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2) JBA K-S (0) N (R™) 2 (b pse 1 22) , Hh AR IST - A Bt i AUk 3 IR R 3L 3R
JRFEGE L (T HE  FSBEE  IR I J RS e I e S FE B A A A s I AR bR
e dt IR PRI eI TSI TS B IR AR BRI B L A g5 R Ak S R e
[0091]  “NPJf 37 BV JA AR 87 & 0o o F I R B0 i 1 2 1 He AR A 1 BB B B
T IREE, AL R B L D — AR A N B AR E T B, T 2
I WV TR ML W IE T M 25 o W B I P B S 40 1 TR 42 B i e 0 Ll ok X
BRI A AR R BE S 0 0 TR AR 3 (R e i DA RO S S S ) R R A
(3242 AT DA T8 B P ) — N BB ART AN Bk o B S AE U BH A b 55 A AR U EH L 75 )
A5 HERE TT A T F 8 ] b ) — BioTde AR e L 2 o R S A A L O S IR R S L R
PRIt 295 3 VR = H 3 RE SR 3L . -O0R™ ., -0C (0) -R**.-N R™) 2.—C (0) R**.~C (0) OR**.~C (0) N
(R™) 2.-N (R*®) € (0) OR**.-N (R*) € (0) R**.-N (R*) S (0) pR** (H:1p+21%2) .-S (0) ,0R** (H:r1p
FE1E2) =S (0) R™ AL tZ0F2) VLU =S (0) N R™) o (Ferfp 21 £ 2) , Hh AR
N P i ARBEE  IRRAE PR R T L 5 S e | TR | R IR e | R 0T A B R
TR I AR etk i AU L IR R T IR R bt L 5 L L 55 ek L ZRFR 3L 2R
FEATHE R SR O HE b

[0092]  “NPJE” B W RIEEE” & 85 4 F I R B0 o 1 2 ) R AR A 1 BB B
[ e A B AR, B E b —AN=80F HEA —FE -+ 2 ARIEF, #lin, WA
BRI T B R S o b B B R S A I R R T i e O L DU B R S A
P A T 2 o P bR S B 5 4 R R A 0 4 ) e 2 A DA B bR B B 5 1) R AT 1 4
AT DA S o B P () — AR BT ART B B o Bk S AE UL e S5 ah B AR Ui B, SV o e T DA
B o) P EAR e A I B RS AR O A PR RS IR L TR O
A = LR RE 3L . -O0R*.-0C (0) —R*®.-N (R*®) 2.—C (0) R**.~C (0) OR*.—C (0) N (R*°) 2.-N
(R*®) € (0) OR*-N (R*") C (0) R**\-N R™") S (0) yR** (HHpfE1%:2) \~S (0) JOR* (Hrfp &1 %
2) \=S(0) R?? LA t/20Z2) \BL K-S (0) N R™) o (FirbpJe 1222) , Horh & ANR2OMT Hi A
BEHE 1 AT IR IR I IR B e e L I i D e L IR | TR IR e A L TR O B Rk O O
Bk 3 HAA AR ke dt A R It IR R e I 3k S5 be L JR BRI L ZR BRI
Nk LV T

[0093]  “4E3E (alkylidene) ” RFEIUN HIR A AL EE — 2 LM REFHESE
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AN BB RER B A, O HOH I 0 S R R R B i i el T
AL (methylene) V.24 (ethylidene) PR3 (propylidene) 25 . 24 4F Ui B 45 o B AA i AR
BF, M43 25 ) ER T DA R B b i — R AR et L e 25 e AR e U A L Y
BRI IR F5 L VAR, S R BESE -OR™.-0C (0) RN R™) 2.-C (0) R, —C
(0) OR™,—C (0) N (R™) 2. =N (R*™) € (0) OR**,-N (R*®) C (0) R**.-N (R™®) S (0) yR** (HirfpfE1 E2) .-S
(0) OR™ (L HppfE 1 £2) =S (0) R™ GLH t/20%2) (LUK -S (0) N R™) 2 FLrfpiE 15 2) , Hrp
FARPPIST HON R B kA e R R SR e R TS e L AR L A E R b
B HRFFFER T F e I H AR B L i AT IR R I IR R I b L 5 A S A
JRIRE IR S A R 5 S B 2 O A e A

[0094]  “FHIL” RAREGA 6B I8 MRIEFME DD FRWER RGHHIE HTAK
BRI E 1), 75 2] D2 BLER UOR . = IREY IR IR R4, o] LA R & BV R G . 05 4t
AFEAEARR T, A7 E R G e B IR BB R B R 2 R IRR B A X R
S5 48 B B . 25 AR IR (phenalene) 3B LR EERN A IR 5 55 . M E Ui I b B
A UL, 55 B2 ] DA A7 e 5 R B e — B 2 b B AR BAR < o M A L R
B ABEIE BIE VAL L 5 AL L T B IR L (IR R I e B I BRI | J IR b S L O A L A
LR —RM-0R™,-R*'-0C (0) -R*°,-R*'-N R*") 2. —R*!-C (0) R**,-R**~C (0) OR*°,.-R*'-C () N
(R™) 2.—R**-N (R*) C (0) OR**.—R*-N (R*®) C (0) R**.-R*'-N (R*) S (0) ,R** (Frfip /£ 1% 2) .-R*'-N
=C (OR?) R®,-R?!-S (0) JOR? (F p 2 152) .-R*'-S (0) (R¥ (Lt 5205 2) B JZ-R¥-S (0) )N
R™) 2 Fehp 21 F2) , Hh SARBTHOA S Bedt i AU IR IR I IR R e it L 95 5
Fohedk IR JR RS e I R S 2k A5 S bt s FHLAANRY T R B B B
B W e E s I HS AR B SL  p A 3t IR IR RS e It L S5 I S et L IR
RERHRLE AL | 2R 5 HE R U A b

[0095]  “T5Hedt” & Fa K -Ro—Re B S, iR v b SR e L 85 3 H R A —FhEk
ZPhan b S 5 5L, o, R L IR R A Y A U B A e B A B ), D e R ) I e
FEF A3 P DA G0 b 0 3k B A ) S 5 258 4 1 A 0 34 B 4 £ U I 15 B AR Ui BRI, 55 e
FE1K) 75 FE TR AT AT A, gt % b AT 2% BAR ) 75 3 B o S

[0096]  “FF k" J& 4530 -RaRc Y H HH 2, PR a0 B SRR 2L B I HRA—FE 2
Fhin b5 X 75 3 H B L, RaFIRC A A 01 3 AT 18 BRAX

[0097]  “BRJEIE” 2 F5 AU B AR 4 A I A e 1 3E 25 & R I SR IR B 2 IR 1 & B
g2, KA MA B ER 241, B =2+ MR, ik A =2 R+, 9F A
HR AT B I HLd o B 5 2 I R AR 1 4 o PR B R R, IR A
SEVERTT AR VIR VR LA RS RN IR SR 2 IR 1 RS, g W e 3 | B UK R 3
A ZE A Y ARV H AR U B I, PR S T O ST % 5 R 2 ) — Rk 2 AR
SEAT AR : B2 1 21 i AR S A AL AR I 2 5 e it IR IR R S e A |
PRI IR I e 3L | 95 3L | F5 B e 5 L -RM-0R™,-R*'-0C (0) -R™.-R*'-N R™) 2. -R*'~C (0)
R?%,-R*'-C (0) OR*™,-R*-C (0) N (R*®) 2.-R*'-N (R™) C (0) OR**,-R*'-N (R*) C (0) R**.-R**-N R**) S
(0) pR** (Hirpip /& 1 £2) . -R*'-N=C (0R™®) R*°,-R*-S (0) ,0R** (FerPp /2 1 £ 2) .-R™-S (0) (R**
G t£0%2) (BLE-R-S (0) N R™) 2 (Ferpips& 1 £2) , Ko AR M A AL e 5 48
TSN S 7N B S B N T E N ¥ i I 37 B NP 7 Y WP TR i P TR e R
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R”Zﬂjﬂﬁ%ﬁ%ﬁ%ﬂﬁjijz%;ﬁﬁmﬁ:ﬁ%; HHEARZ Bt s AUt IR R L IR R
BRpe T T R R PR R IR SRR | R 5 R e s B e
[0098]  “PRIRHEHEIL” 2 Tiﬁ RoRe ] H HH 2, HorbRe 940 b U e 5 H R v an g
SR IRIEES o 75 U0 AR 5 B A UG B I, P e S AN/ B S T AT M ERAR, 0 AR AT
AR e A BE AT BRI IR IR it e LI o
[0099]  “Ri A7 2 FR IR AR SAR L RARBULAL
[0100]  “pjARKEHE" EFBHE — B A0 o S B 2 B b e SCR e 28 , 46140 = 3R
AR, /P RE. CE&FHE.2,2, -SRI -FHRAE-2-F L. 3-H-2-F A -1 F
2R O HE T i AR R e L 43 AT AR AT I M BRAR, o bt h e R B v S
[0101]  “pARIIEE” B Fa i — B2 A1 b R 2 BRI a0 b SO TR o 7
Ui B A e HAR UL, SV 5 AT DA T F0 R ] o R — A AR e e | e Ae L U
B I IR I IR | 3 A L EAR S SRR S AL L -O0R™ . -0C (0) —R*.-N (R*) 2.~C (0)
R?%.=C (0) OR™.~C (0) N R™) 2.-N R*®) € (0) OR*.-N (R*®) C (0) R**.-N R™) S (0) yR** (Hirfp /21 &
2) =S (0) JOR*” (FPp&152) \=S (0) {R™ GLH /205 2) \BA K-S (0) N R™) 2 (Firfp1 %
2) , Hrp BRSO A B AR IR I R e e L S R L S e L R R | O
PRI E I A 55 FE Bk 75 S e 0 s F LS AR A BESE L s AQE 3 R AR I IR S e B | 55
J5 e R PR R R L | AR O SRR O b
[0102]  “ZRBRJE” EFafR e M3 e R 18TTAE A A AL, Hl =& = AMi J5 7 Fdk H 4
A ) — BN IRIE AR BRAEAE VLI b 554 HAR UL, ZRER L AT D B3R VX
W EIBVU IR IE R G, Hon LA R AR A B 3R R4 s H 2R IR AR 0 260 BB Ji 7T LA
ARG b 4 28 A 5 U AT Ml 2R A 5 EL 2R 3R AT DL 73 B 58 A M A o I 28 4 PR L 1Y) S A6
ELFEAEANPR T, A0S PR A L o g MRy (1, 3] BT | | S S P I A IR PR | I
W e | SR AR T B | SR AR T R MR | SR P | VS e M R | 2 S AR e i L 24
ARIR e J | 2B AL I e 2 | A e | IR 1 i R W2 R | 4~ IR W ) 326  WIR W% 5 32 b e o5 35
ZE AL EMR LT (1,2, 4V E -5 (1) - DU R L =AU O B SR e =
e et (triazinanyl) VYL AEE J AR AR IR 2 B AR S bR (thiamorpholinyl) 1-4% 4K
B AR IR AN L, 1 AU AR B A P Wk i o >4 76 U B o AR U B I, 20 R T Lg% 5 R 771
H ) — AN B AN BRI T IR BAR « e 3 M L 1 25 i ARE 3 L U L AR R AR (thioxo) &
T 5 0 I e PR AR L PR AR S e A2 B 2 P AT e AR R P R e e AT
AR ) 2 95 B A3 BRAR K 2% 55 B e 3 . -R™-OR™ . -R*'~0C (0) -R™\~R*'-N (R**) 2, ~R*'~C (0)
R?®,-R*'-C (0) OR™.-R*-C (0) N (R*®) 2.-R*'-N (R™) C (0) OR**,-R*'-N (R*) C (0) R**.-R*-N R**) S
(0) pR* (Herpip /& 1 £ 2) . -R*'-N=C (0R™) R*°,-R*'-S (0) ,0R** (FerPp /2 1 £ 2) .-R*-S (0) R**
G 0% 2) BLE-R"-S (0) N R™) 2 GLHp i1 522) , Ho AR H A S bt ik M JE
AT PR I BRI S e | 5 | O e i R L R R I e i | R O S B R S A e A
ARSI A B TR BB R B W e B 5 HL AR OB A I L A IR R
NG SE e 5 O B IR IR TR IR L | TR 5 R R O S e, HO R AR R R |
IRFIGEHE | T 75 HRN J 75 B e SR AR (AT iR AR L% 1 e 2t i R AR it
[0103]  “N- %EHJ_%”%? AL DA ER W g SR PRI N-Z2 IR I 5 451 e 42 30
3 (R 42z p AT A N B e o ) U B i o A AE U B P R B U B, N- 2 B
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AT AR, 1 A AT BRI 22 PR i v L)

[0104]  “ZRIRFEHEHAL” & FE A -RoRa H HH 2L, Hod R i b 5 SO W B 4 HRo T |58
SR ZRIRHE I BN G IR 5 G Z R, WU e R ml A U Ak 5 e i 1 . M AE U
AH e Bl B, 2% R e B 1 I Je B B mT DA e AR 5 4 b 0 3 B R ) T o i
(alkyene) 5& X1 o " 7E Uk B 15 h ELAR UL I ), 2 B0 B 52 B 01 8 350 o3 v AT I B Y
A A e B 2R BR B B o ST

[0105]  “J&35L” BiR5 B 14 R A B, HASE 7. — 2 T =4 i+ — &
PN B AR R A B DA S BRI T AR KR B 1, 255 B AR w]
PUNEIR 30 = IRE Y IR R R4, Hon] DLEFE IR A BN R R 405 H 205 2 (1) %0 IR B
T Ji AT DA 3% M 4 A AL 5 26U 7 AT e M b 2= e A o S FEAEAS PR T, G030 B = 0
S WY g S | DR IR A R | DR [ ] Ik Pt i | DR S R e | DR S I W R L DR I AR AR M A
(benzodioxolyl) 2K FFWRIEGFE A2 RO ME L | IR F R I B | 2 T [d] S e 2 | O g nge
LRI (D] [1,4] S B PJe =M 3 (dioxepinyl) o 1,4-7K3F —E 40 Cobe it R I 2E9F 0k
VR s A R B | DR ) AU R A MR S R O I g DR R b g L 2R bl e R L R
PR el s | 2R I g ) s O R Wy e ORIy ) (DR JF = B ORI [4, 6 RIS [1, 2
a ] ML W 2 | 2R S e e R ) 2 | 2 IO e NI s 9 2 e e G | R | DR IR g 2 | R R
I3 3 TR 35 | Tk i ) 3 | ST A IBR I I (1, 2—-a ] ML IE (IR I (1, 2-a ] M IE L BRI I
[1,2-al MEMRIE (KIS IF: (1, 5—a] nbl i i | Ik i 5 | Hej| e S e e L | S W P | WPk s | S
PR R e bR 5 WP g 5 | S el | e i M A R | 2 G 2 o L A PR
LR LA e JE | 1S A M e I | LA A IEE PR I | 1 A A IBA R 3 | 1~ R~ T H-TL g i
Iy W | Wy R R B | Wy Wi i | TR MR L o i | sk e R R | WA S (kg R b R e
MEL e P Mot e | e e Sk | s e 5 Lk PR I L TLE i I (2, 3—dl ] M R I L I (1, 5-a ]
Mg P A I e R 1 I s s R s R S B s 7 e | B e
S R L R I (3, 2-d ] Mg 4 S VR WY I [2, 3-d ] M IE — AR L =R S | PO i
=ML DL R Ry B (HIME Wy BE) o 24 AE Ul B A5 b HAR UL, 05 B n] DR B S A g —
AN Z AN EUARTAT R BRAR B I FE o 2« i AR e o UL AR S A 3 L 55 3 L 5 e
B PRI R T L J PRI  JR BRI L A5 L 495 A b L -R*T-OR™ . -R*-0C (0) -
R*,-R™-N (R™) 2. -R*!~C (0) R**.—R*'~C (0) OR**,-R**~C (0) N (R™) 2. —R*'-N (R*®) C (0) OR*,-R*-
N (R™) € (0) R**.-R*-N (R™) S (0) ,R** (FerfpJe 1% 2) .-R*-N=C (OR™) R*°,-R**-S (0) ,0R* (}
HFip 15 2) -R7-S (0) R™ (L t/20%2) (LA KL-R-S (0) N R™) 2 (Heipf&152) , Hrp 54
R¥ BT A B I L AE I PR R I IR R S e I S S B L AR L IR e
B 5 REBU A S H e I s RO O BB B B B BB s AR L
A5 3 L o ARPE I VIR IR R PR SR bR L | 5 | g R L R IR | R PR R T | k5 R B g Oy O
YSEL

[0106]  “N-ZRF5 B ARG 20— A EB0an Foe 4455 5 B B R N-24 55 L 5 511
Tl 2 350 9 e 2 AU AT DAl I N- 2 5 b 1) 25U - B S o A AE Uk B P R ELAR UL
N=2% 75 JE [ FE AT B, 1 A AT B R 2 3132 B s LI

[0107]  “Zg 5 Febr " & F5 A -RoRi 9 B HH 25, HedRe S b SR be A48 HRiov i b
SCH 2 55 B S o 70 UG R A R B U I I, 2 5 e S 1) 2 55 FE R A T AT I ERAR I
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b A e AR 2% 55 B P 5 SR o 2 E U I 5 Hh ELAR U B I, 2% 55 B e L 1) 1 e ik e
B3 AT A BT, 2 A e A e B R ) IV e B2 P o ST

[0108]  “Z75fa " JE 4R -RaRi ) B HH 22, Hodp RO 0 L5 U A% 2455 HRoA T b 5E
SR 2 55 e o A AE U0 A ELAR U BN, 2% 05 B Ge BRI 0 L o AT ORI B, R
o A e AR 2% 75 225 T 8 S o A AE U I 45 v ELAR U8 B I, 2% 55 B e B 1) S A 2 B 3 7 T
AT BP0 b4 oA 328 B ) SV As 2 Pl o ST o

[0109]  “FHE” 4B AR SCHR K & 248K B B S th A B PR S5 /) AR AT IR 4544 o 4
B 0 g R PR L EA B I 75 BEFAIT , Tl 9 A 5 R PR R IR B & 2 5 R A ) 38 0 B TR B 3R
S5 B RATAT IR S5 1 P LA U B AR

[0110]  “Hi24” 45 n] LAAE AR 28 46 10 T B Ak Bk v 570 40 e o A R B IR AR 0 A A
YA S o TR, ARAE “RT 27 2 SR 254 AT 232 10 A BRI AL & PO AR BiAA . 4 B T
IR B G, 1T 24 A] LA ¥ PR ) 5 AE 2 HLAEAR P R84 A O B IR A5 0 o 3 T
AR N TR B Ak 7 AR AR R B R BEAERAL S, 9140, 38 3 AE TR P KA W 2940 & W i 7
R 7L 2 AL WA o B AL A 1  2H 23S R MR B SR R TR A A (B 0, Bundgard  H. , Design
of Prodrugs (HTZjH%1t) (1985) ,pp.7-9,21-24 (Elsevier,Amsterdam)) . fEHiguchi,T.
& “Pro—drugs as Novel Delivery Systems (RIZG{E NFTiHiZE RS ,”A.C.S. Symposium
Series, 144 fBioreversible Carriers in Drug Design (ZG¥pi% it I AEY) AT #4EK) |
Edward B.Roche### ,American Pharmaceutical Association and Pergamon Press,
1987 AL [ I Z5 ()0 16, PR ol 5| AR I AN AR,

01111 OR¥E “Hi 2457 i B AR G AT L0 45 B 3dA , 2448 B S Al 24 Tt FH 220 L0 s,
FLAEAR N B TBUAR K B S PEAG A P P LR AR AR B AL S I B Re 1, DL A
SR N RS 1 T 20K AR B AL S A0 10 Wl 24 i 2% 1A i BH R BB AL 5 W i 25 B FE AR
RIS, Horh 3 e R LB 5 AR B B e, R AR A S YR a2y
Tt 2R IR P2 B, I 1 EH AR 2R 73 0] T Rl 18 e s L T 12 2 R B A o i 245 ) S
BIAAFEAHANE T, AR B & Y h B £l £ 7R IR IR AR R 2 SR AT A1) Bz B R A1 1
BT ST T3 Ak, AEFR IR (—C (0) OH) B ¢ &, T LAS FHES , a0 H R L 2R 5

[0112]  “FasE B4k G107 F1 “Fa g 45 107 48 R 08 3 08 M 76 M S RETR A P I 43 v AR
17Tk, FRIB B IR 2ERE , F HLBC Tl A Z8a 7 I &4

[0113]  “Uf L ZhWy” A0 45 N A WISk 58 =5 B W) A0 o BE FE VD) 2 32 30 (o4, S ) 4
A ILE VS B L BAREER SR, BB A S A

[0114]  “fF3k” BE” ARV ™ e 15 B Jo R I AR D0 AT UK AR BT BLAS R A, 9 Hoazdtid
A0 35 P o A B 450 A 1) S AR P ik S A1 BT 150 AN AR IR S 48] o £ 2, A2z B 5
L7 AR T B AT DR AR AT LA B HUAR, I A2 0, 45 BUA ) 57 o A AT 4 R
R 755 CRIUR) 4 H Be BBk Oy AR BURE™ , I B4k M feld b SRR 2
AT BRI S, 0 HH T AR B H ), MR A3 R T R, Plade th eSS B 3 PR T IR
[0115]  “ZHym] 45252 () A A e SR BB 7707 B0 B A AR T 5 [ £ o A2 8 B S i
HEA F T NECEK SR )W B ATART AT 42252 R A2 700 S 38 S TR 791 B3 791 Sk 591 A 8 59 B0 TR
RIS S Ve R EsR | N S| I T i 5 INTEa bl | N = €| I S 3571 I | N3 | S I -
1551
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[0116]  “ZGHmT 52 10 87 A0 FR B In e 25 A ke %

[0117]  “ZGWmT B2 G BRI AR 5 A2 5 07 B8 Vi S Bl 11 A= 4 s S R P S g R e 3, HOAS 2 A
P s A HoAh 7 AR HAER R, O B S 5 T PRI B : THLER , B A HAS R T, Sh R AR
B RIS AR BRIR S, L A LR, B AEAS IR T, B IR 2, 2- S L 1R IR I IR « 1 38 1%
FUIR MR R A S PRI R R R A- B AR IR AR T IR A T — 1 0T PR L 2 1R L LR
SEIR IR AR RR TR B IR R PR (cyclamicacid) 1 ZHEEIRER \ 2451, 2- TR L 2,
PEIR  2- 2 5L iR P IR - & SR I IR (galactaricacid)  JEHEMER 4 BEFE R -
AR PR IR Y R IR R L 2- AR R H B IR L LR L DRI T R
FLER FLREIR - AEEER . 5ok IR  SE R IR . 71 IR - WAk IR « FF AR A R L 251, 5- TR L 25 -
2-TH TR 1 -F2 M- 2-ZE R IR L R  FLIB IR R AR IR 4R L T IR « R IR« THI i
B KR A-F KA IR 2 IR VB AR IR W BR HIR VA R TR AUR 0 P 2R IR . — R
73N R /9 i

[0118]  “ZGHmT 52 I BN AR 25 A2 5 0 B Vi 125 R 110 AR 0 SO SR PR S g R e 3, HLAS 2 A
Wik ai A Fe At 77 2RAE HA R 1) o 0 28 k2 H FEHLBR A L5007 55 R I il & i 45 . T AR B
ToHU ) LA FEAEARE T, Ak AR EE VB &L B h LA B VBEEh VER B ER VA EL VAL EL VAR R
A AR TN AR R ANEE B Eh VB SR AN L ATAE B A ALY ShA R E AR IR T, AR R
R RIS 5 045 R ARATAE B B B U » PR R 1 B8 - 28 e IR , B a2 5+
IR s = G R i = R e SRR G O R R R R L 2-
RO 2- RSO O R e B L R R R R R L R TR ey
i IR B SR T R 2R % (benethamine) R EH T2 L & MK ARG n] ]
Wi = 2B VT = A RIS (DR IE \N- 2, IR I L 5 e IS 2 4 AR B A LB
SN R LB = R IR R IR RnE A

[0119] MWW, &5 A 7= A AR R IR M4 & I ¥ A o an AR ST I, R Y 1L
Yy IR AREARHI A — DB AN 5 FEH—DBENER S F IR L BT
PAAZ K, PEIX PG 00 S I T o] LS8 KA o T 3% 1, YA 570 T LA A ALV 77 o IR L S A 2
MALAYITT LLLOK &2, B3 K G KA KA G52 KE Y. =K AW VK
AW UA KA RL A I s MIAEAE « AR B BB AT B B VA A , S8 i 15 3
MAB 0 S AR B (AL AP mT AR BE 4ok K BRI — S8 4 RIEFITR AW - Bh b, R R
PRI G0 — L 5 BU AT DA DL 2 R BUAFAE 1% 2 i B B S FE AR R B

[0120]  “Z44eH &0 R 4R AR K A KAk A5 5 00 A AT T B2 B2 16 A R A 1070, T 2R
Vs Pk AL A ik I FLEh b, B3 A o LA BRAHE FT A 254 AT 3252 1 3 AR SRR 77
SR o

[0121]  “YRy7 A AR R FR W SCHEAR R 445 T8 FL 30 Itk AR 2 DA 206 7 8 1k e
FLE LN P B SHIP LI 79 1 98 8 998 BOPR o IR AS B AR & BH AL S ) & MR YR IT A
R AR WA A 0 ) SR PR A4 IR 1 S L 7 B AR % it FH 7 2R BA SRR YR T 1)
UF 7L 0400 P A % 1 4 A, EHE B0 ] DA AR U RN SR . 3 L IR AR AR
BHRHE o

[0122]  ZRSCHT# FHIG VBT (treating) "B VAYT (treatment) s T VAT 7E B B Frjk
TPREIR RO LB (i ) 18 B bR Zm B Rk , HALHE
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(01231 (a) £ENH FL BN W TR B2 o BB o IR 0 A AR, U HE 2 6 2R L 3 P ml e A7 A0 fi
[ v ARAZ W A 2B R

[0124]  (b) $I BT BB IR DL , B, B LR A R

[0125]  (c) Z2fift (BRIRES) B BB IR » BT, S BUBOR BB IR TR - BR

[0126]  (d) Z&fi (BRI B BOBR R 0 SR HAREAR , BRI, Z2 A8 JONRE , AR DLvE 7E 1 =
TRECE IR o

[0127] A SCHTASE A AR TE “Bdm” A0 B R0 ] B B Al FECR] DL AS[FI G, B %
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— A 0 FH B I AR AR A B A AE BRI 4% 1 TR AE SR BTV R ab 2 5K (00) Ak S, AT
£ PP LAY AR 5 I QQ) AL A FEFRAE R 25 B BUE sk A T Ab 3 X (PP) A&
Wy, 4514 FH 3 1 A A 22 AR S5 A8 T AESE BT A A0 38, AT A2 28 (RR) A4
SR G TR (RR) A 7E 1 WIDMF IS = JoT -3 77 o 3 AT 15 8 A SOBE (4 b 28 AT 7 A2 3K (SS)
AW, SR 53K (SS) A MAEFRHERE G2 AF Tk i = A8 (D 4654, X (T (& itk —
B B ARP T = (V=D A &)
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[0402]  w3fedh, AT LA A 00 T 3 S AL B A0 R R IA R P AR L e Pe® RT3 2R
FERBER S (L) AL A0 B 7= A3 B R Ak B0, R 5 7T DL A 2 BRI AL 38 %0 B 2 L &5
PP A Herf P A ZU BRI R (LL) AL &9, 20 (LL) A & m] LA A G |3 e 805 R4 A AL T
e — B DL = A (V-1 4 A0

[0403] Wit , ZEbRitE &4 T 2255 3K (00) fb & W P 5L, it DY T 3L Ak 4% (451
W1, HPg™ N RUT 3 T IR B ke ) BRERER D (40, 24Pe” ly . BEIERT) AbFE R (00) (L 54
FEAE T 0 FIR A R REA o UKt (I AL A

[0404]  A] LA FH XS B 2R BEER AEARAE S 1F N — Db X (V-1 (AL i PRV AT
M BUAR I J5 S BT BUAR K 2% 5% 2 FLRY Ay SRS R I8 2R (V) A &40

[0405]  T.3X (IV-2) {5 M il &

[0406] 3 (IV-2) b & A BB AR A i V) (&9, Hh R A-R-0H, R* A~
CH20H , R™ —CHaNHz , R* AT 3 BRAR ) 75 S BT B K 2 55 5, RY O SR B 0 e
PARRY A, FF BLAE IR SN J7 SR 4A T il 415 31, Foeh ROFIR® I [ 3 A e B A3k o 6 2
(IV) AL AW R — B RO AR IR B Q) 75 FE B AT 2 BRI 24 75 55, Pe” FIPg® 4% [ kST itk
e H AR BIAERPR T, BUT 5 R S AR b RT3 R R A L 2B R
BB, Lg" A FE B0 S A B 2 2 S 1 10 R 1 491 P T 5 P e
PA R XA IR -

[0407]  JZ 8075 Z24B
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[0408]

[0409]  JEIEARGURE AR N RO R EBGEE 557,601, 8745 LR th A FF ) 77 A AL
(1) 75 15k il 2 20 (UU) (LA 4. 3K (KK) FiT(QQ) Ak &9 T 5 11 3 m] BARR 4 A4 R A i 2
IR IR

[0410] @, 4% LA ROkl & 20 TTT-2) 4 54 « 78 ok e 8277 4B, 1 S il i A8 5 )
(standing) AR Z&AF TR (UU) A4, 040 B A 38 19 8 AR 4 2 PR FE B M 241 724
JRFVE R AR EE R UU) 1A, It = A3 (V) LA 9, 88 e FI 2R (KK) [48L S 7 b
(R SEAZ MR AT, B AEAE B4 7 B & TE S, Sk ab R =X (VW) A A L AR 5
WW) 16 &4, SR Fa 20 W) A6 S AERRAERE P T £ ARG BL™ A 20 XX 4 &4 48 e 2 (XX) 4k
H 5 IR AN I B A R AR 2R (YY) b A o T 2 ] P I S A At i 7 A =X (Z2) A & o 7
PRUESR AT I PP ORY R T T i — A, 491t A 38 ) S ORGP 1 (B AE R PR 2% T 72 i
FIEFIP bR Z2) AW, 7= T 20 AAN) B 98 5 2R (QQ) 1AL S A FERRIER B 2
ST A T A FE R (AAA) AL &9, 90 01 FH A 38 1 A0 A0 2 A PR P 45 1 R AR R
I ab TR, T =42 3 (BBB) Ak A4 o SR JE 28 (BBB) Ak A W 7E 1 WIDMPIK) AF i FE 75 h 4T 5
B AN ORI b FE DA = A 50 (CCO) A B, SR8 JE 28 (CCO) A B TEARAE IR JE 25 A T 3 Ji A
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re A 2 (ODD) A, S8 Ja =X (DDD) Ak B MEFRHES& A T 2R BA 450 (IV-2) (b &9
[0411] AT, ZEARAESS 1 R 255K (Z2) 4 &b e 3L A, 6l an VY T 3L Ak i (11
a1, MPg AR T R F R AR BRERIRAD (B0, 4Pe™ A Z BN R (22) (b A,
FRAN IR AR B s St (V) LA

[0412]  J.5X (IV-3) {5 il &

[0413] X (IV-3) tb &k Eb AR AR th g X (TV) 4L &4, Hoh RUA-R-0H, R* A -
CH20H , R*A 5 C1AAT FIBR K B , R'® A9 —CHaNHz , RM AT I BRAR ) 75 S BT 3R BRAR ) 44 75 3, R
NEEL, BLER A, I B (V-3) (b & WAE T3k SN RACH i & 153, AR ROAIRY N F
A K B MR th 2 (V) A AR R R — 8 R AT 3 B A 55 BT B ) 8 95 4
RSN I, BL Ko Pe®ide AR I, BIAE AR T, BUT 2 T H R g BT 3 R
FRRERE L B, i L B2 -

[0414] [ MW7 Z4C

R5 R’Ma

[0415]

OH QH
(IV-3)

[0416]  JEIE AGUREARN 5 ORI TR BOEE A SCA T ik fl 4K GO 5.
(04171 3¥, L VAT Rl %3 (IV-3) (b &5« £E b e BTy SR4CHh , 18 Sa i H 8 1) 4
o R R 0 AR AR A R R b B K (22) A S el R R BER) e, SR JE 2
BRALFE S (BEE) A& W LA A2 3 (FFF) AL &1 o 33 A QU AR N 51 RO ARHERE 3 25 B
PR A [ , 451 o0 FH BRI B0 7E SV ) b B, DA 7= 20 (1V-3) (540

[0418] K. (V1) A& il 2%

[0419] = (V-1) (L5 sk AR BT REA Pty 2t (V) A58, Hohe oL, RUFIR® % [ J9-R°-
OH, R™>y-R*-NHz, R' A2 LA BR" SRR, I X (V-1) (B rE R 3k [ B 75 525 0 il #4331,
AR RORIR® S 348 A R B A o e 2R (V) Ak & 10 408 —#%, Pe R BRI B AT, 1 Gt
TR, VA S PeRIPg® % [ A S 0k 1 A AR HE A I R BR T, BT R R R
Bedk BT 2 IR R R SR B 2 B -

[0420]  J 805 285
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[0421]

(HRH) (V-1)
[0422]  jaEIE ARSIEE AR 7O EI J7 EEBGEIE A SO FF R T vl ) 5.
[0423] @, % AT k#1420 (V-1 b AW - AE B IR e B &5, 1 S il R /e A
AT, BIANAERME S5 A B AEE BT FIE A SR ARER R () AL A 2 (GGO) A . 28
JEEARAE DL v & EHRR AT, Bl AR VRS54 R AE B IE 0, Ab 25X (GGG) A AL A
= (HHH) A6 &4, S8 J5 =X (HHH) AL S fEbr e s T Z OR3P UL K (V-1 &9
[0424]  L.20 (VI-1) L &R0 H1l4%
[0425] = (VI-1) b &k i Ak BREA o 1928 (V) 4k &4, FL R RPFIRY % SA-CHe0H
PAERYH-RE-N (H) € (0) R, F A R 1 3k A AR w5t =28 (VD Ak A itk — 4%, 9F AR
(VI-1) A AAE R I8 B 26 il #4321, LR R™ R R\ RO RVRIR M 1_E 3 A 2 M3 o
Sk (VD) LA R —FE, 3F HPg™FIPg® & H N Z. B -
[0426] [N TZ6

43



CN 105164108 B iﬁ. EH :Fg 41/112 5T

[0427]

[0428]  JEIEARGURE AN RO AE T EBGEE 556,635, 6295 LR b A FF ) 7 A AL
[k & JID A4,

[0429]  j@ W, 4% DA B Rl (VI-1D) W EW  AE BiR BT e, i sl g 4R
BT 2. Bk FIAR 3 3 (JJ D) A &L= 30 KKK) AL &4 . 38 KKK) (L &4 B £ B RS
FRUESRAT T (B NAERR I 254 T 7 a2 R D=4 LDt &4 48 )5 50 (LLL)
WA 5 mER AN S SL LA 7 A 2 M) b &40 o 1 ik A I B S A B S e AR 5 (VI-1)
Yo

[0430] AR SCHT IR B 48 il & 1 BT A A A (L mT B DLUE B I ER IR TP 20 7 76) nl LhiE T &
TE ) T LB AU B R b 38 4% A0 L 25 mT 252 1 2 o TR STl A& AL A i £ e DLdE I A
EH AR AL Ry Ho i B A R T 3o A, 3 i AR ST AR 5 8 A 5 VA B I AR S ik
(07512, B A0, 25 BR B R L 1 4% R BH () 4k &0 mT LA 4y ) i Ak A IR BR BN R -

[0431] 3 3 A ST A 05 1 1] 4 B AR MR I Ak BH Ak & A4 (EARTR T 21T R 3
RIFIAAE W) AL LR A (Cpd) F 75t BT F 7 S2 i #139-429 (AL A 50T ((HAS
5521 -38H (AL A B X L) .

