90mg) , JHtR

[0863]  C.#% ((1S,2R,5S) -5~ B4 L -2-F #-2- ((3aS,4R,5S,7aS) ~Ta—F F-1-F F
HE—4- CORBE e L B L) A -1H-8fi-5-58) IO %) I R s (LA 4No . 190, 70mg ,
0. 14mmo1) FK2COs (375mg) I 7EMeOH (4. 5mL) FI7K (0. 5mL) W VAR AL BIR P L2 K IR &
VDU 45 3 LW 5% B WD VS R AE 10 % MeOH/ CH2C 12 (40mL) F7K (20mL) o 43 2 3 HoB K 2
CHaCl2 (2 X 15mL) ZEEL G A LS I, T4 (NasS04) FF H W 4n A8 v e ik i b 2lifk ik
BEY) (4% HR 510 %MeOH/CH2Cl2) , 3R18N- (((3aS,4R,5S,7aS) -5- ((1R, 2S,4S) —4-F5H-2-
FRH L) —1-F RO E) -Ta-F -1 B\ E-1H-8i-4-28) F 5 W& b &9
No.191,61mg) , [ 44, . 'H NMR (CDC13) :88.90 (m, 1H) ,8.72 (m, 1H) ,8.08 (m, 1H) ,7.40 (m,
1H) ,6.14 (m,1H) ,4.62 (2H) ,3.70 (30) ,3.60 (m, 1H) ,3.25 (m, 1H) ,2.50 (m, 1H) ,2.25 (m, 11) ,
2.15(m,1H) ,1.2-2.0 (15H) ,1.03 (s,3H) ,0.82 (s,3H) .ES-MS m/z 427 ([M+1]")

[0864]  SEjiif5169

[0865] N-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) —4-FF-2— (FF H L) —1-FF IR ) -Ta-
-1 - R e\ S - 1T H- B -4 58) ) St e (A N0 . 192) 1A R
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[0867] % (1S,3S,4R) —4— ((3aS,4R,5S,7aS) —4— (F L H H) —Ta—H - 1- W 3 )\ E - 1H-
Efi-5-4%) —3- R L) —4-H AR O B (b5 4%No . 22, 100mg ,0.310mmo1) \PyBop (210mg,
0.400mmo1) + S MHES (50mg ,0.40mmo1) FDIEA (0.81mL,0.81mmo1) [ £EDMF (3. 0mL) H I8 &
YIMEZ BAEE ST PR 240 ORG99 FEL0AC (20mL) 4 7 , FINaHCOs & ¥ (2 X 10mL) AN A1
NaClAEWR (2 X 10mL) ¥eigk I+ H k4 il s vk e ik i L2 b5k B9 (9 % MeOH/ CHaCl2) , 3k
2N- (((3aS,4R,5S,7aS) -5- ((1R, 25,49) ~4-f2 2 -2- e L) -1 - A O L) —Ta-H -
1=V R 3 J\ S - 1B -4-22) F3E) SARlERG (fbA9No . 192,83mg ,62 %) , [ fafil 4. 'H NMR
(300MHz , CD30D) : 68.65 (d,J=6Hz,2H) ,7.67 (d,J=6Hz,2H) ,4.64 (s,2H) ,3.7 (m,1H) ,3.63
(s,2H) ,3.47 (m,1H) ,2.48 (m,1H) ,2.15 (m,2H) ,1.85 (m,9H) ,1.69 (m,3H) ,1.48 (m,6H) ,1.28
(m,3H) ,1.04 (s,3H) ,0.83 (s, 3H) ;'*C NMR (75MHz ,CD30D) :6168.8,162.4,150.7,144 .4,
123.1,101.9,71.1,62.9,52.7,47.5,45.0,44.8,44.0,41.0,38.1,38.0,36.9,35.2,32.1,
30.1,26.1,24.4,21.7,18.7;MS m/z:427. 2[M+H]".

[0868]  SLita {5170

[0869]  N-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) -4-#%H-2- R L) - 1-F AL H) -Ta-
-1 - R\ S -1 H- -4 2%) FR ) MW —2-F B (b & 4INo . 193) B A Ak

(@]
oY
o
N

RyBOP, DIEA, DMF

SNy
53 OH 188 OH AN N
)
N

[0870]

HO™

[0871] ¥ (1S,3S,4R) —4- ((3aS, 4R, 5S,7as) ~4- (GHEH ) ~Ta-H H- 1 - F 5L\ A 1H-
Bfi-5-2%) -3- R L) —4-F AR OB (b5 %No. 22, 100mg,0.310mmo1) \PyBop (210mg,
0.400mmo1) - 2-MH & ¥4 5 (50mg, 0. 40mmo1) FIDIEA (0.81mL,0.81mmol) [{J FEDMF (3.0mL) (K]
TRAWAE = AL G T Bidk24h 1518 59 FIE t0AC (20mL) #i % , FINaHCOs¥AVR (2 X 10mL) F1
P FINaCL¥A R (2 X 10mL) Pk 3t Bk e o i i i vk 7 i i E 2tk 3R B8 W) (9 % MeOH/
CHoCl2) , #R9N- (((3aS,4R,5S,7aS) -5- ((1R, 2S,4S) ~4-§H—-2- (FpHIL) -1 - LR O L) -
Ta—FJE-1 -7 B 2 U - TH-f-4-28) HF 2) mb s —2-F Bt i (b5 %No . 193, 118mg,89%)
4 44 . 'H NMR (300MHz , CD30D) :69.23 (s, 1H) ,8.80 (m, 1H) ,8.68 (m, 1H) ,4.62 (s,2H) ,
3.71 m,2H) ,3.60 (m,1H) ,3.46 (m, 11) ,3.12 (m, 1H) ,2.48 (m, 1H) ,2.18 (m,2H) ,1.87 (m,5H) ,
1.68 (m,1H) ,1.45 (m,5H) ,1.26 (m,4H) ,1.06 (s,3H) ,0.85 (s, 3H) ;MS m/z:425.9[M+H]".
[0872]  sLjiffs71

[0873]  N-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) —4-FF-2— (FF H L) —1-FF IR ) -Ta-
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FR -1 -3 R\ R - T H-efi—4—2) F2E) EIE i (P & ¥0No . 194) 15 A%

[0875]  #f (1S,3S,4R) —4- ((3aS,4R,5S,7as) —4- (G FEF HL) —Ta—H He—1-F H 3 )\H-1H-
Efi-5—Jk) —3- R IL) —4-F IO (b A 4)No . 22100mg ,0. 310mmo1) \PyBop (130mg,
0.400mmo1) FLIE FF % (50mg, 0. 40mmo1) FIDIEA (0.81mL,0.81mmol) (K ZEDMF (3. 0mL) ) V&
AYE E R AR T PR 24h K IR A W FEt0AC (20mL) #6BE , FINaHCOs¥& ¥ (2 X 10mL) A
FINaCl¥E W (2 X 10mL) Peigk It Hik 4 o il i sy /e ik - 2L R B8 W (9 %6 MeOH/ CH2Cl o)
IRPEN- (((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) ~4-F2H-2- (R HF ) -1-FHEIF ) -Ta-H
He-1 -3 3 V-1 H-E-4-38) B3 b ER%E (b5 4No . 194, 121mg 84 %) , [ .l 44, 'H
NMR (300MHz , CD30D) 88.63 (m, 1H) ,8.10 (m, 1H) ,7.97 (m, 1) ,7.56 (m, 1H) ,4.62 (s, 2H) ,3.71
(m,2H) ,3.66 (n, 1H) ,3.46 (m,1H) ,3.13 (m,1H) ,2.48 (m, 1H) ,2.17 (m,2H) ,1.87 (m,5H) ,1.67
(m,1H) ,1.45 (m,5H) ,1.28 (m,4H) ,1.06 (s, 3H) ,0.85 (m,3H) ;MS m/z:426.9 [M+H] .

[0876]  SKiafs72

[0877]  N-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) -4-#H-2- R L) - 1-F AL H) -Ta-
B R -1 R 0 N - 1H-gfi-4-J%) B3 2R9F [d] [1, 3] R =5 R M —5—-H B ik b 54

No.195) KI5 1
O
MO 0
O>_ H

i F PYEOP, DIEA, DMF O H
; o -0
99 195 O Q>

[0879]  fE4G/< R (1S,3S,4R) —4- ((3aS,4R,5S, 7aS) —4— (G HL F L) —Ta—F JE—1 - F 2
JNE-1H-E-5-3E) -3- e 5E) —4-FF LI O (b5 ¥No . 22, 100mg ,0. 310mmo1) PyBop
(210mg,0.400mmo1)  BHHIER (67mg,0.40mmol) IR A4+ IMADIEA (0.81mL,0.81mmo1) Fl
DMF (3.0mL) o 7E24h 2 Ji , [ U H I NEt0AC (20mL) , I H 4% B 4578 A 40 A0 2k Hh FINaHCOs (2
X 10mL) A5 7K (2 X 10mL) Feigk I Hda o A3 H By e nk i B2l 7R B4 (04210 % MeOH/
CHoCl2) , #R49N- (((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) ~4-§H-2- (Fp I IL) -1 - RO ) -
Ta—H - 1-37 FE B )\ S - LH-gfi-4-0%) ) 2R 9 [d] [1, 3] [A) 4 2 30 g -5 Bk ik (b &
¥INo. 195, 156mg,68%) , ] {4 [# 445 . "H NMR (300MHz , CD30D) 67.33 (m, 1H) ,7.24 (m, 1H) ,6.87
(m,1H) ,6.01 (s,2H) ,4.64 (s,2H) ,3.73 (m,1H) ,3.58 (m,2H) ,3.47 (m, 1H) ,2.48 (m, 1H) ,2.20
(m,2H) ,1.85 (m,5H) ,1.68 (m,1H) ,1.50 (m,5H) ,1.37 (m,2H) ,1.29 (m,2H) ,1.03 (s,3H) ,0.84
(s,3H) ;1°C NMR (75MHz ,CDs0D) 8170.1,162.5,151.8,149.2,129.9,123.3,108.8,103.1,
101.8,71.0,62.8,52.9,45.0,44.8,43.9,38.1,36.9,35.2,32.1,30.2,27.4,27.3,26.1,

A:

[0878] 3

Z T
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24.4,21.7,18.8;MS m/z:468. 1 [M+H]".

[0880]  SEififs73

[0881] N-(((3aS,4R,5S,7aS) -5 ((1R,2S,4S) -4-FF-2- L) - 1-FHIF L) -Ta-
FA R 1 - LH- B4 AR —4-FF AU 2R B (LA HNo . 196) (114 A

[0882]

[0883]  ZE4R /SRl (1S,3S,4R) —4- ((3aS,4R,5S, 7aS) —4— (Z JL F L) —Ta—F JL—1-F FF Ji&
J\NE-1H-Efi-5-3%) -3- GEHF &L) ~4-FHE I (b 5 %INo . 22,100mg ,0.310mmo1) -PyBop
(210mg,0.400mmo1) 4-FR4 2K F % (61mg,0.40mmol) fFIVE &4+ I ADIEA (0. 81mL,
0.81mmo1) FIDMF (3.0mL) 3 FUEH &R FE24h 15 I8 W FHE t0AC (20mL) % , FI i1 FINaHCOs V2
YR (2 10mL) A1EL7K (2 X 10mL) #eigk I Hk4s o 1 i A i i B4 bk 0% £10%
MeOH/CHzCl2) , 3845N- (((3aS,4R,5S,7aS) -5— ((IR, 2S,4S) ~4-§3-2- FEH L) -1-F HLIR
O 3) —Ta—H B -1- 0 VR -1 H-#-4-0%) FAR) —4-FF &R R B i (A& No . 196,
125mg,65%) , [ i 44 . 'H NMR (300MHz , CD30D) 67.73 (d,J=9.3Hz,2H) ,6.97 (d,]=8.7Hz,
2H) ,4.63(s,2H) ,3.74 (m, 1H) ,3.58 (m,2H) ,3.46 (m 1H) ,3.13 (m,1H) ,2.48 (m, 1H) ,2.19 (n,
2H) ,1.85 (m,5H) ,1.68 (m, 1H) ,1.47 (m,5H) ,1.29 (m,5H) ,1.04 (s, 3H) ,0.84 (m,3H) ;°C NMR
(75MHz ,CD30D) 6170.6,163.9,162.6,130.2,128.1,114.7,101.8,71.1,62.9,55.9,52.9,
47.6,45.0,44.8,43.7,38.2,38.1,37.0,35.2,32.1,30.2,26.1,24.4,21.7,18.7:MS m/z:
454.1[M-H] .