[0432] %1
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b 5 TGt 2 A

N-(((4R,58)-5-((1R,28,48)-4-# L 2-(H F £)-1-F
Wetms 1 | AR CA)1,1-2F 3-2,3,45,6,7-75 2.-1H-H -4- %)
WA B e

(IS 38 4R)-4-((4R ss)-l 1-= ‘? %-.4_((1_@ ;g};zﬁ
;.%)-4-‘? ﬁ%% a@%

(BE)-2- 8L -1-(((4R,58)-5-((1R,28,48)-4- & H -2-( £
WAEMES 3 | FEA)I-FEAFTHA)11-2F HK-234,567-5 &
-1 H-Bf -4- 25 ) 7 J5)-3-F LAk

[0433] [-(((4R,58)-5-((1R,28,48)-4- 72 L -2-(F2 F AL)-1-F A&
WA MBS 4 | RO ENL1-2F £-23,4,5,67-54.-1H-2 -4- ) F
FR)-3-(nbme-3- 2 )k

1- T 3 <3-(((4R,58)-5-((1R,28,48)-4- B £ 2( A F
e 5 | A)-1-FARETH)1L,1-2F %-253,4,5,6;,7-/\@ -1H-
B -4-25) F HOMk

1-(((4R,58)-5-((1R,28,48)-4- 72 2L -2-(F& T K )-1-F &
o5 6 | R E)1,1-= W £-2,3,4,5,6,7-7% 8- 1H-%1 -4- ) F
F5)-3-F AR s

(1S,38,4R)-4-((4aS,5R,65,828)-5-( & F &L )-8a- ¥ &
ot gs 7 |-2,4,4a,5,6,7,8,8a- A & B IF [1,2-c] vtk w4k -6- K )-3-(F2
FR)4-FRKOE @i
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oAt 52 1t 4 A

(4a8,5R,6S,8a8)-5-( & T & )-6-((1R,2S,4S)-4- #& 4
e MshT § |-2«(BFE)-1-F AT HL)-8a-F EAREHk-2(1H)-
B

(18,35,4R)-4-((5aS,6R,7S,9a8)-6-( &, T % )-9a- F 4
s 9 |-52,6,7,8,9,92- 5% £,-5H- 2 [ 1,2-b] "R -7- 2 )-3-(%&
FH)-4-F R TE

(18,3S,4R)-4-((3aS,68,7R,7aS)-7-( . ¥ % )-3a- F &
A% 5 10]-3- K K -3a.4,5,6,7.7a- 55 & -1H- 8 -6- L )-3-(# ¥
H)4-FHERINTE R A

(18,328,4R,58,7a8)-4-(&, F £ )-5-((1R,28,48)-4-7 &
a5 11| 2(AFE)- - FERKRTIE)Ta-F AL FTAANA-1H-
[0434] B 1B L8 2

(18,3a8,4R,55,7a8)-4-( & ¥ & )-1-( =% " -2-
a5 12 |35 )-5-((IR,28,48)-4- B £ 2( AT A)1-FEHK T
H)-Ta-F AEANR-IH-F-1-8

(18,3S,4R)-4-((3a8,6S,7R,7a8)-7-( & ¥ 4 )-3-(*k "%
-4 % 13 |-2-2)-3a- T $£.-32,4,5,6,7,7a-5% & 1H- 2 -6-35)-3-(
VIh)-4-F R TE

(18,38,4R)-4-((2R,38,3aR,3bS,5'R,68, 7R, 7a8,8a5)-7-
Mt 14 (B F 3£)-3,3b,5-Z F L w3 SR [ & 5F[2,1-b]*& "
-2,2°-vkef |-6-40)-3-(F T Ah)-4-F R r OB Ll sk

(18,3a8,4R,58,7a8)-4-(&. F #)-5-((1R,28,48)-4- % A
a5 15|-2-(FF A 1-F AR THE)-Ta-FHE-1-(Eu-2- AN
.- 1H-2p - 1-B
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[0435]

febdh 2 7

otk 16

(18,3S,4R)-4-((3aS,68,7R,7a8)-7-( & ¥ # )-3a- ¥ &
S3-(Ewr-2-28)-32,4,5,6,7,7a-7% S -1H-2f -6- 2 )-3-(&
R )-4-FARHTE

b5 17

(1S,328,4R,58,7a8)-4-(& F 2 )-5-((1R,28,48)-4-F2 &
2T A)-1-F IR TH)-Ta-F AR-1-(2-2- 20 )
- 1H-% - 1-8

et 18

(18.3a8,4R,58,7aS)-4-(& ¥ #£)-5-((1R,28,48)-4-# 3
2A(BETA-FARKRTE)1,Ta- = FHEANS-1H-2
1-By

(1S,2R4R,58)-4-( & ¥ 2L )-5-((1R,2S,49)-4- %
(BT HEV-F AR T A )-F A-1-F
-2,3,4,5,6,7-7 &.-1H-2 -2-8y

oM %5 20

(18,328,4R,58,7a8)-4-(& T #£)-5-((1R,28,48)-4-# &
D (B FH)-1-F RO HE)-Ta- F A1 2- )N
A-1H-%-1-8

e 5 21

((3a8,4R,58,7a8)-5-((5R.68)-6-( & F & )-5- ¥ A&
-4,5,6,7-v9 £,-1H-%] % -5-K)-Ta-F 25-1- B F AR
S1H-B-4- ) ¥ B

b5 22

((3aS,4R,58,7a8)-5-((5R,69)-6-( # T & )-5- F &
-4,5,6,7-v3 B K [c]f B k-5 45 )-Ta- P -1 B F R
ANR-TH-P0-4-20) 7 B2

oo 23

((5R,68)-5-((4R,58)-4-( # F 4 )-1,1- = F KX

H[d]F Bk -6-4k) F B

47
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[0436]

e & A%

\

Wt %5 24

((3aS,4R,55,7a8)-5-((58,6R)-5-(£ F £ )-2.6-=— F &
—435ﬁ6:’7_\23 ii{ﬁ_ [d‘]"g"ﬂ—iﬁ—}%)ﬁa— ‘%’ g-— -3 ‘F%/\

F-1H-F-4-2)F B

ek 25

(18,384R)-3-(# F £ )-4-(328,68,7R, Ta8)-T-( % ¥
JEE )-3a- ‘?7 ;E_i =3- 7:%. -3a,4,5,6,7,7a- = & -1H- Ef; -6
B)-4-FARTE

L& %5 26

(18,3a8,4R,58,7a8)-5-((1R,28,45)-4- #& 3K -2-( & F
B 1-FARKCK)A(ATF E)- 7a_tP;E£ -3 N5
-1H-%7-1-8

ot 27

E)-1-W AR R4 (BT E)-1,7a-— F EAS-1H-

(18,3a8,4R,58,7aS)-5-((1R,25,48)-4- # 3£ 2 (£ ¥

2h-1-B

Wwaetg5 28

(1R,3a8,4R,58,7a8)-1- & #& A& -5-((1R,25,48)-4- 7 &
2-(2 TR 1-P AR TE)A4-(B T E)Ta-FEAR
-1H-#p -1-8

M5 29

(18,3S,4R)-3-(# ¥ A )-4-((2R,38.34R,3bS,5'R,68S,7R, |
7a8,8a8)-7-(# F 4£)-3,3b,5-Z F A+ W RIE[ %
[2,1-b]ek %h-2,2" -7 ]-6-25 )-4- F L3R TR

et %5 30

(1S,38,4R)-4-((3aS,6S,7R,7a8)-3-( °k v -2- 2k )-7-( #
¥k )-3a-F 5E-32,4,5,6,7,7a-5% - 1H-2 -6-4)-3-(&
Fh)-4-F RN B

e g5 31

(18,328,4R,58,7a8)-1-( vk " -2- 2 )-5-((1R,28,48)-4-
FIR-2-(F T R)-1-F R TIH)-4-( T A)-Ta- T A
ANE-1H-20 -1 B
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[0437]

[0438]

PEISE o
[0439]
[0440]

’f’b é\% % %_

b 4 AR

1ot % 32

N-((18,38,4R)-3-(# ¥ 4 )-4-((32S,4R,58,7aS)-4-( &

¥ IK)-Ta-F 2-1- 2 P RN A-1H-P-5-75)-4-F L3R
AT B

WA % 33

(18,38,4R)-3-(# F 3 )-4-((4aS,5R,6S,8a8)-5-( % ¥
A)-8a- ¥ H -1,4.4a,5,6,7,8,8a- /B EF IF[1,2-¢] vk ok
-6-38)-4-F R IR T Bf

e %% 34

(18,3a8,4R,58,7a8)-5-((1R,28,48)-4- & # -2-( £ ¥
E)»1-FERARTE)4(B T A)-Ta-F A -1-(Ew-2-
FVNE-1H-5-1-8

WA M5 35

(18,38,4R)-3-( # ¥ A )-4-((3a8S,68,7R,7aS)-7( % ¥
3)-3a-F R -3-(0E-2-38)-3a,4,5,6,7,7a-55 A.-1H-3
-6- % )-4-F Jh IR T BE

e 5 36

(18,3a8,4R,58,7a8)-5-((1R,28,48)-4- & 7 2-( % ¥F
B)-1-F KRR TR )-A-(#F L )-Ta- F AR -1-(hme -2-
FEVNA-1H-2p -1-8

WA %5 37

(1S,2R,4R,55)-5-((1R,2S,4S)-4- % H 2-(# F K )-1-
FRIRTAE)4-(FF HR)-1-F A -1-5K-2,3,4,5,6,7-
S5 A-1H-20-2-8

A %5 38

(1S,3a8,4R,58,7a8)-5-((1R,28,48)-4- #% } 2-( % ¥
B)-1-F R THE)4-(F FH)-Ta-F A -1-(F k-2
YN E-1H-2p -1-B

T ARBR BUVE A= Bl B B AR U6 T R BB 8 2, T BISEEB AT 1A
W AR NEAL S AT T fill 6 AR WAL S AL S 5 1, DL R A R AL S R AR

SE Rt 1

N- (((4R,5S) -5 ((IR,2S,4S) -4-$F—2- (BRI JE) -1 -F LR O 38) -1, 1- Ak
2,3,4,5,6,T-7NA-1H-gfi-4-3%) B 3L) MAEERE (b &85 2) 15 1K
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Q

[0441]

[0442] 7] (1S,3S,4R) -4~ ((4R,59) -4- (A F &) -1, 1- —H H-2,3,4,5,6, 7-7NEH - 1H-Efi-
5-JE) -3- (BH ) -4-FENCE LE%WP51,53mg,0.16mmo1) \PyBOP (104mg,
0.200mmo1) FIMAEL (25mg, 0. 20mmo1) ZEDMF (1. 6mL) 3 AWM ADIEA (0.07mlL,0 . 4mmo1) ,
FZIERAE T T HFEL6h IRATZIR B, FF B 5 R WV EAEELOAC (40mL) 1 o A AN
NaHCOs7K AV (5x 10mL) FER7K (2x 10mL) {EEEIE, 2R fa T8 MgS0s) FFHe4d s R P i
Rk €08 925 (100 : 10 : 2% CHaCl2/Me OH/NH4OH) £HAL A= A2 TE i A FIN- (4R, 5S) —=5- (IR,
2S,4S) 4-Fk-2- R -1 -F RO ) -1, 1-=H 3-2,3,4,5,6, T- N & - 1H-i-4-
) B B (A4 52, 37mg ,53%) o 'H NMR (CD30D) : 68.94 (s, 1H) ,8.68(d,J=
4.5Hz ,1H) ,8.20 (d,J=8.1Hz,1H) ,7.55(dd,]=7.4,5.3Hz,1H) ,3.77 (m,1H) ,3.56 (dd, J=
13,3.6Hz,1H) ,3.43 (m,1H) ,3.09-3.24 (m,2H) ,2.52 (m, 1H) ,2.38 (m, 1H) ,1.13-2.20 (m,
15H) ,1.02(s,3H) ,0.94 (s,3H) ,0.77 (s, 3H) ;'°C NMR (CD30D) :6167.8,152.6,148.9,144.8,
136.8,135.0,132.3,125.2,71.4,63.3,46.7,44.2,43.6,41.6,40.3,38.6,38.2,35.7,
34.0,33.0,32.2,27.2,25.7,20.9,20.6,19.9.ES-MS m/z 427 ((M+11) .

[0443]  SCia {512

[0444]  (1S,3S,4R) -4- ((4R,5S) -1, 1- = H H-4- ((1-FF FEIR g -4- AL 2 0%) F %) -2,3 4,
5,6, T-7NEA-1H-Ei-5-3%) -3- GRH L) -4-F IR OB b 5454 K5 1K

[0446]  ¥% (1S,3S,4R) -3- (& 3L) ~4-F H£-4- ((3aS,4R,5S, 7aS) ~Ta-FF F—-1 - FF -4~
(CQL- R MR g —4-J) Z008) L) \E - 1H-8i-5-3%) OB LRk (&M 3,
153mg,0.284mmo1) £E 1N HCI (aq) (6.9mL) H VAR AE60°C N tdfid 7% I E A HE0°C,
FH1ON NaOH (aq) %5 % pH12, 3 FIEtOAC (3x 20mL) ZEEL A4 JE 104 HLZE T-H: MgS04) Ik
Y5 LA E IR (1S, 3S,4R) —4- ((4R,5S) -1, 1- - FF Jk—4- ( (1-FF LR g -4 - k) P
) -2,3,4,5,6,7-7NEA-1H-Bfi-5-4%) -3- (R L) - 4-F LR O BE b 5% 54, 80mg,
67%) o'H NMR (CD30D) :83.82 (dd,J=11,2.3Hz,1H) ,3.43 (m,1H) ,3.21 (m, 1H) ,2.88 (m,2H) ,
2.73(dd,J=12,2.9Hz,1H) ,2.52 (m,2H) ,2.38 (m, 1H) ,2.27 (s,3H) ,1.20-2.20 (m,22H) ,
0.99 (s, 3H) ,0.92(s,3H) ,0.90 (s, 3H) ;:°C NMR (CDsOD) :86144.3,135.5,71.4,63.4,55.4,
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55.3(20) ,50.9,46.7,46.1,43.7,42.4,40.2,38.8,37.7,35.7,34.2,33.1,32.7,32.2
(20),27.3,25.7,20.9,20.8,20.0.ES-MS m/z 419 ([M+1]7) .

[0447]  sCiaf]3

[0448]  (E) -2-%(JE-1- (((4R,5S) -5- ((IR,2S,4S) —4-F Fe-2- (B H L) - 1-F LA O ) -
1, 1- = H-2,3,4,5,6, 7-7NE-1H-Bfi-4-25) AL -3-F BN b 597 55) A B

/[CN

MeS™ "NHMe

[0449] AgOTf

TEA, DMF

NHMe

[0450] ¥4 (1S,3S,4R) -4~ ((4R,5S) -4- (A F &) -1, 1- —“H H-2,3,4,5,6, 7-7NEH - 1H-Efi-
5-4k) -3- R L) ~4-F EH OB (&Y% 1,71mg,0.22mmo1) , S—H FE-N-FJHE-N -H
- SRR R ER 28 (S-methyl-N-cyano—N -methyl-carbamimidothioate) (34mg,
0.26mmo1) \TEA (150uL, 1. 1mmol) BA JZAgOTL (95mg, 0. 37mmo 1) 7EDME (2mL) H [ VA ¥k £F 25 5
FHEEE L, SR 5 FIEt0AC (40mL) AL 7K (25mL) #ike . FEFFE2h 2 5, 15 )2 7958 I FIEt0Ac
(30mL) A& LA, 8 5 FER 7K (3x20ml) {E W & I A NUZ , T4 (Na2S04) FEik 4 . 5 R 1)
FHRE e € 385 (4% MeOH/CHaC 2, 3R J5 10 % MeOH,/CHaCl 2, 4R 515 % MeOH/ CHaC12) 4l A A3 it
A A AR B) -2-55E-1- ((UR,59) -5- ((IR, 2S,4S) ~4-F3k-2- (R AL -1-F ¥
) -1, 1-—FH-2,3,4,5,6,7-7NE - IH-2fi-4-4%) F 25) -3-F &M (L &M% 55,57mg
64%) .'H NMR (CD30D) :83.78 (m, 1H) ,3.42 (m,1H) ,3.36 (m,1H) ,3.18 (m, 1H) ,3.01 (m, 1H) ,
2.79(s,3H) ,2.42 (m,1H) ,2.29 (m, 1H) ,2.25-1.90 (5H) ,1.80 (m, 1H) ,1.65 (4H) ,1.4-1.1
(5H) ,1.00 (s, 3H) ,0.90 (s,3H) ,0.80 (s, 3H) .ES-MS m/z 403 ([M+1]7) »

[0451]  scafs)4

[0452]  1-(((4R,5S) -5~ ((IR,2S,4S) -4-f2H:-2- Ga L) -1 -F R CH) -1, 1- ~F F-
2,3,4,5,6, T-7NEA-1H-Efi-4-3&) H3E) -3- (kg -3-38) iR Gk 5904 56) 14k

[0453]

[0454] [ (1S,3S,4R) —-4- ((4R,5S) ~4- (G HF L) -1, 1- = }-2,3,4,5,6, T-NE-1H-Efi-
5-4E) -3- R 5E) —-4-F I OB (A% 5 1,61mg, 0. 19mmo 1) FIRLIE -3 I -2 5 IR
SN M RS (41mg, 0. 23mmo 1, #i#EGallou, 1.4, J.0rg. Chem. ,2005,70 (17) , 556960-6963
T 44 (49) ZETHF (1. 5mL) 9 (9 INN 1 FF JE ML & 45 (0. 02mL, 0. 2mmo 1) , FE5 VAW A5 4 S
TIN#ES5°C, FREE 16h G ERIR 4 , B Rt iR ik (100:10: 29 CH2Cl2/MeOH/
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NHsOH) 2iiA6 BL = A 2 (1 Jh i 1 - (((4R, 5S) —5- ((IR, 2S,4S) ~4-§ZFH-2- GRH HL) -1 -F HE IR
O -1, 1-—F3-2,3,4,5,6, 7-NE - 1H-fi-4-2) L) -3- (kme-3-28) ik (b 5%
6,67mg,80%) .'H NMR (CDs0D) :88.53 (d,J=2.4Hz,1H) ,8.13(dd,J=1.4,5.0Hz, 1H) ,7.93
(m,1H) ,7.33(dd,J=4.8,8.4Hz,1H) ,3.80 (dd,J=3.1,11Hz,1H) ,3.42 (m,2H) ,3.18 (m,
1H) ,3.00(dd,J=9.6,14Hz,1H) ,2.48 (m,1H) ,1.15-2.25 (m, 16H) ,1.01 (s, 3H) ,0.93 (s,
3H) ,0.86 (s,3H) ;C NMR (CDsOD) : 6157.8,144.7,143.3,140.8,138.7,135.1,127.7,
125.2,71.4,63.3,46.7,44.1,43.6,41.7,40.3,38.7,38.5,35.6,33.9,33.0,32.2,27.2,
25.7,20.9,20.7,19.9.ES-MS m/z 442 ([M+1]1) ,

[0455]  sLiafs5

[0456]  1-Z.F£-3- (((4R,5S) -5- ((IR,2S,4S) ~4-§5FH-2- L) -1 -FHIF D) -1,1-
THRE-2,3,4,5,6,T-7NE-TH-B-4-58) D IR (LA 57 6%

[0457]

[0458]  [A] (1S,3S,4R) -4- ((4R,5S) —4- (A F &) -1, 1-=HH-2,3,4,5,6, 7-7NEH - 1H-Efi-
5-4k) -3- R AL ~4-F EM OB (b &% 5 1,50mg, 0. 16mmo1) FETHF (1.6mL) 1 V5K
HOC T R T MARERZES (0.03mL,0. 4mmol) , HIERAE 215 N #HE3hak J5 e i
WA R i B B8 (1002 10 : 2K CH2C12/MeOH/NHAOH) 44k DA77 A To (M A ) 1 - 2, 3k -3
(((4R,5S) -5- ((I1R, 2S,4S) ~4-FH-2- R L) -1 - RO -1, 1- = }-2,3,4,5,6,
T-NE-1H-Ei-4-55) B3 If (b5 W95 7,48mg,79%) o'H NMR (CDsOD) :85.93 (m, 1H) ,
3.80(dd,J=2.9,10Hz,1H) ,3.43 (m,1H) ,3.16 (m,3H) ,2.88 (m, 1H) ,2.45 (m,1H) ,1.18-2.22
(m,17H) ,1.08(t,J=7.2Hz,3H) ,0.99 (s,3H) ,0.92 (s,3H) ,0.83 (s, 3H) ;'*C NMR (CDs0D) :§
161.1,144.3,135.4,71.4,63.3,46.7,44.1,43.6,41.4,40.3,38.8,38.6,35.8,35.7,
34.0,33.0,32.2,27.3,25.7,20.9,20.7,19.8,15.9.ES-MS m/z 393 ([M+1]) .

[0459]  SEjififsl6

[0460]  1-(((4R,5S) -5~ ((IR,2S,4S) ~4-§2FH-2- FEH L) -1 -F I HL) -1, 1 - F-
2,3,4,5,6,7-7NE - 1H-gfi-4-245) B2 -3-F BEmARR (L& W04 58) B Ak

[0461]

[0462]  [7] (1S,3S,4R) —4- ((4R,5S) —4- (A F &) -1, 1- ~FHH#-2,3,4,5,6,7-78A -1 H-Efi-
5—3k) -3- (FR L) 4-H RO (b 545 1,49mg, 0. 15mmo1) ZETHF (1.5mL) H {75 )
RGN N SR U B (24mg,0.33mmol) , HUE VA VR AE I8 N PEEShoR G ik 4s R AW
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T A R A (1002 102 2f#) CHaC 12/ MeOH/NHAOH) 204k BL 7= 42 o ik i 1- (((4R,5S) -5
((IR,2S,4S) -4-fpdk-2- R -1 -F AR -1, 1-=HF H-2,3,4,5,6, 7- N E-1H-
Bli-4-3%) ) -3-FEERRACHR (b 590415 8,51mg,85%) o 'H NMR (CD30D) :63.80 (m, 1H) ,
3.69 (m,1H) ,3.44 (m,1H) ,3.16 (m,1H) ,2.89 (s, 3H) ,2.46 (m,2H) ,1.18-2.21 (m,17H) ,1.00
(s,3H) ,0.92(s,3H) ,0.81 (s, 3H) ;*3C NMR (CDs0D) :6183.8,144.6,135.2,71.4,63.4,46.7,
43.6,41.3,40.3,38.6,38.0,35.7,33.9,32.9,32.2,30.7,27.3,25.7,20.9,20.8,
19.8.ES-MS m/z 395 ([M+1]17) «

[0463]  sELita 517

[0464]  (1S,3S,4R) —4- ((4aS,5R,6S,8aS) -5 (& H 3L) —-8a—F H£-2,4,4a,5,6,7,8,8a—/\
e[, 2-clmtm—6-3%) -3- GEHR L) 4-F OB R (k5% 515 &k

H,0, THF
—_—

[0465]

OH L NNHH,0,
EtOH

=

15 OH
[0466]  A.[H] (1S,3S,4R) -4~ ((3aS, 4R, 5S, 7aS) —4- (B H ) ~Ta-F H-1- T & )\ A - 1H-
Bfi-5-4%) —3- R &) ~4-F OB 4R (&9 '59,1.45g,3.80mmo1) 7E10 % Ha0/
THF (19mL) F (KIE W MATEA (1. 17mL, 8. 39mmo1) F1 —BRR — AU T EE (912mg, 4. 18mmol) , If
WG AT Z R N BEFE20h . IMAEtOAc (25mL) , FER ¥ A B AINaHCOs /K Y& ¥R (5x  15mL) FilEh
7K (10mL) JE HEAR Ja T8 MgS04) FFikda AR AERUT 2 (((3aS,4R,5S,7a8) -5- ((IR, 2S,4S) -
A-$2H-2- R -1 - AR O L) —Ta-FF L1 -0 B\ S - T H-Bfi-4-28) L) LR IR
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s (A9 510,1.78g)

[0467]  B.KGHUT FE (((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) ~4-F 52— GRF FL) —1 - FL 2R
O 2) —Ta- B - 1- P 28 )\ S - TH- -4 %) L) 8 F R TE (b &% 510,1.78g) 1E
20 %MeOH/CHzC12 (20mL) H [ B 7R A 1 22 -78°C, [l 02 (g) WL IR &4, SR 503 (g) 7E-78
CM IR S WEFS22h 0N J3 7 IMeOH (19mL) HICH2C12 (5ml) , H.Os (g) M I VB S RF4E )
4h40min, i f502 (g) VLI TR G047 4E 10min K VR A4 H — FF LA Bk (1. 4mL, 19mmo 1) AbZE
FAEZ B NP 3h IR S5 IR %A K57 W FHE t0AC (50mL) FREJF FH Eh7K (4x 20mL) I 588 5 15
MgS04) FEIR G o R AW i Fik Ji2 2,35 955 (100 : 8CHaC12/MeOH) 214k LA 7= A T Yk g L T %
(((3aS,4R,5S,7aS) -5- ((1R, 2S,4S) ~4-F&H-2- FFF L) - 1-F R IHE) ~Ta-F H-1-4
RINE-TH-Efi-4-2%) ) RN (bW 9n511,1.4568,90% , &2 0 58) o

[0468]  C. )AL T #E (((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) ~4-F 52— GRF IL) —1 - FL 2R
O 38) —Ta- B HE-1-HMR VA -1H-8i-4-2%) F ) A REF R WEWwm511,1.43g,
3.38mmo1) 7EDMF (6. 8mL) H [ VAR ANNIBK 1 (644mg ,9 . 46mmo 1) FNTBSCI (1.27g,8.43mmol) ,
B E A =0 AR T HFE15h IR 5 FHEt0Ac (100mL) # B FF A INHC1 (aq)
(2x30mL) ALK (5x 30mL) J5 ¥E IR fa 115 MgS04) FF I Ad o R A My ddad 7ok e 5 3% 2% (15
85Et0Ac/ T J5e) AL LA™ A e i R R AT AU T 2 (((3aS, 4R, 5S,7aS) -5- ((1R, 2S,4S) -4~
(GRUT 3 R R Rk g L) 20 —2- ((GRUT R R R AL 4) L) - 1-F RO ) -
Ta-H -1 A VA - 1H-gi-4-2%) 2L ZAEFRES (A M9%'512,1.568,71%) .

[04691  D.WEKLUT 3 (((3aS,4R,5S,7aS) -5- ((IR, 2S,4S) —4— (GRUT Ft — H 5 FA e e 3)
0 -2- (CGRUT 2 R F RS IE) 40 L) -1 -F R T AL -Ta-H 2-1-EU\E-1H-
efi-4-2) F L) 2L H IRER (b 5% 5 12,0.85g, 1. 3mmo1) £ETHF (2. 6mL) H1 [{IE R AE0C
VRS INEIE A FET60 % 55U, 209mg , 5. 23mmo 1) AETHF (2. 6mL) 1 )& -
ZE0°C N HtkEsmin &, NN EE 2006 (0.63mL, 7. 8mmo 1) JE7E %I T HiHk2. 5ho in A e A
NHaC1 7KK (25mL) i f5 M AEt0Ac (20mL) , 3 FHEt0Ac (15mL) A5 HUKAH & FF KA HLZE H
H20 (10mL) 5 eS8 J5 15 MgS04) FHuke4a A=A T 2 (((3aS,4R,5S,7aS,7) -5- ((IR, 2S,
48) =4 (GRUT 2 = R R LS %0 —2- (CGRUT B R R R A b ) 460 R J) —1-FF 2R
L) —2- GRAE L FF L) ~Ta— -1 - A \VE - 1H-2i-4-28) B2 2L R R (L &9
13,0.89) , ARG —balitbmigh H T T~ — P,

[0470]  E. [T 3 (((3aS,4R,5S,7aS,7) -5- ( (IR, 2S,4S) —4— (GRUT J — 3 FF gk e )
0 —2- ((GRUT ZE SRR REE L) 0 L) -1 - LR O ) -2- R I R 3) ~Ta- R 2~
158 A VA - TH-Bfi-4-58) F08) U R R R (A4 %% 5 13,203mg, 0. 298mmo 1) 7EE tOH
(6mL) FIEBUINN KAt (0.022mL,0 . 45mmo 1) , 351 VAR A EE [ LhdR 5 W4 5 R 42
)53 B TEt0Ac (40mL) FER7K (10mL) Z 8], FHAALZ FE 7K (10mL) JEHE4R 5 T4 (MgS04)
FEHR 4 o 5% A W 3 BERE B 238 (12 1I9Et0AC /CH2Cl2) 44k LA 72 A2 T2 €8 30 VR (1 40 T
(((4as,5R,6S,8a8) -6 ((1R, 2S,4S) —4- (GRUT H: =R F kL L) %0 -2- (T R H
FEFRELE L) ) B ) -1 -F R O ) -8a-HE-1,4,4a,5,6,7,8,8a— J\A B I [1,2-c]Nk
Me—5-Jk) F L) SRR (b 5190514, 124mg, 61 % , Z22 0 H8) o

[0471]  F.RUT 3% (((4aS,5R,6S,8aS) —6- (IR, 2S,4S) —4- (GRUT Fk — HF 5 FR R e 3
A0 —2- ((GRUT B3R R ) ) B30 -1 - RS2 HE) -8a-H 3E-1,4,4a,5,6,7,8,
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8a— \EEJf [1,2-c]nkme-5-25) HL) 2L R (L &4)%% 5 14,60mg,0.089mmo1) 7£1: 1
[FJH20/1, 4= W& %E (2mL) [ B IF MO @ 6E (2mL) H IANHCT , FF 45 8 AL 2= T H
2. 3hAR JE 4 - FIMeOH (5x  20mL) BEAT Hi9h 22 55 ) 42 [ HaO o FHR AR W) E i /EMeOH (2mL) H
HARFE B A TR/ B 20 5mL o I AE 20 (30mL) , P4 K AUTIE , 3745 B Iid i o I e
ZEt20 (30mL) , FFHF FIHWMIH (2x) o FRAR WAL H 23 -5 DL b vk o A [ A4 (1) (1S, 38,
4R) -4- ((4aS,5R, 6S,8aS) —5- (A H ) -8a—FF }£-2,4,4a,5,6,7,8,8a— )\ &fidF [1,2-c] it
Ik —6-J2) —3— (BRI ) —4-FF LI OB 2h R 2k (L A% 5 15,31mg,84%) . 'H NMR (DMSO-
d6) :67.80 (br s,2H) ,7.39(s,1H) ,3.54(d,J=11Hz,1H) ,3.26 (m,2H) ,2.93 (m,2H) ,2.77
(m,1H) ,1.09-2.50 (m,15H) ,0.98 (s, 3H) ,0.90 (s,3H) .ES-MS m/z 348 ([M+1]") .

[0472]  sCafs8

[0473]  (4aS,5R,6S,8aS) -5— (A &) —6- ((IR,2S,4S) ~4-FH-2- GRHF L) - 1-F KR
HE) -8a— AL VA MEMk-2 (1H) —BH (b 5¥%% 5 18) 1 Ak

NaQAg, EtOAc,

[0474]

[0475]  ABEHUT 2 (((3aS,4R,5S,7aS) -5- (IR, 2S,4S) -4 ((HUT = R kb L)
0 -2- (CGRUT ZE R F RS 40 AL -1 -F RO L) -Ta-H -1 -2\ A - 1H-
Efi-4-J%) B A AP RE b &9 '512,643mg,0.986mmol)  Eh IR % (274mg,
3.94mmo1) FINaOAc (324mg, 3.95mmo ) FITR & ¥ /EELOH (14mL) 1 7E G/ T IR A [B] i 2h 28
J& Wi o ¥ 5% AW 23 FE T CHaCl 2 (20mL) Fi FINaHCO3 7K ¥ ¥ (15mL) 2 [8] , 3 FICH2C12 (2x
10mL) ZEHUKZ A FEAHLZE T8 MgS0s) FHIRAFLA =4 HUT 2 (((3aS,4R,5S,7aS,E) -5-
((IR,25,4S) -4- (GRUT He = R H ke 58) 40 -2- (CGRUT 2 = R R ik be 8) 40 H L) -
1-FREIR T I —1- (5 3E) —7a— 1 3% )\ & - 1 H-Bfi-4-55) 1 3%) SIL Rl (b &9 5 16,
647mg) , ARG — DA T T — P h.

[0476]  B.jalRUT 2 (((3aS,4R,5S,7aS,E) —5- ((1R, 25,4S) —4- (U] 2 R P REST )
) —2- ((EUT 2 R R ) L) -1 - C ) -1- (5 ~Ta-F 3\ E-1H-
Bfi-4-4L) B L) G H ERES (b S5 %4516 ,644mg, 0. 965mmo 1) ZEMLIE (8. 0mL) H (VA T
2min A3 HEANATSCL (202mg, 1.06mmol) o 7E =0 I HiFE24h 2 J5, I 5 4METsCL (202mg,
1.06mmol) Ff HEHHE6h . [ TR &4 M AH20 (10mL) 4R f5 4+ 30min 1 VE 54 FHE tOAc (80mL)
MR SR I 2R K (16mL) 5355 , -5 MgS00) FH k4 - FIPhMe (3x  30mL) AT 3L 22 B Fl R 1Y)
ML IE o B A e et Ak e E 1892 (B tOAC) Al A DA™ A IR B [l A4 (1 0T 2 (((4aS,5R, 65, 8a8) -
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6— ((1R,2S,4S) —4- (T AR RS £ -2- ((BUT 2 R EF ) &) B
H) -1-F R ) -8a-H HE-2- A Ak -5-38) F ) ZUE P IRE b AW 517,
186mg, 28% , Z24 1) .

[0477]  C.JAl#LUT 3 (((4aS,5R,6S,8aS) —6- ( (IR, 2S,4S) —4— ( GRUT F — H 5 R e e 3)
) —2- ((GRUT B L kL L) 50 B L) - 1-F IR 2 3E) -8a—F JE-2- A0 S -
52 L) H AR EREE (5% 5 17,186mg,0.279mmo1) £E1: 1HH20/1, 4- &4 (3mL)
H ) BRI AE 8K (3mL) HHAMHCT VB A AE S 3 T HiHE2. 25h 88 J5 A CHaCl 2 (30mL) 7
Bt VRS FHINNaOH (ag) (10mL) AL FINaHCOs 7K W (20mL) 75 Bk « IR 45 & FH 7K 2, 3
PhMe (30mL) AT FLh 55 Rl AR T H20 0 45 5% R W AEMeOH (30mL) Hr $H SR8 Jo i P8 FF e 46 - 1 5%
RNAE20 % MeOH/ CH2C 12 (30mL) HR 4t $1 48 ik S IR 46 - B R a1 T e 23923 (100:10: 2
[¥JCH2C12/MeOH/NH4OH) ZE 4k DA i Jo [ 44 ) (4aS,5R,6S,8aS) -5 (A &) —6- ((IR, 28,
4S) —4-$2 F-2- (R R HL) -1 -F LB O L) —8a—F 3L J\E M mk-2 (1H) -FR (b &4 518,
38mg,40%) o 'H NMR (CDs0D) :63.71 (m,1H) ,3.44 (m,1H) ,3.05-3.19 (m,2H) ,2.87 (m,1H) ,
2.42 (m,2H) ,2.16 (m,1H) ,1.26-2.00 (m,15H) ,1.17 (s,3H) ,1.12(s,3H) ;°C NMR (CDs0D) :§
174.5,71.0,62.8,55.2,45.0,44.8,43.8,40.8,40.6,40.3,38.0,35.3,32.0,31.5,31.1,
23.9,21.8,21.3,21.1.ES-MS m/2339 ([M+1]") »

[0478]  sCiaf19

[0479]  (1S,3S,4R) -4~ ((5aS,6R,7S,9aS) —6- (& F 3£) -9a-H H-5a,6,7,8,9,9a- N E -
SH-EfiJf [1,2-bIMkie-7-2) -3- R F L) —4-F R EE (LA W%0 5 31) 15 1k
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Mn{OAc)y 2H20,
{BuOOH, CH,CL,

[0480]

31
[0481]  A.¥% (3S,8R,9S,10R,13S,149) -10,13- - FF #:-17-%41%-2,3,4,7,8,9,10,11,12,
13,14,15,16,17-F W& -1H-3 LI la] FE-3-FLF LR & (b &% 519,2.88g,
7.73mmol) \ELESFLIE (2.15g,30.9mmol) FINaOAc (2.54g,31.0mmol) YAVRAEELOH (52mL) H 7E
ST I [T 2h R R HL v A A = I ORFIR A 4 FHH20 (200mL) #8 , f di o g Ui 4R
T[] 44 I FTH20 (200mL) 5 35 o K e 4R 14 [ 448 43 FiC T~ CHaC 12 (40mL) 4 FINaHCO3 7K ¥ i
(30mL) 2 [&] , H 4% 7K AH FICHaCL2 (2% 15mL) ZEHL 55 FE (A HLZE T8 MgS0s) F 4 LA =4
(3S,8R,9S,10R,13S,148) -17- (53L) -10, 13- —F3#£-2,3,4,7,8,9,10,11,12,13,14,15,
16, 17— P& - 1H-2F 33 [a] FE-3- B IR & (b &% '520,2.98g) , HoR&H— P 4lifk
Mg T T

[0482]  B.JA (3S,8R,9S,10R,13S,14S) -17- (I5HL) -10, 13- ~FHF¥#-2,3,4,7,8,9,10,11,
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12,13,14,15,16 1 7- WA -1H-2F %3 [al FE-3-FHL R & (b A% 520,2.98¢,
7.69mmo1) FERENE (45mL) FFRITEBUINAAc20 (30mL, 320mmo 1) , HRHR A WAL &S R It s
[ 22h SR J e 4 o IIAE 120 (150mL) , FEK5 1R 5 4 FHIMK2C03 (aq) (45mL) 5 86 - V& & 4 iE it ik
I YE, IR A HLZE FIH20 (50mL) A1 EE7K (20mL) JE B8 5 15 MgS04) FF3# 4 » FPhMe (3x
50mL) AT 3 25 B J) A B e FTAC20 o 7R AR W) I e e t2 %% (30:70-40:60Et0Ac/ L 45E)
alifh DL BRI IR A [E AR T (3S,8R,9S, 10R, 13S,14S) —17-Z, i & E-10, 13- —FH #£-2,3,4,7,
8,9,10,11,12,13,14,15~F Z&H-1H-}1 % IF [a] FE-3-EF IR & (LA 521,1.41g,
44% , 2N HHB) o

[0483]  C.7#E0°C N EGS T HDMEMA =& & G.7mL,61mmol) FHE0°C FHi$k15min,
BN (3S,8R,9S,10R,13S,14S) -17-Z, B & #-10, 13-~ H-2,3,4,7,8,9,10,11,12,13,
14, 16—+ =& - 1H-3 I [a] FE-3-FHR IR & b 69521 ,1.41g,3.41mmo1) 7ECHCI 3
(85mL) H K IE M IFAEOC R IRk 2R Ja I A 65°C , Fr 423, 5h IR S Wve A & = ISR 5 131
AVK=H0 . [AITR SN TON NaOH (ag) H 235 2lpHS8, H/K#HFCHCs (2x 20mL) ZEHX . 145F
MAHLZE K 3x 150mL) B BRI 5 T8 MeS04) FF A o 7k R Wi i 1k i (i85 02 (5 -
95Et0Ac/ L 4E) 44k LA 7= A T th i AR ¥ (4S,6aR, 6bS,8aS,13aS, 13bR) ~10-5—6a,8a— . H
}:-3,4,5,6,6a,6b,7,8,8a,13,13a,13b—1 A -1H-25[2" , 1" :4,5] i [1, 2-b]nkmg4-Jt
BRER h G &% '522,1.00g,66%) o

[0484]  D.[a] (4S,6aR,6bS,8aS,13aS,13bR) —10-5-6a,8a- ~F}:-3,4,5,6,6a,6b,7,8,
8a,13,13a,13b—F & -1H-%[2" ,1" :4,5]efidf[1,2-b]MbmE4-Fo iR & (AW 95
22,1.00g,2.26mmol) fECH2C12 (16mL) H AR AN 3 A 4 F i (1. 1g) , B J5 I “BuOOH
(2.06mL7EZSFEHS . BMIA, 11. 3mmol) o/ AL N HHE25minE , A G FRER (111) —
KEY) 61mg,0.23mmo 1) 3 7F =0 T FEA0h NN TERE £ (0.8g) , it JEIR S . HIL AN
Na2S0s7K &R (30mL) 5 We e R, 3F FICH2C12 (3x 10mL) ZEBUKAH o B4 IF A HLZE T8
(MgS04) FFik 4 . ik 43038 1 ek R (387 (15:85Et0Ac/ T 4) 4k DL ALt AR 1Y (48,
6aR,6bS,8aS,13aS,13bR) —~10-5—6a,8a- — FF H:-1-%4t-3,4,5,6,6a,6b,7,8,8a,13,13a,
13b—+ & -1H-25[2° , 1 :4,5] 8l dF [1,2-b] ML ig4- 3 R IR £ (k&9 '523,0.54g,
52%) o

[0485]  E.¥% (4S,6aR,6bS,8aS,13aS, 13bR) ~10-5-6a,8a- — F H-1-%4{8-3,4,5,6,6a,
6b,7,8,8a,13,13a,13b—F =& -1H-Z5[2" ,1” :4,5] i3 [1,2-b] AtnE4-JE 5 B £k (L&
Y95 23,0.54g, 1. 2mmo1) FETHF (3.9mL) *F FIERAER S R ¥4 Z1580°C, FEAE2h I B
(3. 6mLAETHFH IMIE WL, 3. 6mmo 1) o FHE AL = il T HiFE26h 88 5 ¥4 20 220°C , FFIZ35 i A H20
(4mL) B 532 I ANaBOs . 4H20 (547mg , 3. 56mmo 1) o IR S WIAE 19h N $i bk FHE & =5 R 5
FH20 (6mL) FIEtOAc (15mL) #%E . FIEtOAc (2x 15mL) AXEUKAH, I35 -4 I 00 A L2 T 18
MgS0s) FH 4 R A YE L RE R (1: 1IEL0Ac/ B 40 i3 PA 7= 4 (IR, 2R, 2aS,4S,6aR, 6bS,
8a$S,13aS,13bR) ~10-5-1,2-di ¥ H-6a,8a- ~H }:-2,2a,3,4,5,6,6a,6b,7,8,8a,13,
13a,13b-F VY& -1H-Z5[2" , 1" :4,5] i JF [1, 2-bImb g 4- 287 LR & (k&% 524,
431mg) , AR & H — Lot H T~ — P &P.

[0486] F.[a] (IR,2R,2aS,4S,6aR,6bS,8aS,13aS, 13bR) -10-4(-1,2- —# }—-6a,8a- _~H
#-2,2a,3,4,5,6,6a,6b,7,8,8a,13,13a,13b—FPUE-1H-25[2 ,1" :4,5] &fiif[1,2-b]nk
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g A-JL0 IRBR £h (L &% 24,43 1mg) AETHF (9. I1mL) H [ ¥E M I ANalO4 (387mg ,
1.81mmo1) 7EH20 (1. 8mL) H ¥ B VFI, IR A7 Z IR T ik 3h R4 IR AW, Ik R
Y43 e T CHaC L2 (25mL) FTH20 (10mL) 2 [8] . FHCHaCl2 (2x  10mL) ZEEXUKAH, I & IERI B HLE
FER7K (15mL) J5 ¥E 98 J5 T8 Mg S04 FFik4a LA™ 4 (1S, 3S,4R) -4- ((5aS,6R, 7S,9aS) -2-
A -6-F B -9a-F }-5a,6,7,8,9,9a- 7S E-5H-EfiFF [ 1, 2-b] ke -7-3%) -3~ F B 3-4-H
B O AR R &Y 'T25,424mg) , KA Z AR EH — P Atk HT T —
IR

[0487]  G.¥% (1S,3S,4R) -4- ((5aS,6R,7S,9a8) —2-54—6- FF Bt i —9a-F H-5a,6,7,8,9,
9a-7NZ-5H-Efi JF [1, 2-b] b mg -7-55) —3-FF Wi B -4 - B3R O R IR 2 (b &M% 5 25,
424mg) 7£3: 1THF/MeOH (9mL) HH {9 VAL <42 A1 220°C i ANaBH (69mg , 1. 8mmo1) o4
TR A WAE0C R It HE30min SR 5 AL S i T dE3h IR S8 2 E0°C , FHZE R I A80% 2.8
(aq) (ImL) HIEAWLE0C T HiFEomindA G /EZE N HFE 15min JRAGTR B, B RAR
A BEFEtOAc (40mL) FIINNaOH (aq) (10mL) 2 8] KA HL)Z F#h7K (10mL) 7B ¥ 48 Ja T8
(MgS04) FFik 4  HR A Wit ik B e 1892 (1: 1HYEL0AC/CHaCl2) A4k LARRAIETE A 3tk (1S,
3S,4R) -4~ ((5aS,6R,7S,9aS) -2~ -6- GEH L) -9a-H }-5a,6,7,8,9,9a- 7N A -5H-Efi Jf
[1,2-b]nkmE-7-3%) —3- R FL) —4-H FER L IR EL (b 5% 5 26, 262mg , 46 % , 283
ML) .

[0488] H.Jq] (1S,3S,4R) -4- ((5aS,6R,7S,9aS) -2-&-6- (}& F }&£) -9a-F }#£-5a,6,7,8,9,
9a-7NE-SH-Efi I [1,2-b] ke -7-3%) -3- G H ) -4-F AR R & (&S
26,262mg,0.548mmo 1) 7EMENE (5.5mL) ¥ ¥ A I BT S (0.074ml, 0. 60mmol) 28
JE AR Z IR AL IFE3h I S5 AR BT I S (0.030mL , 0. 24mmo 1) Ff 45+ 53 4MKI 1. 5h.
YIRS FIEt0AC (60mL) 6 B v FINaHCOs K YA (15mL) FEh 7K (10mL) J& ¥R 5 T
(MgS04) FF ¥4 - FHT fie (3x 20mL) HEAT H 9k 25 B o) A% BRI ML WE o e AR i 1 ek S € 1575 (10
90Et0Ac/CHaClo) Zlifk A P= A Tt iR K (1S, 2R, 5S) —2- ((5aS,6R, 7S, 9aS) —2-5—-6- L H
) -9a-FH-5a,6,7,8,9,9a-7NA -5H-Efi 5 [1, 2-b] Mt ng -7-4%) —2-F J-5- G Bt L)
WO AL FAEH IR £ (A% 527, 106mg, 34%)

[0489]  T.JA] ((1S,2R,5S) -2- ((5aS,6R,7S,9aS) —2-5-6- (]2 F L) -9a-F }#-5a,6,7,8,
9,9a-7NE-5H-Ei I [1, 2-b ]k g-7-58) —2-F B -5 Gy Bt A L) PR L) FF 37 G #h
a9 527,128mg,0. 228mmo 1) £EMeOH (8. 0mL) H (I VATR IIA10%Pd/C (35mg) 4R J5 7E
30psifHz (g) AR N IR 2h N5 TR A Wi b fik v £ 3 P8 4R 5 e 4 LA 7= A= (1S, 2R, 5S) -2
((5aS,6R,7S,9aS) —6- GZFHL) 9a-F }-5a,6,7,8,9,9a—7NA-5H-E 5 [1,2-b] ukng-7-
BE) —2-H HE-5- G Bt A 52 TR T ) R IR & (LA Y9 528, 121mg) , R & —
aifbimg T T —B 8.

[0490]  J.#E0°C K4 ((1S,2R,5S) —2- ((5aS,6R,7S,9aS) -6- (32 H L) -9a-F }-5a,6,7,
8,9,9a~7NA-5H-EfiJf: [1, 2-b] MENE-7-4E) -2-FF 35— O Sl Sl ) F1 O P 9 I &6
a9 528, 120mg) AITEA (0.063mL,0.45mmo1) ZECH2C12 (4. 5mL) H VAR N AMsC1
(0.026mL,0.34mmo1) , H I IE WAL G T T AEFE WBEHE Lh IR A8V, TR A BT
EtOAc (40mL) FHEFT 7K ¥ NaHCOs (10mL) 2 [8] 45 A H1L )2 A FINaHCOs 7K ¥ ¥ (3x  10mL) Al
#HK @2x 10mL) JFHAR G T8 MgS04) FHk4a LA~ 4 ((1S, 2R, 5S) -2-F1 F-2- ((5aS,6R, 7S,
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9aS) —9a-H 3:-6- (((FFHEELIL) %0 F &) -5a,6,7,8,9,9a— NS -5H-EHJF [1,2-b] nkig-7-
55 —5- CHr B L) MO AL A R & LA W9% 529, 143mg) , HoR&#— P alifuim
BT T8,

[0491] K. ¥4 B EALEN (44mg,0.68mmol) MNAF] ((1S,2R,5S) -2-F H:-2- ((5aS,6R, 7S,
9aS) —9a-H 3:-6- (((FFHEELIL) %0 &) -5a,6,7,8,9,9a— NS -5H-EliJF [1,2-b] nkug-7-
) -5 CHr KB A L) O &) B 20 R & (L5975 29, 143mg) £EDMF (1. 1mL) H &
W, IR S MEGR S T NI E60°C, £:4215h . AEtOAC (40mL) FTH-0 (10mL) F BRS04
HHLEFHERK Gx 10mL) 35 eS8 5 T8 MgS04) 3F k45 A7~ 4 (1S, 2R, 58) —2— ((5aS, 6R,
7S,9aS) —6- (B A ) -9a-F }-5a,6,7,8,9,9a-NEA-bH-EfiFF [1,2-b] ML BE-7-J%) —2—-F
He-5- (GHr e 8 L) PO ) B IR Eh (b A% 530, 108mg) , Ho AR £k — 0 ik i 4%
HT T8,

[0492] L.} ((1S,2R,5S) -2- ((5aS,6R,7S,9aS) -6- (BB P ) -9a-F H-5a,6,7,8,9,
9a-7NE-H5H-Efi JF [1, 2-b] ke -7-45) —2-F H-5- CHr IR BL AL MO 28) AR IR & (fk
A% 530, 108mg) AETHF (1. 0mL) W KA ARG R 20°CHFZE R IMALIATH (0. 39mL
FETHF 1 2MIBW, 0. 78mmo 1) o 7E = IE M L2105, IR A W) FHTHE (2mL) FRBEIE et 5340 1)
1.5hJBAMIA E 2 0°CIINAH20 (0.030mL) , i J5 I 15 % NaOH (ag) (0.030mL) F1H20
(0.090mL) o FFIR EWAE = M HE30min, 28 )5 T MgS04) i yE Ik 4 o TR R Wi ik ik i
ik (100:10: 21 CH2C12/MeOH/NH4OH) 24k DA B AL TE €4 [ 4A 1 (1S, 3S,4R) -4- ((5aS, 6R,
7S,9a8) —6- (R F &) —9a-F }-5a,6,7,8,9,9a-/NE-5H-Efi 3 [ 1, 2-b] it mg-7-3L) -3- (%
B —4-F IR O (L&Y% 531, 32mg, 39 % 44 18) 'H NMR (CDsOD) : 88.33 (d, J=
4.2Hz,1H) ,7.61(d,J=7.5Hz,1H) ,7.17(dd,]=7.4,5.0Hz,1H) ,3.73(dd,J=11,2.9Hz,
1H) ,3.38 (m, 1H) ,3.06-3.20 (m,2H) ,2.67-2.87 (m,4H) ,2.09 (m,2H) ,1.80 (m,2H) ,1.17-
1.63(m,10H) ,0.94 (s,3H) ,0.70-0.94 (m, 2H) ;'*C NMR (CDsOD) :8171.6,148.8,137.5,
134.3,123.1,71.3,62.7,50.3,48.2,47.7,43.4,43.0,41.9,38.6,38.2,37.9,35.2,32.8,
31.7,31.1,20.0,18.1.ES-MS m/z 359 ([M+1]) .

[0493]  SKaf]10

[0494]  (1S,3S,4R) -4- ((3aS,6S, 7R, 7aS) -7- (A F &) -3a-F H-3-7KH-3a,4,5,6,7,
Ta—7NE-1H-Bi-6-3) -3- GRH JE) -4-F IR OB SRR 8 Uk &M% 5 44) BIE L
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[0495]

THF, MaOH

v o 1) TBAF, THF
: 2) Bog, O, TEA,
THF | I/ THF, H;O

[0496]  A.[A] (2S,4aR,4bS,6aS,9aS,9bR,9¢cR, 12aR, 12bS) -2- ¥ F—4a,6a,11, 1 1-J4 1 K
TV -1TH-BR 3 FF (1, 2] FEFF[9,10-d] [1, 3] A 22 3 4% -7 (8H) - (b &% 532,
2.11g,5.82mmo1) 7EDMF (5. 8mL) H (¥ & ¥ N A K1 (476mg, 6.99mmo 1) FITBDPSCL (1. 64mL,
6.41mmol) , I KHIR S WAE = I AE G T Btk 3d IR A4 FHE t0AC (100mL) 7% I i INHC1
(aq) (2x 20mL) FEE7K (5x 20mL) JE eI Ja )5 MgS0a) FHU 4 o ke 4% Wy id ik ek B £ 9 ¥
(10:90Et0Ac/ T k) 2lifh AR AL LA (25, 4aR, 4bS, 6aS,9aS,9bR,9¢cR, 12aR, 12bS) -
2- (GRUT 3 2R gk bedt) ) —4a,6a, 11, 11-PY 3+ PU - 1H-37 I [1, 2] FEFF[9, 10—
d] [1, 3] SRR M- (8H) —Ii (b &% 5 33,2.70g,77%) o
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[0497]1  B.ZE0°C R ER/ T N IR (0.99M/THF, 7. 0mL, 6. 9mmo1) 7£5min P iZ g N 3
(2S,4aR,4bS,6aS,9aS,9bR,9¢cR, 12aR, 12bS) —2— (BT e = X B RELe L) %) -4a,6a, 11,
=P R P -1H-2R 9 [1, 2] 3637 [9,10-d] [1, 3] ~SAZH I M-7 (8H) Bl ((LA- )%
'533,1.38g,2.30mmol) FETHF (23mL) " KIVETR, JF 1R & WIFE = I M P HE L6h KR S5
HE0°CIH A HIHINaHCOs /K A (25mL) o 7K JZ HEt0Ac (2x 20mL) Z2HL, HRB& 3 HIAHLZE
T (MgS0s) FFI4E AR A i ik i i (15:85Et0Ac/ T 4%) 44K LA 4 (25, 4aR, 4bS,
6aS,7S,9aS,9bR,9¢cR, 12aR, 12bS) -2 ( GBLT e — K i L) %) —4a,6a, 11, 11-PU FF -
T-REEANE- -0 F [, 21 369F (9, 10-d] [1, 3] 4 R Jd-7-8E Wb &Y% 534,
1.40g) »

[0498]  C.7E0C T (2S,4aR,4bS,6aS,7S,9aS,9bR,9cR, 12aR, 12bS) —2- ((HU T i ZK
ke dt) ) —4a,6a, 11, 11-PY B 3 -7-K I+ NE- I3 038 (1, 2] 369 [9,10-d] [1,3] —
ARG b B Y4534, 1.40g) FITEA (2.87mL,20.6mmol) £ECH2C12 (4 1mL) 1 ) 1A
VROZ N AMsC1 (0. 80mL, 10mmol) , H AW AE0C T AEGE ST Bidl40min IR 45 VA, HA%
AW L B €2 (3:9TEL0AC/ T e) AL LSRR BE T (BRI AR T HE =28 (((2S, 4aR,
4bS,6aS,9aS,9bR,9cR, 12aR, 12bS) ~4a,6a,11,11-JY F F-7-K8F-2,3,4,4a,4b,5,6,6a,
9,9a,9b,9¢,12a,12b-FPUSE-1H-FF %3 [1, 2] FEFE[9,10-d] [1, 3] AR 2= FR R M- 2-38)
) T (a9 5 35,0.28¢g) « FH25: T5Et0Ac/ T fmidh — 5 e i = A ot il A 11 (3S, 58,
6R,7R,8R,9S,10R, 13S,148) -3 ((BU] F: IR B kkedd) %0 -10, 13- "R HE-17-385-2, 3,
4,5,6,7,8,9,10,11,12,13,14, 15—+ PUSE-1H-¥ /%3 [a] FE-6,7- % (b &5 W% 5 36,
677mg) .

[0499]  D.%# (3S,5S,6R,7R,8R,9S,10R,13S,14S) -3— (T F = H ik ke k) %0 -10, 13-
TR RE-17-%H-2,3,4,5,6,7,8,9,10,11,12,13,14, 15— YA - 1H- 3% 3 [a] FE-6,7-—
B (A4 5 35,0.28g) 7£80 % LR (aq) (5mL) H [ B MU A 40 C 7 42 2h AR 5 W 4
FIPhMe (4x 20mL) 34T F1b 2255 F6) 22 I AcOHFNH20 LA 72 A To 3 R (1) (3S,5S,6R, 7R, 8R, 98,
10R, 13S,14S) =3- (GRUT = R RELedE) %0 -10, 13- —ZH 3E-17-283£-2,3,4,5,6,7,8,9,
10,11,12,13,14,15- A -1H-35% 3 [al FE-6, 7- 1% (L&Y% 5 36, 289mg) »

[0500]  E.4 Bk PEHE (3S,5S,6R, 7R,8R,9S, 10R, 13S,14S) -3 (GBUT 3 — I8 Ak kn 55)
) -10,13- I R-17-783-2,3,4,5,6,7,8,9,10,11,12,13,14, 15— PUSA-1H-3F K IF
[a]3E-6,7- % (b B W40 = 36,67 Tmg F1289mg) & I I VA& @75 THF (16mL) . I ANaT04
(665mg, 3. 11mmol) 7EH20 (1.6mL) H ()=, I 4R S W/E =i T HHE L. 5h o IRGTHR G,
FAGHR AW 43 B T CHaCl2 (20mL) FH20 (10mL) 2 [8] o K 7K AH FICH2C 2 (2x10mL) ZEHL, 3545 A
A HLZ I ER K (LomL) JEHE4R G T4 MgS0s) FFIk 4R AL (3aS,6S, 7R, 7as) -6- (1R, 2S,
48) —4= (GRUT B IR Rk e 8) 280 —2—- FR Mt k-1 - F L3R O 0) —3a—FR BE-3-2K 0k -3a,4,5,
6,7, 7Ta-7NE - H-Ei-7T-F i (b 5% '537,914mg) , R & #t—Paifbmigg T T — 28R
H,

[0501]  F.#% (3aS,6S,7R,7aS) —6- ((1R,2S,4S) -4~ (BT R RELE L) 40 -2-F Bt
F-1-FRIR O ) -3a- I E-3-2K)E-3a,4,5,6,7, Ta- N A IH-Ei-7T-B B (L& W4 537,
914mg) 7E1: 1[¥J THF /MeOH (15mL) H [ ¥ VAL G T #1220 °C H In ANaBHa (11 2mg ,
2.96mmol) R AWEZE R FHEFE2h, B H 20 CIFIMABO% 4.1 (aq) (1.5mL) HFIR G
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7E0°C R HEHE3mingR fG 75 =0 T HHE 15min. IR4EIR 590, FH 15 5% 29 43 B TEt0Ac (40mL) Al
INNaOH (aq) (10mL) Z [8] o KA H1JZ H INNaOH (aq) 75 ¥t B2 W R FFBIE S8 5 FHEE7K (10mL)
T e T J5 (Mg S0) FFURA o 7R A ML Rk e €6 3425 (15 85E10Ac/ CHaCl2) AL LA A TE 11 [
AIK (1S, 2R, 58) -5 (GUT 2 — 2R kT L) ) -2- ((3aS, 685, 7R, 7a8) -7 (£ F k) -3a-
H-3-%2t-3a,4,5,6,7, Ta- 7N A - LH-pfi-6-25) -2-F A L 2L) B EF (L5145 38,
743mg,52% , 5 IR)

[0502]  G.{EO°CH AEGR T H ((AS,2R,5S) -5- (BT H: o I fikbe k&) %) -2- ((3as,
6S,7R,7aS) —7- (B 1 %) —3a- 1 F-3-%85k-3a,4,5,6,7, Ta-7S A~ 1H-#fi-6-55) —2-F1 FE 3T
O30 BB (A% 5 38,634mg, 1. 02mmo 1) FIDMAP (12mg,0.098mmo1) ZEMLEE (6. 8mL) H11H)
VAR AE55min A IZ T A Ac20 (0.096mL, 1. 0mmo 1) 4K J5 7E0°C N it dh: Lh A5 1R 44 FIEtOAC
(80mL) eI FH £h7K (3x20mL) JHBESR J5 T8 MgS0s) ¥4 . FiPhMe (3x20mL) #E4T 3 2%
532 TR AR PO VL o B A W o ikt e € 15725 (20: 80E t0AC/ L 4%) Ak LABRAHLTE i ik (1S,
2R,58) =5- (BT 2 R ARSI %) -2- ((3aS,6S, 7R, 7aS) -7- (R F AL) —3a-F H-3-2%
H:-3a,4,5,6,7,Ta-7NE - 1H-Bfi-6-3%) —2-F HLIR O L) R 4Rk (LA %% 539 ,450mg
66%) .

[0503]  H.7E0C R\l ((1S,2R,5S) -5- (GRUT IR EELE L) %) —2- ((3aS,6S,7R, 7as) -
T- (B2 F 5E) -3a-F JE-3-28 5-3a,4,5,6,7, Ta-7N A - 1 H-Efi-6-Jk) —2-FF B IR L) HA 5L 2
5k (59 539,450mg, 0. 677mmo 1) FITEA (0. 28mL, 2. 0mmo1) 7ECH2Cl2 (6. 8mL) H (KA ¥
IIAMsCL (0.079mL, 1. 0mmo1) , H-H VA AL N 7L = IR FE45min o IRAFIE WL, T RR )
7B TEtOAc (40mL) AN RINaHCOs 7K ¥& WL (15mL) 8] o B A5 AL /= F L AINaHCOs 7K 5 ¥
(3x15mL) ALK (10mL) JEBESR JG T4 MgS0s) FFe i VA=A (1S, 2R, 59) —5- (T 2 K
R fEdE) 0 -2-F H-2- ((3aS, 68, TR, 7aS) —3a—H 27— (((FRAMLEL) S0 F ) -3- IR 5 -
3a,4,5,6,7,7Ta-7NEA - 1H-Bi-6-4%) IO ) F L2 R L b &Y% 5 40,508mg) , HoR & H
—spalitbmig T N — 2R

[0504] T .#% &% AL4H (132mg, 2. 03mmo 1) IAE] ((1S,2R,5S) -5- (T 2 K R ST L)
) -2-F #-2- ((3aS,6S,7R, 7aS) —3a-H 3&-7- (((F G 3L) %) L) -3-F4-3a,4,5,6,
7,Ta~7NE - IH-Efi-6-3%) IR L) R 2R #h (b &% 540, 508mg) 7EDMF (4. 5mL) H1 (1%
W, B IR A AR T I E60°C, Fr4218h K IR AW FIEt0Ac (100mL) 5B 3 FTH20
(20mL) F1#kK (5x15mL) JEFEAR fG T4 MgS0s) FFik4i LA 4 ((1S,2R,55) -2~ ((3aS,6S, 7R,
7aS) -T- (BB ) -3a-F H-3-FH-3a,4,5,6,7, Ta- 7N A - 1H-Bi-6-3&) -5- (RT3 =
IR REREHL) ) —2- R O D) F R AR (LA YR'T41,46Tmg) , R & #— P 4lifbif
BT 2%,

[0505]  J.#% ((1S,2R,5S) -2- ((3aS,6S,7R,7aS) —-7- (B B H 3) -3a—F JE-3-FK H-3a,4,
5,6,7,Ta—7NA - 1H-Efi-6-2) —5- ((RUT 2 2R RS dE) %0 —2-F MO 58 RO
A& 541 ,467Tmg) FETHF (12mL) H FVETRAE G T 21 20°C, JFZ R MALIATH
(1. 7TmLAETHF 1 2MP9, 3. 4mmo 1) o KR A W 7E Lh N FHE & =R AR G 78 =38 N HPE3d. FITHR
(5mL) FHBEVR A WD FHEHE 73 7B 10min R TR S 40¥% 20 220 °C I A H20 (0. 076mL) B J5 I
15%Na0H (aq) (0.076mL) FH20 (0. 23mL) KR A PI7E IR T HHE30min 28 f5 115 MgS0s) i
JEIFIRAR R A Wi I T B € B v (6 94MeOH/CHaC o) 44K BA$RE (1S, 2R,5S) -2- ((3aS,
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6S,7R,7aS) -7- (B F 3t) -3a-FF F-3-KH-3a,4,5,6,7,Ta-NE - 1H-Ei-6-3E) -5- (G
BT IORR L) ) 2- RO ) FEE (b &Y% 542, 195mg)

[0506] K. 7E2 A4 N TBAF (0. 47mLAETHF HR IMVA W, 0. 47mmo 1) A F ((1S, 2R,
5S) -2-((3a$,6S,7R,7aS) —7- (E W L) -3a-F H-3-KH-3a,4,5,6,7, Ta- /N E -1 H-&i—-6-
5) —5- ((BUT B OR Rk L) 50 —2- B O ) B (b & W%%'542,195mg) 7/ETHF
(6. 3mL) H VA VRR JE B 18h o IR 4 VAR, H R R WiE i iE B A7 (100: 10: 2fEt0Ac/
MeOH/NH4OH) Zlifk. . ¥ 5% 434 (79mg) - R EE — 8T B (58mg,0.27mmo1) FTEA (0.043mL,
0.31mmo1) 7E10%H20/THF (4. 1mL) "H 7E =~ i FE 1 8h 4R J5 iRk 4 o ¥R R W5 iR AEEt0AC
(40mL) H, 19 7 P M AINaHCOs 7K 7 (10mL) MTER 7K (4x10mL) 35328 5 18 MgS0s) F
it o R AW Rk B A B8 (5 95MeOH/ CHaClo) 4l 4k DL 7= A2 6 4 [ A4 (1) U T 3 (((3aS, 68,
7R, 7aS) —6- ((1R,2S,4S) ~4-§Z -2~ G2 HF 3) -1 - R D IE) -3a-H 3-3-7KFt-3a,4,5,
6,7, Ta~7NE - 1H-Bi-7-2%) 5L @ IREE (A% '543,81mg,25% , &5 IR,

[0507]  L.p#T % (((3aS,6S,7R,7aS) —6- ((1R,2S,4S) ~4-F 52— GRF IL) — 1 - FL 2R
O 28) —3a-F H-3-O80-3a,4,5,6, 7, Ta—7NE - 1H-ei-7-55) B A AR A (LA
43,80mg,0.17mmo1) 7E1: 1f{H20/1,4- —M84% (3mL) VAR INAE 4% (3mL) HH4NHC] ,
TGV AR 208 T Bekk4 . 5haR J5 W47 - FIMeOH (5x20mL) 33E 4T 33k 22 B I 43 (R H20, I ik 4
WDV fEAEMeOH (0. 4mL) o IIAEt20 (30mL) , 7= AR T P10 , FH¥G LB MAIH - InN B4ME 2,
fik (30mL) , HKs BIGMATTH (3x) o TR AR B 25 Hh 5 LSRR B E [l 44 1) (1S, 3S,4R) -4~
((3aS,6S,7R, 7aS) —7- (A ) -3a-F H-3-%H-3a,4,5,6,7, Ta- /N A - 1H-Ei-6-3L) -3-
R IE) —4-F IR OB R R E: (L &M% 544, 30mg,43%) o 'H NMR (CDsOD) :87.21-7.37
(m,5H) ,5.93 (s, 1H) ,3.71 (m,1H) ,3.47 (m,2H) ,3.16 (m,2H) ,2.38 (m, 1H) ,1.25-2.17 (m,
15H) ,1.09 (s,6H) ;3C NMR (CDsOD) :6156.0,137.6,129.1 (20) ,127.9,127.6 (2C) ,126.7,
70.8,62.7,54.4,48.0,45.5,44.5,44.1,38.2,36.5,35.8,34.8,33.1,32.6,32.0,23.9,
22.5,17.3.ES-MS m/z 384 ([M+11") .