[0884] st {574

[0885]  4-%-N-(((3aS,4R,5S,7aS) -5 ((1R,2S,4S) ~4-F2 3 -2- R H 3E) -1 -F A
) —Ta—-F -1 A 2 ) \E - TH-Bi—-4-55) D) R BEi% (k& 490No . 197) 196 Ak

o ,
HO/“‘\@ L/

. SE . ‘ qiF
1YA  pysor.DEADME O T OH Iy »

[0887]  {E4R /K IA) (1S,3S,4R) —4- ((3aS,4R,5S, 7aS) —4— (G L FI L) —7a—F J—1 - FF &
JNE-TH-Bfi-5-3%) —3- B2 ) —4-F B O i (kA 9No . 22,100mg , 0. 310mmo 1) \PyBop
(210mg,0.400mmol) +4-% K F % (56mg,0.40mmol) KRS IMADIEA (0.81mL,
0.81mmo1) FIDMF (3.0mL) Ff FLW M Btk 24h o 95 FIEtOAC (20mL) 78 , FH 2k Hb FH v A1
NaHCO3¥A ¥ (2 X 10mL) A1EL7K (2 X 10mL) Bk, SR8 e i 4a A1 Bk /et i b 2if vk B8 4
(0% %10 %MeOH/CHC12) , $£134-%—N- (((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) -4-F2 H-2- (¢
L) -1-F B ) —Ta- -1 - H R N - 1TH-ef—4-0%) B 08) SR Bk (&4
No.197,91mg,66%) , [ A 4 . 'H NMR (300MHz , CD30D) 67 .80 (m, 2H) ,7.18 (m,2H) ,4.64 (s,

[0886]
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2H) ,3.72 (m, 1H) ,3.60 (m,2H) ,3.46 (u, 1) ,3.14 (m,1H) ,2.48 (m,1H) ,2.19 (m,2H) ,1.83 (n,
5H) ,1.68 (m,1H) ,1.46 (m,5H) ,1.28 (m,4H) ,1.04 (s,3H) ,0.85 (s,3H) ;'°C NMR (75MHz,
CDs0D) 6170.0,167.7,102.5,132.4,131.0,116.4,101.8,71.1,62.8,55.9,52.8,47.5,
45.0,43.9,38.1,36.9,35.2,32.1,30.1,27.4,27.3,26.1,24.4,21.7,18.7;MS m/z:442.1
[M-H] .

[0888] St f5175

[0889]  N-(((3aS,4R,5S,7aS) -5— ((IR,2S,4S) -4-#H-2- GE ) - 1-FF AL &) -Ta-

1~ L H-2—4-) ) 4 (ST 28) 25 (AL 25 HINo 198) 9 251k
9] ’

HO/u\[::l\
~NFTNCF

[0890] :

HO

PYBOP, DIEA, DMF o
198 ~CF,

[0891]  #E/S Rl (1S,3S,4R) —4- ((3aS,4R,5S, 7aS) —4— (Z HL F L) —Ta—F JL—1- FF 2k
JNE-TH-Bfi-5-3) —3- R 3L) —4-F FE O i (k& 9No . 22, 100mg , 0. 310mmo 1) \PyBop
(210mg,0.400mmol) 4- =4 FF I FF S (77mg, 0. 40mmo 1) (KR A4 H I ADIEA (0.81mL,
0.81mmo1) FIDMF (3.0mL) o ¥ VAR FE24h, 4% )5 FIEtOAC (20mL) F R , AH 4k Hb HI 1 FINaHCO3
TEWR (2 X 10mL) FEL7K (2 X 10mL) Feigk I H ke 4a A8 g i e il L4t 89 (0% &
10%MeOH/CH2C12) , 3R48N- (((3aS,4R,5S,7aS) -5- ((1R, 2S,4S) ~4-§ -2 (R JL) -1 -
IR HE) —Ta—H H-1 -0 B )\ A - 1H-Eli-4-4%) B 38) —4- (S5 HF 3 KRB a1y
No.198,105mg,68%) , [ [ 44 . 'H NMR (300MHz , CDs0D) 87.89 (d, J=8.0Hz,2H) ,7.76 (d, ]
=8.0Hz,2H) ,4.64 (s,2H) ,3.72 (m,1H) ,3.63 (m,2H) ,3.47 (m,1H) ,3.13 (m,1H) ,2.50 (m,
1H) ,2.20 (m,2H) ,1.86 (m,5H) ,1.69 (m, 1H) ,1.49 (m,5H) ,1.28 (m,4H) ,1.05(s,3H) ,0.85 (s,
3H) ;**C NMR (75MHz,CD30D) §169.9,162.5,139.9,134.0,129.2,126.4,119.0,101.8,71.1,
62.8,52.8,47.4,45.0,44.8,43.9,38.1,38.9,35.2,30.2,26.1,24.4,21.7,18.7:MS m/z:
492.1 [M-H] .

[0892]  SEjifs76

[0893]  N-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) -4-§H-2- R L) - 1-F I H) -Ta-
R 31—V P 3 )\ S -1 H- B -4 3) k) —4-FR 3L 2R R BRI (P& 90No . 199) 11 25 ik

[0894]

- HOT

T E PYBOP, DIEA, DMF ™ THA
o
22 199 g

[0895] 7E& S FIA (1S,3S,4R) —4- ((3aS,4R,5S,7aS) —4— (G L 3L) ~Ta—F JE-1-F B &t
J\A-1H-Ei-5-34%) —3—- R 1 ) —4-F B IR OB (b5 %INo . 22,100mg , 0. 310mmo1) PyBop
(210mg,0.400mmo1) ¥ B 3L H 1R (55mg, 0. 40mmo 1) FIVR A4 I ADIEA (0.81mL,
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0.81mmo1) FIDMF (3.0mL) ¥4V A 124 , 28 Ji FHE tOAc (20mL) %% % , #HZk b A 1 AINaHCOs 7
(2 10mL) AIER7K (2 X 10mL) Beigs It Hik4E 8 e iE A i Eaifb iR B 0% £10%
MeOH/EtOAc) ,3R79N- (((3aS,4R,5S,7aS) -5- ((IR,2S,4S) -4-$4H-2- (I 5E) -1 -FF HL 3R
O —Ta—H R -1 B 0L\ - TH-Bfi-4-28) F L) —4-F B8 R B fie (b5 #)No . 199,
115mg,85%) , [ A i 44 . 'H NMR (300MHz , CDsOD) 67.65 (d, J=8.2Hz,2H) ,7.26 (d,J=7.6Hz,
2H) ,4.63 (s,2H) ,3.73 (m, 1H) ,3.60 (m,2H) ,3.46 (m,1H) ,2.48 (m,1H) ,2.18 (m,2H) ,1.85 (m,
5H) ,1.70 (m,1H) ,1.49 (m,5H) ,1.29 (m,4H) ,1.05(s,3H) ,0.84 (s,3H) ;'°C NMR (75MHz,
CDsOD) 6171.1,162.5,143.1,133.2,130.1,128.4,101.9,71.1,62.9,52.9,47.6,47.4,
45.0,44.8,43.7,38.1,37.0,35.2,32.1,30.2,27.3,26.1,24.4,21.7,21.4,18.8;MS m/z:
438.2[M+H]".

[0896]  SLjfafs77

[0897]  N-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) —4-#Fk-2- FF H 3L) —1-FF IR O L) -Ta-
B -1 -3 R 3 )\ - T H-Ef -4 3) FF ) —2- R S ok R L 1% (4k Ao . 200) HI Ak

G kO*b
22 2 200

[0899]  #E4 /< Rl (1S,3S,4R) —4- ((3aS,4R,5S, 7aS) —4— (Z FL F L) —Ta—F JL—1 - FR 2
J\E-1H-Efi-5-3%) -3- B 3%) 4-F AL O EE (b5 %INo . 22,100mg ,0.310mmo1) PyBop
(210mg,0.400mmo1) AR J 2% 1 i (55mg,0.40mmol) KRS I ADIEA (0.81mL,
0.81mmo1) FIDMF (3.0mL) o ¥ VAR i FE24h, 4% )5 FIEtOAC (20mL) F5 R , AH 4k Hb HI 1 FINaHCO3
AW (2 X 10mL) FER 7K (2 X 10mL) Heisk , 8 a4 AT sy i e b i b aifb 7R B (0% &
10 %MeOH/EtOAc) , $R-49N- (((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) -4-# -2 L H L) -1-F
T AL —Ta-F B -1-W 3t )\ -1H-efi—4-4%) B ) —2-F R F iz (L& 4No . 200,
111mg,81%) , A [E 44 . "H NMR (300MHz , CD30D) 87 .30 (m, 1H) ,7.23 (m,3H) ,4.63 (s,2H) ,
3.69 (m,1H) ,3.61 (m,2H) ,3.45 (m, 1H) ,3.10 (m,1H) ,2.52 (m,1H) ,2.21 (m,2H) ,1.83 (m,5H) ,
1.66 (m,1H) ,1.47 (m,5H) ,1.29 (m,4H) ,1.07 (s,3H) ,0.85 (s, 3H) ;'°C NMR (75MHz,CDC13) &
173.8,162.5,138.4,136.3,131.5,130.6,128.0,126.6,101.9,71.1,62.8,52.1,46.5,
44.9,44.7,43.2,38.1,37.6,36.9,35.1,32.1,31.8,30.1,25.9,24.3,21.3,21.4,19.7,
18.7;MS m/z:438.2[M-H] .

[0900]  sEjifs)78

[0901]  N-(((3asS,4R,5S,7aS) -5 ((IR,2S,4S) ~4-§H-2- R IL) —1-F HLIF T ) —Ta-
R R —1 - FR 3 J\ S 1 H-Bli—4—J5) P L) —1H-HE g —2—FR Bk i (fL & 9INo2011) F 4 Rk

[0898]

HO
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[0902]

HO™

201

[0903]  ZE&/S Rl (1S,3S,4R) —4- ((3aS,4R,5S, 7aS) —4— (G HL F L) —Ta—F JL—1-F FR Ji&
JNE-IH-Bfi-5-3%) —3- R 5L) —4-F & Ui (b & 49No . 22, 100mg , 0. 310mmo 1) . PyBOP
(210mg,0.400mmol) | 2—Mk & 2 % (45mg, 0. 40mmol) VRS ¥)H M ADIEA (0.81mL,
0.81mmo1) FIDMF (3.0mL) o ¥ VAR FE24h, 4% )5 FIEtOAC (20mL) H R , AH 4k Hb I 1 FINaHCO3
FEW (2 X 10mL) FNERZK (2 X 10mL) ¥eik, 2R G 4a A A LB vhfarE i et iR E Y 0% &
10 %MeOH/EtOAc) , 3R49N- (((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) -4-#H-2- FFHH) -1-F
B O ) —Ta-H B-1- B )\VE-1H-ei-4-4%) F &) - 1H-Meg -2-F B iz (k59
No.201,69mg,54%) , [ a4 . "H NMR (300MHz , CD30D) 86 .88 (m, 2H) ,6.16 (m, 1H) ,4.64 (s,
2H) ,3.73 (m,1H) ,3.57 (m,2H) ,3.47 (m,1H) ,3.13 (m,1H) ,2.48 (m,1H) ,2.21 (m,2H) ,1.86 (m,
5H) ,1.67 (m,1H) ,1.47 (m,5H) ,1.31 (m,4H) ,1.03(s,3H) ,0.84 (s,3H) ;'°C NMR (75MHz,
CDs0D) §162.9,161.4,125.6,121.8,111.2,109.0,100.6,69.9,61.7,51.6,46.3,43.8,
43.6,41.8,36.9,36.9,35.8,34.0,30.9,28.9,24.8,23.2,20.5,17.5;MS m/z:412.9[M-
Hl™.

[0904]  SCia {179

[0905]  N-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) -4-#H-2- R L) - 1-F AL H) -Ta-
B -1 - FR 3 )\ & -1 H-Efi—4—3%) B 3E) —3-H JE oK H Bk i (1b B9INo . 202) 1Ak

[0906]

[0907] eGSR (1S,3S,4R) —4- ((3aS,4R,5S, 7aS) —4— (Z FL F L) —Ta—F JE—1 -3 FF 2
JNE-1H-E-5-3%) -3- e 58) 4-FF I O (b5 ¥No . 22, 100mg , 0. 310mmo1) PyBop
(210mg,0.400mmo1) . i) B 3L FH 3 (55mg, 0. 40mmo 1) [KIVE &4 I ADIEA (0.81mL,
0.81mmo1) FIDMF (3.0mL) o ¥ ¥AE R HE24h, SR J5 FHEt0AC (20mL) % , AHZE H FH A FINaHCOs
VAW (2 X 10mL) FHERZK (2 X 10mL) Bk, SR Ja i 4a o 4F A sy Aark iR L4l iR E Y 0% &
10%MeOH/EtO0Ac) , 3REN- (((3aS,4R,5S,7aS) -5— ((IR, 2S,4S) 4§ H-2- R IL) -1-HF
TR HL) —Ta—H 3E-1- 3k )\ -1 H-Bfi—4-%) B 3k) —3-FF L 7% FF @k e (P &-40No . 202,
99mg,73%) , Al 44 . 'H NMR (300MHz , CD30D) 67.67 (s, 1H) ,7.53 (m, 1H) ,7.34 (m,2H) ,4.64
(s,2H) ,3.73 (m,1H) ,3.60 (m,2H) ,3.46 (m,1H) ,3.13 (m, 1H) ,2.47 (m, 1H) ,2.20 (m,2H) ,1.87
(m,5H) ,1.69 (m,1H) ,1.49 (m,5H) ,1.30 (m,4H) ,1.05 (s,3H) ,0.84 (s,3H) ;*°C NMR (75MHz,
CDs0D) 5108.2,161.0,138.7,134.8,132.4,128.6,127,7,123.7,101.6,69.9,62.6,51.8,
50.6,46.6,43.9,43.3,41.7,37.1,36.9,35.9,34.2,31.1,29.1,24.9,23.5,21.5,21.3,

133



CN 105209429 B iﬁ. EH :Fg 127/145 1L

18.45MS m/z:438.1 [M-H] .

[0908]  SEJifif4180

[0909]  N-(((3aS,4R,5S,7aS) -5 ((1R, 2S,4S) -4-FFF—-2- FL L) - 1-F HIF L) -Ta-
FA R 1 U - L4 -5E) ) PRI —2- R B (K 5 0No . 203) B 5

203
[0911] 1] (1S,3S,4R) —4- ((3aS, 4R, 5S, TaS) ~4— (G HE) ~Ta—FF He—1 - 1 )\ - 1H-
Efi-b—Jk) —3- B2 &) —4-F HIFCBE LB ((L&%No. 1, 111mg,0.291mmol) \0- CRIF=
Me—1—3) —N,N,N” N/ [/ F 3 i DU B R & (103mg, 0. 321mmo 1) FI2—HE B2 (36mg, 0. 32mmo1)
(¥ 7EDMF (1. 5mL) HF EE M NN, N= " R 2 % (0. 12mL, 0. 69mmol) , 3 HAG WAL =
TR HERE28h B IR A IR 4 , 3T HoAB 5R B8 M AEE t0AC (35mL) Fifl FINaHCOs /K ¥R (10mL) 22 [7]
G AL #R 7K (5X 10mL) ek, S8 5 18 MeS04) I Hk4d o i (VA AE Rk e b4
IR EE Y (7:93 MeOH/CH2Cl2) , 3R1EN- (((3aS,4R,5S,7aS) —5- ((IR, 2S,4S) -4 F-2- (¢
FAE) -1 R AR L) —Ta—F B -1 WP AR R\ S - T H- Bl -4 -0) A3 BRI —2- R Bk (L&)
No.203,39mg,32%) , T fh[E 44 . 'H NMR (CDsOD) :67.66 (s, 1H) ,7.39 (br s,1H) ,7.12(d,J=
3.3Hz,1H) ,6.58 (m, 1H) ,4.63 (s,2H) ,3.70 (m,2H) ,3.43-3.56 (m,2H) ,3.13 (m, 1H) ,2.49 (m,
1H) ,2.13-2.29 (m,2H) ,1.20-1.88 (m, 15H) ,1.05 (s,3H) ,0.84 (s,3H) .ES-MS m/z 416 ([M+
117 .
[0912]  sZjEfs]81
[0913]  N-(((3asS,4R,5S,7aS) -5 ((IR, 2S,4S) -4-$ K -2- R KL -1-F R T HL) —Ta-
R =1 -0 R e )\ S - 1T H- B -4 28) R 48) PR B (A N0 . 204) )5 B

E )J\v
Pyr cl

T

2) NaOH, MeOH

[0915] [ (1S, 3S,4R) —4- ((3aS, 4R, 5S, TaS) ~4— (& F 4) ~Ta—F H-1- T F 2\ - 1H-
Efi-5—3k) —3— R k) —4-F LR Ui LRI (LA N0 . 1,98mg, 0. 26mmo 1) [FEHE (2. 6mL)
BRI INNFR R R B RS (0.071ml, 0. 78mmo 1) , 3 HH IR & 7E S IR AR /S R Pidk17h,
IRFEURAR « FTFR 2% (2 X 4mL) SE 5% A ML IE (1 L b B 2 o 4 5k B8 W0V i /EMeOH (2. 6mL) 1, I
FLAALON NaOH GKIEVR) (0.26mL,2.6mmol) , 48 J5 I El i 45min A58 A4 4E , I LK
5% B8 W AEEtOAc (25mL) HTH20 (10mL) Z 18] 43 e o ¥ A HL = FH #h7K (10mL) Fedk, SR G T4
(MgS04) - Hile4s o 3 id (VA AE Rk A B 2R B ) (7:93 MeOH/CHaCl2) , 3RAFN- (((3a8,
4R, 5S,7aS) -5- ((1R, 2S,49) ~4-F2 22— R 2L) —1-F RO L) —Ta-F -1 F 2 )\
S -1H-Ei-4-55) B IE) R BEIE (L5 %INo. 204, 72mg,72%) , To @44 . 'H NMR (CDsOD) : 8
7.72 (br s,1H) ,4.64 (s,2H) ,3.73 (m, 1H) ,3.47 (m,2H) ,3.33 (m, 1H) ,3.14 (m, 1H) ,2.50 (m,
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1H) ,2.13-2.30 (m, 2H) ,1.20-1.90 (u, 16H) ,0.99 (s, 3H) ,0.70-0.83 (m,7H) .ES-MS m/z 390
(119 .

[0916]  sLia {5182

[0917]  N-(((3aS,4R,5S,7aS) -5— ((IR,2S,4S) -4-FH-2- GE &) - 1-F AL &) -Ta-
F -1 R )\ S - TH-gfi—4-2%) HS) IO Bkl (L& %No . 205) (1A %

[0919] |5 (1S,3S,4R) —4- ((3aS,4R,5S,7aS) —4— (G FF 3t) —7a—H F—1 - 3 )\ A -1H-
gfi-5—3k) —3- (FR I A%) —4-F IR OB 2R E (L &%No. 1,103mg, 0. 270mmo) \0- CEIH=
M —1 —J) =N, N, N7 N7 =0 AR i DY e B R £5 (95mg, 0. 30mmo 1) A1 IR LT SR 1R (0. 067mL,
0.54mmo1) i ZEDMF (1. 3mL) & IIAN,N- A J 2. 1% (0. 11mL,0.63mmo 1) , I H4%
ERAE Z I3 R IR A Wik 4 , 3+ B 5% B ¥ 7EE t0Ac (35mL) H20 (5mL) i FINaHCOs
FKIEW (10mL) 2 8] 3 BC A5 A HLE FHER K (5 X 10mL) BRI SR 5 T4 MgS0a) I Bk 4s . i i
VL AERE B Al AL AR EE W (6: 94MeOH/CHaCl2) , $R49N- (((3aS,4R,5S,7aS) -5- ((IR, 2S,
48) 4§ HE-2- LR L) —1-H LR O ) —Ta—H -1 1 3 )\ A -1 H-8i-4-3%) B3 3
B (fh 5 %0No . 205, 44mg , 38%) , T4 44 . "H NMR (CDsOD) :67.41 (br s, 1H) ,4.64 (s,2H) ,
3.72 (m,1H) ,3.31-3.45 (m,3H) ,3.13 (m, 1H) ,2.49 (m, 1H) ,2.13-2.39 (m,3H) ,1.20-1.86 (m,
25H) ,0.98 (s, 3H) ,0.82 (s, 3H) .ES-MS m/z432 ([M+1]") .