[0508]  sLjafsl11

[0509]  (1S,3aS,4R,5S,7aS) ~4- (& F ) -5- ((IR, 2S,4S) ~4-FFHe-2- GRHF 3L) -1 -H 3
O 3E) ~Ta—F B 12K 3L )\ A - 1H-El-1 - ZBR h (b B9 554) 1 & 1k
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1) PhLi, THF

2y NaBH,, _
MeOH, THF AcOH, H;0.
—_—— e

Na:BH_4_,
THF, MeOH:
—_— T e

MsC, TEA,
CH,Cl;
PSSR e S

[0510]

LAH, THF
R

[0511]  A.7F0°C R S B4 (5.50mLAETHEH10 . 99MVAW , 5. 45mmo 1) 3Z i A 2|
(2S,4aR,4bS,6aS,9aS,9bR,9cR, 12aR, 12bS) —2- ((GFU T F K H ik 4 3E) %) -4a,6a,11,
L1-PY B P - tH-3R R I (1, 2] FEFE 19, 10-d] [1, 3] A 23R 07 -7 (8H) —HH ({b & W4
533,1.09g,1.81mmol) 7ETHF (18mL) HH VAR, FF 1R A WI7E = I N HE20h R 59075
HEO0CIFMA LK (20mL) B J& I AEt0Ac (20mL) « 7K 2 FIEt0Ac (15mL) ZEEL, FE& 3 A
HUZ T MgS04) FF 345 - 5% A P i ik e €2 38325 (15: 85Et0Ac/ T ke) #4iAL DL = AR
Wk (1. 11g) o A TAREZEAL, ¥ YUk (1. 11g) ¥ MEAEMeOH (10mL) AITHF (2mL) 5, FE IO
NaBH1 (62mg , 1. 6mmol) o R A WIE GRS N AESEEBERE L. 5haR S5 I TR (GmL) FHiRk 478 &
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) P R VDG FEAEE OAC (B0mL) H 3 A ER 7K (15mL) JE B4R 5 T4 MgS04) ik 4H FR R
TR B Y (15:85Et0Ac/ T k) 44 LA™ A o ik 1 (25, 4aR,4bS,6aS,7S,9a8s,
9bR,9¢cR, 12aR, 12bS) -2- (GRUT 2 2R ik fe dk) %) —4a,6a,11, 11-PU FIE-7-Ox B 75
SN 91 01,21 3638 [9,10-d] [1, 3] 5 MG -7-8E (WA H%%'545,851mg,69% ,
2208 .

[0512]  B.J% (2S,4aR,4bS,6aS,7S,9aS,9bR, 9¢cR, 12aR, 12bS) —2- ( (5l T 3 — K Ffikdm 5L
F0) —4a,6a,11, 11-PY R HE-7-IR AN - TH-2R I [1, 2] 3EFF [9,10-d] [1, 3] 543K
W-T-1% (b5 Y95 45,851mg, 1. 25mmo 1) 7E80% 2. 1% (aq) (12.5mL) H [ EIF BN # £ 40
‘CHFEE20 IR J W4 « FHPhMe BEAT 2536 2255 ) 42 () ACOHANTH20 (2x30mL) , H A3 AR Wi i ik s £
BV (L LREL0AC/ Thbe) 246 LA A e il R IR (3S,5S,6R, 7R, 8R, 95, 10R, 135,148,
17S) =3- (BT 3 2R kS db) 40 -10, 13- -1 7-Z8 38+ N A -1H- 3% 3F [a] FE-6,
7,17-=8F (A% '546,641mg,80%) .

[0513]  C.#NalOs(373mg,1.74mmol) £FH20 (0.9mL) H )= A (3S,5S,6R, 7R, 8R,
9S,10R, 13S,14S,17S) 3= (GRUT 2R B RS 40 -10, 13- - 17-FK 75 & -1H-
HIN I [al 3E-6,7, 17T-=FF (&% 546 ,557mg,0.872mmo1) £ETHF (8. 7TmL) (VAW , IF
BIRAEMAESE MR 5h R4 IR A, IR R W) 7 Bl T CH2Cl 2 (20mL) F1H20 (10mL) 2
() o ¥ 7K AH FHCH2C 12 (10mL) 258, FF 45 & IR KA HLZ T8 MeS04) Ik 4 . 38431 (1S, 3as,
4R,5S,7aS) -5- ((IR, 2S,49) -4- (GRUT FE R e ) 40 -2-F B - 1-F IR C 5L -1-
PR H-Ta-F -1 -0 )\ - TH-Bi-4-F B Uk 595 47,593mg) K& — D alifh i 4% F
T %

[0514]  D.7EGS F# (1S,3aS,4R,5S,7aS) -5- ((IR, 2S,4S) =4 (T IR kL)
) 2-F RS- 1 - AR ) - 1R - Ta- - 1 R N - IH-E-4-F 1 (LS5
47,593mg) 7£3 : L THF /MeOH (8mL) 1 [ ¥E R ¥4 H1 20 °C I i ANaBHs (66mg, 1. Tmmo 1) o BH/E A
YITEOC T it pE40mindR JE7E iR BERE2h o N TR (5mL) HIR A8 VR &Y WG iR AR WDV il AT
EtOAc (50mL) H I FH 7K (15mL) J5 BE2R J5 T8 (MgS04) JF k4 . 3R 131 (1S, 3aS, 4R, 55,
7aS) -5- ((IR, 25,4S) -4- (GRUT E R kb k) %0 -2- e &) - 1-F AR T ) -4- &
FROL) —Ta—FR -1 2R VA - LH-Efi-1-1) (L& W% 548, 558mg) R&#— D4l i FH T
TR,

[0515] E.ZE0°C R ZE@S T (1S,3aS,4R,5S,7aS) -5- ((IR, 2S,48) —-4- (G T A =28 H
REREHRE) ) —2- R L) —1-FHLIR L 3E) —4- R FL) —Ta-H FE -1 - 2K 5L VA - 1 H-Efi-1 -9
(WA 548, 478mg) AEMLIE (5. 0mL) H I VAVRIZ R I BT BES (0.096mL,0. 78mmol) 44
JEAEZ I TR 5ho £E 2 T 3B M0 53 7R B (0.030mL, 0. 24mmo) , 44V A
WITE = R HeEEL . 5ho IR A FHE tOAC (50mL) 8 3 FH 1 FINaHCOs 7K Y ¥ (25mL) 1k 7K
(15mL) ¥ PeAR 5 T4 MgS04) FFiR4H . AT 5t (3x20mL) AT 3 b 25 B ) A2 b e . ik A i
TRt (25: THEt0Ac/ ChkE) 24k BLF=AE Ik 1) (1S, 2R, 55) -5- ((RUT & =2k H
kb k) ) —2- ((1S,3aS,4R,5S, 7aS) —1-FJk-4- GRH JL) -Ta-F Je-1-28 5 )\ A - 1H-¢fi-
5—Jk) —2-F IR T AL H AR H IR £ (b &% 549, 281mg, 52% , 23 HR) .

[0516]  F.{E0°CFIAl ((1S,2R,5S) —5- (GRUT & R At be k) %0) -2- (1S, 3aS,4R, 58,
TaS) —1-fadk-4- (BRI AL) —Ta—F JE-1-J% 3 \E - 1H-Bfi-5-2%) —2-F BL PR L A) HR AL 39 IR
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(A4 549, 281mg, 0. 388mmo 1) FITEA (0. 15mL, 1. Immo1) £ECH2C12 (5. 0mL) 5 VA N
AMsC1 (80mg,0.70mmo 1) 7E:CH2Cl2 (0. 5mL) HH IRV, I B RAE @ S N EE EAHE2. 5h. 3k
ARV, TR R R VB MEAEE tOAC (40mL) o 4 V8 M A 7K JE MNaHCOs (5x10mL) A1 #h 7K
(10mL) ¥ HEAR J5 T 15 MgS04) iR %A - FHPhMe (2x20mL) #EAT Haidh ik 22 5T . 3R43 1 ((1S, 2R,
5S) —5- (BT 3 2K RE e k) A1) —2- ((1S,3aS,4R, 58, 7aS) —1-# Jk-7a—F J-4- (( (F Fik
R 220 1 3E) —1- 283 )\ - 1H-Bli-5-3%) —2-FF LR L 3E) 3L IR & (b &% 550,
392mg) K& H —Daifbmig HT T — P&,

[0517]  G.NaNs (76mg, 1 .2mmo1) JIAZ] ((1S,2R,5S) -5- (BT F KRR fe L) %) -2-
((1S,3aS,4R,5S,7aS) 1 - Hk-Ta—F He-4- (((FREH L) 20 B2 - 1285 A -1H-Efi-5-
) -2-HAER T ) B R (519550, 392mg) 7EDMF (3. 9mL) o VAR , FF45 1R
AUER T T INA 60 CHELL18h KR G4 FHEt0Ac (60mL) # R I AIH20 (20mL) Al Eh 7K
(5x20mL) JEHEAR JG T8 MgS0s) FHIRAH LA =4 KAk 1) ((1S,2R,5S) -2- ((1S, 3aS, 4R,
5S,7aS) ~4- (B &) — 1 - HE-Ta-HF H-1-28 3 )\ E-1H-Efi-5-8) -5 (T 3 R hk
Pedk) ) —2- AR O ) AR HT IR (b & W %% 551, 315mg) , Ho AR &gk — D a4 F
T8,

[0518]  H.¥% ((1S,2R,5S) -2-((1S,3aS,4R,5S,7aS) ~4- (BE ) -1- 5 H-Ta-F HE-1-
I\ A - 1H-B-5-35) -5 (BT 3 28Rk S ) 40 —2-H LI O 00 R am i me 46 (fk
A9 551 ,315mg) 7ETHF (4ml) H FIE AL T TR 20°C, FFIMALiIAIH (0. 78mL7ETHF
H2MVAVR, 1. 6mmo 1) o IR A W0/E 25 T HiHE2h 28 5 - THF (4mL) % 88 -9 4 53 /M 168h o
TREWPS H20°CIFMAH0 (0.060mL) i 5 1A 15 % NaOH (ag) (0.060mL) F1H20 (0. 18mL) oK
TRA I Z IR T HHE30mindR 5 T MgS0a) ik JEFF IR 4a o R AR Wi ik A B i v (1:99-
10:90MeOH/ CH2C12) s 43 24k LA = A2 K EA HPIR IV (1S, 3aS, 4R, 5S, 7aS) —4- (& H &5 -5- ((IR,
25,48) ~4- (BT B R PRk ) 40 -2- R AL -1 -F RO ) -Ta-F I -1-28 5\
H-1H-Ei-1-M (b &% 552, 112mg) »

[0519] 1. 7F 28B4/ T4 TBAF (0. 35mLAETHE H IMVA VR , 0. 35mmo 1) A F] (1S, 3aS, 4R,
5S,7aS) —4- (FH ) -5- ((IR, 2S,49) —4- (BT IR FREGEIL) 40 —2- R AL -1 - 2
W) —Ta—F - 1-28 5 )V - 1H-Bi- 1 -1 b 5% 552, 112mg) 7ETHE (3.5mL) H VA TR
SR G TPE 250 o I 4 Vi R, ELBR A Wi ok ke e £ 89 (1002 10 : 29 E tOAc /MeOH/NH4OH) 543+ 48
UL = A T AR (1S, 3aS,4R,5S, 7aS) —4- (G H ) -5- ((IR, 2S,4S) -4-§2FE-2- (]2 H
) - 1-HIER O —Ta-F - 1280 )\ -1H-Bi-1-By (b &% 553, 39mg) -

[0520]  J.#% (1S,3aS,4R,5S,7aS) —4- (G F L) -5- ((IR,2S,4S) ~4-F2HE-2- R AL) -1
LR O L) —Ta— -1k 08 )\ - 1H-Ei- 1 -1 (L& W95 553, 39mg) 1A WA if /EAcOH
(6mL) H AT HAE 25 T 5 B Lh o MR A6 VA VR, B S A1 : 5MeOH/PhMe (12mL) ik 25 fR AcOH . 4%
WA MTERRAEMeOH (0. 5mL) W1 IF AN ANE 20 (30mL) VA= A PTIE o 1R A W AE 2 05 N B il
SR G IR BT 2Bk 35 W FE t20 (3x10mL) F3 25 i o) 43 1 44 R 4 1 T8 G il A4 1) (1S,
3aS,4R,5S,7aS) ~4- (@ H£) -5- ((IR, 2S,4S) —4-§2FE-2- R &) - 1-H A ) -Ta-H
B-1-RENE-1H-Ei- - 2R & (b A4 554,3Tmg,21 %, 25 B 58 'H NMR
(CD30D) :67.43 (d,J=7.2Hz,2H) ,7.31 (t,J=7.4Hz,2H) ,7.22 (m, 1H) ,3.46 (m,2H) ,3.28
(m,1H) ,2.99 (m,2H) ,2.41 (m,1H) ,2.14 (m,2H) ,1.16-1.94 (m,17H) ,1.08 (s,3H) ,0.98 (s,
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3H) ,0.42 (m, IH) .ES-MS m/z 402 ([M+1]") .

[0521] sty 12

[0522]  (1S,3aS,4R,5S,7aS) —4- (FF }) -1- (B -2-3%) -5- ((1R, 2S,4S) ~4-FaF-2-
(FRHED) -1 - RO -Ta-F 2 )\ H-1H-E-1-8 (b 5W)%% '563) BIE AL

2) NaBHy,
MeOH, THF

[0523]

\ 1) MsCI, TEA,
CH,Cly
2) NN, DMF

AcQ”

AcO NH,

62 OAc 63 OH
[0524] A ZE0°C N FEG/T TR IE T 380 (4. 4mLAE P 1. TMIEW, 7. 5mmo 1) N 21k g
(591mg,8.68mmol) FETHF (14mL) T VAV , FERHIR A VDAL 2l T B+ 30min o RHE G 1% 21
FOCIHMMAN (2S,4aR,4bS,6aS,9aS,9bR,9cR, 12aR, 12bS) —2- ( (LT 3 KRR L) 4) -
4a,6a, 11, 11-PY B FEA-PUE - 1H-2F 54 [1, 2] FEFF (9, 10-d] [1, 3] S 43R 4% -7 (8H) ~H
B S533,1.49¢,2.48mmol) ZETHF (11mL) F1 K IEWR « BHIR B WAE K1 T HHE L ThaR 5
HIAH20 (5mL) AR 7K (15mL) , B S5 I AEtOAc (25mL) 7K )2 FHEtOAC (2x20mL) AEHR , HoKG A It
A ALZ T8 MgS00) FFc4a . N TR BE2EAL , Ko 3R RVDVEAEAES : IMeOH/ THF (24mL) 1, £ 0
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ANaBHs (94mg, 2. 5mmol) KRG WA T A ZIR THFEL. Shak S IMATAER (Gml) ik 46
TREWM K5 R VA AEAEE t0AC (60mL) H 3 I #h7K (15mL) 35 ¥k - 7K /2 FHE tOAc (15mL) 25X, H.
A IFRIANLZE T MgS04) I IRAR  FR AR Wi i ik e (387 (20: 80Et0Ac/ L 456) 2k LA™
AR ERT (2S,4aR,4bS,6aS,7S,9aS,9bR,9¢R, 12aR, 12bS) —2— (BT it — R AL L)
20 -7- (Mg -2-35) —4a,6a, 11, 11-PU BN E-1H-30 09 [1, 2] 969F [9,10-d] [1,3] =
AR R-T-BE (A% '555,1.41g,85%) »

[0525] B.{EZ iR TSRS N TBAF (4. 2mLAETHFHR IMVA W, 4. 2mmo 1) A B (2S, 4aR,
4bS,6aS,7S,9aS,9bR,9¢cR, 12aR, 12bS) —2— (GRUT 3t = H AR L) ) —7- (B -2-38) -
4a,6a,11,11-PY R EARE-1H-3F I (1, 2] FE IR [9,10-d] [1, 3] =R I JA-7-BF (L
G4 555,1.41g,2.11mmo 1) 7ETHF (21mL) H VA AR fo B HE39h I 4 V5 v, H AR R 48
TR 887 (60: 40Et0Ac/ T 4t) ZEAL LA 7= A e LI K Y (2S,4aR,4bS, 6aS,7S,9aS, 9bR,
9cR, 12aR, 12bS) -7- (B —2-3) —4a ,6a, 11, 1 1-PY A 3R EA-1H-FF)RIF (1, 2] FEFH (9,
10-d] [1, 3118 SR R )d-2, 7- B (&% 556 ,878mg,97%) o

[0526] C.7E0°C R fE@R S KAl (2S,4aR,4bS,6aS,7S,9aS,9bR,9¢cR, 12aR, 12bS) -7 (b
Wf-2-J5) —4a,6a, 11, 11-PY RN E-1H-2R 9 [1, 2] 3637 [9,10-d] [1, 3] 18] =5 =K
15-2 ,7- T (A% 556 ,878mg , 2. 04mmo 1) FIDMAP (25mg, 0. 20mmo1) ZEMLEE (10mL) 5 (¥
FERAEL . T5h Y A AC20 (292mg , 2. 86mmo 1) 7EMEHE (10mL) H VARG /E0°C R it $k4 . 5he
IR AW FPhMe (10mL) 8 IR 4 « FIPhMe (3x20mL) BEAT L b 22 el A I Mk we o SR1F 1 ¥
SHEIAHCIRIG (2S,4aR,4bS,6aS,7S,9aS,9bR,9cR, 12aR, 12bS) ~7- (kI -2-3E) ~7-§ 3L~
4a,6a,11,11-PUR B NE-TH-30 R IF (1, 2] 3697 [9,10-d] [1, 3] =4 A i —2- L 1R
h B 557 RE#H—Paitbmig HT T~ — DI,

[0527]  D.}4 (2S,4aR,4bS,6aS,7S,9aS,9bR,9¢cR, 12aR, 12bS) —7- (kMg —-2-3L) —7-$5 J -
4a,6a,11,11-PUR BN E-1H-3A 0 FF (1, 2] 3697 (9, 10-d] [1, 3] =2 28 i —2- L 1R
th A% '557) 1£80% L% (ag) (20mL) H BTN A 40 CHFL2 1. 5haR G 4d - H
PhMe (3x30mL) 347 Lk 2 B3 o 42 R AcOHAIH- 0, HLAR 4% Wil ik 7 % (325 (50 :50-60
40Et0Ac/CHoClo) Alifk LA =4 Tt Ik 1K) (3S,5S,6R, 7R, 8R,9S, 10R, 13S,14S,17S) —17- (I
W-2-2%) -6, 7,17- =52 -10, 13- = F B RNE-1H- I [al FE-3- L 48 & b 5%
558,641mg,73% , &2 M)

[0528]  E.}#4NalOs(634mg,2.96mmol) MR (3S,5S,6R,7R,8R,9S,10R,13S,14S,17S) -
17- (kMg -2-5) 6,7, 17- =510, 13- “H R NE-1H-FR %I [a] FE-3-F LR E (T
AW '558,641mg, 1.48mmol) 7E10: 1 THF /H20 (16.5mL) SV, K 1R S48 =15 N i
FE2hIRAIR AW, B R AW 4T T CHaC Lo (20mL) ATH20 (10mL) 22 7] o 45 7K #H A CH2C 12
(2x10mL) ZEEL, HB& 1 HUE T8 MgS0s) R4 15 P43 1 Lt vk (657mg) VAR
3:1THF/MeOH (15mL) H FFAEG X N 1 20°C o M ANaBH (112mg, 2. 96mmol) , FF451R 5 /E
0°CFHEHE30mindh G /EZ IR T A2 5ho AT ER 6mL) H IR 45 1R 57 e R W) e T
CHz2C12 (20mL) FH20 (15mL) 2 [8] , HoKs 7K A FICH2C12 (2x 10mL) ZEEL B4 3 A HLE T
(MgS0s) FH k4t - FRAFHI IR (1S,3S,4R) -4~ ((1S,3aS,4R, 5S,7aS) —1— (Wl -2-3&) -
1-$ 3 -4- (B 3E) -Ta—FF 3 )\ A - 1H-Bi-5-J&) -3- (B 3E) -4-F IR 28k (b &
Y9 '559,638mg) R&iH— L aifbimig T Pk,
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[0529]  F.{E0°C N AT N (1S,3S,4R) -4- ((1S,3aS,4R,5S,7aS) —1- (Kl -2-J&) -1-
FrH-4- GRHIL) —Ta-F 3 \E-1H-2fi-5-3%) -3- GRH L) 4-F R R 28k (b 59
%559, 638mg) FIDMAP (18mg,0. 15mmol) ZEMLIE (7. 5mL) F1 ¥ &AL 2h I A Ac20 (180mg
1.76mmo1) 7EMEWE (7.5mL) H IR G 1E0°C T HiFE Lh W41 A4 » 3+ FHPhMe (3x20mL) i3k
AT 3Lh 5 B AR (P L BE o R p P ia i e 38925 (20:80-40: 60Et0Ac/CHaClo) 44K LA™ A2 T8
EIACIRE (1S, 2R, 5S) -5~ W% A -2- (1S, 3aS,4R, 55, 7aS) —1- (WK -2-34) —1-FR B~
4- (BFHHL) -Ta-H 3B )\E-1H-Bi-5-3%) 2-F HIF OB FRZBE th&¥ %560,
509mg,72% , £33N B IR) o

[0530]  G.7EO°C T Al ((1S,2R,5S) -5- L Bi% A-2- ((1S,3aS,4R,5S,7aS) —1- (WM -2-
B —1-F-4- BB FE) -Ta-F H )\E-1H-Bi-5-5) 2-F IO 3) BB (kaw
%'560,509mg, 1.07mmo1) FITEA (0.19mL,1.4mmo1) 7ECH2C12 (1 1mL) H (VA In AMsC1
(0.091mL, 1. 2mmo1) , VAL G N AEZ IR TP+ Lh o K ¥ FCHaCl 2 (20mL) 7 8 1
P FINaHCOs 7K VA W (15mL) JB %6 o 15 /K A FHCHaC 12 (10mL) ZEHL, g4 35 (A ALE T 5
(MgS04) F ¥ 4d . FHPhMe (3x20mL) FEAT Fdh 2255 2% 51, FF:4& BT 153 1 28 4 WPIR YY) (798mg) V4 i
FEDMF (5. 3mL) H1 . il ANaNs (208mg , 3. 20mmo 1) , F- ¥ 78 & WI7E @S T In#E60°C, FF4z16h.
WIRA L T EtOAc (80mL) H20 (10mL) FER7K (10mL) 2 i) A HLJZE A #E 7K (2x20mL) i
YOIRIA T (Mg S00) FRIRGH . SR AR VB I AR 4375 (10: 90Et0Ac/ CH2Cl2) SAL BLF= A TE £
BRI ((1S, 2R, 5S) -5-Z A8 H-2- (1S, 3aS, 4R, 55, 7as) —4- (Z & 3) -1 (WK -2-
) -1-8 I -Ta-F I N\ E-1H-Ei-5-38) -2-F IO ) FIRRE tbaWamsel,
485mg,90% , L2 IR) o

[0531]  H.¥g =Rk (292mg, 1. 11mmo 1) AR ((1S,2R,5S) -5-Z Bi4d HE-2- ((1S, 3aS,
4R,5S,7aS) ~4- (B P L) —1- (BRI -2-J%) -1 - k- Ta-F 3L )\ S - 1 H-fi-5-%) —2-FF JLER
O REARE (595 17,279mg,0.556mmo 1) ££10: 1THF/H20 (6. 2mL) 1 VAR SR 5
TEGES I INHAES0°CRFLE 1 Th IR 45 TR A4, H HIMeOH (2x20mL) 34T ik 22 b ) & (11 H20, 5%
S i e i 325 (5: 95MeOH/CHaCle, #R 5100 : 5 : 1CHaCl2/MeOH/NHsOH) £k LA 7= A= T £
BEIRI ((1S, 2R, 5S) -5 Z. B -2 (1S, 3aS,4R, 5S, 7aS) —4- (G 3L) —1- (kg -2-38) -
1-$H-Ta-H 3 \E - H-Bfi-5-3%) -2-F B O 5E) F AL 482k b A %562, 244mg,
92%) o

[0532]  T.[a) ((1S,2R,5S) -5- B HE-2- ((1S,3aS,4R,5S,7aS) —4- (G F IL) —1- (Wi -
2-3) —1-FF-Ta-H 3 )\ A -1H-Bi-5-3%) -2-FF AR O &) FI M (kAW '562,
212mg,0.446mmo1) 7/EMeOH (4. 5mL) H )& IN N LONNaOH (aq) (0.45mL,4.5mmol) FF hn#k
£40°CFFEEL6h KGR AW, IR 7 T TEt0Ac (20mL) (H20 (10mL) A1EE7K (10mL) 2
] o 7K JZ% FH 1 : 9MeOH/ CH2Cl 2 (5x10mL) ZHX , HAGA FF BIA ML= T4 MgS0s) FFIkAR 7R AR )i
AR R 395 (100210 : 2f¥CH2C12/MeOH/NHOH) 4l4k LA 7= 4= T 4 [H 44 f¥) (1S, 3aS, 4R, 5S,
7aS) —4- (E L) —1- (Wi —2-45) -5- ((IR, 2S,4S) ~4-$ 3 -2- R L) -1 - IR O &) -
Ta-F 3L )\ A - 1H-Ei-1-B L&Y% 563, 145mg,83%) o 'H NMR (CD30D) :67.42 (m, 1H) ,6.35
(m,1H) ,6.29 (m,1H) ,3.59 (m, 1H) ,3.42 (m, 1H) ,3.05 (m,2H) ,2.69 (m, 1H) ,2.29 (m, 1H) ,
1.95-2.13 (m,2H) ,1.17-1.83 (m,14H) ,1.03 (s,3H) ,0.98 (s, 3H) ,0.52 (m, 1H) .ES-MS m/z
392 ([M+119) .
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[0533]  sEjfEf13

[0534]  (1S,3S,4R) -4- ((3aS,6S,7R,7aS) —7- (Z H 4) -3- (Helg—2-L) -3a-F H-3a,4,
5,6,7,Ta~NE-1H-gfi-6-3%) -3- R ) 4-F AR EE L&Y 564) 5K

[0535]

[0536] ] (1S,3aS,4R,5S,7aS) —4- (EF L) -1- (K -2-3%) -5- ((IR, 2S,4S) ~4-F85E-2-
R -1-FR BN O ) -Ta-FF )\ E-1H-Ei-1-B (b-5Y%563,93mg,0. 24mmo1) £E
15:851PrOH/PhMe (6mL) H (1A I X B 2R T I BE 7K 54 (55mg, 0. 29mmo 1) & J5 N 22
100°CHF46h . KR A4 FH 1NNaOH (aq) (15mL) 75 %%, HR 7K AH A1 : 9MeOH/CH2Cl 2 (5x  10mL) %
B WA A NUZE T8 MgS09) Fik s , H ka4 i ik g €4 3% 7% (100:10: 2 CHaCl 2/
MeOH/NH4OH) 24t DA 7= A= it [ A1) (1S, 3S,4R) —4- ((3aS,6S, 7R, 7aS) -7- (A &) -3- (%
Mg -2-J&) -3a-F Ft-3a,4,5,6,7, Ta-7NEA - 1H-Bi-6-J&) -3- LR L) -4-F RO (b &
Y% 564,30mg,34%) .'H NMR (CDsOD) :87.40 (s, 1H) ,6.38 (m, 1H) ,6.32 (m, 1H) ,6.03 (br s,
1H) ,3.75 (m, 1H) ,3.46 (m, 1H) ,3.13 (m,2H) ,2.76 (m,1H) ,2.37 (m, 1H) ,1.22-2.23 (m, 15H) ,
1.11(s,3H) ,0.99 (s,3H) .ES-MS m/z 374 ((M+1]") .

[0837]  sKitafs 14

[0538]  (1S,3S,4R) -4- ((2R,3S,3aR,3bS,5°R,6S,7R,7aS,8aS) -7- (A F %) -3,3b,5 - =
R DY SR (B JF [2, 1-b] BRI -2, 2 —Iibmg ] -6-4%) -3- R %) —4-F M O 2 4 R 2h
B 576) 15 Rk
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[0539]
0 z 0
TBSCI, o, RuCl, tBUOOH,
DMF, CH,Cl FEH o, HO_
HO” TBSO

O TBSCL oK,
DMF, CHyCl,

HO

75

[0540]  A.%% (2°R,4S,5°R,6aR,6bS,8aS,8bR,9S,11aS,12aS) -5 ,6a,8a,9-PYFJk-1,3,
3,4,4 ,5,5 ,6,6a,6b,6 ,7,8,8a,8b,9,11a,12,12a,12b- S M [2ZE[2 |1’ :4,5] Efidf
[2,1-b]WkME-10,2" —ME ] -4-8F (549 565,2.00g,4.82mmol) \TBSCI (1.09g,
7.23mmol) FIBKME (0.98g, 14.5mmo 1) ZEDMF (20mL) FICH2C12 (20mL) 1 ) VAR £F 25 15 T 78 U<
TR 2N KM FHE t20 (200mL) ARE L FHER7K (3x15mL) J5 %6 15 MgS0s) FFIk 4 . i R 1E
THRERE (CH2Cl2) ZE P I DSR4 (A [ A4 ()R T 2 — - (((27R,4S,5 R, 6aR, 6bS, 8aS,
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8bR,9S,11aS,12aS,12bS) -5 ,6a,8a,9-V FH:-1,3,3 ,4,4 ,5,5 ,6,6a,6b,6 ,7,8,8a,
8b,9,11a,12,12a,12b- MR [25[2" ,1" : 4,513 [2,1-b] R -10, 2" —Hth g ] -4-45)
) bt (LA Y%R566,2.52¢,99%) .

[0541]  B.fE1hWN , [A1I2 T 2 i Ho 0% HR B9 4 B Uk (R AT 2 —H & (((2°R,4S,57R,
6aR,6bS,8aS,8bR,9S,11aS,12aS,12bS) -5 ,6a,8a,9-PJ A H#-1,3,3 ,4,4 ,5,5 ,6,6a,
6b,6" ,7,8,8a,8h,9,11a,12,12a,12b- ~+5HE[25[2" ,1" :4,5] B [2,1-b]HkIE-10,2 -
MR 1 -4-38) %) kb (&9 '566,1.00g, 1.89mmo1) FIRuCls * Ho07EH20 (0. 6mL) FIFRT
F (10mL) o F VAR LA 20 . 5mLAY 543 I N "BuOOH (2. 6mLAEH207170 % VAV » 18.9mmo1) . #£18h
Ja FR A PN ANa2S0s (2. 4g) 7EH20 (20mL) H VA - 7E£30 7 B 5 #H 18 &4 FIEt0Ac (100mL)
FEL, HERK (3x15mL) JE¥E , T8 MgS04) FFHR AR o R AR W) A Hak B (v (5% EtOAc/ L JGE Al
1% CHaC12) 4lifb AR (il 4412 R, 4S,5 'R, 6aR, 6bS, 8aS,8bR,9S, 1 1aS, 12aS, 12bS) —4-
(GRUT 3 R RS 4) -5 ,6a,8a,9-PUFH-3 ,4,4 ,5,5 ,6,6a,6b,6’ ,7,8,8a,
8b,9,11a,12,12a,12b— 1 J\EIWBE[Z[2 , 1" :4,5]efidf (2, 1-b]WEE-10,2" —MEA]-1 (3H) -
il (fh &% 567 ,448mg,43%) .

[0542]  C.7E0°CHER/S T A2 R,4S,5°R,6aR,6bS,8aS,8bR,9S,11aS,12aS, 12bS) —4- ( (#1
TR F R &) -5 ,6a,8a,9-PF }-3 4,4 ,5,5 ,6,6a,6b,6 ,7,8,8a,8b,9,
1la,12,12a,12b—+ /\EMR[ZE[2" ,1 :4,5] Ei3F[2,1-b]BLIE-10,2" -t -1 (3H) - (fk
EMYS671.47g,2. 7Tlmmol) £ETHF (SmL) H ({1 VAR 78 Lhisf 18] N IN B (5. AmLAE THEH 1M
TS, 5. 4mmol) o 6. 5h i ¥ S BLAE UK o % 2 FF AHH20 (0. 8mL) ¥ 2K, %8 J5 I ANaBOs * 4H20
(0.83g) IHIGFIR AW AE I T Pitt3d IR &Y FHEt0Ac (200mL) #% 8, A #h7K (2x20mL) &
BE, T MgS04) FFUAA o T R W) R B 18 32: (20 % Et0Ac/ Thbt , SR 530 % Et0Ac/ T 4t , #
1% CH2C12) 2li4k LAHR AL A (B3 3K (IR, 2R, 2aS,2 R, 4S,5 'R, 6aR,6bS,8aS,8bR,9S, 11a$,
12aS,12bR) —4- (GRUT & R L L) %) -5 ,6a,8a,9-JUR R =+ —FIR (2K (2,1 :
4,5] efidf[2,1-b] kMg -10,2 -] -1, 2- % (b 5444 '568,0.91g,60%) o

[0543]  D.J% (IR, 2R,2aS,2°R,4S,5 R, 6aR,6bS,8aS,8bR,9S, 11aS, 12aS, 12bR) -4- (LT
F ORI RS H) -5 ,6a,8a, 9-VI A+ EWR[ZE (2,1 14,5] i [2,1-b] Bk
-10,2 -MEM1-1,2- B (-89 5110,0.91g,1.62mmo1) AINalOs (0.69g,3. 2mmol) 7
THF (20mL) F1H20 (3mL) BV AE =& T i FE45minutes o B9 W FH20 (30mL) #iks , H
CH2Cl2 (2x50mL) ZEHY, FHEE7K (20mL) JE e, T MgS04) Ik 4n LA it 1 €4 & 461 (2R, 3,
3aR,3bS,5°R,6S,7R,7aS,8aS) -6— ((1R, 2S,4S) —4- ( GRUT 3: — EERRERHRL) 4) -2-F
Fe-1-FIER T HL) -3,3b,5" - = HIE - PY AR L& [2, 1-b] Wi -2, 2" LG ]-7-F % (ft
AW%569,0.91g) o

[0544]  E.¥% (2R,3S,3aR,3bS,5’R,6S,7R,7aS,8aS) -6— ((1R,2S,4S) —4- ((HU] F& — I &
B e ) 480 —2- R Wk - 1 - L BR O 38) -3,3b, 5" —= H DU S [ B 3F [2, 1-b] k-2,
2 ML ]-7-FEE A9 569,0.92g,1.62mmol) FNaBHs (123mg, 3. 2mmo1) £EMeOH (4mL)
FITHF (16mL) = ¥ MLAE VA T H20% o i R 4 o 4 5 B2 AE UK 4 4 3 AR FINa HC 0 ¥ W
(10mL) K , 75 28 T HiFE 109381 IR A7 FEtOAc (200mL) A% B, I #h7K (3x15mL) iG ¥,
T (MgS0s) 5 HR4R R A PR e (189 (40 % EtOAC/ T 5%, SR JE 50 % Et0Ac/ T 4E) £k A
PR A EE AR (AS,2R,5S) -5 (GRUT & ZL kb dt) %) -2- ((2R, 3S,3aR,3bS,5 R,
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6S,7R,7aS,8aS) -7- FEHF }L) -3,3b,5 - = H - PUS R (B 1 [2, 1-b] Bk -2,2" -k g ] -
6-3) —2-FF B O L) B (LA Y%%°570,0.62g,68%) .

[0545]  F .4 ((1S,2R,5S) -5- (BT A = HF IR AELE L) 40 —2- (2R, 3S,3aR, 3bS,5°R,
6S,7R,7aS,8aS) -7- A }) -3,3b,5 - = H R A-PUS MR (B 1 [2, 1-b] Bk -2,2" -k -
6—J5) —2- IR ) R (k-5 W%%'570,0.31¢,0.55mmo1) FITBSCI (91mg,0.60mmol) LA
JZ IR (82mg, 1. 2mmo1) 7EDMF (5mL) FICH2Cl2 (5mL) HH VAR /L IR N RS e Lh
Y FHE 20 (100mL) #5088 , FHER 7K (3x15mL) Ji5 36, T (MgS04) 31k 45 . 7% 42 Wy B ik s e it v
(15%Et0Ac/ T 5% 2tk LAH AL (2R, 3S,3aR, 3bS,5°R,6S,7R,7aS,8aS) -6— ((IR, 2S,4S) -4~
(GRUT 3 R PR L) ) -2- ((GRUT R R 4) P - 1-F RO ) -
3,3b,5 ~ =R ISR EIE (2, 1-b] kMg -2, 2" -ikmg] -7-2%) i (b &5 71,
0.26g,70%) o

[0546]  G.}% ((2R,3S,3aR,3bS,5°R,6S,7R,7aS,8aS) -6— ((1R,2S,4S) -4— (G T H - X
RS L) 0 —2- ((CORUT R R ARG L) 40 AL - 1-F RO -3,3b,5" - = H
VYR [ 3 (2, 1-b] BRI -2, 2" — b RRg ] -7 %) I (A% 5 71,0.26g,0.38mmol) Al
MsC1 (0. 16mL,2. Immol) ZERLIE (5mL) FICH2Cl2 (5mL) o (KA WAL = i N AE B/ R 1t HE3h 0
AR 7% 20, B AINaHCOs 35 W (8mL) ¥ K 15478, HIEt0Ac (100mL) 7 %, A #h7K
(3x15mL) JH¥E, T MgS04) FF 4 LA fe i 2K B il 441 (2R, 3S,3aR,3bS,5 R, 65, 7R,
7asS,8aS) -6- ((1R,2S,4S) —4- ((RUT & = H B H kAL 40 -2- ((GRUT 2 R b
H) ) B -1 -FER ) -3,3b,5 - = A PU SR [ [2, 1-b] WRIR -2, 2" -~k ] -
73 PR R (A5 72,0.28) .

[0547]  H.{E60°CAERS T K ((2R,3S,3aR,3bS,5'R,6S,7R,7aS,8aS) —6- ((IR,2S,4S) —4-
(GRUT 3 R PRk gr L) 20 —2- ((GRUT R R R AR 4) P - 1-F RO ) -
3,3b,5 = A TIEMR[EiIF (2, 1-b] k-2, 2" —ItiR]-7-3%) B 3 ARG ER G (b &Y 4
572,0.28g,0.38mmo1) FNaNs (102mg, 1. 57mmo1) ZEDMF (5mL) FITHF (1mL) 9 (K] ¥4k d b ik
W o P R B £20 (100mL) B, A Eh7K (3x15mL) J5 ¥k, T8 MgS0a) JH M 4 DL FR AL (3 4 [l 44
K] (((1S,3S,4R) -4- ((2R,3S, 3aR, 3bS,5 R, 6S,7R, 7aS,8aS) -7- (B & H 3) -3,3b,5 - =H
FA- VISR (B (2, 1-bIRIE -2, 2"~ IR ] -6-3%) —3— (CGRUT & R S ik e ) %) P
) -4-F R I ) GUT R —H IR a9 573,0.269) .

[0548] 1.4 (((1S,3S,4R) -4- ((2R,3S,3aR,3bS,5 R, 6S,7R, 7aS, 8aS) -7 (F B H H) -3,
3b,5 —~= R VISR [BHIF (2, 1-b]WRIE-2,2" -t ] -6-3%) —3- (((HUT 3 P REkE
) A0 B —4-F IR T I S0 (BT ) H IR (A% '573,0.26g,0. 37mmo 1) Al
Pd (8% 110 % ¥ 140 &) 7EEt0AC (40mL) W VA TRAE SR T EEA (RER) T HcHE3d o5
FERE I R £ (BtOAcandMeOH) 1o 8 FE ¥R 45 . ik A W F ik B A7 (5% MeOH/CHaCl 2, SR i
8% MeOH/CH2C12551 % TEA) Alifk LAf2 R A iR (2R, 35, 3aR,3bS,5 R, 6S, 7R, 7aS,8aS) —6-
((IR,2S,4S) —4- (GRUT e = R H ke 58) 40 -2- (CGRUT 2 = F R ik be 8) 40 H L) -
I-F AT EE) -3,3b,5 - =F B PYS IR (B [2, 1-b] Wi -2, 2" —nbieg ] -7-25%) H fiz (fk
S5 T4,185mg,74%) .

[05491  J.#% ((2R,3S,3aR,3bS,5°R,6S,7R,7aS,8aS) —6- ((1R,2S,4S) —4- ((§ ] % — H 3k
FREGEAS) 480 —2- (CGRUT 2 R B kS ) 0 L) -1 - L) -3,3b,5" - = H At
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T VYN (e FF [2, 1-b] WRIE -2, 2" —MEig ] -7-55) B & U 5409 574, 185mg, 0. 273mmo1) 7
AcOH (16mL) A1H20 (4mL) o (VA VR 7E 25 35 N9 HE13d, S8 J ik 4 o B W FHRE s (138 925 (10 %
MeOH/EtOAc, #X Ji5 10 % MeOH/Et0Ac 555 % NH4OH , 4R Ji5 20 % Me OH/EtOAc 555 % NH4OH) 4ii £¢, LA 42
A A EER (1S,3S,4R) —4- ((2R, 3S, 3aR, 3bS,5 R, 6S,7R, 7aS, 8aS) -7- (A F i) -3, 3b,
5 -= A IYSEE [ IF (2, 1-b] Wi -2, 2" —ER] -6-3E) —3— R R L) —4-F BB OV (fh
EMYRST5,75mg,61%) o

[0550]  K.¥4 (1S,3S,4R) -4- ((2R,3S,3aR, 3bS,5°R,6S,7R,7aS,8aS) -7- (& L) -3, 3b,
5 -= A IYS [ IF (2, 1-b] Wi -2, 2" -k ] -6-3E) —3— R R 4L) —4-F BB OO (fh
WY 575,75mg,0.17mmo1) /EMeOH (1mL) FIACOH (ImL) 1 VA RAE I8 T IFE 15981, 48
JEWRAE TR RNV T MeOH (0. 5mL) FMeCN (5mL) H IR FEIR4A o 15 5% R W0 HH H20 (5mL) H 7R
F-LLIRAEE A 0 AR (1S, 3S, 4R) -4- ((2R, 3S, 3aR, 3bS,5°R,6S, 7R, 7aS,8aS) -7- (A F
) -3,3b,5 ~ZH R PUEMR (B (2, 1-b]WIR -2, 2" ~iLiEg ] -6-3E) -3 GRFFJ) —4-FF it
HOBE 2B a9 576,81mg,96%) 'H NMR (CDsOD) :64.43 (m,1H) ,3.68 (m,1H) ,3.45
(2H) ,3.3(2H) ,3.13 (m, 1H) ,3.00 (m,1H) ,2.10 (2H) ,1.92(s,3H) ,1.85-1.15 (21H) ,1.08 (s,
3H) ,0.98(d,3H) ,0.85 (s, 3H) ,0.80 (d,3H) .

[0851]  sLjifs15

[0552]  (1S,3aS,4R,5S,7aS) —4- (@ H &) -5- ((IR, 2S,4S) ~4-FH-2- GE L) -1 -F 3
WO L) —Ta—FFBE-1- (MEWy—2-55) )\ S -1H-ei-1-By b 5904 5 85) B Ak
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1) ~S il
I / Li \ g
THF N - ™~ TBAF, THF,
. P 2) NBBH4, . _ . i
TBDPSO' =Y MeQH, THF  TBDPSO™ ™~ -7 o

S 1 ) N8|O4,
‘Q THF, H,Q
X 2)NaBH,,
THF, MeOH
S

[0553]

3
Q 1) MsCl, TEA,
CHoCly

2) NaNs, DMF

AcO

[0554]  A.ZE0°C N FEG/T TR IE T H80 (4. 4mLAE P 1. TMIE W, 7. 5mmo 1) N e w7y
(740mg,8.79mmo1) FETHF (15mL) H IVAVR , FERHIR A VDAL 2 il T B 30min o RHE A 7% 21
FOCIHAMA (2S,4aR,4bS,6aS,9aS,9bR,9cR, 12aR, 12bS) —2- ( (LT 3 KR RELE L) 2) -
4a,6a, 11, 11-PY B FEA-PUE -1 H-2F 54 (1, 2] FEFF (9, 10-d] [1, 3] S 43R 4% -7 (8H) ~E
A% 'S533,1.51g,2.51mmol) ZETHF (10mL) 9 R VAW o H5 1R & W 1E =I5 R Pk 20088 i
JANH20 (5mL) F1£E7K (15mL) , B J& I AEtOAc (25mL) - 7K 2 FHEt0AC (2x20mL) 25 HL, H 54 JF
A HLUZ T8 MgS00) FHIR4R ol TR AL, F 7 RIS MEAE2 : 1FIMeOH/ THF (30mL) 1, I
M ANaBHs (48mg, 1.3mmol) o ¥R S WIE =R FAER S F L. 5h, 2R 5 I A TR B (5GmL) FF:
WA AW N R R MDVEAEAEELOAC (60mL) H FF FHEL /K (20mL) {53 - /K2 FHEtOAC (2x10mL)
FEL, HoBA A HLUZE T MgS0s) FH M 4a o 5% A Wy i ek i £ 1895 (15 : 85Et0Ac/ T 45%)
Al L= A E AR (2S,4aR,4bS ,6aS,7S,9aS,9bR, 9¢R, 12aR, 12bS) —2- ( (BT 4 7%
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RS %) —4a,6a,11, 11-PY I BE-7- (BEWy-2-J%) 7N -1H-3F L [1, 2] FE9[9, 10—
d] [1,3] SR -T-BE b M9 '577,1.368,79%) .

[0555]  B.JJTBAF (4.0mLAE THFH IMPEW , 4 . Ommo 1) N (2S,4aR, 4bS,6aS,7S,9aS,9bR,
9cR, 12aR,12bS) -2— (BT R REST AL %0 —4a,6a, 11, 11-PY H JE-7- (BEWy—2-38) |
INE-IH-BR IR (1, 213697 9, 10-d] [1, 3] ZH R M -7-B2 (&M '577,1.36¢,
1.99mmo1) £ETHF (20mL) HH F VAR H AE G T I 2240 CHF&216h, SR fFF 78 = N i HE3d . ik
GV, BRI A 1955 (50:50-80 : 20Et0Ac/ T 4%) ZHAK DA ™ 4 3 1 2 Y TR 1)
(2S,4aR,4bS,6aS,7S,9aS,9bR, 9cR, 12aR, 12bS) —4a,6a, 11,1 1-PY B H:-7- (BEmy—2-J) |
NE-IH-BRFF (1, 2] FEFF 19, 10-d] [1, 3] [ S R -2, - B (b 59 578,
828mg,93%) o

[0556]  C.7E0°C N 7E® /< KAl (2S,4aR,4bS,6aS,7S,9aS,9bR,9¢cR, 12aR, 12bS) —4a ,6a,
L1, L1-PY FF Ee—7— (R wy—2-4%) o8& - 1H-FA 3 9F (1, 2] 3697 [9,10-d] [1, 3] TH] = U R FR L
15-2,7T- T (A% '578,828mg, 1. 85mmo 1) FIDMAP (23mg, 0. 19mmo1) ZEREIE (14mL) K]
FEWUIN A Ac20 (284mg , 2. 78mmo 1) ZEREIE (BmL) Y FVEVR , PR 5 £E0°C R Hii#:20min, B J5 /£ =
IR BEFE1Th R 46 TR 540, 7 FIPhMe (3x30mL) BEAT 3 ih 22 o A2 (1 b e o FRAF 1 25 AV vk
HRIKT (2S,4aR,4bS,6aS,7S,9aS,9bR,9¢cR, 12aR, 12bS) —7-$2H:—4a ,6a, 11, 11-PY F 37— (&
Wy—2-58) +RE-1H-B IR [1, 219691 [9,10-d] [1, 3] AU R M M- 2- 4R Eh (L&
Hi'579,920mg) R&eH— etk msi H T~ — P&,

[0557]  D.%# (2S,4aR,4bS,6aS,7S,9aS,9bR,9cR, 12aR, 12bS) -7-#4L-4a,6a,11,11-J4
He-T- (BEWy-2-45) TONE-1TH-3A300F (1, 2] FE 91 [9, 10-d] [1, 3] SR Mi-2- 2L 4R #h
B 579,920mg) 7£80% 1% (aq) (18mL) H &I UINFA A 40°C , FF 421 . 6h, R 5K
45 . FIPhMe (3x25mL) BEAT 313k 22 4 ol 43 (R ACOHAMTHR0 , H AR AR W iE ik ik R 63 (1: 1Et0Ac/
CHoClo) 24K DA A= 38 8 (Y OIR 1 (3S,5S,6R, 7R, 8R,9S, 10R, 13S,14S,17S) -6 ,7,17-=%%
H-10, 13- H HE-17- (BEWy -2-45) TN - 1H-F 3 0F [al FE-3- L 4R b 5144580,
430mg,52% , 22N I8 o

[0558]  E.#$NalOs(280mg,1.31mmol) MIAZ](3S,5S,6R,7R,8R,9S,10R,13S,14S,17S) -6,
7,17-=FH-10, 13- R H-17- (8w -2-3) [NE-1H-3IF [al FE-3-F 4R A
Y45 80,294mg , 0. 655mmo1) £E12: 1 THE /H20 (8. TmL) H (¥ VAR , 45 1R B W48 5 N 4t
2. 3hIRGFIR Y, IR AR 4 LT CHaC L2 (20mL) FTH20 (10mL) 2 7] o 4% 7K AH FHCH2C 12
(2x10mL) ZEEL, I 5-& A HUE T8 MgS0s) FH R4 15 P43 (1 vk 2 1 il (358mg) VA iR AE
3:1THF/MeOH (8mL) 1 FE7EG/ T T A1 %0°C o I ANaBH: (50mg, 1. 3mmol) , FHRHRAHI/E0C
THEHE30min, SR8 fE 7RI T HHE2h IO TR (5mL) FRIRAGIR A - 15 5% R 1) 53 B T-CHaCl
(20mL) FIH20 (10mL) 2 [&] , F45 7K A I CHaCl2 (2x10mL) A5 B . 454 1A HLZ T MgS0s) IF
AR IR K BV IRRY (1S, 3S,4R) -4- (1S, 3aS,4R, 55, 7aS) —1 -#H-4- GRF L) ~7a-H
Hi-1- (M -2-J8) \E-1H-2fi-5-3%) -3- 2 ) ~4-F IR L 48R 2 b &4 581,
319mg) K&t —Daifbmig HT T — DI,

[0559]  F.7E0°CFfE@S NI (1S,3S,4R) -4~ ((1S,3aS,4R,5S,7aS) ~1-#H-4- & F
H) —Ta-F JE-1- (BEWy-2-38) J\E - IH-Ei-5-3%) -3- (R &) 4-F R C RO ks
M 4i'581,263mg) FIDMAP (Tmg,0.06mmo1) FEMEME (2. 7mL) H VAW T 1. 75h P4 il A Ac20
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(66mg,0.65mmo 1) EMEIE (2. 7mL) F1HIVE SR G /E0°C T HiHE 1. 5ho IR 4518 59, I FHIPhMe
(3x20mL) AT H 3 LBk F AR ML IE o 5% R Wi ik T e €2, 3595 (20 : 8OE tOAc/CHaCl2) ZHAL LA™
A TCEJBARR (S, 2R, 5S) -5-Z W% HE-2- ((1S,3aS,4R,5S, 7as) -1 -F-4- R A -
Ta-FJE-1- (EWy-2-0%) \E-1H-Efi-5-4%) -2- R O ) A2 R & b &% 582,
17Tmg,67% , 231 H 1) .

[0560]  G.7E0°C T[] ((1S,2R,55) -5-Z B4 F-2- ((1S,3aS,4R, 55, 7as) - 1-F H-4- (&
B JE) —Ta- 38— 1- (BEWy—2-3) A -1H-Bli-5-3%) —2-FF R IR 2 38) B 2 M ik b &4
582,177mg,0.359mmo1) FITEA (0.065mL,0.47mmo1) ZECH2C12 (6mL) 1 (K] ¥4 ¥ N AMsC1
(0.031mL,0.40mmo1) , HHFVEVRAE G T FEZEE N Lh 5 M CHaCl 2 (10mL) #5781
T FINaHCOs 7K ¥4 ¥ (10mL) 75 %6 o 15 K A FICH2C 12 (2x10mL) ZE B, 0% & 310 A HL2 T 15
(MgS04) Ff-#4i . FHPhMe (3x20mL) HEAT 253 225 R 5T, F-44 Firf S 1 2K t4. ik (257mg) ¥4 AEDMF
(1.8mL) H1 . M ANaN3 (70mg, 1. lmmo 1) , HAF R A WIEGR S FINIRE60°C , FFE217Th IR 45 1R
AW, R 5 e TEtO0AC (45mL) JHe0 (BmL) Fl#h 7K (5mL) Z 1) o 5 HLJZE I 67K (2x10mL) 75
B, IR Fa TR MgS0s) FH kAR e R Wil i ik A a7 (10: 90Et0Ac/CHaCl o) AHAL LA A ot
FER (S, 2R, 59) —5-Z. B4 FL-2- (1S, 3aS,4R, 55, 7aS) —4- (B L) -1 -5 H-7a—FF B
1- (EWy-2-38) J)\E-1H-Efi-5-3%) -2-F IR O 5E) F 3 LR (b A% 583, 149mg,
80% , 421N HE) .

[0561]  H. % = 2Rk (151mg,0.576mmo 1) MR ((1S,2R,5S) -5-Z Bi4d H-2- (1S, 3aS,
4R,5S,7aS) ~4- (B F L) ~1- 2 -Ta-F 31— (BEWy-2-3) J\ &~ 1H-Efi-5-3%) -2-FF FL IR
O ) L 2 B8 3 (b &4 583, 149mg, 0. 288mmo1) ££ 10 1 THF/H20 (3. 2mL) H (1 VAV » 9%
JE IR A50°C , FFE222h IRAGIR G, H HIMeOH (2x20mL) HEAT HL b 2 BR Tl R B H20 7 RV
T R B 925 (5: 95MeOH/CHaCl2, #R 51002 5 : 1 CHaClo/MeOH/NHsOH) 4fi Ak, LA 77 A I 0[] 4
[ ((1S,2R,5S) -5-Z. B4 L -2- ((1S, 3aS,4R,5S,7aS) —~4- (G 3L) -1 -2 -Ta-F -1~
(EWy-2-3%) J\E - IH-Bfi-5-3%) -2-FF BL IR O ) AL 2 1R & (LA %584, 139mg ,98%) -
[0562]  T.[a] ((1S,2R,5S) -5-Z Wi H-2- ((1S,3aS,4R,5S,7aS) -4- (A F ) - 1-F8 -
Ta-F - 1- (BEWy-2-28) )\ & - 1H-Bfi-5-3) -2- LR O 3h) R 2R E: b A4 584,
139mg, 0. 283mmo 1) 7EMeOH (7mL) 1 RJ¥A VR TN AR ER B (78mg, 0. 56mmo 1) , FF 76 % il i
15.5h IRAGIR A, HARAWDIE L RERE (3% (100: 10 : 2/ CH2Cl2/MeOH/NH1OH) 2E4L A= 4=
Tota il A1 (1S, 3aS, 4R, 55, 7aS) —4- (F F L) -5 ((IR, 2S,4S) ~4-2 5 -2- GRF L) -1-H
BN O ~Ta-F 5k -1- (BEWy -2-J%) \E-1H-2i-1-B) (L5144 585,107mg,93%) o 'H
NMR (CD30D) :67.24 (m, 1H) ,6.95 (m,2H) ,3.56 (m, 1H) ,3.42 (m, 1H) ,3.05 (m,2H) ,2.73 (m,
1H) ,2.35 (m,1H) ,2.08-2.23 (m,2H) ,1.17-1.93 (m, 14H) ,1.02 (s,3H) ,1.01 (s, 3H) ,0.57 (n,
1H) .ES-MS m/z 408 ([M+1]) .

[0563]  SEjiifs]16

[0564]  (1S,3S,4R) -4- ((3aS,6S,7R,7aS) —7- (Z FF &) —3a—F H£-3- (EWy-2-JE) -3a,4,
5,6,7,Ta~7NE~1H-Efi-6-74%) —3- G 5L) —4-F HIF OB (b 544 586) 5 %
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[0565]

[0566]  [A] (1S,3aS,4R,5S,7aS) ~4- (A F ) -5- ((IR, 2S,4S) ~4-§FH-2- GEH HL) -1-F
BT —Ta-H - 1- (BEWy-2-J8) NS - 1H-Ei-1-F (b5 %4585, 76mg,0. 19mmol) £E
16 : 84EtOH/PhMe (6mL) H [ BN R B 2R IR BE /K 5 4) (43mg 0. 23mmo 1) , 98 f N A 80
‘CHrEE1.5h IR A A INNaOH (aq) (15mL) 73t , HKAHA1: 9/ MeOH/CH2Cl 2 (5x10mL) %%
B WA A NLUZE T8 MgS049) Fik4n , H ka4 i ik e 4 3% 7% (100:10: 2% CHaCl 2/
MeOH/NH4OH) 44k, LA 7= A A AR (1S, 3S,4R) —4- ((3aS,6S, 7R, 7as) —7- (& F %) —3a—
Fe-3- (gEWy-2-%5) -3a,4,5,6,7, Ta- /N A~ 1H-Bi-6-3%) -3- (R H L) -4-FF AR OB (k&
)45 86,66mg,90%) 'H NMR (CDs0D) :67.21 (d,J=4.8Hz,1H) ,7.05(d,J=3.6Hz,1H) ,
6.96 (dd,J=5.0,3.5Hz,1H) ,5.95 (s, 1H) ,3.75 (m,1H) ,3.46 (m, 1H) ,3.13 (m,2H) ,2.75 (m,
1H) ,1.22-2.36 (m,16H) ,1.11 (s,3H) ,1.03 (s, 3H) .ES-MS m/z 390 ([M+1]") »

[0567]  SLjfafs 17

[0568]  (1S,3aS,4R,5S,7aS) —4- (A H &) -5- ((IR, 2S,4S) ~4-FH-2- GE L) -1 -F 3
WO L) —Ta—F -1 (bmg -2-55) )\ -1H-ei-1-By U EW% 5 95) BIE %
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[0569]

=N 1) NalQy,
o/ THF, H,0

N~ 2) NaBH,,
THF, MeOH,_

" A0,
DMAP, Pyr.

AcO”

N
AR / 1) MSC[J TEA,
’ CH,Cl,

N
2) NalNg, DMF__

AcO”
% Onc
[0570]  A.ZEGESNKEIE T 24 (6. ImLAEC BErP 1. 6MIAVR 9. 8mmo 1) B E1E-78°C, FF A
2-VRMEE (1.79¢,11.3mmol) ZETHF (4mL) o W o KR S AE-T8C R i HE20min , S8 5 T
A (2S,4aR,4bS,6aS,9aS,9bR, 9cR, 12aR, 12bS) —2- (GRUT & "Ik F ik L) %) —4a,6a,11,
11U B DU 4 - LH-2R 8 (1, 20 369 [9,10-d] [1, 3] AU R -7 (81~ (kA ¥
©33,1.95g,3. 25mmo1) ZETHF (12mL) tH [ VAW o IR & W 7E0C F #dE3 . 5h, S8 S E =0
PEFE16h, BEJRAINAH20 (ImL) o VR S RERE (12 THIEt0AC/ T ke) 1 B8 I 4 o AR A Vil
FRER £ 18522 (15:85E.€0Ac/ T 45) 401K BAF A 2 (30K 0 (25, 4aR, 4bS,6aS, 75, 9aS , 9bR,
9cR, 12aR, 12bS) —2- (GRUT 3 2K R GE5E) 440 —4a,6a, 11, 11-PU FF 2E-7- (ikme-2-3%) +
ANE-IH-IR3 95 (1,21 395 (9, 10-d] [1, 3] A &M -7-8 (b A% 587,0.94g,
43%) o

(05713 B HFTBAF (3. 62mLAETHE 1 LM VL, 3. 62mmol) I (25, 4aR, 4bS, 6a8, 7S ,9aS,
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9bR,9cR, 12aR,12bS) -2- (U] 2 o Ffik ki) %) —4a,6a,11, 11-PY -7 (MERE-2-
5 FNE-H-B 091 (1, 2] FEFF [9,10-d] [1,3] A R ME-7-FF (&% 587,
1.23g,1.81mmo1) FETHF (9.0mL) H (¥ FF LGN I 50°C , 4L 20h IR 48 1AW, H%
RV AR gV (80: 20Et0Ac/ L E) A4k DA™= A2 8ty yk 1 (2S5, 4aR,4bS, 6aS,7S,
9aS,9bR,9cR,12aR,12bS) ~4a,6a,11,11-PY B J-7- (MtHe-2-2) T3 F-1H-2 L3 [1, 2]
FEHH[9,10-d] [1, 3] 18] S 0 -2, 7- 1 (b5 04528, 728mg ,91 %) -

[0572]  C.ZE0°C T JAEE R Il (2S,4aR,4bS,6aS,7S,9aS,9bR,9¢R, 12aR, 12bS) ~4a,6a,
11, L1-PY FF E-7- (b mg-2-4%) o8& - 1H-FA 8 9F (1, 2] 3697 [9,10-d] [1, 3] [A] = U R FR L
15-2,7T- T (A9 588, 728mg , 1 . 65mmo 1) FIDMAP (20mg, 0. 16mmol) ZEREEE (12mL) K]
W IIANAC20 (252mg, 2. 47Tmmo 1) AEMEWE (4mL) H HIVATR, S8 G AE 20 T A HE 1 9h IR 48 1R A&
Y, 3t FPhMe (3x25mL) 4T 39k 2 B Fol AR (K MEBE o SR1S 10 3 YR (25, 4aR,4bS, 6aS, 7S,
9aS,9bR,9¢cR, 12aR, 12bS) -7T-#H-4a,6a,11,11-PUH F-7- (ILrE-2-38) + A -1H-FR %,
FE[1,2]19E3F [9,10-d] [1, 3] AR M —2- R 2R & (b & W% 589,81 Tmg) K&t — 0
af et T T 5.

[0573]  D.%# (2S,4aR,4bS,6aS,7S,9aS,9bR,9cR, 12aR, 12bS) -7-#3k-4a,6a, 11,1 1-J4
Fe-T- (EWE-2-45) FNE-TH-3R 00 (1, 2] FE 91 [9, 10-d] [1, 3] 4RI -2 LR #h
(B9 '589,81Tmg) 7£80% 1K (aq) (16.3mL) HH &R R 40°C, F4L1 . 5hR 5K
4t . FHPhMe (3x25mL) HEAT i 2Bk R FIAcOHANH0, H 5% A i il fik R (3% 9%: (EtO0AC) 46
VA=A IRt R I (3S,5S,6R, 7R, 8R,9S, 10R, 135,14S,179) 6,7, 17-=$3-10,13-—
FRE-17- (Eig-2-58) FNE-1H-3FIF [a] FE-3-F: 4R #h (A% 590, 658mg , 90 % ,
2208 .

[0574]  E.#$Nal0Os(357mg,1.67mmol) MIAZ] (3S,5S,6R,7R,8R,9S,10R,13S,14S,17S) -6,
7,17-=FH-10, 13- R H-17- (kg -2-3) FNE-1H-3IF [al FE-3-F 4R A
Y4590, 370mg,0.834mmo 1) £E10: 1 THF /H20 (8. 8mL) H (I ¥4V , I K518 &M 7E =I5 N Hick
2.25h R AEIR G, FEIE R AW 4 L T CHaC L2 (15mL) FTH20 (15mL) 2 [8] o 4 7K AH F CHaC 12
(2x10mL) ZEEL, 7H-B-& I 1B HLZ T8 MgS0s) R4 1 BT 42 1) Fo ey vk (413mg) V& il 4
3: 1THF/MeOH (8mL) H H AEG X T A1 2 0°C o N ANaBH: (63mg, 1. 7Tmmol) , FF ¥ IR A MIE =
B RHEFES . 5ho M TR ER (5mL) 4818 54 - ¥ 5. R W) 7 FE T-CH2Cl2 (15mL) FH20 (10mL) 2
6], H7KAH HICH2CLs (2x10mL) ZEHL 4G4 FF A HLZ T4 MgS04) FFIRAR  SRAF I K AT IR )
(1S,3S,4R) -4- ((1S,3aS,4R,5S,7aS) ~1-¥H—-4- G 3) -Ta-F FL-1- (kg -2-3%) )\ & -
IH-Bfi-5-4%) -3- 2 5L) ~4-F IR O R 2R (LAY 591,399mg) K& — D afifkin
BT T — 5K,

[0575]  F.fE0°CFfE@S NI (1S,3S,4R) -4~ ((1S,3aS,4R,5S,7aS) - 1- & H-4- & F
) -Ta-F HE-1- (thmg-2-38) J\E-1H-Ei-5-3%) -3- (R &) 4-F R C RO s
Y9591, 332mg) FIDMAP (8mg,0.07mmo1) ZEMEAE (3. 9mL) I VA VR ZF 2h A I Ac20 (85mg
0.83mmol) 7EMEEE (3.0mL) H VAT, 28 J5 AE0°C T it Lh IR 45 1R 540, 3 FHPhMe (3x20mL)
HEAT 3L L BR F AR I e o 5 R R hk R 23 7 (4: 96MeOH/CHaCl2) 3 3 2L LA = A et
ORI ((1S, 2R, 5S) -5-Z, B4 H:-2- (1S, 3aS, 4R, 5S, 7aS) —1-$2 -4 (R H JE) —7a—FP -
1= (gmg-2-35) J\E-1H-Efi-5-4%) -2-F LI 5) B IE 2R 3 (A4 592, 335mg) -
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[0576]  G.7E0°C T[] ((1S,2R,55) -5-Z M % F-2- ((1S,3aS,4R, 55, 7aS) - 1-F H-4- (&
FH L) —Ta—H - 1- (kg -2-3%) A -1H-gi-5-3) -2-F 3L IR L 3h) B3 2/ &t (G & W%
592,335mg) MTEA (0.12mL,0.86mmo1) £ECH2C12 (6.9mL) H (K VAW N AMsCL (0.059mL,
0.76mmol) , R IE WAL T T AEZ IR T HiedE L. 5ho W VAR FHCH2C L2 (10mL) #RE I A A
NaHCOs7K ¥ (10mL) 75 46 o« ¥ 7K A FCH2Cl2 (2x10mL) ZEER, HA5& 3104 HLZ T8 (MgS04)
FEW 4 - HIPhMe (3x10mL) HEAT 3 3h 22 2% 1, JKF 43 (1) ¥ 28 (13 3K (403mg) 5 i AEDMF
(2.3mL) H. I ANaNs (134mg, 2. 06mmol) , FRHR A WL/ T I 60°C, F74L16.5h. 3K
GIRA IR JG 2 BE TEt0AC (50mL) Hz20 (5mL) F1k7K (BmL) 2 8] o 4 7K HH FIEtOAc (2x10mL) £
L, HAG G FH R ANUZ T8 MgS00) HIkAH Ak R Wil ik 2 (2:98MeOH/CHaCl2) ik € LA™ 4
T EVEEKF ((1S,2R,5S) -5-L B 2 -2- ((1S,3aS,4R, 55, 7aS) -4- (B HHF &) -1-F k-
Ta—H H-1- (MEmE-2-48) J\E-1H-gi-5-2) -2-F AR O L) R ORE &M% '593,
272mg) , ARG #H—Laifbmigi H T~ — P&,

[0577]  H.¥g = 2K 5L (278mg, 1.06mmo 1) MR ((1S,2R,5S) -5-Z Bt H H-2- ((1S, 3a8,
4R,5S,7aS) ~4- (BRF L) -1-FHH-Ta-F H-1- (ke -2-3%) \E-1H-gi-5-3%) —2-FF FL I
O LR (A W9% 593, 272mg) 7E11: LW THE/H20 (5. 8mL) H (VAL S8 5 ik 22
50°C, FF4E 19h IR A TR 510 » H FIMeOH 47 2k 22 BR 6 R (1 H20 (2x20mL) o R AR il i Ak i
383 (5:95MeOH/CHaCl 2, #RJ5 100 :5: 1 CH2C12/MeOH/NH4OH) 44k, LA 7= 4= o M R 1) (1S,
2R, 5S) -5-Z Bt HE-2- ((1S,3aS, 4R, 5S, 7aS) —4- (G H ) -1 - H-Ta-F 3 -1- (Hhng-2-
) NE-1H-Efi-5-3E) —2-F IR 3E) R AR G5 W9 '594,206mg,61% , 24675
72 .