[0920]  sKiafs183

[0921]  1-2.F:-3-(((3aS,4R,5S,7aS) -5- ((1R, 2S,4S) ~4-f&-2- R I - 1-F A
HE) —Ta—H -1 F 3L )\ -1 H-B-4-28) BRIk ((h 5 90No . 206) 115 Fk

[0922]

22 2086

[0923]  7E0°C &S M (1S,3S,4R) 4~ ((3aS, 4R, 5S,7aS) ~4- (R ILF FL) ~Ta—HF FE-1-
M VA - TH-B-5-28) -3- R L) —4-F I OB ((A4No . 22,49mg, 0. 15mmo 1) 1]
THF (3. 0mL) YW H I F &R 288 (0.024mL,0. 31mmo1) , 3 H A VAR AE I HELTh, ARG
Wedi o AR R A4 AR EE ) (100 10 : 2CH2C12/MeOH/NH4OH) , 3815 1- 2, 3 -3
(((3aS,4R,5S,7aS) -5 ((IR, 2S,4S) ~4-FF—-2- GR L) -1 -HF IR O L) —Ta-F H-1-TF
B WS - I H-Bli-4-35) B 3E) fR (L& %INo . 206, 52mg , 87 %) , To A& 44 . 'H NMR (CD3OD) : 8
5.93 (br s,1H) ,5.67 (br s,1H) ,4.63 (s,2H) ,3.70 (m, 1H) ,3.25-3.45 (m,3H) ,3.13 (m,3H) ,
2.50 (m, 1H) ,2.13-2.26 (m,2H) ,1.21-1.87 (m, 15H) ,1.08 (t,J=7.2Hz,3H) ,1.02(s,3H) ,
0.82(s,3H) .ES-MS m/z 393 ([M+1]") .
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[0924]  sjafs84

[0925] 1-(((3aS,4R,5S,7aS) —5- ((IR,2S,4S) ~4—f4FL-2— FLH L) —1-F JEIF O 4E) —Ta—
B -1 - B A )\ & -1 H-Efi-4-2%) B L) -3-F AL Ik (b & 4No . 207) & 1%,

22 207
[0927]  {EOC R@ A (1S,3S,4R) —4- ((3aS,4R,5S,7aS) —4- (G ILH L) —Ta-F 3E-1-
MR 2 N - 1H-Bfi-5-2) —3—- (R 2E) —4-F OB ((&54INo . 22,50mg, 0. 16mmo1) [
THF (3. 1mL) W H A B JUR B8 (23mg, 0. 31mmo) , I H AR AR B FE17Th, A5
WA B AR R E AL ER S (100: 10 : 2CH2C12/MeOH/NHA0H) , 38151- (((3aS, 4R,
5S,7aS) =5- ((1R,2S,4S) ~4-F2H-2- G H 3L) — 1 -F HEH O FL) ~Ta-FF H-1- 5L )\ A -
1H-Bfi—-4-3%) L) —3-F R iR (P& N0 . 207 ,50mg , 82 %) , oAl 44 . 'H NMR (CD30D) : &
6.82 (br s,1H) ,4.64(s,2H) ,3.46-3.72 (m,4H) ,3.13 (m,1H) ,2.98(s,3H) ,2.50 (m, LH) ,
2.13-2.29 (m,2H) ,1.20-1.88 (m,15H) ,0.97 (s,3H) ,0.83 (s, 3H) .ES-MS m/z 395 ([M+1]") .
[0928]  sCita {5185
[0929]  2,2,2-=%FAC-N-(((3aS,4R,5S,7aS) -5— ((IR,2S,4S) -4-#H-2- FLH L) -1-F
FEIRC ) —Ta—H -1 - 1 2 )\ E - 1H-Bhi-4-3%) F3k) ZWEie (b & 40No . 208) 194k

[0930]

1 208
[0931] i (1S,3S,4R) ~4- ((3aS,4R, 58, 7aS) ~4- (G F ) ~Ta—FF 21— 2 )\ A -1H-
Efi-5-J%) —3- R JL) —4-F IO 4R B (b & ¥INo . 1,2.31g,6.05mmol) ) MeOH
(6. 1mL) BIFR P IIAELN (2.53mL,18. 2mmo 1) , 7 FUHR A MAEGE I A EE0C N =
FOTRET (1.18mL,8.49mmol) , I HR AL = B HE2 . 2h, IR 5 W4 o 15 Bk B8 WDV fide A
EtOAc (60mL) H1 Jf H A H203E%% (20mL) , B f& F Y AINaHCOa 7K ¥ (5 20mL) F1Eh7K (15mL) ¥
oA HLZ T8 MgS04) I Hik i , 7 Him it i A e Rk i otk — 3 sk Y (2.47¢
H1[#306mg) (5:95 MeOH/CHoCl2) , 38432, 2, 2- = A-N-(((3aS,4R,5S,7aS) —5-
[0932]  ((IR,2S,4S) ~4-2H-2- R JE) -1 -F LA T ) —Ta-F -1 - 2L )\ - 1H-
Bi-4-3) L) 2 BEiE (b5 No . 208,303mg,97 %) , To a4k . "H NMR (CDsOD) : 64.65 (s,
2H) ,3.71 (m, 1H) ,3.57 (m, 1H) ,3.46 (m,2H) ,3.12 (m, 1H) ,2.51 (m, 1H) ,2.13-2.30 (m,2H) ,
1.20-1.90 (m,15H) ,1.00 (s, 3H) ,0.82 (s, 3H) .ES-MS m/z 416 ([M-1]") .
[0933]  sEjiafs]86
[0934]  2-((3aS,4R,5S,7aS) -5~ ((IR,2S,4S) ~4-#H-2- FEHIL) - 1-HF IR L) -Ta-
B -1 -7 R )\ A - L H-fi-4-355) 2. (k& 90No . 210) 14 A%
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\ 1) MsCl, TEA, CH4Cla
2) KGN, DMF

[0935]

KsCOs3, MeOH

210 O
[0936]  A.0C &S H M ((US,2R,5S) -5-Z.Bid H-2- ((3aS, 4R, 5S,7aS) —4-
[0937]  (JRHI L) —Ta—FH -1 -V AR )\ S - 1 H-Efi-5-4%) —2-F BB ) L 2 s (fk
4INo .51 ,660mg, 1.62mmo 1) FEtaN (0. 29mL,2. Immo1) (¥ 7ECH2C12 (16mL) VAR B in A
MsC1 (0. 14mL, 1.8mmo1) , 3 H WG W AT Z IR HECHE Lh o 1 7 7 A Y AINaHCO37K ¥ ) (15mL) ¥
%% FF FHHCH2C12 (2 X 10mL) ZEHUK JZ A FH A HLZ T8 MgS04) 3 Hk4s . - 2K (3 X
30mL) ST 4% 5 1) b 25, I ELK B4R s A 4 (1. 08g) VA B AEDME (5. 4mL) H o I AKCN
(317mg,4.87mmol) , IR G WAEE T H M A 80°C H 742 18h . f/EELOAc (60mL) FIH20
(10mL) Z [A) 5 BV A4, 35 FHER 7K (5 X 20mL) Bk G HLE , 285 T8 MgS04) H HLik4s . e it
B ERAE AR B AL AR EE ) (1:99-5:95 EtOAc/CHaClo) , 3845 ((1S,2R,5S) —5- B -2~
((3aS,4R,5S,7aS) —4- (FILF L) —Ta-F F—1 - B 3L )\ E - 1H-Bfi-5-3) 2-F IR 3)
B L 2 RS (&0 . 209, 534mg , 24N B B3 79%) , A {4
[0938]  B.[H] ((1S,2R,5S) -5-Z B E-2- ((3aS,4R,5S,7aS) —4- (F L F L) -Ta-F JE-1-
PR 3 NS - 1H-B-5-2%) —2-F LR O L) H 2 4 RIS ((bA4No . 209, 534mg , 1. 28mmo 1) ]
MeOH (25mL) & 77 I BRER AR (710mg, 5. 14mmo1) F HLIN#A E40°C HEF 2 1h RS Wk
g6, FF HiEid ik ek B B o B 2 AL R BE A (5:95 MeOH/CH2Cla) , 3R 15 70 4 ] 44
(458mg) o ¥ iZ% [l 44 (458mg) £E1:9 MeOH/CH2C12 (40mL) FITH20 (10mL) 2 6] 43, 37 H A 1:9
MeOH/CH2C12 (10mL) ZEEUK JZ o -6 I A HLZE T MgS04) Jfi#4d , 38752- ((3aS,4R, 58,
7aS) —-5- ((1R, 2S,4S) -4 F-2- GFF L) -1 -F HIF O FL) —Ta-F F-1- W F & )\ A -1H-
Efi-4-3) 2 (LA HINo. 210,448mg) , A [l 44 . "H NMR (CD30D) :64.67 (s, 2H) ,3.69 (m,
1H) ,3.46 (m,1H) ,3.14 (m,1H) ,2.88 (dd,J=18,3.5Hz, 1H) ,2.55 (m,2H) ,2.31 (m, 1H) ,2.16
(m,1H) ,1.86 (m,6H) ,1.21-1.58 (m,9H) ,1.12(s,3H) ,0.83 (s,3H) .ES-MS m/z 390 ([M-1+
60]7) .
[0939]  sLjitafs|87
[0940]  (1S,3S,4R) -3- G H L) -4- ((3aS,4R,5S,7aS) —4- (A FLE L) F L) -Ta-F
Fe— 1 - F 3 VR - IH-E-5-38) —4-F IR U (b & WINo . 214) 1A ik
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“\ DMSO, H,NOMe'HCl,
{COCI)y, CH,Cly Pyr, MeOH

[0941]

[0942]  A.J%DMS0(0.078mL,1.1lmmol) ZE-78°C N4 < MM E EEE S (0.048mL,
0.55mmo1) fJCHaClo (1. 6mL) ¥EW T, AR G AE-T8 CHitHE 15min o i in ((1S, 2R, 5S) -5-Z. Bt 4
F-2-((3aS,4R,5S,7aS) —4— (FFHIL) —Ta—F -1 - FF 3L J\E -1 H-Eli -5 %) —2-F LB R
) B R 2 B EE (SN0 .51, 149mg, 0. 366mmo1) [KJCH2C12 (0. 8mL) VA W 3 7E-78 C itk
1.25h, R M AEtsN(0.26mL,1.9mmol) IR & WAE-T8 CHFE0.5h, IR 5 7 = iE Hii #
1.25h, FFMAH20 (10mL) , B8 f5 I AEtOAc (40mL) o445 HLJZE A FINaHCO3 7K ¥4 % (20mL) AL
7K (5 X 20mL) P, 28 5 T4 MgS04) F1 Hik4d , 3k 43 ((1S, 2R, 5S) -5- L B 2 -2- ((3as,
4R, 58S, 7aS) ~4-F BE 5L -Ta~F k1 1 FF 0k J\ G- LH-i-5-6) —2- FR R IR L 0) 0k 2 MR i
(LA HINo . 211,191mg) , B .

[0943]  B.[H] ((1S,2R,5S) -5-Z Bt H-2- ((3aS,4R,5S,7aS) —4-H i 3 —7a—H -1 -
VA -1H-2fi-5-3%) —2-F BEIR O 0E) FF B IR IR (b 5 9No . 211,191mg) F/E10:1 MeOH/
MEE (7. 7mL) oA VETR P IO\ B AR I B R £ (153mg, 1.83mmol) , I H IR S W7E = IR AE 4
SR PERES R IR S 4E  BE J5 B ER 2 (2 X 20mL) b i 22 R AL o i (0 3 vk AR Tk
A ER B Y (20:80 EtOAc/ T 4) » 3745 (1S, 2R,5S) -5 Wi 2 FE-2- ((3aS, 4R, 5S, 7aS) -
4= ((7) - (F A FL W ) B FL) —Ta—FA 361 L )\ -1 H-Efi-5-3%) —2-FR L IR L ) H O
2R HE (fb&9No . 212, 85mg, 24N IR HL53%) , T K i

[0944]  C.[] ((1S,2R,5S) -5~ Bt H-2- ((3aS,4R, 55, 7aS) —4- ((Z) - (FEHIL W i L) H
B —Ta—H H—1-W H 3 )R - 1H-Bli-5-3%) —2-F B3R O L) 9 3k 2Rl (b &5 N0 . 212,
85mg,0.20mmo 1) ) £ (3.9mL) VA - I AN S 1L 44 (49mg, 0. 78mmo 1) FF H.7E = I Hi
F:18ho FE20min N 43 240 I BE 2 (K FUEE A AL 4 (TOmg , 1. Immo 1) FF HL7E 2 i3 # #:5h o 4%
TREWR4 B o R 2R (20mL) JLike 25 R O IR R B4 ik 38 (30:70 EtOAc/
Cope) o s s v ARk 2l fb B (15:85 EtOAc/ %) » k15 ((1S,2R,5S) -5-2,
B4 AL -2- ((3aS, 4R, 5S, 7as) —4- (A AL L) L) —Ta-H -1 - H 2 )\ E - 1H-Efi-5-
B —2-F R ) I RS (A ¥INo. 213, 18mg, 21 %) , Tt ff

[0945]  D.Ja] ((1S,2R,5S) -5-Z WA -2- ((3aS,4R,5S,7aS) —4- ((FEIEA ML) F ) -
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Ta—F 1 38 )\ A -1 H-Efi-5-3%) —2-FF L IR O L) L 2 IR BE (fb A No . 213, 18mg ,
0.041mmol) [JMeOH (2. ImL) JE R FF N ANBRER AR (23mg , 0. 17mmo 1) F H N # %40 °C - Fr 4k
1. 5h KR A k4, IF Hid il (B vk e rk i L2l fb iR 7 (5:95 MeOH/CHoCl2) , 3543 (1S,
3S,4R) —3— GRH ) —4- ((3aS,4R,5S,7aS) ~4— ((FHIEEIL) FHL) —Ta-HHE-1- W HFFH )\
A 1H-gi-5-3%) ~4-F IR B (b5 4INo. 214, 13mg,87 %) , TR 1A . 'H NMR (CD30D) : 8
4.62(s,2H) ,3.69 (m,1H) ,3.48 (m,4H) ,3.02-3.20 (m,3H) ,2.49 (m, 1H) ,2.12-2.28 (m,2H) ,
1.14-1.92 (m,18H) ,0.79 (s, 3H) .ES-MS m/z 352 ([M+1]") .