[0578] 1.\ ((1S,2R,5S) -5-Z B4 F-2- ((1S,3aS,4R,5S,7aS) —4- (G H L) -1-F2 -
Ta—F 3E-1- (Mbmg-2-28) J\E-1H-8fi-5-28) -2- AR O L) R LR E &5 94,
137mg,0.282mmo1) 7/EMeOH (5. 6mL) H I AT IR S (7T8mg, 0. 56mmo1) F N 240°C , #F
SR1.5h IRAFIR AW, B R R d i iR i (1002 10: 2/ CH2C 1 2/MeOH/NH4OH) £54¢, A 7
ATt B (1S,3aS,4R,5S,7aS) —4- (A5 -5- ((IR, 2S,4S) -4-FHE-2- R L) - 1-
LR O HL) —Ta-F JE-1- (itng-2-05) JVE-1H-Ei-1-% (b 5% '595,110mg,97 %) asa
o'H NMR (CDsOD) :88.50 (d, J=4.8Hz,1H) ,7.77 (m, 1H) ,7.65(d,J=8.1Hz, 1H) ,7.26 (m, 1H) ,
3.46 (m,2H) ,3.03 (m,2H) ,2.71 (u, 1H) ,2.50 (m, 1H) ,1.94-2.09 (m,3H) ,1.12-1.83 (m, 13H) ,
1.06 (s,3H) ,1.00 (s,3H) ,0.11 (m,1H) .ES-MS m/z403 ([M+1]") .

[0579]  SEjfs)18

[0580]  (1S,3aS,4R,5S,7aS) ~4- (A H &) -5- ((IR, 2S,4S) ~4-FH-2- GR L) -1 -F &
W) -1, Ta- I\ -1H-Bi-1-B U594 5 103) A B
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OH
.\\Me

AcOH, H,O .
—_—

o 1 NalQy, THE,

,\\Me HZO
2) NaBH,, THF,

Me
AcsO, DMAP,

MeOH Pyr
TBDRPSO
H :
) ‘\'\Me' 1)MSCL " .x\Me
TEA,CHoCls
2) NalNj, DMF TBAF, THF

[0581]

TBDPSO

HO®

103 OH
[0582]  A.7E-78°C N AEGE/ N H LA (5. 3mLAEE 2091 1. IMVAVR , 5. 8mmo 1) 32 A 2|
(2S,4aR,4bS,6aS,9aS,9bR,9cR, 12aR, 12bS) —2- (GFUT F K H ik 3E) %) -4a,6a,11,
L1-PY B P A - TH-BR R (1, 2] FEFE (9, 10-d] [1, 3] A 2B R0% -7 (8H) B (1 & Wk
%533,1.16g,1.96mmol) 7ETHF (19mL) *F AV VR A AE-T8°C T it #k 1. 5h, 7E0°C T HitHt:
40min, SR G 7EE I N HEHE2. 5h IR A A E R 0°CH /LI ER/K (20mL) , BE 5 A
EtOAc (20mL) o 47K J= FHEtOAC (20mL) ZEHL, HAF 5 IR KA HLZ T8 MgS04) K4S - A7
T A A Bk (25: THEL0AC/ T ) 24k A7 A Fo (il IR 1Y (28, 4aR, 4bS, 6aS,7S,9aS,
9bR,9cR, 12aR, 12bS) —2- ( (BT F “ IR Rk fedk) ) —4a,6a,7, 11, 11-HHFFEFNE-1H-
HRIELL, 213691 19, 10-d] [1, 3] 4RI G -7-1F (LE1)%'596,814mg,68%) .

[0583]  B.J% (2S,4aR,4bS,6aS,7S,9aS,9bR, 9cR, 12aR, 12bS) —2- (GRUT F I Rk L)
%0 —4a,6a,7,11, 1 1-TL R BN E-1H- PR RIE (1, 2] FE 9 19, 10-d] [1, 3] A 2 g -7
B (L AW '596,814mg, 1.32mmol) 7E80% £ 1 (aq) (13mL) HHBIFR NI E40°C , Frak
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2. ThIR Ja W4 - FHPhMe (3x25mL) #EAT 2536 25 B ) R 1 AcOHMIH0,, HERAF T i 3 1) (3S,
5S,6R,7R,8R,9S,10R,13S,14S,17S) -3- (BT 2 = RFRESE L) %) -10,13, 17-=F &+
NA-IH-H 3 [al 3E-6,7, 17T- =8 (b &M% 597, 824mg) K&t — LAtk ma HT T —
LR,

[0584]  C.#NalOs (552mg,2.58mmol) £FH20 (1. 3mL) H )= i 2 (3S,5S,6R, 7R, 8R,
9S,10R, 13S,14S,175) =3- (U T 2= 2R BRI %) -10, 13, 17T-=F R AE-1H-3 K
F[al3E-6,7,17-=FF (b &% 597, 745mg) 7ETHF (13mL) HH VA, IR EMAEZEER T
PEHE2h R AR IR S, FEIG R AW 4 R T-CHaC L2 (20mL) FITH20 (10mL) 22 8] o ¥ 7K AH FH CHaC 15
(2x10mL) ZEHL, HA% A FF 1A HUZ T8 MgS0s) FHIR 40 48 AT 3 1 L i 7K (768mg) ¥4 il AE
3: 1THF/MeOH (12mL) F1 7B F A HFE0°C. i ANaBHs (91mg, 2. 4mmo1) , KB S 7E0
CFHH30min, SRJGAEZEE FHH2h IMAFE (5mL) JFIRFR AW SRR AT T
EtOAc (50mL) FER7K (15mL) Z 18], A ML= HER K (15mL) 5 %8, 28 J5 15 MgS04) ik 4
IG5 (1S, 3aS,4R,5S,7aS) -5— ((IR, 25, 4S) —4- (GRUT 2 R kb L) 4500 —2-
CRF L) —1-F RO L) —4- B AL -1, 7Ta- L \E-1H-8-1-% (b &Y% 598,
720mg) K& —Daifbmig HT T — P,

[0585] D.FEQ0C T ZE@S T M (1S,3aS,4R,5S,7aS) -5- ((1R, 2S,4S) —4- (U] i 2K H
FEREHL) ) —2- R L) -1 -FZLIR L 3) —4- R &L -1, 7a- B 3L )\ A - 1H-Ei-1 -8 (b
H %5 98,633mg) FIDMAP (13mg, 0. 11mmo1) 7EMEBE (BmL) H VA W AE2h 9 A Ac20
(108mg, 1.06mmo1) 7EMERE (5mL) H (VAW , 28 )5 7E0°C M i+t Lho A UK-H0 (15mL) , B f5
AEtOAc (GOmL) , FF¥ A HLZ HER K 2x15mL) JEBEIR R4 - FIPhMe (3x20mL) AT 3tk 22k
el A PRI AEE I o B 4 P 3 ek e £ 159 (40 : 60Et0Ac/CHaClo) A AL LA 7= 4 TtV (19 (1S, 2R,
5S) —5- (R T F kS %) -2- ((1S,3aS,4R,5S,7aS) ~1-# 3 -4- GEHHE) -1,7a-
TR A IH-E-5-0E) —2- IR CUAE) A LR EE (b A4 599, 402mg,62% , 840
BI

[0586] E.{E-78°C I fE@ T M ((1S,2R,5S) -5- (GRUT & R F L) ) -2- ((1S,
3aS,4R,5S,7aS) —1-#23k-4- R HL) -1, 7a- L )\ A - 1 H-Ei-5-3) -2-H IR 2 3k) B
LR EE B9 599,402mg,0.647mmo 1) FITEA (0. 14mL, 1.0mmo1) ZECH2Cl2 (9mL) VA
WM AMsCL (0.055mL,0. 71mmol) , FAF VAR AE-78 C R Hitdk 10min, SR G 7E = T HiEFE 1ho
A FAMEMsCL (0.015mL,0. 19mmo1) - 7E % I N HEFE L. 5ho IRAR VAW, BRI T
EtOAc (40mL) FIH FINaHCOs 7K IV (15mL) 2 18] o F A3 HLJZ P AINaHCOs K VAW (3x 15mL) AllER
K (10mL) I 3E5R 5 18 (MgS04) FF 345 - FIPhMe (3x15mL) BEAT b 225 24 7, I 05 BT 1810 K
oy (529mg) FEEZEDMF (3. 2mL) H o It ANaNs (126mg , 1. 94mmo1) , 345 V8 A W7E &/ Ik
F60°C, Fra21h KR A Y FHEt0AC (40mL) FTH20 (10mL) #Bs, JEKA M2 F 67K (5x10mL)
TG, AR5 T8 MgS0a) FH IR 48 o R A Wil it ik B i vk (25: 7T5E10Ac/ L e) 2L A7
IR ((1S,2R,5S) —2- ((1S,3aS,4R,5S,7aS) —4- (BH P L) -1-FH-1,7Ta- —FHFH N\
A -1H-Efi-5-38) -5 (GRUT R b ) 0 —2-F R O ) R4 (WE o 5
100, 259mg,62% , Z2N 1) o

[0587]  F.44TBAF (0.53mLAETHFH IMVE W, 0.53mmo1) IR ((1S,2R,5S) -2- ((1S, 3a8,
4R,5S,7aS) -4- (BRI I) -1-F -1, 7a- —H 3 A -1H-Ei-5-3%) -5- (BT - ZE P ak
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fedh) R) 2-F AN O RS (A% 5100, 172mg,0. 266mmo1) £ETHF (5. 3mL) H
R, FEAE 20 T FEALh IR A8, B Rt i e (3875 (80: 20Et0Ac/ T e) 4lifk
DAL= A ARG (S, 2R, 5S) -2- (1S, 3aS,4R,5S,7a8) —4- (BE L) -1-FH&E-1,7a-—
R \E-TH-Bi-5-0%) 5- A -2-F RN O FREORHE &Y% '5101,109mg,
100%) .

[0588]  G.oM =L (140mg,0.534mmo ) MAR] ((1S,2R,5S) -2~ ((1S, 3aS,4R,5S,7as) -
- (BRF ) -1-FH-1,Ta- S - 1H-Ei-5-3%) -5-#-2-FF IR PR R
$§h A% 5101,109mg,0.267mmo1) 7E9: 11 THF /H20 (3. 0mL) HH VAR, 28 Jo In#k 250
C, {82220 KRGV AN, 7 HIMeOH (2x20mL) 47 3 b 22 Bk F8) 4% (1 Ha0 0 B AR ) 188 1 Ak AR £
% (5:95MeOH/CHaCl2, #R 5 100 : 10 2 2/ CH2C 1 2/MeOH/NH4OH) £l 4k, LA 7= A4 Tt IR ((S,
2R,5S) -2- ((1S,3aS,4R,5S,7aS) -4~ (R HF &) -1-F8 31, 7Ta- “HF R )\E-1H-Ei-5-4L) -5-
Fel-2-HEM O ) B AR E (AR 5102,99mg,97%) «

[0589]  H.[A] ((1S,2R,5S) —2- ((1S,3aS,4R,5S,7aS) —4— (F &) -1-F 31, 7a— ~H H )\
F-1H-Bfi-5-3%) -5 -2-F RO R) PR AR 5% 5102,99mg,0. 26mmo1) 7
MeOH (5. 2mL) W (I BUIIAER BB (72mg, 0. 52mmo ) FF I A40°C , FF4k2h IR 45TR 54, H.
WA WD Ak B i 9% (1002102 2/ CHoC 12/ MeOH/NH2OH) 44k DA 7= A2 T 8 [ A (1S, 3asS,
4R,5S,7aS) —4- ) -5- ((IR, 2S,4S) ~4-F2 H:-2- R -1 -F A -1, 7Ta- —H
B\E - H-Bi-1-8y (&Y% 5103,48mg,55%) 'H NMR (CD3OD) :63.72 (m, 1H) ,3.45 (m,
1H) ,3.10 (m,2H) ,2.66 (m, 1H) ,2.14 (m, 1H) ,1.22-1.89 (m, 20H) ,1.08 (s, 3H) ,0.86 (s, 3H)
ES-MS m/z 340 ((M+1]7) o

[0590] st 19

[0591]1  (1S,2R,4R,5S) 4~ (A F ) -5- ((IR, 2S,4S) ~4-FF-2- GRHE) -1-F R
) —1-FHE-1-280E-2,3,4,5,6, T-7NE-1H-Ei-2-M) (W &M% 5 115) A AL
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[0592]

Ph 1) NalOy,

; THF, H,O

2) NaBH,,
THF, MeOH
O e

Ph 1) MsCl, TEA,
« CHyCls

2) NaNsy, DMF
e

" DMAP, Pyr

[0593] A TBAF (3.0mLAETHF 4 IMYEVR , 3. 0mmo 1) I F] (2S,4aR,4bS,6aS,7S,9aS,9bR,
9cR,12aR,12bS) —2- (T H: R fELE L) 40 —4a,6a,11, 11-PY B IE-7-2R L 755 - 1H-
PRGF L, 21969819, 10-d] [1, 3] 5 R ) -7-FE (b 544 545,1.01g,1.49mmol) 7£
THF (15mL) H VA TR I 50 °C , #54220h . I 4 VA W, FLAR AR W o fek i £ 38 92: (50 : 50—
60:40Et0Ac/ T %) Aifb LA =4 Tl ik 1) (25, 4aR, 4bS,6aS,7S,9aS,9bR,9¢cR, 12aR,
12bS) —4a,6a,11,11-PYH FE-7-REEFNE-1H-20 89 (1, 2] FEFE[9,10-d] [1, 3] JH) =4 2%
W2, 7- B G 5% '5104,492mg,75%) .

[0594]  B.{E0°C N 7EG /< FIA (2S,4aR,4bS,6aS,7S,9aS,9bR,9¢cR, 12aR, 12bS) —4a ,6a,
11, 11-PY B -7 2R N A - -3 3% (1, 2] FE 319, 10-d] [1, 3] ) A 24 FF R -2, 7-
T (A5 104,487mg, 1. 11mmo1) FIDMAP (14mg, 0. 11mmol) 7 RAENE (4. 5mL) H1 ¥4
AN AC20 (226mg, 2. 21mmo 1) 7EMERE (1.0mL) IV, 28 I A8 2 R i HE3h o IRAE VA W, I
FIPhMe (3x20mL) BEAT 3L b 25 R el AR PRI IE o AR VDI T 2 £ 15 V25 (25: THEt0AC/ T Je) 41
AR BLE A B ORI (2S,4aR, 4bS,6aS,7S,9aS,9bR, 9¢R, 12aR, 12bS) ~7-$23:-4a ,6a, 11,
11-PY B -7 2R 7N A - TH-2R 39 [1, 2] 3EFF (9, 10-d] [1, 3] AU R A -2-JE 2R £
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A% 5105,516mg,97%) o

[0595]  C.#% (2S,4aR,4bS,6aS,7S,9aS,9bR,9cR, 12aR, 12bS) ~7-#4L—-4a,6a, 11,1 1-J4
Fe-T-REANE-IH- B0 (1, 2] F6 91 19, 10-d] [1, 3] SR MG -2- 2 LR E (LAY
%i"5105,516mg, 1.07mmo1) 7£80 % Z. & (aq) (10mL) H1 & FFH NN AE40°C , FF421.5hIR 5
W4 . FIPhMe (3x30mL) 347 3 b 22 55 el R R AcOHATH20, H IR Jo Al 44 (3S,5S,6R, TR,
8R,9S,10R,13S,14S,17S) —6,7,17- =5 H-10,13- R H-17-F - ANE-1H-FF LI [a]
FE-3-E LR (AW T5106) Rt — DAty HT T — 2 %K.

[0596]  D.[A] (35,5S,6R,7R,8R,9S,10R,135,14S,179) 6,7, 17- = H:-10, 13-~ F H-
17-2R B NE-H-3R 0 JF [a] FE-3-F 4 R (LA H)%% 5 106) 7EPhMe (1 1mL) H (1A N
NN B 2R R B K &) (61mg,0.32mmo 1) , SRS INFRE T0CRE423 . 5h o K IR S Wik 4 , VA i
#£CHaCl2 (20mL) 1, Ff FHE FINaHCOs 7K I W (20mL) 75 %k o 15 7K A FHCHAC L2 (2x10mL) ZEHL, Ho¥
AHRIAHZ T MgS04) T4 o 7 43 Wi itk B (138 7% (40: 60Et0Ac/CHaCl o) T3 2liAk
DLP= AR IR B Y VA Y (3S,5S,6R, 7R, 8R,9S, 10R, 13S,14S) -6, 7- ¥ 3-10,13- ~HF H-17-2%
#-2,3,4,5,6,7,8,9,10,11,12,13,14,15- VIS -1H-3F %I [a] FE-3-H 2B 2 Yk &
%5107, 200mg) o

[0597]  E.}#4NalOs(202mg,0.944mmol) JHAF] (3S,5S,6R,7R,8R,9S,10R,13S,14S) -6,7-
THRHE-10,13- R HE-17-8 -2 ,3,4,5,6,7,8,9,10,11,12,13, 14, 15- VU SE - 1H-3F /%,
It [al FE-3-E LM (B %5 107,200mg) 7£10: 1THF/H20 (7. 4mL) H HJHEW, JERR &
WIAE 2 IR 2h IRATIR A, TR AR AR Y 43 L T-CHaC L2 (15mL) AHH20 (10mL) 2 [8] o 4 7K AH
FHCH2C12 (2x10mL) ZEHL, HAGE I A HLE 15 MeS0a) FFHc 4 o 4 Fr 31 (1 IR VA fif 2
3:1THF/MeOH (6. 7TmL) 1 I I ANaBH4 (36mg,0.95mmo 1) . IR SMI7E F I8 FAER S N Ik
16ho AP ER (5mL) F M4 1R 5 40 o 4 53 AR WO VE A AE 1 : 9Me OH/ CH2C12 (10mL) H JF AHIH20
(10mL) J& ¥ o K5 K AH 1 : OMeOH/CH2C 12 (2x10mL) 2 HY, HA%5 H A HLZE T8 MgS0s) FHik
45 o PRAFH T B BLR Y (1S, 3S,4R) -3- R H AL) -4~ ((3aS,6S,7R, 7aS) -7- (FaH &) -3a-H
H-3-%H-3a,4,5,6,7,Ta-NEA-1H-Ei-6-3) -4-FFHEIRC K 28 h tb &4 5108,
224mg) K& —Daifbmig HT T — DK,

[0598] F.7E0°C R fEGES N M (1S,3S,4R) -3- GRH L) -4- ((3aS,6S, 7R, 7as) -7- & H
) -3a-F HE-3-2KH-3a,4,5,6,7, Ta- /N A -1 H-Bi-6-5%) - 4-F RO A 28 2 tb &5 Y4
5108,320mg) FIDMAP (9mg,0.07mmo 1) FEMERE (AmL) H VAR AE2h N I A Ac20 (86mg,
0.84mmo 1) 7EMERE (3mL) H VAL, SR JG 750 °C R HiHk2h IR 4R A » 7 FIPhMe (3x20mL) 2
AT L R e AR TR EIE o ke Al ok el o 38925 (7:93-15:85E t0Ac/CHaCl o) AAL LA™ A2 0
BRI ((1S, 2R, 55) -5- LBt HE-2- ((3aS,6S, TR, 7as) —7- (4 FI 4E) —3a-F1 -3 Ak
3a,4,5,6,7,Ta-7NE - 1H-Bfi-6-3%) —2-F BLIA O L) FAL 24 (LA H9% 5109, 173mg,
29% , 25N P .

[0599]  G.7EO0°C R EG ST (S, 2R,5S) -5~ L B4 HE-2- ((3aS,6S, 7R, 7aS) -7- & H
) -3a-F3-3-7K3-3a,4,5,6,7,Ta- /N A~ H-Eli-6-3%) —2-F IR O IE) B2/ & (fk
Y45 109,173mg,0.369mmo1) FITEA (0. 10mL,0.72mmo1) ZECH2Cl2 (3. 7mL) H VAR NN
MsCl1 (0.043mL,0.55mmol) , Ff K& MR AE 2R T $iFEL . 5ho & M FHCH2CL 2 (10mL) A% BEFF A1
HINaHCOs7/K ¥ (10mL) 75 ¥ » 5 7K A FCH2C 12 (2x10mL) 22 EL , HoB & 350 A L2 T 8%
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(MgS04) FF ¥4 . FHPhMe (3x15mL) HEAT H Wb 25 Bk 2% 5, FF 4 R R W M AEDMEF (1. 5mL) H o i
ANaNs (72mg, 1. lmmol) , FFAHR S MEGR T T NI E60°C, FF L2190 IRATR B, FF 1R
Y4 B TEt0Ac (15mL) FIH20 (10mL) 2 [A] o ¥ 7K AH FHE tOAc (2x10mL) A HL, B & FH A HLZE
TJ8 MgS0a) FFI it o TR A WDIELE HEFR (a7 (CHaClo) 2R LA A L ELIR I (1S, 2R, 5S) -
5= LB A -2- (328,65, TR, 7a8) -7 (B EF H) ~3a-H H-3-7KH-3a,4,5,6,7, Ta- 7N -
IH-Bfi-6-2%) —2- AR O ) R Eh b W49 5110,131mg,72% , B2 5K .

[0600]  H.oR =3B (139mg,0.530mmo 1) FIAF] ((1S, 2R, 5S) -5-Z WA HE-2- ((3aS, 68,
TR, 7aS) -7- (B F ) -3a-F H-3-7K F-3a,4,5,6,7,Ta— 7N A - 1H-Efi-6-4%) -2-F HLIFC
3) R B (A4S 110, 131mg,0.265mmo 1) 7E1 1< L THF /Ho0 (3. 6mL) H VAT, 28
JEN#EB0°C, FF 8219, 5h IRATIR A0 7 FIMeOH (2x10mL) HEAT L6 2 BR R (1 H20 7R R
W LT £ 1 (52 95MeOH/ CHaCL 2, 4R J5 100+ 5.2 1 CHaC 12/ MeOH/NHaOH) #5434l Ak LA 7 H: K
BRI (1S, 2R, 55) -5-Z B4 2 -2- ((3aS,6S, 7R, TaS) —7— (& &) —3a—F HE-3- Ik k-
3a,4,5,6,7,Ta~7N A~ 1H-Efi-6-3%) -2-FF B O 5E) AL LR E (A4S 111, 175mg)
[0601]  T.[H) ((1S,2R,5S) -5-Z BE%FE-2- ((3aS,6S,7R,7aS) —7- (5 F 3&) —3a—F H-3-%%
$-3a,4,5,6,7,7Ta-7NE-1H-#i-6-0%) -2-F RO ) FROE S (hEMRmT111,
175mg) FTEA (0.074mL,0.53mmo1) 7ECH2Cl2 (5. 3mL) H1 K VAR IN N =2 BRET (0.055mL,
0.40mmo1) , H VA WAL = il NI HE Lh IR AEVE A4, 35 FHCHaCl2 (10mL) BEAT L 25 R ) AR 1)
=R R R AR YT ARAE CH2CL 2 (15mL) H 3 R FINaHCOs 7K ¥4 ¥ (10mL) 75 B o K5 7K AH H
CH2Cl2 (2x10mL) ZEHL, R & 3 A HLE T8 MeS00) FF I 4 o o Wi ik iR 64872 (20
80Et0Ac/ L J5%) 2lAb DAy A L A BRI (1S, 2R, 5S) -5- 2 A HE -2 FF JE-2- ((3aS,6S, 7R,
7aS) —3a-HHLE-3-28E-7- (2,2, 2- = OB L) F ) -3a,4,5,6,7, Ta- 7N & - 1H-Efi—6-
5 O ) FE LR (a9 5112,108mg,72% , Z240 B85 .

[0602]  J.#MCPBA (77 % ,86mg,0.38mmo1) JAFI ((1S,2R,5S) -5- L. BE A I -2-H 32~
((3aS,6S,7R,7aS) —3a—F JH-3-4IH-7- ((2,2,2- =R LB EE) B &) -3a,4,5,6,7,7a—7~
S-1H-Bi-6-45) ) AR (&% 5112, 108mg, 0. 192mmol) 7ECH2C12 (3. 8mL)
W PSR TR A AR = 3 T 5 FE Lh KV A9 B CHaCl 2 (20mL) #4583 FH 1 FINa2 S0 7K ¥4
T (10mL) 75 %k , B 5 FH A FINaHCOs 7K VA (10mL) FTH0 (10mL) 5 %% o 45 H HLE T4 (MgS04) I
WG LA o B EAR) (1S, 2R, 5S) -5- 4B AL -2-F E-2- ((1aR, 1bS,4S,5R, 5aS, 6aR) -
Ib-H H-Tla-J8 05— ((2,2,2- =L BL L) B VA -lal-gif [1,2-b] A L Jh—-4-
)OI RS (hAYgR 5113, 11ing) , R Z#— B aifbimsi T L%,
[0603] K. ((1S,2R,5S) -5~ W% JE-2-F JE-2- ((1aR, 1bS, 4S,5R, 5aS, 6aR) —1b—H 3
la—2RJE-5- ((2,2,2- =R OBE L) B L) VA -Llal-2iJf [1, 2-b] A L J-4-35) IR H)
FILZ IR (A5 113,11 1mg) FEACOH (4mL) KA R AE I N HiFE17.5h, SR 5 In#k
F40°C, FFLEET . 5h 4 - FHPhMe (3x 10mL) HEAT 3 254 ol R KT AcOH , HL 3% A Wi ok ik i €2
#97: (35:65-50: 50Et0Ac/ T 5t) AL DA A TR A JELIR I (1S, 2R, 5S) -5-Z Wi s Bk —2- (1S,
2R,4R,5S) —2-FHE-1-F -1 2R -4- (2,2, 2- =B A L) L) -2,3,4,5,6,7-N4E -
IH-Bfi-5-J%) —2- LI O L) FER 4k b 599 5 114,68mg,61% , 220 48) o

[0604]  L.[a] ((1S,2R,5S) -5-Z WA HE-2- ((1S,2R,4R,5S) —2-Fddk -1 - H-1-JK k-4
(2,2,2- =LA FH) -2,3,4,5,6, T-NE - 1H-gfi-5-4%) -2-F IO L) FEE LR
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i b &4 5 114,68mg,0.12mmol) ££10: IMeOH/H20 (2. 3mL) w1 (K V& I N B BR 21 (97 mg
0.70mmo 1) F MNFAZE50°C , Fr2L26h TR St 984 , I FIMeOH (2x10mL) BHAT 3 LBk
Tl 42 AT Ho0 o HR A2 W8 1 R B € 18952 (1002 101 1CHoC 12/ MeOH/NH4OH) 24k, LA 7= A2 Ak 24 [ A 11
(1S,2R,4R,5S) ~4- (R F L) -5- ((IR, 2S,4S) ~4-FFH-2- GRF L) - 1-FHHF D) -1-H
F-1-43-2,3,4,5,6, T-NEA-IH-Ei-2-1 (L&Y% 5 115,39mg,83%) - 'H NMR (CD30D) : 6
7.15-7.31 (m,5H) ,4.06 (m, 1H) ,3.84 (m,1H) ,3.47 (m,1H) ,3.23 (m,1H) ,2.94 (m, 1H) ,2.69
(m,1H) ,2.19-2.45 (mn,4H) ,1.25-2.02 (m, 14H) ,0.95 (s, 3H) .ES-MS m/z 400 ([M+1]7) »
[0605] S5 {5120

[0606]  (1S,3aS,4R,5S,7aS) —4- (FH &) -5- ((IR, 2S,4S) ~4-FF-2- GEH L) -1-F 3
T L) —Ta—F -1 - (BEME-2- ) )\ -1H-Ei-1-By b & W% 5 123) G B

[0607]
OH ®

O S 1 1) NalOy, THF,
RN HE

N 2) NaBH;, THF,

MeQH

S
1) MsCl, O?‘LU

TEA,CH,Cl
2) NaNs, DMF TBAF, THF
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[0608]  A.7E-78°C N fEES N IE T 41 (2. 6mLAE L5t 2. SMIAETR , 6. Ommo 1) JZ¥F A
P2y MEME (1.12¢,6.83mmol) /ETHF (5mL) H VA, R IR A W/E-T8°C R i F:15min. £ -
78°C T (2S,4aR,4bS,6aS,9aS,9bR,9¢cR, 12aR, 12bS) —2— ( BT J: — 2K Pk fe ) %) -
4a,6a,11,11-PUR B PUS-1H-3F 7R3 (1, 2] 3697 [9,10-d] [1, 3] 4 23R 5M -7 (8H) —
(&MY '533,1.21g,2.01mmol) FETHF (15mL) HH VA, HRHR & Y08 2= 3 T P FE20h . 0
AEhK (25mL) , B 5 0 AEtOAc (40mL) o 47K /= FHEt0Ae (2x20mL) Z5HL, HAG & I KA HLZE T
5 (MgS04) FEIR 4 o 7R AW ik ik i £ 38925 (20: 80Et0AC/ T 45 2k LA =48 iR iy (28,
4aR,4bS,6aS,7S,9aS,9bR,9¢cR, 12aR, 12bS) —2— ( (FU T = KRl f ) &) —4a,6a,11,11-
VU FR -7 (R -2-J8) R E - TH-BR 80 [1, 2] 3697 [9,10-d] [1, 3] SR PR 0 Jd—7 - B
B 5116,422mg,31%) o

[0609]  B.:% (2S,4aR,4bS,6aS,7S,9aS,9bR, 9¢cR, 12aR, 12bS) —2- ( (BT 3 — 28 kb L)
20 —4a,6a,11,11-PU I EE-7- (BEME -2 %) -7 & -1H-3F 9 [1, 2] 9694 [9,10-d] [1,3]1 =
AR -7 (A4S 116,422mg,0.615mmo 1) 7E80% Z.1% (ag) (10mL) [ 2 V%
IFA40°C, Fr4L1 . 5haR ek 4d - FIPhMe (3x30mL) #E 4T 6 22 55 ol AR 1 AcOHAH20, H3R13
()28 (VIR Y (3S,5S,6R, 7R, 8R,9S,10R, 135, 14S,17S) =3- (GRUT 2 Z R F ik Se 58) %) -
10, 13- ZH BE-17- (BEmE-2-58) o8& - 1H-3 5 3F [al 3E-6,7,17-=FF (b &M 5117,
369mg) K& —Daifbmig HT T — DK,

[0610]  C.#4NalOs(205mg,0.958mmol) JHAF] (3S,5S,6R,7R,8R,9S,10R,13S,14S,17S) -
3= (GRUT H: R Fak e ) 40 10, 13- - 17— (BEME-2-0%) 7N & - 1H-B1 8 5 [a] FE-
6,7, 17-=F (b &W% 'S 117,309mg) 7 10: L THF /H20 (5. 5mL) 1 (KAWL, FE1 1R & e 258,
TR 2h IR AR AN IR A0 A R T CH2C 2 (20mL) FIH20 (15mL) 2 [7] o 4% 7K AH FICHaC 12
(2x10mL) ZEEL, H5-4 A HLE T8 MgS0s) 354 15 Fr 43 (1) 1 ¢4 i (382mg) VA RAES :
L THF /MeOH (5mL) 1 3 il ANaBHa (36mg, 0.95mmo1) o KHVE &0 4E = I8 it HE2h I o A\ 7 B
(4mL) < IRAEIREY) , IR AW 7 BT CH2C1 2 (20mL) FTH20 (15mL) 2 [] o 45 7K A F CHaC 12
(2x10mL) AHL, HoB& I3F0 A HLE T8 MgS04) JHik4i L= A B i 3k 1 1S, 3aS, 4R, 58,
7aS) -5- ((IR, 25,4S) -4- (GRUT E R kb k) %0 -2- e &) - 1-F AR T ) -4- &
FOL) —Ta-FJE-1- (MEME-2-0) \E-1H-Ei-1-M) (A9 '5118,303mg) , HoR&#—2
aifbimg T T —L 8.

[0611]  D.ZE0°C R EE ST IHLS,3aS,4R,5S,7aS) -5- ((IR,2S,4S) —-4- (BT H 2K H
TEGEHR) ) —2- R ED) - 1-F RO L) —4- R JE) —Ta—H Ok -1 (EME-2-J) J\Z-1H-
efi-1-M (&Y% 5 118, 303mg) ADMAP (6mg , 0. 05mmol) FERLEE (3.0mL) H1 VAW AEL . 8hA
INAAc20 (57mg,0.56mmo1) 7EMERE (2. 8mL) HH VAR, SR G720 C R i HE L. 5ho IRZEIR A »
I HiPhMe (3x10mL) 347 3 25 B ) A2 (R L e o e 4 Al i ek B €2 1% (1:99-3:97Me OH/
CH2Clo) 2l4k DA™ A B €5 [l 44 1) (1S, 2R, 5S) -5 (GRUT 2R ik ke k) %) —2- (1S, 3a8,
4R,5S,7aS) 1 - Jk-4- R F L) —Ta-FF JE-1- (gEME-2-3%) )\ SH - 1H-Bfi-5-3%) -2-F &I
) FIE AR (B '5119,192mg,54% , 41088 o

[0612]  E.fE0CFZE@ S F A ((1S,2R,5S) -5- (GRUT 3 K H R be 45) 480 -2- (1S,
3aS,4R,5S,7aS) ~1-F2H-4- (R H L) —Ta— 1 JE-1- (MEME-2-JL) U -1H-Bfi-5-J) —2-F Jt
o) RIS A9 S119,192mg,0.278mmol) AITEA (0.050mL,0. 36mmo1) 7£
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CH2C12 (2. 8mL) H KA N AMsCL (0.024mL, 0. 31mmol) , FEIG VAR AF 2 i FHieL . 3ho 1G4
TR FHCH2C1 2 (15mL) FBE I FHAE FINaHCOs 7K ¥R (10mL) 75 3t o 1 7K AH HICH2C12 (2x10mL) A5 HYX
HASA IR A NLE T8 MgS0s) FEV s« FIPhMe (3x10mL) HEAT b 22 24 5t , 3R 04 BT 810 K
Ak (283mg) VAAEAEDME (1. 4mL) 1. 1 ANaNs (54mg, 0. 83mmo 1) , IR SRS T
WAE60°C, FFE218hIRAGIR G, IR AR 73 B TEt0Ac (20mL) FIH20 (10mL) Z [A] o A £
K (5mL) , HAH5 7K AH FHEt0AC (15mL) ZEHL 45 & A HLE T 15 MgS04) FFik4a DA™= A R 2 4
AR ((S,2R,59) -2- ((1S,3aS,4R,5S, 7as) ~4- (B % F L) —1-F2 M -Ta-F HE-1- (MEME-
2-F5) A -1H-Efi-5-3%) -5- (BT 2 2R PRkl ) 2-F RO B o mih b &
Mi'5120,216mg) , HRZEFH—Daifbmpi HT T —PL 8.