[0946]  SCia {5188

[0947]  N-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) —4-FFk—2— FF H 3L) —1-FF IR U ) -Ta-
-1 -0 B 2 )\ S -1 H- B 428 ) Ul (LA 4No . 215) [ A R

[0948]

, \N"CN
55 OH 215 on H

[0949] ¥ (1S,35,4R) —4- ((3aS,4R,5S,7as) ~4- (G H:H £) —Ta-F H-1- W B \F-1H-
Efi-5—J4k) —3—- B AL) -4-FF A O (LA 4)No . 22,96mg, 0. 30mmol) JMeOH (3. OmL) ¥& VK
EESFAHEOCI BN Z RN (73mg,0.89mmol) , FE G IR E (41mg,0.39mmol) »
PR AL CHEFE20min, SR 5 78 IR I HE 1 8h B IR S Wik 4, 3F Hod i (it vk ek e |
AL B EE W) (8:92 MeOH/CHaCl2) , 3REN- (((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) -4-§EF-2-
R -1-FREACHE) Ta-FRE-1-WHFE/NE-1H-gi-4-2) F 1) 5k (L&Y
No.215,102mg,99%) , LA [E4£ . 'H NMR (CDsOD) : 64.65 (s, 2H) ,3.70 (m, 1H) ,3.48 (m, 2H) ,
3.22(m,1H) ,3.13 (m, 1H) ,2.51 (m, 1H) ,2.14-2.35 (m,2H) ,1.21-1.86 (m, 15H) ,1.09 (s, 3H) ,
0.82(s,3H) .ES-MS m/z 345 ([M-1]") .

[0950] s f5189

[0951]  2-((3aS,4R,5S,7aS) -5- ((IR,2S,4S) —4-¥F-2- GE L) - 1-F I HE) -Ta-
1 - P 3 )\ - TH-Bfi-4-38) ZBkfE (kA ¥No . 216) A

[0952]

210 OH
[0953] 4] (1S,3S,4R) ~4- ((3aS,4R,5S, 7as) ~4- (G F k) ~Ta—F -1 F 5L )\ - 11—
Bfi-5—3k) —3- (FEH 3L) —4-F IR (L& 4No . 210, 255mg ,0. 769mmo 1) [JDMSO (7. 7mL) &
W IR R (53mg , 0. 38mmo 1) H-7E Z A H: , [F] B ik 24k & (0. 67mLII50 % 7K
W, 12mmo ) VR AMAEZIRPEFE19.5h, 2R G4 HIZ0°CHF A A PKIK (10mL) IR A H
EtOAc (2 X 25mL) ZHL, 3 HAG & I A HLZ H 7K (5 X 10mL) Heigk , S8 5 T8 MgS0s) FF H
We s i VB AERE G A4k AR B ) (100:10:2 EtOAc/MeOH/NHs0H) , 3k752— ((3asS, 4R,
5S,7aS) -5— ((1R, 2S,4S) -
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[0954]  4-F2J-2- R AL) —1-FF PR L) —Ta—F 21— 2 )\ - 1H-Ei-4-2%) 2B
fiie (b &%No . 216, 183mg ,68%) , TLE 44 . "H NMR (CDsOD) :84.61 (s,2H) ,3.69 (m, 1H) ,3.45
(m,1H) ,3.10 (n, 1H) ,2.65 (m, 1H) ,2.46 (m,1H) ,2.05-2.34 (m,4H) ,1.19-1.85 (m, 14H) ,1.05
(s,3H) ,0.81 (s, 3H) .ES-MS m/z350 ([M+1]7) .

[0955] s f190

[0956]  1-"%F:-3-(((3aS,4R,5S,7aS) -5- ((1R,2S,4S) ~4-f-2- GBRF ) -1-F AR
HE) —Ta—F A1 AL V- TH-B-4-55) D) Ik (LAHNo . 217) [RA ik

[0957]

[0958]  fE4R/S 1Al (1S,3S,4R) —4- ((3aS,4R,5S, 7aS) —4— (G JE 1 ) —7a—FF HL—1 -3 1 J&
JVE-TH-Bi-5-3%) -3- 2 F L) -4-F AR OB (LA ¥No . 22,56mg,0.17mmo 1) [ THF
(3.5mL) EVFRH I J R BE (0.043mL,0.35mmo 1) , Ff HAGIATRAE =LA FE22h, R 5
W I CIBE AR AR E ) (8:92 MeOH/CHoCl2) , 3j453 11— H:-3- (((3aS,4R, 5S,
7aS) -5 ((1R, 2S,4S) -4 F-2- G F L) -1 -FHIF O FL) —Ta-F F-1- W F & )\ A -1H-
Bi-4—45) B L) IR b-5%INo . 217 ,50mg,63%) , Tota [ 44 . 'H NMR (CDsOD) :87.27 (m,5H) ,
6.40 (br s,1H) ,5.77 (br s,1H) ,4.63(s,2H) ,4.30 (m,2H) ,3.69 (m,1H) ,3.31-3.46 (m,3H) ,
3.12 (m,1H) ,2.49 (m, 1H) ,2.13-2.25 (m,2H) ,1.20-1.86 (m, 15H) ,1.02 (s,3H) ,0.82 (s, 3H)
.ES-MS m/z 455 ([M+1]") .

[0959]  sLjEfs191

[0960]  1-(((3aS,4R,5S,7aS) -5- ((IR,2S,4S) -4-#H-2- GEHHL) - 1-F AL HE) -Ta-
B -1 -7 R 2 )\ & - T H-Efi-4-28) B 2) —3-JR 2R (LA No . 218) [ A ik

[0961] A TaTh 0
: ﬁ’qg

218 ©
2 OH OH

[0962]  #E0°C RAE@S M (1S,3S,4R) —4- ((3aS,4R,5S,7aS) —4- (F I L) ~Ta—F 3~
1= FF 2\ - TH-Ef-5-3%) -3~ R 3%) ~4-F R U EE (b B ¥No . 22,59mg, 0. 18mmo1) [
THF (3. 7mL) BV NN SR 28 S (0.040mL,0. 37mmol) , 3 BLASVARAE & iR ik 22h , 4R
J W G o A VAR R Al Ak AR EE Y (100:8:1 CH2Cl2/MeOH/NH4O0H) , 343 1- (((3aS,
4R, 5S,7aS) -5- ((1R, 2S,4S) ~4-$43&-2- (e H 3E) ~1 - REIF O FL) ~Ta—F H-1-F F 3 )\
S -1H-Bi-4-F5) B 3E) -3- KR (b & ¥INo . 218, 19mg, 23 %) , TS afE 44 . 'H NMR (CDs0D) : 8
8.24 (s,1H) ,7.33(d,J=7.8Hz,2H) ,7.23 (m,2H) ,6.95 (t,]=7.4Hz,1H) ,5.97 (br s,1H),
4.64 (s,2H) ,3.72 (m,1H) ,3.31-3.53 (m, 3H) ,3.15 (m, 1H) ,2.51 (m, 1H) ,2.14-2.28 (m, 2H) ,
1.22-1.89 (m,15H) ,1.07 (s,3H) ,0.84 (s, 3H) .ES-MS m/z 441 ([M+1]7) .
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[0963]  sKjtiti92

[0964]  N-(2-((3a$S,4S,5S,7aS) -5 ((IR, 2S,4S) -2, 4~ F He— | - LA T ) ~Ta—F -
L=3F 22 NS - TH- B4 -28) 438) 2R 9F [d] [0, 3] 1) S 2 30 M -5 - FF Bt i (b 5 )
No.219) £k

[0965]

bt
[0966] ¥4 (1S,3S,4R) —4- ((3a$,4S,5S,7aS) ~4- (2-Z Ha 7. FL) —Ta—F JL-1- W F L )\ A -
LH-Bi-5-4%) ~4-F IO k-1, 3- = (L5 ¥%No . 82,40mg, 0. 12mmo1) .TBTU (55mg,
0.17mmol) \DIEA (49uL,0.27mmo1) FIEIHIEE (25mg, 0. 15mmo1) (K1 ZEDMF (3mL) 1 (K V& 7E
AR 2R IR AW HEt0AC (30mL) % , AH 4% 1 7K (5 X 3mL) FHER 7K (2 X
3mL) FEic, T (Na2S04) H Hilk4h . 1 B L AERE R b 2i4 5% 88 P (Et0Ac) , ZRIGN- (2-
((3aS,4S,5S,7aS) -5 ((IR, 2S,4S) -2, 4- -1 -FHIR ) -Ta-FR-1-WHF R\ A -
IH-Bfi-4-3%) £.58) 89 [d] [1, 3] 1) 5 2R 0 -5 - F B e (b5 No . 219,41mg, 73%) ,
9 4 [ 44 . 'H NMR (300MHz , CDs0OD) 87.38 (d,J=8.1,1H) ,7.29 (s, 1H) ,6.86(d,]J=8.2,1H) ,
6.02 (s,2H) ,4.62(s,2H) ,3.81 (m, 1H) ,3.51 (s, 1H) ,3.42(s,2H) ,2.81 (s, 1H) ,2.49 (m, 1H) ,
2.29 (m,1H) ,2.12-1.23 (m, 18H) ,1.20 (s,3H) ,0.80 (s,3H) ;"*C NMR (75MHz ,CDs0D) §169.4,
162.9,151.8,149.3,129.8,123.2,108.8,108.4,103.1,101.6,72.2,69.6,53.9,46.7,
44.8,41.4,40.3,37.3,37.0,32.0,31.4,30.1,29.1,26.1,24.7,19.7,18.6;MS m/z:470.3
[M+H] .

[0967]  sKiaf5193

[0968]  3-((1S,2S,5S) 5§ #-2- ((3aR,4R,5R, 7aS) ~4- 2 H-Ta-FF H-1- W R B )\ E-
1H-Bfi-5-4%) —2-H IR O I THIIE (b & 4No . 221) B G A%

[0970] ¥ (3aR,4R,5R,7aS) -5- ((1S,2S,4S) ~4-Z. B E A -2- Q-FIE 2 3) -1 -F
5 —Ta—FHE-1- T F B VA -1 H-Bi-4-JE R EE (b5 ¥INo . 220, 49mg , 0. 12mmo 1) FINaOMe
(0. 22mLAY5 . 4M MeOHVE R , 1. 2mmo1) F£EMeOH (5mL) A VAR AL S IR Bt HE i 7 , SR J5 FIACOH
(0.5mL) ¥ K H Hk 4 1 ik rE i Eai e ¥ (50 % Et0Ac/ Tkt » 154 2meft A
Y vk, X TH NMREE I A LA 20 BR B8 L 4 /K AR o 45 13 €3 3K (42mg) AINaOMe (0. 20mL,
1. 1mmo1) HJ/EMeOHH ¥ MAE60 CAE R T 6K, S8 J5 FACOH (ImL) ¥4 K I H. ik 4s o i
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FH B VR AR RE B 4R B (50 % SR J5 80 % Et0Ac/ W 4E) » 3433 ((1S,2S,5S) —5—F -
2-((3aR,4R,5R, 7aS) -4 F—-Ta—H FE-1- F 3L )\ H -1 H-Efi—5-3&) —2-F FLH 23
(k& ¥INo . 221, 36mg,92%) , [ (A 44 . 'H NMR (300MHz , CD30D) 84.62 (2H) ,3.75 (m, 1H) ,
3.55(m, 1H) ,2.55(m, 1H) ,2.42 (m, 1H) ,2.30 (2H) ,1.95-1.20 (16H) ,1.15(s,3H) ,0.88 (m,
1H) ,0.80 (s, 3H) .MS m/z:390 [M+Ac0]".

[0971]  sCjfafs94

[0972]  3-((1S,2S,5S) -5-F4H-2- ((3aR,4R,5R,7aS) ~4— % F-Ta—F H—1 - 3L )\ &H -
1H-Bfi-5-2%) —2-F IR L) TRAEEE (fA490No . 230) 15 Rk

Imid, TBSCL,

MePthBr,
KO'Bu, THF

[0973]
TsCl DMAP,
Pyr
HalDs, NH40H,
MeOH, THF
[0974]

A% (3aR,4R,5R, 7aS) —4- CEEHL) -5- ((1S,2S,4S) —2- (2- CFHEHEL) 2.3E) -4-
(GRUT 2 R RS AL -1 -F R D) —Ta-F H/)NE-1H-Ei-1-F (L&
No.222,3.00g,4.85mmo1) FIPd (52mgff 7ERR L 10 % ¥, 0. 05mmo1) [ ZEMeOH (90mL) H (¥
TEWRAT35ps i 8 N HEHE 18h o WV MR £ 1ok 1k 8 £ 3 98, FHE tOAC ¥ IF Hik 4 , 3713 (3aR,
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4R,5R,7aS) ~4-F2 -5~ ((1S,2S,4S) ~4-F 3 -2- Q- 2.3L) - | -F O FL) -Ta-F H )\
- 1H-Ei-1-Ff Jb5INo . 223,1.88g,>100%) , A Ik

[0975]  B.%# (3aR,4R,5R,7aS) —4-# 55— ((1S,2S,4S) -4-$ 32— Q- 2.5 -1 - EIR
O 3) —7a—F i )\ - 1H-Ei-1-FR (b 54INo.223,1.6g,4.9mmol) KM (0.74g, 1 1mmol) Fl
TBSCI (0.82g,5.4mmo1) I 7EDMF (25mL) H AR AL & N AE0 CHEFEA0min, S8 )5 /£ % iR
FEah B AR K (75mL) H, FIEt20 (200mL) ZEEX, A $h7K (40mL) #ti , T8 MgS0s) I H.
YR AT AR A b R B (50% SR 570 %Et0Ac/ T kD) , 2542 (3aR, 4R, 5R,
7asS) —5- ((1S,25,45) —2- 2- (GRUT 2 R B b L) A8 o5 4-B k- 1-F T
i) —4-F R -Ta-F 2 )\ -1H-Efi-1-B ((b 54No. 224,1.33g,61%) , A ALk

[0976]  C. ¥R L = 2R LAk (7.33g,20. 5mmo 1) ATKO*Bu (2.33g,20. 2mmo 1) [ ZE THF
(20mL) B AL Z AR BT BedE2h, A5 A (3aR, 4R, 5R, 7aS) -5- ((1S,2S,4S) —2-
Q- (BT R ARG ) 48 4R 1-R RO 4-F2 5 -Ta-F R )\ &E-
IH-efi—1-Pf ({5 ¥INo . 224,1.45g, 3. 31mmo 1) [¥THF (10mL) V& - 45 I ML Jpe IR 2BE Fir ¥4 ot 2 I
RV BN B9 2h o K I R ATINaHCOs ¥4 ¥R (10mL) ¥4 K, FHEt0Ac (200mL) #BE , FHEE7K
(3 X 30mL) ¥k, T-HE MgS04) I HIR48 1 F i vi e ik i L alifb 7R W) 50 % Et0Ac/ E 45
519%CHoClo) , 3245 (3aR, 4R, 5R, 7aS) —-5- ((1S,2S,4S) —2— (2— (GRUT & - F R P ke 4k) 44
) 2K ~A-FR R -1 - R C ) —Ta-H B -1 - 5 )\ - TH-Efi-4-8% ((b B #No . 225,
1.25g,87%) , At ldl {4,

[0977]  D.#% (3aR,4R,5R,7as) —5— ((1S,2S,4S) —2- 2— (BT H: = F P ikl A L) &
) A I - R I —Ta-H B -1 - FF L )\ - TH-Bf-4-F (b B %No . 225, 1. 25g,
2.87mmol)  ZFRET (1.10mL, 11.5mmol) FIDMAP (35mg,0.29mmo1) HFERLEE (15mL) 1B VE R
HWAITEO CAEZU M IEFE LR CRFIE WAL VKR 7% 20, F M AINaHCOs ¥ ¥ (10mL) 4K 15min, [
EtOAc (200mL) FRE , FHEh7K (3 X 30mL) Heigk , T4 MgS04) I Hik4s , 3813 (3aR, 4R, 5R, 7aS) -
5-((1S,2S,4S) ~4- B 22— (2 (GRUT S AL Rk fe ) 08 248 -1-F A
H) —Ta—H -1 - H L JNE -1 H-Efi-4- 2 4 IR R (LA No . 226) o

[0978]  E.}% (3aR,4R,5R,7aS) -5- ((1S,2S,4S) ~4-Z, B8 JE-2- (- (GRUT 3 R L H Rk
Fedk) L) £3E) — 1 - RO L) ~Ta-F HE-1- F 3 )\ -1H-Ei-4-FE R B (b5
No.226,1.49g,2.87mmol) FITBAF (5. 7mLHJ IM THFYEWR ,5. Tmmo 1) FZETHE (14mL) H ¥4 Wk
7E50 CAEZUS N HEL . 5h, AR iR 4 AT FH i /e ek e 4L B ) (30 % Et0Ac/ ke 5
1%CHz2Cl2) , 3845 (3aR,4R,5R, 7aS) —5- ((1S,2S,4S) -4-Z Bia FE-2- Q- 2. 3) -1-FH E IR
O ) ~Ta—F 317 3\ - 1H-E-4-3E TR G (tb 5 %INo . 227,1.137¢,97%) , A il
[0979]  F.%# (3aR,4R,5R,7aS) -5- ((1S,2S,4S) -4-Z. WA 3L -2- Q- 45L) -1 -F R
B —Ta—FHE-1- T F B VA -1 H-Bi-4-JE 4 R IR ((hA4No . 227, 200mg , 0. 492mmo 1) \DMAP
(6mg,0.05mmo1) FTsCI (281mg, 1.48mmo1) FI7EMEIE (2. 5mL) H VA AE0 C R 7R 2 S AR
3. 5ho VR F vl AINaHCOs¥A VR (10mL) ¥ 2K 25min, FJEtOAc (100mL) #% , Al 7K (3 X
15mL) ¥E g%, T MgS04) I k45 , 3715 (3aR, 4R, 5R, 7aS) —5- ((1S,2S,4S) —4-Z B A —1-
H 3 -2- (2 (FF 2R BE L 4 0E) 2.38) BR L 38) ~Ta—H -1 FF it )\ &~ 1 H-Efi-4- 3L 2. TR B
(LA INo . 228) o
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[0980]  G.¥% (3aR,4R,5R, 7aS) -5- ((1S,2S,4S) —4- 7 B H—1-F 32— (2- (FF 2R ik
AR O RO —Ta-F B-1- 1 2 )\ H - 1H-Ei-4-2: 4R S (L5 4¥INo . 228, 276mg ,

0.492mmo1) FIKCN (100mg, 1. 48mmo1) ¥ £EDMSO (2. 5mL) H (VAR AE /S R AE60°C in#iah, 4k
JEAE80 °Cin#A3 . 5ho 78 2 i T Wi BB A K (20mL) H, FIE 20 (75mL) AHX, FIEh7K (20mL)

Yok, T MgS04) H H 4 oA H B VAR RE IR Faifb 5 B ¥ (25 % Et0Ac/ B t) » 3715
(3aR,4R,5R, 7aS) —=5- ((15,2S,4S) ~4- LB A -2- Q-F AL H) -1-REHC ) -Ta-H

Ha-1-F R VA - TH-Bfi-4- 2L 2 IR (LA N0 . 220, 161mg, 78%) , [ AUk

[0981]  H.¥% (3aR,4R,5R, 7aS) -5- ((1S,2S,4S) -4-Z. B -2- Q-FIL 2 3E) - 1-F F 3
L) —Ta—FF 310 B 3\ - 1H-Efi—4-3E 2R s (LA No . 220,16 1mg , 0. 39mmo 1) FlTH20:
(0. 20mL50 % 7K VAW » 3. 9mmo 1) F{J 7ENH40H (2mL) MeOH (2mL) FITHF (1mL) H ) VA Wk £E 10
PR LR R 4A , 3/13 (3aR, 4R, 5R, 7aS) —5— ((18S,2S,4S) —4-Z B -2- (32 -3~
AR -1-FERC ) -Ta-FH-1- F 32 )\VE - 1H-Ei-4- £ 4R EE (L5 ¥No . 229) ,
ERENETE

[0982] 1.4 (3aR,4R,5R,7aS) -5- ((1S,2S,4S) —4-Z BEAE H-2- G- -3-E M) -1-
IR O R -Ta-H -1 -WHENA-1H-B-4-F 2B b 5¥No.229,168mg,
0.39mmo1) FINaOMe (0.7mLI%J5.4M MeOHVEVR , 3. 9mmo1) ) £EMeOH (10mL) H [ VA& K £E60 ‘C £E
BN PEFEAR IS AT KA E, 288 (ImL) v K FF Hoke 4 o 8 F iy Aerk e B atite
R B W) (5%MeOH/EtOAc) , 3453~ ((1S,2S,5S) -5-FF:-2- ((3aR,4R,5R, 7aS) ~4- 2 H-Ta-
B -1 -0 i )\ - L H-Bfi—5—%) —2—-FF B3R O L) TR A% (L& 90No . 230, 58mg , 43 %) ,
6 [E 44 . 'H NMR (CD3O0D) : 84.62 (2H) ,3.62 (m, 1H) ,3.42 (m, 1H) ,2.52 (m, 1H) ,2.28 (m,2H) ,
2.09 (m,1H) ,1.2-2.0(16H) ,1.18(s,3H) ,0.90 (m, 1H) ,0.78 (s,3H) .ES-MS m/z 350 ([M+1
19 .