[0613]  F.J4TBAF (0.56mL7ETHFH IMVAR ,0.56mmo1) JIAF] ((1S,2R,5S) -2-((1S,3aS,
4R,5S,7aS) ~4- (B HL) 1 - HE-Ta—F - 1- (EEME-2-38) \E - 1H-Ei-5-F%) -5- (T
HETORRRESEAL) ) —2- AR O ) AR (WA %5120, 216mg) 7ETHF (5. 6mL) H
(I HAE IR T PP 3d IR 4V Wi, AR A i ik B ik 24k (60 : 40Et0Ac/ L 45%)
DAL= A TR ECIRI ((1S, 2R, 5S) -2- ((1S,3aS,4R, 55, 7a8) —4- (BHEF &) -1-7H-Ta-H
H-1- (BEME-2-JE) )\~ 1H-E-5-3%) -5-F2 i -2- I B O 3) AL LR E: (b &5 W4i 558,
81mg, 3 ML E,61%) (b &M% '5121,81mg,61% , 231D E) .

[0614] G . K =R BB (89mg, 0. 34mmo 1) MMAF] ((1S,2R,5S) -2- ((1S, 3aS,4R,5S,7aS) -4~
(B AL - 1-F2 2 -Ta-F 21— (EME-2- ) A -1H-gi-5-4%) -5 -2- A O L)
REIRE WA '5121,81mg,0. 17mmol) 7E10: 1THF/H20 (1. 9mL) HH &, 28 fa Ik
F50°C, 7 4E16h IRGGIR A, ARVl hE iR (it 2404k (5:95Me0H/CH2Cl2, %K J5100:
10: 2[{CH2C12/MeOH/NH4OH) A7 4 Tt [l 44 1) (1S, 2R, 58) —2- ((1S, 3aS,4R, 58S, 7aS) -4-
(AP -1 -Ta-F B -1- (BEME-2-0) J\E-1H-Ei-5-J) -5-F J-2-F LI L L) H
FORE B9 '5122,52mg,68%) o

[0615]  H.[a] ((1S,2R,5S) -2- ((1S,3aS,4R,5S,7aS) -4- (G F HL) —1- e -Ta—F JE-1- (8
Me-2-J8) J\E - IH-Ei-5-3%) -5 3L -2-H FE IR L L) F AL 4R (b 5% 5 122, 52mg ,
0.12mmo1) 7EMeOH (2. 3mL) " FI ¥ MBI AT BR B (32mg , 0. 23mmo 1) F IN#A A 40 CHra 1h. Ik
GIRAYD, HARA T R I 38752 (1002 10 : 20 CHaCl2/MeOH/NH4OH) 214k, DA77 Ak J0 8 [ 4
[ (1S,3aS,4R,5S,7aS) —4- (A F &) -5- ((IR, 2S,4S) -4-FH-2- R &) -1-F HIFC
) —Ta-F JE-1- (BEM-2-J8) J\E-1H-8i-1-M (b &% 5 123,42mg,89%) - 'H NMR
(CD30D) :67.72(d,J=3.0Hz,1H) ,7.49 (d,J=3.3Hz,1H) ,3.55 (m, 1H) ,3.41 (m, 1H) ,3.04
(m,2H) ,2.71 (m,1H) ,2.44 (m,1H) ,1.89-2.12 (m,4H) ,1.17-1.76 (m,12H) ,1.03 (s,6H) ,0.28
(m, 1H) .ES-MS m/z 409 ((M+11") ,

[0616]  sLjififs]21

[0617]  ((3aS,4R,5S,7as) -5- ((5R,6S) ~6— (F& F &) -5-F Jk-4,5,6, 7-PU S~ 1H-I5| -5
B ~Ta—H -1 1 3k )R - 1TH-B-4-38) B (b &40 5 130) (KA R
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[0618]

[0619]  A.7E4S T 4% (2S,4aR,4bS,6aS,9aS,9bR,9¢cR, 12aR, 12bS) —4a,6a,11,11-J4 H
Fe-T-WH R NE-IH-H G (1, 2] 56619, 10-d] [1, 3] =5 URM M -2- 1 b &M% 5
124,2.05g,5.55mmol) FNIBX (3.88g,13.9mmol) fEMeCN (80mL) H [ VR & W) #£65°C Ktk
4.5hHGIRA IV H B 2R, T i e o R Rk 4 LR A S ) IR Y (4aR, 4bS, 6aS,
9aS,9bR,9cR, 12aR, 12bS) —4a,6a,11,11-PY FFJE-7-3F FH B+ DU S - 1H-31 3639 [1, 2] FEIF
[9,10-d] [1,3] Z5 R 0-2 (3H) —Bi (LA 0%%5125,1.998,98%) «

[0620]  B.7E& S T ¥4 (4aR,4bS,6aS,9aS,9bR,9¢cR, 12aR, 12bS) ~4a,6a,11,11-4 F H-7-
R B DY S - TH-3R % 0 11, 21 FE 319, 10-d ] [1, 3] A -2 (3H) -l (k& W4 5
125,250mg,0.7mmol) - FF g 7. EE (113uL,1.4mmo1) NaH (60 % VAWK , 56mg , 1 . 4mmo1) FIEtOH
(2drops) ZETHF (10mL) " (VR A P36 FE R 100min o K BT A3 10 V8 S v V2 =35, R A
NaHCO3¥& ¥ (10mL) #%, FHEt0Ac (3x10mL) ZEHR, T8 (Na2S04) FH M4 o H A2 ) F A B € 1 02
(9: 119 T 8% :EtOAC) ZEAL AR ALZE 3 (AfE K1) (4aR,4bS,6aS,9aS,9bR,9cR, 12aR, 12bS) -3~
R H ) —4a,6a, 11, 11-PY -7 H L4 DY A -1H-2R 9 [1, 2] FEH [9, 10-d] [1,
3] AR ARIR A -2 (BH) - (f 5404 5126, 128mg,47%) .

[0621]  C.7E4/S FAEZIR I (4aR,4bS,6aS,9aS,9bR,9¢R, 12aR, 12bS) —3— (F4 3L . FF
5 —4a,6a,11, 11-PY R FE-7- 7 F B DY A - 1H-BR R IF (1, 2] FEFH [9, 10-d] [1, 3] A %R
IRA-2 (3H) B (bS04 5126, 127mg,0.33mmo 1) /KA (24uL,0.5mmo 1) AIACOH (38uL,
0.66mmol) ZEEtOH (15mL) 1 ¥R & 41k 18h o 15 BT 15 VR & Wik 45 FEAEEt0Ac (50mL) 1
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2, MR FHH0 (2x25mL) AIERZK (25mL) JEHE , T8 (NaoS0s) FF i o e R M) TR i (i 02: (1: 1
£1:0Et0Ac: O\ J8) ZifL AR (1 AL E A1 (3aS,3bR, 3¢R, 6aR,6bS,11aR, 11bS,13aS) -5,5,
1la,13a-PUR3-1-FH }-1,2,3,3a,3b,3c,6a,6b,7,8,11,11a,11b,12,13,13a-TE
Wk [5,6] [1,3] “5HRHLMIE (4,5 23,4125 (1, 2-F] W) (LA M%% 5127, 130mg) -
[0622]  D.#% (3aS,3bR,3cR,6aR,6bS,11aR,11bS, 13aS) 5,5, 1 1a, 13a—PY B -1 -F I -
1,2,3,3a,3b,3¢,6a,6b,7,8,11,11a,11b,12,13,13a— T NEAIFLIE[5,6] [1,3] A&
IR )5 03,4125 1, 2-F1 MMt (b &M% 5127, 130mg) £EH20 (0. 4mL) FIACOH (1. 6mL)
W PR G UTE Z I N iR . 5h o R NVR A P 46 - /EMeOH (25mL) AT1MNaOHYA K (25mL) H1
H i IR AW HICHCL2 (3 X 50mL) ZEEL, F-J (Na2S04) FHik4e . iR W) FIRERS (8% (9: 11
EtOAc :MeOH) 4fi fh. LA B4 [ A [E 441 (3aS, 3bR, 4R ,5R, 5aS,10aR, 10bS, 12a8) —10a, 12a——
FJL-1-WW R H-1,2,3,3a,3b,4,5,5a,6,7,10,10a,10b,11,12, 12a—FANEM K [5,6] Z%
[1,2-F10g|e-4 5- 8 (bS5 Y% 5128,99mg,85% , A2 N H 1) o

[0623]  E.}% (3aS,3bR,4R,5R,5aS,10aR, 10bS,12a8) ~10a, 12a- - F H:-1-W HF H-1,2,3,
3a,3b,4,5,5a,6,7,10,10a,10b,11,12,12a— T NEAH L IE[5,6] 25 [1, 2] M| —4 | 5- — &
A5 128,77mg 0. 23mmo1) FINal0s (97mg,0.46mmol) 7£ THE (2mL) FH0 (1mL) 1 [ V&
AU ER R4 . 250 IR G 2 BL T Et0Ac (25mL) FTH20 (15mL) 2 [A] 344 A ALz A #h
K (2x15mL) JE G, T8 (Na2S04) FF 34 LA =42 A B8 4K 1K (BR,6S) -5- ((3aS, 4R, 55, 7aS) ~4-
F i -Ta— R -1 - 0 NS - L H- B -5-J%) —5-H J&-4,5,6, 7- DY & - 1H-I5| -6 -FH % (fk
A% 5129,80mg) .

[0624]  F.7ZEG/S FAESET N (5R,6S) -5- ((3aS,4R, 5S,7aS) ~4-H E L -7a-F H-1-
H 3 J\E - 1H-Bh-5-3&) -5-FF 3£-4,5,6, 7- VU S -1 H-M5| -6 - FR i (b &% 5129, 80mg) Al
NaBHa (22mg,0.57mmo1) 7ETHF (3mL) FiMeOH (1mL) H FI VR A W4+ Lh o 1 Fr 15 VR A 7% A)
F0CIHMA80%ACOH (0.4mL) o 7E 225 T 10min & , KR -S4 FHEtOAC (25mL) FRE , 4k 7k FH il
HMINaHCOs &V (2 X 15mL) A1k 7K (10mL) J53E , T4 (Na2S0s) FFMAR Sk W) FRE R (372 (9:
1IIEtO0AC :MeOH) Zli4k LA A 1 €A [ 4411 ((3aS,4R,5S,7aS) -5- ((6R,6S) —6- (B2 FH 5) —5-H
H-4,5,6, 7-VU S~ 1 H-W5|Me—5-3E) ~Ta—F -1 FF 2 )\ & - IH-Bfi-4-3%) FEE b 595
130,72mg,92% , 22N 15) "H NMR (300MHz , CDs0D) 67.25 (s, 1H) ,4.60 (s, 2H) ,4.03(d,J=
9.6Hz,1H) ,3.93(d,J=9.6Hz,1H) ,3.69 (d,J=11.3Hz,1H) ,3.35-3.20 (m,3H) ,3.15 (dd,]
=5.6Hz,16.9,1H) ,2.69-2.45 (m,2H) ,2.28-2.24 (m,2H) ,1.79-1.16 (m,8H) ,1.08 (s,3H) ,
0.82(s,3H) ;'°C NMR (75MHz ,CD30D) 6162.9,101.5,63.7,62.8,51.4,44.7,44.4,41.4,
38.97,37.1,30.1,25.6,24.4,23.7,20.8,18.8;MS m/z:345. 2 [M+H] ",

[0625]  sijififs)22

[0626]  ((3aS,4R,5S,7aS) -5- ((5R,6S) -6— (& F &) -5-F H#-4,5,6, -V E K I [c] FhE
Me—5-Fk) ~7a- 1 3L —1- 3V B 3 )\ S -1 H-Efi—-4-3%) F i (b &Y% 5 133) 14 %
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NalOy, THE, H,0

[0627]

132 O 133  OH

[0628]  A.%# (4aR,4bS,6aS,9aS,9bR,9cR, 12aR, 12bS) —3— (F2 LW FHIE) —4a,6a,11,11-4
BT R DU S - TH-2R 9% (1, 2] 3E9F (9, 10-d] [1, 3] =5 2838 -2 (3H) - (L&
V9% 5126, 149mg, 0. 39mmo 1) F1 L ER¥2 i (80mg, 1. 2mmo 1) ZERLIE (3mL) FTH20 (0. 3mL) H1 (]
TRAPIPEFERIE3 . 750 B3 FIVR & P74 41 2 = 5 JF FH20 (15mL) # % , fK ik FHCH2C 12
(3x15mL) FIEtOAc (15mL) 25 H o 44 & I A HLJE T8 (Na2S04) , ¥ 4s I T-PhMe (2x10mL) Hr 3
b HRAR M IE I 1% (20 LIIEt0AC : T ) Al AL DU B it 1 [ 44 1) (3aS, 3bR, 4R, 5R, 5aS,
10aR, 10bS, 12aS) -10a, 12a- —F J-1-WH }£-2,3,3a,3b,4,5,5a,6,10,10a,10b,11,12,
12a—+ VYA -1H-21 8 FF (7,81 FEFF [2,3-c] MM -4  5- —FE (L A4 5131 ,130mg,
98%) .

[0629] B.7E=J5 T (3aS,3bR,4R,5R,5aS,10aR, 10bS,12aS) —10a, 12a— - F JE-1-\V F
$-2,3,3a,3b,4,5,5a,6,10,10a,10b,11,12, 1 2a— P& -1H-3F %I [7,8] FEFE[2,3-c]
e -4 | 5- 1 (b &Y% 5131, 103mg, 0. 30mmo1) FINalO4 (160mg,0.75mmo1) ZETHF (3mL)
AIH20 (1.5mL) H TR & P FE4 . 250 IR 5 FEt0Ac (25mL) FIH20 (15mL) %, FH £h 7K
(2x15mL) Ji5 ¥ , T15 (Na2S04) FHHik 4 LA it 1 [l 4 1) (BR, 6S) —5- ((3aS, 4R, 5S,7as) —4-H
P —Ta—FF -1 -0 1 3 )\ S - 1H-Ei-5-3%) -5-F 3E-4,5,6, T- VU A A I [c] IR M —-6-F i
WAV 5132)

[0630] C.7ZE@RS NAEZE T BR,6S) -5- ((3aS,4R,5S,7aS) ~4-F B S -7a-F H-1-
HE NS - 1H-Bfi-5-5%) -5-F JE-4,5,6, T- VU E R I [c] lEm-6-H i (L&Y% '5132) il
NaBHs (34mg , 0. 90mmo 1) ZETHF (3mL) FMeOH (1mL) H [ TR A W04 FE 1 . 25h o 4 S B FINHAC LA
(0.5mL) ¥ K , FHEtOAc (25mL) FBE , 4 Uk AL FINaHCOs7 ¥R (2 X 15mL) Al #h7K (10mL) 35 ¥t ,
T4 (Na2S04) FFIR 4 o HR AR W) FRERR (3% (2: 1INEtOAC : %) 240 BLER 1t 1 ] 44 11
((3aS,4R,5S,7aS) -5- ((5R,6S) —6- (F2H L) -5-FHJ-4,5,6 , -V A I [c] Fhdme—5-
B —Ta—FRE-1- W R VA - 1H-B-4-55) I (L5995 133, 88mg,85% , & 24N 5%)
"H NMR (300MHz ,CDC13) 88.07 (s, 1H) ,4.60 (d,J=10.3Hz,2H) ,4.06-3.95 (m,2H) ,3.74(d,J
=11.5Hz,1H) ,3.43 (m,1H) ,3.36 (dd,J=18.0,5.7Hz,1H) ,2.83(dd,J=17.7,5.8Hz,1H) ,
2.66(d,J=16.3Hz,1H) ,2.54-2.19 (m,5H) ,1.82-1.14 (m,8H) ,1.10 (s,3H) ,0.77 (s, 3H) .**C
NMR (75MHz ,CDC13) §161.3,159.5,153.4,114.1,101.2,62.5,62.3,49.9,43.7,43.6,42.8,
40.2,37.6,35.8,31.6,29.2,27.3,24.7,23.4,22.7,21.3,20.5,18.3,14.2;MS m/z:346.2
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[M+H] "

[0631] s f1]23

[0632]  ((5R,6S) -5- ((4R,5S) -4- EH L) -1, 1-—HF-2,3,4,5,6,7-7NE-1H-Efi-5-
) -5-FH-4,5,6, T-VUE R I [d] meigmk-6-3L) BEE (A9 5 136) A R

[0633]

[0634]  A.%¥ (4aR,4bS,6aS,9aS,9bR,9cR, 12aR, 12bS) —3— (F2 LW FHIL) —4a,6a,11,11-4
RT3 A DU S - TH-2R 0 9% (1, 2] 3E9F (9, 10-d] [1, 3] =5 238 -2 (3H) - (L&
M4i'5126,111mg,0.29mmo1) AL R F2 % (60mg ,0.86mmo1) 7EELOH (3mL) H VR & 44 ]
3. 25h N FTAR ITR BV A8 =i IR YA /EEt0Ac (10mL) FACH2Cl2 (15mL) H £ 1 Frfg
()78 4 I AINaHCOs B L (2 X 10mL) V&3 , )5 (NaoS04) FH-He4e R ¥ Rk IR i (1
LIIEt0AC : . 45%) Atk LR AL TE A IHPIR Y (3bR, 4R, 5R, 5aS, 10aR, 10bS) 1,1, 10a- = }-2,
3,3b,4,5,5a,6,10,10a,10b,11, 12—+ =& -1H-FF %31 [7,8] FEFF (3, 2-d] FlEme—4  5- —
B (b 5% 5134 ,84mg,85%) o

[0635] B.7E=IRE F# (3bR,4R,5R,5aS,10aR,10bS) -1,1,10a-=HF%-2,3,3b,4,5,5a,6,
10,10a,10b,11, 12— =& -1H-3 %I [7,8] FEFF [3,2-d] lEme-4  5-—FF (b 5% 5
134,99mg,0.29mmo 1) AINal04 (154mg,0.72mmo 1) 7ETHF (3mL) A1H20 (1 .5mL) ' H VR -S4 i+
4h o KGR AP HEt0AC (25mL) FTH20 (15mL) #% %, FHER7K (2x15mL) J5¥E , T8 (Na2S04) ik 4
LB AT (BR,6S) -5 ((4R,58) 4~ k-1, 1- ZH 5-2,3,4,5,6,7- & -1H-
efi-5—J%) -5-FH-4,5,6 , T-PUE IR I [d] RIEM-6-F % (5% 5135) .

[0636]  C.7EES FEZEER T GR,69) -5- ((4R,5S) ~4-FEi -1, 1-—~FH-2,3,4,5,6,
T-7NE-1H-Bi-5-38) -5-H -4 5,6, 7T-IUE R I [d] iEm-6-H i (tb 549 5 135) Ml
NaBHs (27mg,0.72mmo1) 7ETHF (3mL) FMeOH (ImL) 1 [ VR A W04 FF 1h o 45 S N FINHAC 1V W
(0.5mL) ¥ K o 7EZ I T HFE 10min 5, KR 54 FHE tOAc (25mL) A B , 4K 7% vl AINaHCOs ¥
W (2x15mL) FHERZK (15mL) i35 , T4 (Na2S0s) FHIRAE SRR W) FRERS (A 1%92: (2: 1IMEt0AC: T
1) SEAL AR [ A [E AR 1 ((BR,6S) —5- ((4R,5S) —4- (BRFE) -1, 1- —~H J£-2,3,4,5,6,7-
INE-1H-Bi-5-5%) -5-F J-4 5,6, 7-PUA R I [d] eiEme-6-5L) FEE (k5% 5136,
78mg,78% , &2 ) J'H NMR (300MHz , CDC1s) 88.00 (s, 1H) ,4.04-4.01 (m, 1H) ,3.72-3.69
(m 1H) ,3.50-3.45 (m,1H) ,3.20(dd,J=18.1,5.6Hz,1H) ,2.64(dd,J=17.7,7.9Hz,1H) ,
2.48-1.26 (m,14H) ,0.99 (s,3H) ,0.93 (s, 3H) ,0.86 (s, 3H) ;'*C NMR (75MHz,CDC13) §166.8,
149.7,144.7,132.3,111.1,64.7,62.5,45.87,42.1,39.7,39.1,38.5,37.2,37.2,37.2,
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32.3,28.2,27.0,25.5,23.2,20.2,20.1,19.6;MS m/z:346.2[M+H] ",

[0637]  sLjitafs)24

[0638]  ((3aS,4R,5S,7aS) -5- ((56S,6R) -5- e H H) -2,6- —FH 4,56, 7-VUH R I [d]
IBE I —6—JL) —7a—FF k-1 -3 FE O J\ S - 1 H-efi-4-3%) FEE (b &4 5 141) & 1%

[0639]

NBS, NaOAc, AcOH,
gz HsO

[0640]  A.%#% (4aR,4bS,6aS,9aS,9bR,9¢cR, 12aR, 12bS) —3- (F2 5LV A HL) —4a,6a,11,11-J4
FE-7- 0 A DU S - TH-2R 9% (1, 2] SE9F 19, 10-d] [1, 3] 4 2836 -2 (3H) - (L&
Y45 126,0.81g,2. lmmol) \NBS (392mg, 2. 2mmo1) \NaOAc (173mg, 2. lmmo 1) FIAcOH (1201L,
2. 1mmol) /£ ZHELE (22mL) MIH20 (2. 2mL) W VR & W) 7E E I T I HE24h O R BLTRG )
(reaction) 43HC TEtOAc (150mL) F1H20 (150mL) 2 8] 34 7K JZ FIE tOAc (2 X 75mL) ZEHL . FF-4%
SRR K (75mL) 75 ¥E, T8 (NasS04) HHas Ak AW ARk IR (it ik 9: 1R T Bt
EtOAc) ZEAk AR AERE TE eIk (4aR, 4bS,6aS,9aS,9bR, 9¢R, 12aR, 12bS) -3-JR-4a,6a,
L1, 11-DY R -7 R 2 DY & - T H-2R 8 9 (1, 2] 3691 (9, 10-d] [1, 3] 28 2438 [ -2
(3H) i (b B ¥09'5137,0.59g,64%) .

[0641]  B.7E& S T (4aR,4bS,6aS,9aS,9bR,9¢cR, 12aR, 12bS) -3-JR-4a,6a,11,11-PY H
Fe=7- P B A PU A - TH-38 5 (1, 2] FEFE[9,10-d] [1, 3] S 43R 4% -2 (3H) - (b &4
%45 137,120mg, 0. 27mmo 1) FIERALZ BE % (82mg, 1. Immo1) ZERLIE (6mL) R &) 4E65°C
NHERE240 5 S E IR I I FINaHCOs VAR (20mL) o K TR IR &4 FIE tO0ACc
(3x15mL) ZEHL , T-J5 (Na2S04) , W 4 1 T-PhMe p 3L vk o 7 W IR B (it v (2: 1RO 2 42 -
EtOAc) Zlifk AL TR (3aS, 3bR, 3¢R, 6aR,6bS, 11aR,11bS,13aS) -5,5,9,11a, 13a-
TR R-1-TWH H-2,3,3a,3b,3¢,6a,6b,7,11,11a,11b,12,13,13a- S -1H-FH K IH[7,
8] [1,3] SR IMIE 4,5 :9,10]FEF[2, 3-d] HEME (LA H% 5138, TTmg ,68%) .
[0642]  C.}4 (3aS,3bR,3cR,6aR,6bS,11aR,11bS,13aS) -5,5,9,11a,13a~ i FFHE-1-F H
$-2,3,3a,3b,3c,6a,6b,7,11,11a,11b,12,13,13a—FPUA-1H-FF % [7,8] [1,3] =5 4~
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R[4 ,5 29,101 3E3F [2, 3-d] MEM: (LA W% 5 138, 7Tmg, 0. 19mmo1) 7EH20 (1mL) A1
AcOH (5mL) H (7R & ML 2R T 9 HE90min 4 S BVR A W0 4 I 73 BL T-Et0Ac (30mL) Al
IMNaOHIE ¥ (20mL) Z 18] o iZIR 540 FHE tOAc (3x20mL) A= HUFF44& H A HLZ T (Na2S04) JF
W4E TR AW FIRE R 187 (19: 1HMELOAC : MeOH) 4l Ak LA B (1 €5 [& 4414 (3aS, 3bR, 4R, 5R,
5aR, 10aR, 10bS, 12aS) -8,10a, 1 2a- =P H-1- W #-2,3,3a,3b,4,5,5a,6,10, 10a, 10b,
11,12, 12a~+PUSE-1H-28 L [7,8] FEF [2, 3-d ] mEME-4 5 (b &5 ¥1%% 5 139,69mg,
98%) o
[0643]  D.}4 (3aS,3bR,4R,5R,5aR, 10aR, 10bS,12aS) -8,10a,12a—=H J-1-F F }-2,3,
3a,3b,4,5,5a,6,10,10a,10b,11,12,12a— VU - 1H-3F % 3F [7,8] JEFE[2, 3-d] MEME—4  5-
I (A4S 139,64mg, 0. 17mmo1) FINalOs (73mg, 0. 34mmo1) £ZETHF (3mL) F1H20 (1. 5mL)
H IR AW ZE R N FE4h B IR A Y 5 BC TEt0Ac (25mL) AIH20 (15mL) Z [H), A #hK
(2x15mL) JEHE , 15 (Na2S0a) FH3 4 LLFR AL 1 (R[] 1A 1) (5S,6R) -6- ((3aS,4R,5S,7aS) —4-F
B —Ta—FR -1V 1 3 )\ - 1H-Efi-5-3%) -2,6- ~F3E-4,5,6, 7-DY A 2K I [d] MEME—5-FF
i (b 5195 140) .
[0644] E.{fE@/S FAE=IE N (5S,6R) -6- ((3aS,4R,5S,7aS) —4-F @3t -Ta-F 3E-1-1F
L & - IH-Ei-5-38) -2,6- ~F 3E-4,5,6, - U A K I [d]MEM-5-F i (fk & 9045 140)
HINaBHs (20mg,0.51mmo1) 7ETHF (3mL) AMeOH (1mL) o (VR A 445 $£90mi n o K 5 N2 FINHAC1 9%
7 (0.5mL) ¥ K, FHEtO0Ac (25mL) FikE , fk Ik A FINaHCOs ¥ ¥ (2 X 15mL) ALK (15mL) 5
Yo, I8 NazS0s) FFI4H 5 R W) I RERE (B35 (19: 11E t0AC : MeOH) £ AL LAFR AL [ €2 [ 44 1)
((3aS,4R,5S,7aS) -5- ((5S,6R) -5- (e H K&) -2,6- —H }-4,5,6, 7- VY E I [d ] HEME—6-
5 ~Ta—FHE-1-T B VA - 1H-8i-4-55) B (b &% 5141, 35mg,55% , &2 D)
'H NMR (300MHz ,CDC13) 84.61 (m,2H) ,4.06(d,J=11.1Hz,1H) ,3.96 (d,]=9.8Hz, 1H) ,3.74
(m,1H) ,3.44 (m,1H) ,3.25(dd,J=16.9,4.8Hz,1H) ,2.83(d,J=16.1Hz,1H) ,2.62 (s,3H) ,
2.54-2.28 (m,3H) ,1.86-1.19 (m,11H) ,1.11 (s,3H) ,0.80 (s,3H) .*C NMR (75MHz,CDC13) &
163.4,161.3,148.4,126.9,101.3,63.4,62.7,50.1,43.8,43.0,42.9,40.3,38.6,35.9,
32.2,31.7,29.3,28.0,24.9,23.6,22.8,20.8,19.2,18.5,14.2;MS m/z:376.2[M+H] ",
[0645]  Sijiifs)25
[0646]  (1S,3S,4R) -3- GZFH 3L) -4- ((3aS,6S,7R, 7aS) -7- (& F &) —3a—F JE-3- I8 k-
3a,4,5,6,7,Ta- /NG~ 1H-Ei-6-4%) ~4-F RIRAC B (LA W% 5 142) I 5%

Ph

[0647]

TBDPSO

38 OH

[0648]  {E == JH N AE G N R TBAF (0. 20mLAETHE H IMJE L, 0. 20mmo 1) A F ((1S, 2R,
5S) —5— (T = R BRI %) —2- ((3aS,6S, 7R, 7as) —7- (32 H Jt) —3a—FF JE-3- 2 JE -
3a,4,5,6,7,Ta~7NE - 1H-fi—6-4%) —2- LI O 38) FEE (L&) %% '5 38,80mg, 0. 13mmo 1)
FETHF (2. 5mL) (VAR SR JG B H 26 h o W 4 VA 3 » ELA% A Wi o ek e €435 925 (52 95Me OH/
EtOAc) Ziifk AR AL (B [F 441 (1S,3S,4R) -3 (F2H &) -4- ((3aS,6S,7R, 7aS) -7- G
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) -3a-FH-3-7K-3a,4,5,6,7,Ta-7NA - I H-Hi-6-3%) -4-F I OB (b & W95 142,
43mg,88%) +'H NMR (CD30D) :67.36 (m,2H) ,7.16-7.29 (m,3H) ,5.91 (m,1H) ,3.98 (m, 1H) ,
3.71 (m,2H) ,3.46 (m,1H) ,3.14 (m,1H) ,2.40 (m,1H) ,2.00-2.17 (m,4H) ,1.22-1.81 (m,11H) ,
1.13(s,3H) ,1.05 (s,3H) ;'3C NMR (CDsOD) :6156.3,138.6,129.1 (20) ,127.7(3C) ,127.6,
71.2,63.3,62.9,55.0,48.0,45.5,44.5,39.6,38.1,37.2,35.2,33.0,32.1,24.3,21.6,
16.8.ES-MS m/2385 ([M+1]17) »

[0649] s {5126

[0650]  (1S,3aS,4R,5S,7aS) -5- ((1R,2S,4S) -4-$H-2- R &) -1 -H HIF 2 &) -4-
(R IE) ~Ta-F - 1-25 0 )\ E - 1H-Ei-1-8 (A9 143) 15 %

OH
.\!Ph

[0651]

48 HO 143 HO

[0652] ¥4 TBAF (0. 25mLAE THE T IMVA W, 0. 25mmo 1) JIAF] (1S, 3aS,4R, 5S,7aS) -5- ((IR,
2S,4S) —4- (GRUT B R RELE ) 50 -2- R -1-R AR O -4- RF L) -Ta-H
Fe- -0 \NE - TH-E-1-F (L5 Y095 48,80me, 0. 12mmo 1) £ETHF (2. 5mL) H (K IERIFAE
R T 200 IR AEVE IR, HL R AR P I ek e £ 182 (51 95Me OH/Et0AC) 2HAk LA™ A= T £ [
&K (1S,3aS,4R,5S,7aS) -5- ((IR, 25, 4S) —~4-$43&-2- e L) - 1-FHIF ) 4- & H
H) —Ta—F - 1-K3E )\ S -1 H-Efi- 1 -1 (b &M% "5143,47mg ,94 %) . 'H NMR (CD30D) : 87 .39
(m,2H) ,7.29 (m,2H) ,7.20 (m,1H) ,3.89 (m,1H) ,3.41-3.63 (m,3H) ,3.00 (m, 1H) ,2.35 (n,
1H) ,1.94-2.17 (m,3H) ,1.15-1.75 (m, 13H) ,1.04 (s,3H) ,1.02 (s,3H) ,0.36 (m, LH) .ES-MS
m/z 425 ([M23]7) .

[0653]  sLjfafs27

[0654]  (1S,3aS,4R,5S,7aS) -5- ((IR,2S,4S) -4-§ 3 -2- L H L) -1 -F FLFF o 5E) -4-
CRHIL) -1, Ta-—H VA -1H-E-1-8 (LA 5144 5 R

OH OH
- 5\\~Me

[0655]

[0656]  H4TBAF (0. 30mLAE THE 1 IMPEV , 0. 30mmol) MIAZ (1S, 3aS,4R,5S,7aS) -5- ( (IR,
25,4S) 4= ((BUT 2 R RERERL) 40 -2- R -1 -F O -4- GRF &) -1, 7Ta-—
F S\ - IH-B- 1T (b & P04 598, 87mg) 7ETHF (3. OmL) W A M 7R = T Hidk22h.
WRAEVETR , FLYR AW fe e (V25 (7: 93fMeOH/Et0AC) AL LA A T E AR (1S, 3aS,
4R,5S,7aS) -5- ((IR, 2S,4S) ~4-fk-2- R L) - 1-H RO ) —4- BRI -1,7a- —H
B\E - 1H-E-1-8y (&Y% 5144 ,45mg,92%) 'H NMR (CD30D) :63.89 (m, 1H) ,3.72 (m,
1H) ,3.56 (m,1H) ,3.45 (m,1H) ,3.13 (m,1H) ,2.15@m,1H) ,1.25-1.88 (m,17H) ,1.21 (s,3H) ,
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1.10(s,3H) ,0.85(s,3H) .ES-MS m/z 341 ((M+1]") .