[0983]  sLita {195

[0984]  N-(((1S,2S,5S) -5 42— ((3aR,4R,5R, 7aS) —4—#5 Ik -Ta—FF JE—1 - FF 3 )\ & -
IH-§fi-5-%) —2-F B IR L 3E) FF3%) 2R 9 [d] [0, 3] i) A R 3R I —5 - Bt i (b &)
No235) )4k
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[0985]

MePh3PBr,
KOBY;, THF HO

O
O~

[0986] A5 (4°R,7a’S) -5 - ((1S,2S,4S) =4 (T F& ~HFER R IL) EH5) 2- G F
H) —1-FRIRC ) -T2’ - NGB [[1,3]) “ERIF-2, 1 -8l -4 - BB k&
No.231,300mg,0.587mmol) - =B (339mg, 1. 29mmol) & ZUBEIR — 250K (0. 28mL,
1.29mmo1) FDIAD (0.25mL, 1.29mmo 1) f¥JZETHF (6mL) T fK) ¥ VR B HTAE0 CAE RS N #HE 18h.
F 7 FINaHCOs YA YR (3mL) 3 VAV B Pk , FIE tOAe (100mL) 7 B8 , FI £h7K (3 X 15mL) ¥k, T
5 (MgS04) I Hk4s . 8 F i vE iR B R 2t 7R B W (10 %98 520 % 2R J5 40 % Et0Ac/
Be) ,3R1F (4°R,7a’S) -5~ ((1S,25,4S) -2 (BHEIEF L) —4- (T 2 R F kR )
) - 1-F IR T IE) —Ta - F 3 VAR [[1,3] “4URIF-2, 1 -] -4 -2 B L&
No.232,220mg,70%) , Ak,

[0987]  B.J% (4°R,7a’S) -5 - ((1S,2S,4S) —2— (B 5 HE FF 3E) —4- (GRUT 3 —H I Rk
H) A —1-F AR ) —Ta’ -F I NEWR (1, 3] S URIR-2, 1 -8fi]-4" L 4% ls tb &
¥INo . 232,220mg,0.41mmo1) FILAH (0.62mLAJ2M THFYAR , 1. 2mmol) [ ZETHF (6mL) H ¥4 VR
7E60° CAEZ ST HRE Lh o K VA AT UK R A A1, HIE 20 (20mL) #% , HINa2S04 « 10H20 (0. 4g) %
K 2h, it i kg8, FHEOAC Bl I L4, 3815 (4°R,7a’S) -5 — (1S, 2S,4S) —2— (&
FRE) —4— (GRUT B R R A e ) 4808 —1-FR R IR L) —7a” - NS R [ [1, 3] 54Uk
H-2,1" -] 4" - (5 ¥INo . 233,170mg) , A BBk

[0988] C.¥% (4°R,7a’S) -5 - ((1S,2S,4S) —2— (G L FF L) —4- (GRUT 3t — P I ik e k)
AL -1-FERIR O —Ta” -H I N EUR [[1, 3] 52,17 8] -4 -8 (b &4No . 233,
170mg,0.36mmo1) - EHHIR (72mg, 0. 44mmo1) FIDCC (90mg, 0. 44mmo1) ] 7ECHaCloH [ VA VR AT
R NP 18h I TE £ [KDCC (45mg, 0. 22mmo 1) Ff H 4k 82 )2 N 24h o K ¥4 0
—/NBRERR IS 98, FHEtOACH I IF Hoik 4 o f87 F ta 32 AERE R Al AL AR B ) (20 %6 2R 550 %
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EtOAc/TibE) » ZRAFT6mg K] [ 10 [ 44 o B iz A BHA i AE £ 12 (16mL) FI7K (4mL) w5 HL7FE =0
TEFEAR R TG WG R BE W3 Uk AL TR 2K (20mL) R AR T ik 4s o 3 Pl (i vl ek i b 4idk P
A AR (80% R J5100%Et0Ac/ T kE) » FRAIN- (((1S,2S,58) -5-F8H:-2- ((4R, 7as) —4-
PRI —Ta- B -1 A\ E - IH-Bi-5-35) —2-F ZL 3R T 3) B 3E) 789 [d] [1, 3] 18] 4 443K
I Jfi—5-H Bk (A ¥No . 234, 40mg , 24 %) , [ £0 [ 44

[0989]  D.¥HH AL = R LAk % (312mg, 0.87mmo 1) ATKO*Bu (100mg,0.87mmol) [ 4 THF
(3mL) H VA RAE = IAE BT IR Lh, SR FF INAN- (((1S, 28, 5S) -5 -2- (4R, 7aS) -
- FE-Ta—F 31 -E A A -1H-Bi-5-3%) —2-F B FR L 3k) A3 283 [d] [1, 3] /) 4 2%
-5 B e (5 INo . 234, 40mg, 0. 087mmo 1) (¥ THF (3mL) VK - 7E25h 2 J& , IR F
T AINaHCO¥E ¥ (3mL) ¥ K , FHEt0Ac (100mL) 5%, AR 7K (3 X 15mL) ¥k, T4 MgS0s) FF H.
WRAE M FH EAETE AR Eai LR BB (50 % 4R )580 % Et0Ac/ T kE) » RAFN-(((1S,2S,59) -
5-¥2H-2-((3aR,4R,5R, 7aS) ~4-F2 H-Ta~F J- 1T FF L J\ & - 1 H-Efi-5—2) —2-F L0
H) R 9 [d] [1, 3] 18] =4 2R A -5 - FR B ik (fkA%No . 235, 26mg , 65 %) , [ £l 44
o'H NMR (CDC1s) :87.30 (m, 1H) ,6.82 (m, 1H) ,6.05 (m, 1H) ,6.02 (s,2H) ,4.65 (2H) ,3.75 (m,
1H) ,3.63 (m, 1H) ,3.58 (m, 1H) ,3.00 (m, LH) ,2.55 (m, LH) ,2.30 (u, 1H) ,2.09 (m, 1H) ,1.25-
2.15 (13H) ,1.22(s,3H) ,1.15 @m, 1H) ,0.80 (s, 3H) .ES-MS m/z 456 ([M+1]")

[0990] s 5196

[0991]  3-((IR,2S,5S) -5-#23—-2- ((3aR,4R,5R, 7aS) 44 H-7a—FF -1 -V F 3L )\ & -
IH-efi-5-3) —2-F IR T L) TR ((h-5 N0 . 236) 1A Rk

[0992]

[0993] ¥4 (3aR,4R,5R,7aS) —5- ((1S,2S,4S) ~4-Z. WA -2- Q-FIL 23 -1 -F I
HE) —Ta—F A1 1 2 )\ - 1H-Efi -4 2 4 R B ((hA4No . 220, 100mg , 0. 24mmo 1) AIKOH
(95mg, 1. 7mmo1) FJAEEtOH (5mL) H F VA MR AE80 °C HY Y A n e 43 ] 45 18 /N A3 2/NE 2
JE IIAIK (ImLAI4mL) o fE S IL6 R Z S5, B IE WAL DKV A, SR G A ACOH (1mL) Ff HI&K i o
W% BB MV AR AE 7K (40mL) H, FICHaCl (5 X 15mL) ZEEL, T MgS04) H FHLU 45 o A FH 1358 5
FERERS iAWY (1%, SR 5 2% , SR )55 % S8 5 100 %6 MeOH/EtO0AC) , 37 133- ((IR, 2S,59) -
5—¥24E-2- ((3aR,4R,5R, 7as) —~4-F2 H—Ta—F -1 -7 H 3 )\ - 1H-8i-5-%) —2-F L3R
3) AR (LA HINo . 236, 44mg ,52%) , A4 [ 14 . 'H NMR (CD30D) : 64.62 (2H) ,3.60 (m, 1H) ,
3.40 (m, 1H) ,2.50 (m, 1H) ,2.25 (2H) ,2.03 (m, 1H) ,1.90 (2H) ,2.85-1.60 (5H) , 1.55-1.20
(9H) ,1.18(s,3H) ,0.90 (1H) ,0.78 (s,3H) .ES-MS m/z 349 ([M-1]")

[0994]  SLjitafs]97

[0995]  (3aS,4R,5S,7aS) -5 ((IR,2R,4S) -4- 232~ GEH IE) -1 -F HEIF ) -Ta-F
Fe—1 - L VR - TH-B-4- 3R R (tb & %No . 239) K4k
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\ 2-% A-2-T . NaClo,
NaH,POy, THE, H,0, tBUOH

[0996]

238 OAc
[0997] A% ((1S,2R,5S) -5-Z i HE-2- ((3aS, 4R, 5S,7aS) —4- GEF L) -Ta-F FL-1-F
R \E -1H-Bfi-5-4%) —2-F BRI O ) FRELERES (b5 4No.51,305mg,0.75mmo 1) FI1TBX
(540mg, 1.93mmo1) [¥J7EMeCN (7. 5mL) H IR A MI/ER S N 765 CHeH:22h N T3 IR 5 178
HEZ, Bl hEie e IF HLIRYE i ik ik ie e b 8 (3:7 BtOAc: B kD)
FRIGALK) ((1S,2R,5S) -5-Z B -2 ((3aS, 4R, 5S, 7aS) —4—F Fi 3k —7a—F -1V F 3%
J\E-1H-Bi-5-2%) —2-F LI O L) L 2 BRI (b & 40No . 237, 85mg) , HR &t — D alift
T4k 2215 H .
[0998]  B.*#% ((1S,2R,5S) -5-Z B H-2- ((3aS, 4R, 5S, 7aS) —4—F i Jk—-Ta-FF FL -1V
HNE - 1H-Bi-5-3%) —2-F RO 5 4R EE (tb 5 %No. 237, 85mg) <NaH2P04 * H20
(174mg,1.26mmol) NaCl0s (57mg,0.63mmol)  2-FF H-2-T # (2mL) {¥J ZETHF (2mL) . tBuOH
(2mL) FH20 (0.5mL) F IR G/ =\ HE 240 IO 53 78 FINaH2P04 © H20 (87mg ,
0.63mmo1) \NaCl102 (29mg, 0. 32mmo1) F12-F JH—2—T ¥ (ImL) IF BB RA W HetE b 4Mr 24h .
BIE AW FIEtOACHRBE (30mL) , AHZKHh FHI7K (3 10mL) A1 7K (10mL) B3, T8 (Na2S0s) I H.
Wedis o AH A AR RE R iR BE W) (4: 183 : 20 S5 : EL0ACHR J5MeON) , 3RIGANAL Y (3aS,
4R,5S,7aS) —5- ((IR, 2R, 4S) ~4-Z. Bt AL -2 (LB E AL F ) — 1 - LR IE) —Ta-F A-1-
R 3 )\ -1 H-E -4 (b5 ¥No . 238,50mg) , e AR £33 — 5 4li 4k i 4% 42458 F
[0999]1  C.#% (3aS,4R,5S,7aS) -5— ((IR, 2R, 4S) —~4-Z B4 FL -2 (Z B L B L) —1 - FF 3
W) —Ta—H HE—1-3F 5 3L )\ - 1H-Ei-4—FR R (th A ¥INo . 238, 50mg) A12M NaOH (1mL,
1mmo1) FJ7EMeOH (3mL) H IR A W /E 2 iR P 1 19h o VR A Wk 4 9% H 77K (10mL) FIACOH
(0.5mL) FrEH K% IR A WA 2k FHEt0Ac (2 X 20mL) FICH2C12 (20mL) LB, -1 (Na2S04)
I EHLIR Y AF s e eI 2 bR BB (9:1 CHaCl2:MeOHZR fiMeOH) , 3545 (3aS, 4R, 5S,
7aS) -5- (IR, 2R, 45) —~4-$2 F-2- R 8) —1 -FHUIEFR L) —Ta—H -1 - 7 0k )\ S -1 H-
Ei-4- 2R (b5 ¥No . 239, 33mg, 3L BB3E13%) , (A (& 44 " NMR (300MHz , CD;0D) 84. 64
(s,2H) ,3.76(d,J=10.9,1H) ,3.44 (m,1H) ,3.11 (m,1H) ,2.44 (m, 1H) ,2.29 (m, 3H) ,2.02-
1.07 (m,14H) ,0.99 (s,3H) ,0.79 (s,3H) ;'°C NMR (75MHz ,CD30D) 6186.1,162.3,102.0,71.4,
62.7,53.2,48.3,47.0,44.1,43.7,38.8,36.7,35.0,31.9,31.4,30.0,26.2,22.4,19.7,
18.4;MS m/z:335.1[M-H] .
[1000]  SEjifs)98
[1001] ARSI HIs—hSHIP1E PR
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[1002] B I A WDTE EAE95 %6 LB v LA B A %V WAL o 75 i 176 2 T 5 5 fis 4% VA Y FH T
P it WU 5 2% M (20mM Tris—HCL. 10mM MgCls pH 7.5.0.02% Tween 20) % B LA % &
10 % LB AT DU 58 V8 VR o AE 96 L 1l &= 17 78 AR b S8 e i ok I 7€ » >R FH FH Ong % A, Blood
110,1942-1949,2007 flYang®s A ,Org Lett 7,1073-1076, 200518 (K FE 2 & IEFL 7 » %
P s 226 SCRER DA SLRAR Py 78 1 5| IR N AR

[1003]  J@IE AN ASE 7 v B — N7 VAP AR B IR HEA T T AN & A 1 — AN
TR B AEE — D, BN B A UL Hi s—hSHIP1EG (5-20ng) + LOMLI IEH) <
1,3,4,5-WLEE VU B FREG (TP4 5 i ZX50uM)  SulL (1) T B2 I I 52 2 PP RIS LIK 7510 % L BEH I
B PPk B B IARAL A (B 240-3000M) o 25 [ 565 HE AR Ik A R i 0 52 2% PR B e H i s -
hSHIP1EG \ TP4 BN AL A 4K il 4% o 7205 I REZH 43 INN BIFE UK | 196 F LR F e il 2
Ji > 5 e N T R B TR B R SRS AROR IR A o AR S I N AE 3T C Y 7 15min, [F] A IR AT B2
5, B8 S5 I 100RLI{Biomol Green Reagent (BIOMOL, £ A7y BNV M , 35 [H) DAL 1E /e b o I8
1tHis—hSHIPL [ TPABE 1) B R £ 5Biomol Green Reagent#54r, X0 Yukl iy Fy 4
AR AMEZE TR E20minl B2 J5, fiSpectraMax Plus 96fLAR i EX 2%
(Molecular Devices,Sunnyvale, AR JEXV M, 32 E) £E650nm R % K N 2B OE .
[1004] ZESE /g, Hl& TR EY master mix) , B 5 A 50l Hi s—hSHIP1 [ (F 2%
0.4-1.6ng/ul) 250l Y P4 (B¢ 28258 250uM)  F50uLIKIFES . 3% 2, % T () IR AL &)
(B2 100uL) o 7% [ 0F HE 30 1ok FH B2 15 356 U 5 2 PP % 456 Hi s—hSHIP L  TP4 . BRI 5 4
K il & L AHE OV A B IS SHIPLIY 2 AL &4 W 8 I S 737537 C T & 30min
RGN BRI FLIU BT E R ARG FIRAWAEST CHATIE G - 7EMS [7]0.20, 25F130min ,
FeBR 25Ul TR A W HLEE R 28 10 96 FLASCE W e AR, 1) He I 100BLK Biomol Green
Reagent A5 1L [ W o 7ZEXH VR B W/EEIE T G 20minbL 1 2 J5 , HSpectraMax Plus 96
FUMR L B £E.650nm ) ¢ K T 2B JE o SRR B0 T R 36 A T Ik [R) /R I A v SR AE R
TPAYR FE N AT 46 2 (HI I R 22) o ) 06 T 8 5k 28 2 1 9 EL U S0 46 o i bk 26
(IP425/1P4250) 3+ H T iFA AL &4 o

[10058]  AR¥E L SCR I , RILAE T STy R 2 B H ARER PEAL A 0 7E < 300uMIFI K 5 T 1
FTHis—hSHIP1Ef « R2H AL A HINo . A BT ESCR T AL AN . AW P-4 218
T

N ®AR1 ®AR2
(A9 TR %8 hn) | (ks R bR
10061 4+ | x>65 ;‘«3 ﬁ"é‘iﬂ@éiu%?»%ls%
+ |50  x<65 FPE-16%E A E-30%
+ 0<x<50 BB 31 %R FAK,
- N/A 44 )

[1007] @88 ANIrE RN AR 2 T X 2
[1008]  F#%2

[1009]
HAYINo. W
1 +t
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2 +
4 +
5 +++
6 ++
[1010]
7 +
8 +
10 -
11 +
15 ++
18 +
26 ++
27 +
29 +
30 ++
31 -
32 e+
34 +
35 ++
37 ++
38 ++
43 ++
44 ++
45 -
46 ++
47 +
48 +
50 +
52 -
56 -
b7 -
59 ++
61 ++
63 ++%
65 ++
66 +
67 +
69 +
91 +
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93 ++

(10111 sLaf5199

[1012] AR AL Aot 00 2 0 im0 A LTl B2 £ R 33

[1013]  AKTHIBEER L O & B~ 32 SHIP 1 15 (Helgason%E A ,J Exp Med191,781-794,
2000) o #Mo1t—4 (PTEN-/SHIP1+) 4 M 7E A 5 L iE B RPMI H LIS 4 - 7E 1 5mL A HEE 4
2-3F MGV 40 (1 E 7540 RFmL) A2 PPk B2 B IR AL A 4 (B 280 1.1 B 10u
M, 7E0. 1 %DMSOH) £E37 ‘C AL FE30min , B 5 A 100ng/mLA IGF—14E37 ‘C 1 /N o £E 338 2
S o 45 40 KA R DPBS W v — vk 3 H. FH 24 22 ik (20mM Tris-HC1.pH 7.5.140mM
NaCl.1%NP-40.Complete Mini Protease Inhibitor Cocktail (584> HIRRAR 2 (I Bk 1151
FNEAYD) ~10mM NaF . 1mM NaaVOa ImMB—H i &) 760K - 243 30min H & 10mini ig—iX .
SRJEHAE A LAL3,000rpm B 0 20min, 3 HUS AR BIEWAE v a4 HR 2B e ot o B bk —
FHERIME (bicinchonic acid assay) #i5E B H UK E , I HR R B B R £ 150
HHEAE4-12% Tris—HZAMRB FINEIF B 05 . £ESDS-PAGEL J& » K 8 I M BEI e 1 &2
TS A7 45 I B AE S 0. 1% Tween—20HIPBS (PBS-T) F1#)5 % BSAFR /E =5 N HHFH 1/
I S8 5 B — Bk /E4 C R BT REHR IS A A8 LA T 344 « NS BT-SHIPT (1: 5005 8% 5
Santa Cruz, NAIHE W, FE) KA -Akt (Serd73) (1: 10004 B ;Cell
Signaling Technologies, S ZE M, £ H) . K Aubi-Akt (1:1000;Cell Signaling
Technologies, B M, EEH) MK Rbi-WEHEE (1:2000;Cell Signaling
Technologies, Hi=ig ZE MM , 32 ) o SR ¥ I FH Ll == Bt S B/ RS Bk (1:3000) 7E=
BN E LN AR RS S o FHECLIE R I FF H3 8 T L.

[1014]  MHE Lk, KIAE T R3PF HR AR A Y EMo 1 t—4 (SHIP1+) H1AE<30u
VT 4 Ak U R AL o 3 I AL A INo . 0 R TR L AL & N0 . o R3FF IVP4r AL IR = +
(7E SOUMI} AR LR R AL) 5 — (£E SOUMIN) Xef Ak t i PR A 1% 7 B2 1)
[1015] %3
[1016]

EYINo . Molt—4 (SHIP+)

1
3
11
18
20
21
22
23
24
25
27
29
32 +

+l+ |+ ][+ ]+ |+ +|+]|+]|+

|

+
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34 +
[1017]

46

48

50

57

81

82

83

84

85

86

87

88

89

90

94

95

97

98

[1018]  SEjafs100
(10191 ARFEMEALA W /IN SR B Bl 57 JPRist B e o2 1) 7

[1020] AR MEAL A WAF /NG ) 4 B0 B Wt B R FRp s M AT AR Ovary , ] Immunol 81,
355-357, 1958 FHalpernZE A ,Br J Pharmacol Chemother 20,389-398,1963 A HHIFEF
BTV, 38 # DA B AR 5| IR AN AL

(10211 775 S48 R ik USRS 75/ BR B9 A5 B b B AE20RL 9 HUDNP-TgE ) 25n g %
NG AT B 9 BRSNS EEAT AL FE I HL AR R M B AR B Ph 5 P/, (Rl BT
/NSOGB EE PO 4TI S A O IRE 25 a5 0%, [ /N 4 F2%Evan’ s
Blue (0. 2umT i JERY , FE200uLER 7K H1) 1 25 Ik A V5, B8 f5 #2 100ug  DNP-HSA (££200uL
) K5 R K P VRS o ZEDNP-HASTE ST JG 75+, 43 FHCOM N K /INBRL 22 SR B o B )i, 1
T AN H- 2 B DU 222K 7 LK S e B2 0E A A 2, SR e 1 2 FLAE 96 AL rp 48 FF PP I e
W B #ATEvan’ s BlueB B o R 8ORLIV ¥ iyl e 72 22 V- IR 96 LR I H. HlSpectraMax M543
G E T Molecular Devices,Sunnyvale, JNFAEJE M, 3£ E) £E620nmizz BUK G & . AE
740nmELAF K [ BT A RE S 5T B 6 20nmise £ o2 1 w2 DLODTE S 15 4L
o

[1022]  sEjfafs]101

[1023] AR MEAL AW /IN G A SR T F4 7

[1024]  ARERPEAA DX /N B SCSERETR MK B9 3E PE AT AR P Winter® A, Proc Soc
Exp Biol Med 111,544-547,1962AFF TR oA, DL HAE A TE I 51 FIOFANARSC N T 1E

+l+ |+ |+ |+ |+ |+ |+ ]|+ |+ |+ |+ |+ |[+]+]+]+
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JTH 5 3 P K, 762 FH A SRS (BOML IR 1 %6 @20 A Ja JIGBEAT 2 ST 5T Al — A /NiE o 0
AW IR 2 AE4s T A AR Z Ja 4/, R BEFR AR &1 (Ugo Basile,mK
) AT 3 AE Dy 7 RE 0 &S AR e TR

[1025] sk

[1026]  ZEAULH] 5 rh 4 DI BrA 1 3 [ LA 32 [E LR g o 71 R E LA AhE &
F) AN R H AR R R, AT 20134E 3 A 14 H 252 10 35 H s i & ) i 61/
785,860, LA H B AT 51 I AA L.

[1027]  BIRCEAH L TR REIR 1 Al i A B DA B A, F 2 0 1T 2 DL ) 8 ] 2 P B
(YRR 22 R A5 114 31 ] PR SI2 it 5 e X AR RS i o DR IR, T 38 114 S e 7 58 2 A Al A2 v 49
AT AN R A PER , I HAS K B AR T AE AR SO SR AR B 407, 1 7 LAAE it B UM 5K
“H A S B A8 [ Y B N B AT IR0
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