[0657] st f51]28

[0658] (1R, 3aS,4R,5S,7aS) ~1-Z. b F-5- ((IR,2S,4S) ~4-FF-2- R F IL) - 1-F FIf
O ) —4- (R L) —7a- R B )\ S LH-Ei- 1 - (b5 Y04 5 148) 194 Rk

[0659]

1) NaIO4, THF, Hgo
2) NaBHy, THF, MeOH o

TBDPSO

148  OH

[0660] A Z M7 sk A (1.17g,11. 4mmol) IO F (2S,4aR, 4bS, 6aS,9aS, 9bR,
9cR,12aR,12bS) -2— (GRUT 2 R F ik b dk) 200 —4a,6a, 11, 11-PYF B PYH - 1H-H F
[1,2]13E91[9,10-d] [1,3] S & J%-7 8H) R (b 5914 5 33,1.15g,1.91mmol) 7ETHF
(9.6mL) FHIVEBUFEF IR FAR S FHEEL9h A Eh 7K (12mL) F1H20 (5mL) , B J& in A
EtOAc (10mL) o 7K /= FHEtOAc (2x10mL) 2280, HAG& A HLE T4 MgS0s) Fik4d R
Vi ik hE i 2L V2 (20 : 80Et0Ac/ L 458) 2HAk A=A AR (25, 4aR,4bS, 6aS, TR, 9aS,
9bR,9cR, 12aR,12bS) —2- (GRUT & RH RELE L) ) -T-Zbhdk—4a,6a, 11, 11-JUFF |75
S-IH-2RRIF [1,2]9E9F [9,10-d] [1,3] 5 3R M -7-BF (WA W% '5145,0.59¢,
49%) o

[0661]  B.J¥ (2S,4aR,4bS,6aS,7R,9aS,9bR,9cR, 12aR, 12bS) —2- ((HU ] 3k I ik b )
) -T- R -4a ,6a, 11, 11-PU R FE+SE-IH-2R (1, 2] 3634 (9, 10-d] [1, 3] 5 Z&FF
M7 (A9 "5145,0.59g,0.94mmo 1) ££80% 2.8 (aq) (15mL) BNk &
40C, F7 422 . 5hR Ja Wi - FiPhMe (3x30mL) HE4T L3k Bk F 42 (I ACOHMIH20, HIRTF K (At ik
% (3S,5S,6R,7R,8R,9S,10R,13S,14S,17R) =3— (KT F& IR ke dd) 40) —17-2 bRt~
10, 13- —HEFNE-1H- 3% [al 36-6,7, 17T-=F Gb-5 Y% 5 146,0.500) K& —4
aifeim g T T — 28K

[0662]  C.¥NalOs(313mg,1.46mmol) 7EH20 (0. 7mL) 7 =R I F) (3S,5S,6R, 7R, 8R,
9S,10R,13S,14S,17R) -3— (GRUT 2& R RERE L) 40 -17- 28310, 13- R LR & -
IH-B8 % [al FE-6,7,17- =1 (A% '5146,0.43¢) ZETHF (7. 3mL) T HIVATR , IR &
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WIE 2= I TR 2h IRAGIR A, TR 5 AR Y 43 L T-CH2C 2 (20mL) AHH20 (10mL) 2 [8] o 45 7K AH
FHCH2C12 (2x10mL) ZEHL, HAG G H A HLZ T MgS0s) FFMAR 45 FIr 31 o (i (420mg)
VEMRAES : 1THF /MeOH (7. 2mL) W IFAE RS R A #1E0°C o i ANaBHs (55mg, 1. 5mmol) , 34478
EWIAE0C R HFE30min, R G AL S I R A E2. 5ho INNTAER (5mL) IF IG5 1R 540 B3R 21
TEAEAEEL0AC (40mL) , FF FHER7K (2x15mL) FE WL, S8 5 TR MgSO0a) FF IS o Fe s i it ek g £
B (1 LRIEL0AC/ T f0) AL A o ek ¥ (IR, 3aS,4R, 5S, 7aS) —-5- ((1R, 2S,4S) -4~
(GRUT & R REGE L) ) —2- B AL - 1-F R -1~ R -4- (R HL) -Ta-F A
JNE-H-E-1-T AL &Y% 5 147,338mg,70% , 235 15) .

[0663]  D.#TBAF (0.23mLAETHF H IMVE W, 0. 23mmo 1) MIAF| (IR, 3aS,4R,5S,7aS) =5
((IR,2S,4S) —4- (BT BRI kL) 50 —2- GRF ) -1-F AR O -1- 4 k-4
(AL -Ta-H 3 )\E-1H-8-1-% (b 5% 5 147,69mg,0. 1 2mmo1) 7ETHF (2. 3mL) H 1]
VSR AEZE T T P 3d IR G VAW, and B R )18 1 ik B E 182 (7: 931 MeOH/Et0AC) 24k A
FeA T AR (IR, 3aS,4R,5S, TaS) —1- 4 -5- ((IR, 2S,45) -4-FH-2- R ) - 1-
BRI —4- (R 3E) —Ta-H 3L )\ A - 1H-Bi- 1 -y b & ¥4%% 5 148,41mg,100%) o 'H
NMR (CD30D) :63.89 (m, LH) ,3.72 (m, 1H) ,3.56 (m, 1H) ,3.45 (m,1H) ,3.14 (m,1H) ,2.87 (s,
1H) ,1.22-2.26 (m,18H) ,1.10 (s,3H) ,0.83 (s, 3H) .ES-MS m/z 351 ([M+1]") »

[0664] S5 15129

[0665]  (1S,3S,4R) -3— (J2 I 3) —-4- ((2R, 3S, 3aR,3bS,5’R,6S,7R, 7aS,8aS) -7- (& H
) -3,3b,5 ~Z R IUEBR B (2, 1-b]KIK-2,2" LR ] -6-3%) —4-FF LR LB ((L &
Y45 154) B4 %
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[0666]
Cul, tBUOCH,
HO

o 1)BHs, THF . .G NalOy,
2) NaBOjg, H,0 ] / THF, HyQ

AcO” TR0 ACO” "o

NaBH;,
THF, MeOH

NaOMe, MeOH

AcO” ™7 cHE ' AcO"
152 153 On

[0667]1 A ZER/S R BHIGEAEOCH (2°R,4S,5°R,6aR,6bS,8aS,8bR,9S,11aS,12a8) -5,
6a,8a,9-PUFA K-1,3,3 ,4,4 ,5,5 ,6,6a,6b,6" ,7,8,8a,8b,9,11a,12,12a,12b- 145
BE[ZE[2 ,1 :4,5] e [2,1-b]WkIFE-10,2 —MkiE]-4-1 459 '565,1.00g,2.41mmo1)
H1Ac20 (0.46mL,4.82mmo1) FEMEHE (10mL) H AW IR FE3d G IR A WIAE UK v 208K e FH L
FINaHCOs ¥ M (BmL) ¥ K, 4 Z il N HEHE 3040 % M ¥4 W FHE tOAc (100mL) %, I #hK
(3x15mL) ¥ ¥t , T4 MgS04) Fieda LA f 38 B ([l K11 (2°R,4S,5 'R, 6aR,6bS, 8aS, 8bR,
9S,11aS,12aS,12bS) -5 ,6a,8a,9-PY FH}#-1,3,3 ,4,4 ,5,5 ,6,6a,6b,6" ,7,8,8a,8b,9,
11a,12,12a,12b- = +EHR[25[2° , 1" :4,5] 835 [2,1-bIWEIE-10,2 -tk ] -4-FE 2 R &
&M% 5149,0.98¢) .

[0668] B.{E%&/< Tl (2°R,4S,5'R,6aR,6bS,8aS,8bR,9S,11aS,12aS,12bS) -5 ,6a,8a,
9-JyH 3£-1,3,3 ,4,4 ,5,5 ,6,6a,6b,6’ ,7,8,8a,8b,9,11a,12,12a,12b- IR [2E
(27,1 :4,5]EiJF[2,1-b] BRI -10,2" -MLI]-4-ZEZ R AW '5149,0.98g,
2.15mmol) AICul (4mg,0.02mmol) ZEFF L 4E (13mL) VAU “BuOOH (3 . OmL7E Z& 48 H15M
VAR, 15mmo 1) -4 Fr A3 F I IRAE 70 °C yiify Hp i divid 42 43 = 1 S A6 77 FNa2S205 (1. 89g)
FEH20 (20mL) 7RIV TRV KRR 4L 107 B, 8 5 IR & 4 FIEtOAc (100mL) 255X, 4k ¢k FH v A
NaHCOs¥& ¥ (15mL) A1EE7K (3x15mL) JF Ut , 15 MeS00) FFMAR e R LI (35125 (20%
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EtOAc/ T %e) ik L3R M A i 4R (2°R,4S,5 R, 6aR,6bS,8aS,8bR,9S,11a$S,12a8,
12bS) -5 ,6a,8a,9-VY A J&E-1-%1%-1,3,3 ,4,4 ,5,5 ,6,6a,6b,6 ,7,8,8a,8b,9,11a,
12,12a,12b- =S R[ZK (2,1 :4,5] efiFf [2, 1-bIBRIE-10,2" -Mtg] -4- L 48 & (k&
M9 '5150,0.37g,37%) .

[0669] C.7E0CHER < FIA (2'R,4S,5°R,6aR,6bS,8aS,8bR,9S,11aS,12aS,12bS) -5,
6a,8a,9-PY B HE-1-%4%-1,3,3 ,4,4 ,5,5 ,6,6a,6b,6 ,7,8,8a,8b,9,11a,12,12a,12b-
THEBIEIZ U 4,518 [2, 1-b] BRI -10,2" LR ] -4-FE R T b B4R 5 150,
0.37g,0.79mmo1) ZETHF (5mL) H JFEBUIMABIGE (1. 6mLAETHF R IMYA W, 1. 6mmo 1) o Xk 747 Ji5
W IR NEAE DK ¥ A5 FIH20 (0. 5mL) K AR J5 I ANaBOs © 4H20 (0. 25¢) HHHIR GME60°C T
T h #5784 ¥ FIEt0AC (100mL) %%, A #h7K (3x15mL) 35 %G, T4 MgS04) FF Ik 4H R &)
PR (.38 7% (50 % Et0Ac/ Thbe) 44k LAFR L B IR 1) (IR, 2R, 2aS,2°R, 4S,5°R, 6aR,
6bS,8aS,8bR,9S,11aS,12aS,12bR) ~1,2- ¥ F-5 ,6a,8a,9-PU I —F 5B [25[2
1" :4,5] efiFf [2,1-bI BRI -10,2" —MtIE] -4-JE 28R 5 (A% '5151,0.19¢,49%) »

[0670]  D.J% (IR, 2R,2aS,2’R,4S,5 R,6aR,6bS,8aS,8bR,9S, 11aS,12aS,12bR) -1 ,2- — %%
H-5 ,6a,8a,9-PUHF I = “HMR[ZR (27,17 :4,5]EiFF (2, 1-b] WkiR-10, 2" —nk i ] -4 Kk
IR E &Y% '5151,0.19g,0.39mmol) FINal04(0.17g,0.77mmol) 7£ THF (6mL) FIH20
(ImL) VA VRAE S5 T HeHE3h B AR FIH20 (20mL) %5 % , FICH2C1 2 (2x50mL) ZEHL, Ak 7K
(10mL) J5 3%, T8 (MgS0a) FFH4a - % 1 R 372 (30 % Et0Ac/ Cpe) 2tk AFR I A 2
WK (1S, 3S,4R) —3-FH BEJE-4- ((2R, 3S,3aR, 3bS,5 R, 6S, 7R, 7aS,8aS) ~7T- Bt -3, 3b,
5 -=HEPUSIBE (2, 1-b]Weig-2, 2" —Atig] -6-3%) -4-FF RO 28 b &y
%i'5152,147mg) -

[0671]1  E.¥% (1S,3S,4R) -3-FEi3L-4- ((2R, 3S, 3aR, 3bS,5°R,6S,7R, 7aS,8aS) —7-F ik
H:-3,3b,5" = FE-PU S (B I [2, 1-b] Wi -2, 2" —ibig ] -6-Jk) -4-F LR O AL 22 £
&4 'S 152,147mg,0.302mmo 1) FINaBHs (23mg, 0. 60mmo1) £FMeOH (1mL) FNTHF (4mL)
RV TRAE 2R T 1R 3h o 5 S R AE DK #8203 FHACOH (0. 5mL) ¥ 2K, 78 =5 T i 157 IR
JE R4 iR AR Y TEt0Ac (100mL) H1 , 4K 7% F Y AINaHCOs ¥ ¥ (2x5mL) AIEL7K (3x15mL) iF
Ve, T8 MgS04) I3 i R L RS i (50 % EtOAc/ Tkt , 2R 75 % EtOAc/ L ke) 46
PR BASRAE i 4R 1 (1S, 3S,4R) -3- GEH AE) -4~ ((2R, 3S, 3aR, 3bS,5 'R, 6S, 7R, 7aS, 8a$) -
T- (PR L) -3,3b,5 - A PUS MR (B [2, 1-b]WEME-2, 2" —HEiR ] -6-2%) —4-F LR
FHORE 59 '5153,0.13g,88%) o

[0672] F.¥ (1S,3S,4R) -3- B H ) -4- ((2R, 3S,3aR, 3bS,5 R, 6S,7R, 7aS, 8as) -7- (&
L) -3,3b,5 ~=HFEPUSIR [EiIF[2, 1-b] k-2, 2 -k ]-6-3%) -4-F HF D F 2
MR G5 Y9%'5153,0.13g, 26mmo1) FINaOH (23mg, 0. 53mmo1) ZEMeOH (10mL) H fI VAR AE %
R BERE2d, R 5 FIACOH (1. 5mL) FRALFE MR 4a o R AW F A B € 3% v2: (1 % MeOH/EtOAc, SR I
5%MeOH/Et0Ac) itk LA FR A (3 (i 441 (1S, 3S,4R) —3— (2 AR L) —4- ((2R, 3S, 3aR, 3bS,5°
R,6S,7R,7aS,8aS) -7- GEH 3) -3,3b,5 ~=HF H+ VIS [EiIF [2, 1-bIHkmE-2,2" -t
I 1-6-3%) —4-F LR OB (A4 5 154,97mg ,82%) o'H NMR (CDsOD) : 84.42 (m, 1H) ,3.91
(m,1H) ,3.70 (m, 1H) ,3.58 (m, 1H) ,3.44 (2H) ,3.32 (m, 1H) ,3.12 (m, 1H) ,2.15 (2H) ,1.92 (m,
1H) ,1.85-1.15(20H) ,1.12(s,3H) ,0.98(d,3H) ,0.82(s,3H) ,0.80 (d,3H) .ES-MS m/z 451
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(117 6

[0673]  sLJiaf5130

[0674]  (1S,3S,4R) -4- ((3aS,6S,7R,7aS) —3- (KM -2-4&) -7- G H L) -3a-F H-3a,4,
5,6,7,Ta~7NEA - 1H-Bfi-6-3%) -3- R IL) -4-FEH OB (b 595 158) (A L

[0675]

1) NalOy,
THF, H;0
2) NaBHj,

156 THF, MeOH_

[0676]  A.¥% (2S,4aR,4bS,6aS,7S,9aS,9bR, 9¢cR, 12aR, 12bS) —2- ( GBLT 3 — I8 ARk b L)
A0 -7- (BRI -2-55) —4a,6a, 11, 1 1-PY AN E-1H-30 89 [1, 2] JE 9+ [9,10-d] [1,3] =
AL R -T-E (LA W9R555,1.15g,1.72mmo 1) 7E80% 7.1 (aq) (16mL) H (1) B 5y
WA40°C , Hra2. 5haR 5k i - FIPhMe (3x30mL) H#E4T 2L 3b 2 4 o) 42 (1) AcCOHAIH-0 , H AR AW
TR LS (30:70-50:50Et0Ac/ T 4t) SiAL LA 7= A 5 I K ¥ (3S,5S,6R, 7R, 8R, 9S,
10R, 135,14S,17S) =3- ((BUT FE R kb ) %0 —17- (Wi -2-45) -10, 13- F& K
- [al FE-6,7,17- =1 (b5 95 155, 333mg, 31 %) Ak Ay iKY (3S,5S,6R,
7R, 8R,9S,10R,13S,14S) =3 (BT & KRB RELEHL) 50 —17- (kIR -2-3%) -10, 13- "~ H -
2,3,4,5,6,7,8,9,10,11,12,13,14, 15— FPUA-1H-3 % If [al FE-6,7- B U5 5
156,615mg,59%) -

[0677]1  B.¥4NalOs(373mg,1.74mmol) ZEH20 (0.9mL) T ¥k i A3 (3S,5S,6R, 7R, 8R,
9S,10R,13S,149) =3- (BT HE IR FEEGT L) 40 —17- (RIg-2-J%) -10, 13- = H 1-2,3 4,
5,6,7,8,9,10,11,12,13,14,15- A -1H-F %I [al FE-6,7- —F (bS5 156,
533mg,0.872mmo1) FETHF (8. 7mL) H1 VAW , FH 4G VR G L =il NI FE L. 5h IRGTR &), 7
IR 7 BC T CH2C L2 (20mL) ATH0 (15mL) 2 1] o 7K AH FCHaCl2 (2x10mL) ZEHL, EUREA FE (1)
AVLETIE MgS00) FHIRAR 4 TSIk ta Uik (559mg) ¥ fif/E3: 1 THF /MeOH (8. 7mL) HH FEA/E
WA TAHEO0C . INANaBHs (66mg, 1.7mmol) , KRR A HAE0C R HHE30min, SR 5 /£ = iR
THFE2h M TER (5mL) FH 451 A4 o $5 5 R WA M A/EE tOAc (40mL) W JF A £R K
(2x15mL) JH LR JG T8 MgS0s) FFIR 4 o TR AR Ml i e e 3925 (12 1RYEt0Ae/ T Je) 434k
PR BL P Ak AR (1S, 2R, 5S) -5— (GRUT 2R fik ke dik) %) —2- ((3aS,6S,7R, 7aS) -
3- (BRI —2-38) -7- (B JL) —3a-F 3-3a,4,5,6,7, Ta- /N - | H-Efi-6-4%) —2- B JL IR O L)
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FEE (A9 5157,515mg) .
[0678]  C. 5 TBAF (0.28mL7/ETHFH IMVA W, 0. 28mmo1) JOANF ((1S,2R,5S) -5- ((# T % —
R RELGTRL) %) -2- ((3aS,6S,7R, 7aS) —3- (BRI -2-3) -7- B &) -3a-F #-3a,4,5,6,
7,Ta—7NE - 1H-gi-6-55) —2-H LI O L) FEE (5% 5 157, 87mg) 7ETHF (2. 8mL) I
WO S I T IR 3d IR GA VA VR, H R AR Wid 1 i s (789 (7: 931 MeOH/E t0AC) ZEAL LA 7=
AT g ARR (1S, 3S,4R) —4- ((3aS,6S, TR, 7aS) —3- (TR -2—-J) -7- R 5E) —3a—F Bk
3a,4,5,6,7,7Ta- 7N~ 1H-Ei-6-3%) -3- G F 1) -4-F EAR OB (5% '5158,49mg,
89% , 34 18) J'H NMR (CDs0D) :87.39(d,J=1.8Hz,1H) ,6.37 (dd,J=3.3,1.8Hz,1H) ,
6.30(d,J=3.3Hz,1H) ,6.02(dd,J=3.0,1.8Hz,1H) ,3.96 (m, 1H) ,3.71 (m,2H) ,3.46 (n,
1H) ,3.14 (m, 1H) ,2.43 (m, 1H) ,1.22-2.22 (m, 15H) ,1.13(s,3H) ,0.97 (s, 3H) .ES-MS m/z
357 (IM-1719) &
[0679] st f5131
[0680]  (1S,3aS,4R,5S,7aS) —1- (BRI -2-3%) -5- ((1R, 2S,4S) ~4-F53E-2- FFHF L) -1-F
FEIRCHL) ~4- R 3E) ~Ta—FF 38 )\ A - 1H-Ef-1-1) (b B W09 5 160) 145k

OH @
. N
. 1) NalQy, THF, H,0

2) NaBH,, THF, MeOH_

TBDPSG

oH ©

159 OH

[0681]

TBAF, THF
e

HO
160 OH

[0682]  A.¥NalOs(162mg,0.757mmol) £EH20 (0.4mL) H [ E R I F (3S,5S,6R, 7R, 8R,
9S,10R,13S,14S,17S) =3- (GRUT 2 R B R E L) 260 - 17— (kg -2-2%) -10, 13- —F -
ANA-IH- LI [al FE-6,7, 17- =1 (A% 5 155, 238mg, 0. 378mmo 1) 7ETHF (4mL) H (1)
TS IR A MRS T HRE L 5hIRAIR AW, JF R R 5 BT CH2Cl2 (20mL) FH20
(10mL) 2 [A] o ¥ 7K AH FHCH2C 12 (2x10mL) ZEEL, KA FF B A HLZ T4 MgS00) k48 - K Fr 1
()8 6 0 Ik (24Tmg) VAR AES : 1 THF /MeOH (4mL) H IFAE @S R A H1 E0°C o il ANaBHs (29mg ,
0.77mmol) , FFIHR EWAE0C T i 30min, SR 5 /E I N HidE2h IO A ER (5mL) FEK 4R
EW TR AR RAEE t0AC (40mL) I A ER 7K (2x 15mL) V&3, S8 5 T4 MgS0a) FF 34 »
WY E I I R (L 1Et0AC/ T ) 24k A= A I B [i 44 1) (1S, 3aS, 4R, 5S, 7aS) -
5- ((IR,2S,4S) ~4- ((RUT HE 2R kb k) ) —2- R L) - 1-F LR T 8E) —1- (BRI -2-
5 —4- FRR L) —Ta-F 2L )\ A - 1H-Ei-1-W Gk 5 W% 5 159,219mg,92% , Z2 B HK) .

[0683]  B.##TBAF (0.24mLAETHF FH IMVE W, 0. 24mmo 1) MIAF] (1S,3aS,4R,5S,7aS) —5-
((1R,2S,4S) 4= (GRUT 2 R B RESE L) 40 —2- R JL) -1 - R O 2E) -1- (kg -2-
) —4- (FFHEL) -Ta- B H/)\E-1H-8i-1-8 (L& W% 5159, 75mg, 0. 12mmo 1) fETHF
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(2.4mL) H FVE IR AE 20 T IR 3d IR, H AR R id i ik e 41532 (7: 931 MeOH/
EtOAc) 2k VA=A e i AR 1 (1S, 3aS,4R,5S,7aS) —1- (IR -2-45) —-5- ((IR, 2S,4S) -4- %
He-2- R - 1-FRERCIH) -4- GEF ) -Ta-F I /NS~ 1H-E-1-8 (L5495 160,
47mg,100%) o'H NMR (CD30D) :87.42 (m,1H) ,6.35 (m,1H) ,6.23(d,J=3.0Hz,1H) ,3.89 (m,
1H) ,3.59 (m,2H) ,3.42 (m,1H) ,3.06 (m, 1H) ,2.26 (m,1H) ,1.17-2.13 (m, 16H) ,1.05 (s, 3H) ,
0.96 (s,3H) ,0.52 (m,1H) .ES-MS m/z 391 ((M-1]1") .

[0684] s {5132

[0685]  N-((1S,3S,4R) -3— (2 FH 4L) -4- ((3aS,4R,5S, 7as) —4— (FH L) —7a—F HL—-1- 7 F
3 \E - 1H-Efi-5-2%) ~4-F IR 5) B (L&Y% 5 165) I 5

[0686]

165 OH

[0687] A EG/T N AR T AF (3S,6R, TR, 9S,10R, 13S,14S) -3~ H-10, 13-~ H-17-
W A NE - IH- I [a] 366, T- R 2R EE (LA 4°5161,1.05g,2. 74mmo1) \Ac20
(1.3mL,13.7mmo1) FIDMAP (33mg,0 . 27mmo 1) ZEREIE (40mL) HH (KIIR & M0 PRk 20h K iR A 4
Bt FHe0 (50mL) RIEt0Ac (200mL) 2 8] KA HLJE I H7K (3x50mL) {58t , T4 (Na2S04) , W45 IF
F-PhMe (2x50mL) T3tk DL FR AL 9K 1K (3S,5S,6R, 7R, 8R,9S, 10R, 13S, 14S) -3-Z. Bt & -
10, 13- -1 7-F 375 - LH-BR 80 (] 366, T- XU = 2 iR #h (W& W4 5162) .
[0688] B.7E& S FAEZIL T H (3S,5S,6R, 7R, 8R,9S, 10R, 13S, 14S) -3-Z B4 F£-10, 13-
U7 P PR O [ FE-6, T0UE R (A4S 162) FiNaOMe
(7EMeOHH15. 4M, 3mL., 16 . 4mmo 1) ZEMeOH (40mL) H VR & 445 ## 24h o I H20 (50mL) Fiid
AMERRA VLY AR 5P FHEL0AC (150mL) Fike , fUCHI M RINaHCO# YL (3x30mL) A1 & 7K
(30mL) ¥ ¥ , /4 (Na2S04) FFIR AR AR AL ) 6 [ 44 1) —B¥N- ((3S,5S,6R, 7R, 8R,9S, 10R,
13S,14S) =6, 7- ~$23E-10, 13- H-1 7-W F 3N A - 1H-3F R [a] FE-3-2E) 2 BER
AW '5163,0.892,90% , 2N 5K .

[0689]  C.3#%N-((3S,5S,6R,7R,8R,9S,10R, 13S,14S) -6, 7- ¥ 3E-10, 13- ~FHE-17-1
AN E T3R80 [a] FE-3-2) ZBE (L&Y% 5 163,0.75g,2.08mmo 1) FINaTO4
(888mg , 4. 15mmo 1) fETHF (20mL) FTH20 (5mL) H VR 75 W0 7 L T BEHE Lh o F5 R 54 =0
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(50mL) B Ff FHCH2C12 (3 X 50mL) ZEHL 4 A I KA ALJE F #hK (2 X 50mL) 7E ¥t , -1
(Na2S04) FHR 45 LAFR AL A BB IR IIN- ((1S, 3S,4R) -3-F Bt 2E-4- ((3aS, 4R, 55, 7aS) -4-H B
H-Ta-FH-1-FFHE/NE-1H-Bi-5-) 4-FRERIFC ) 4Bz b 545 164)
(0.83g) .

[0690]  D.7EG S T AEZ I FREN-((1S,3S,4R) -3-F B 2-4- ((3aS,4R,5S, 7as) ~4-H B
Ha-Ta—FH-1-W 2\ E - 1H-fi-5-28) ~4-F RO ) 4B (A% 5164,0.83g)
FINaBHs (157mg, 4. 16mmo1) £ THF (25mL) FIMeOH (8mL) 1 [ TR & 3HHE 2h o 5 e REvA HI Z20°C
I HI80 % AcOH (2mL) ¥ K . 7E = # F 10min Ji5 , IR 46 1R &9 3 /EEt0Ac (100mL) T2 AE IR AW
PRI L AINaHCO 7AW (2x50mL) AR 7K (50mL) 576 » T8 (Na2S04) H IRk 4E . i AW ARk I 2
9% (9: 1HIELOAC :MeOH) A AL LAFR AL 3 L [E 4R FIN- (1S, 3S,4R) -3 R J£) -4- ((3aS, 4R,
5S,7aS) —4- R HL) —Ta-H H-1- W L )\ S - 1H-Efi-5-4%) -4-F BRI O ) 4Bk i
Y% '5165,0.54g,72% , 220558 . 'H NMR (300MHz , CDsOD) 84.62 (s, 2H) , 3.94-3.90 (m,
1H) ,3.75-3.55 (m,3H) ,3.13-3.06 (m, 1H) ,2.54-2.45 (m, 1H) ,2.31-2.20 (m, 1H) ,2.10-2.06
(m,1H) ,1.91 (s,3H) ,1.85-1.18 (m,15H) ,1.11 (s,3H) ,0.81 (s, 3H) ;'*C NMR (75MHz,CDs0D) &
172.2,162.8,101.5,62.5,51.3,45.8,45.4,45.4,44.6,40.9,37.85 37.1,32.2,32.1,
30.1,29.4,29.3,25.7,24.1,24.1,24.1,22.7,21.3,18.7,18.6;5MS m/z:364.3[M+H] ",
[0691]  sLiaf5133

[0692]  (1S,3S,4R) -3- (}#H &) -4- ((4aS,5R, 6S,8a8) -5 (R A 4L) -8a-F JE-1,4 ,4a,5,
6,7,8,8a— \& eI [1,2-c]Mkme-6-J5) -4-F HLIF OB (b & W% 5 170) (A B

2) NaBHy.
THF, MeOH
—_ T

[0693]

TBDPSO
169 OH

[0694]  A.7EOC R ERS T (2S,4aR,4bS,6aS,9aS,9bR,9¢R, 12aR, 12bS) —2- (T A
TORHRESEAL) ) —4a,6a, 11, 11-PU B SR PUSE - 1H-2R% 35 [1, 2] FEF1 (9, 10-d] [1,3] =4
Z IR -7 (SH) —Hi (b & W45 233,907me, 1. 51mmo1) ZETHF (3. 0mL) = ) VAW I\ BINaH
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(242mg 1160 % A , 6. 05mmo1) ZETHF (3. 0mL) o (1] B IF K - B G HI7E0 C R i HE 15min SR 5
IR IR 2B (0.73mL, 9. Immo 1) Ff /£ 530 T HEFF3h o 578 A4 HIH20 (20mL) HIE t0Ac (40mL)
i B, FEAG K AH FE tOAC (3x15mL) ZEHL 4G4 I A HLZ T8 MgS040) FRk 4 LA 7= 4 (28,
4aR,4bS,6aS,9aS,9bR,9cR, 12aR, 12bS,7) —2- (BT & 28 P kb dk) 40) 8- (R W H
) —4a,6a, 11, 11-PY B PUS-1H-FA 5051 [1, 2] FEHF (9, 10-d] [1, 3] 2 A7
(8H) -l (A M9m'5166,1.12g) , ARG H— Lot T P8R,

[0695]  B.[a] (2S,4aR,4bS,6aS,9aS,9bR,9¢cR, 12aR, 12bS,7) —2- (BT 3 = R Bk L)
) -8 AW H) —~4a,6a, 11, 11-P0 A PU A - 1H-3A % JF [1, 2] 691 [9, 10-d] [1,3]
SEIRIR RS- (8H) ~F (fh 5145166, 1. 12g) /EELOH (30mL) A (¥ B BUIMN JIfF K 54
(0.11mL,2.3mmo1) , R A WILE R TN AN A B Lh IR 5 W4 o K 7 A ¥ A /6. CH2C 1 2
(40mL) 91 3 FHH20 (15mL) 353t o 5 7K A F CHaC 1o (10mL) ZEEX, H A4 35 1A HL2E T4 MgS04)
I  FRAF I 3L IR (3aR, 3bS,5S,7aR, 7bS,9aS, 13aS, 13bR, 13¢R) ~5- ( (BT % 7%
Ffkkadt) %) -2,2,7a,9a- Py F H£-3a,3b,4,5,6,7,7a,7b,8,9,9a,10,13,13a,13b, 13c—
NEA-[1,3] R ARG (47,57 :3 ,4 1282, 1 4,51 e (1, 2-cImtm: (b & W 4% 5
167,1.05g) R —Baifbimw T~ — P&,

[0696]  C.¥% (3aR,3bS,5S,7aR,7bS,9aS,13aS,13bR, 13cR) —5— ( (R T 3 — 2% B ik 4L)
) -2,2,7a,9a- VU #-3a,3b,4,5,6,7,7a,7b,8,9,9a,10,13,13a,13b, 13c—F7~EA-[1,
3] “EEMIRMEIH[47,57:3 4 12 (2,1 14, 5] B (1, 2Ttk (b 5% 5167,
1.05g) £80% Z.F& (aq) (20mL) H B IFBUINFAE40°C , FrE2h R f5 e 4r - FIPhMe (2x40mL)
BEAT 31 9h 22 5 F0 43 I AcOHAITHL0 o 5 5% A3 M43 B T-Et0AC (25mL) F11NNaOH (aq) (20mL) 2 [f],
IR 7K A FEt0AC (2x15mL) 58 K56 I A HLE T 18 MeS04) k4, B AR R Yyl id i i
332 (5:95MeOH/ CHaClo) ZHAL LA™ A e 3 LB 411 (IR, 2R, 2aS,4S,6aR,6bS, 8aS,12a8,
12bR) —=4- ((HUT 3 2K B Rk be 3t) %) —6a,8a- —~F¥:-1,2,2a,3,4,5,6,6a,6b,7,8,8a,9,
12,12a,12b~F7NEZE (27,1 :4,5] Efidf [1,2-cI k-1, 2- i (b 59 %i 5 168, 341mg,
39%, &3 H ) .

[0697]  D.*#4Nal0O4(178mg,0.832mmol) fEH20 (0.4mL) HH ¥ EIFMIIA R (IR, 2R, 2a8S, 48,
6aR,6bS,8asS,12aS, 12bR) —4- (BT 2 R ik be k) %6) —6a,8a- —HH-1,2,2a,3,4,5,
6,6a,6b,7,8,8a,9,12,12a,12b~F7NEAZE[2" 1" :4,5] efidf[1,2-cI k-1, 2- 8 (fb &
Yo% 5168, 243mg,0.415mmo 1) FETHF (4. 2mL) 1 VAR, JFRHB A W7 =I5 R HEFk 1. 5h 9K
AR B, IR R AT 0 BE T CH2Cl2 (20mL) ATH20 (10mL) 2 [8] o K 7K AH A CH2Cl 2 (2x10mL) %%
B, HoARE I A HLZE T 1 MeS00) FH IR o 45 T 43 14 5 Ll 44 (314mg) VA 4E3 : 1 THF /MeOH
(4mL) F IR A EE0°C . IIANaBHs (31mg,0.82mmol) , H-45 VR A MAE0C F i F
30min, R JE/EZ L FHEFE2 . 5ho INNTAER (5mL) FF iR 48 VR &40 - ¥ 7R R W4 L T CHaCl 2
(20mL) FIH20 (10mL) 22 [8] , 345 7K A I CHaC L2 (2x10mL) A5 B . 454 -1 A HLZ T MgS0s) 3F
WAL= A (1S, 2R, 58) =5- (U] 2 —ZE Rk fe k) ) -2- ((4as,5R, 65, 8a8) -5- (&
) -8a-FE-1,4,4a,5,6,7,8,8a— )\ B I [1, 2-cIiEmME-6-JE) —2—- FF L3R O 3E) H R (fk
HMYR5169,252mg) , ARG — Loty HT ~— P8,

[0698]  E.#TBAF (0. 83mL/ETHFH IMIAI, 0. 83mmo 1) JIAF] (1S, 2R, 58) —5- (BT
Rk %) -2- ((4asS,5R, 68, 8aS) -5 L H HE) -8a—H1 H-1,4,4a,5,6,7,8,8a— \ & Efi
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FE[1, 2-clmpie-6-Jk) -2 BL R U AL) . (L5445 169, 252mg) 7ETHF (8. 3mL) HH ¥
WO E R TR 2 h IR AR VE I, BRI R s 1% 9234k (200252 1A R /MeOH/NH40H)
Bl L= A Tt [ A (8Tmg) o % B 44 (87mg) ¥4 i /EMeOH (1. 4mL) 1, FFINAAE Bk
ANHC1 (0. 3mL) R J5 ¥ 45 - FMeOH (10mL) Ly 25 B V& 717 AR AR R W), P i 5% R W) it /EMe OH
(0.4mL) H o IMAEt20 (40mL) VA=A UTiE , FF tH EIETR - IO 2 B E 205 il th b5 W
(3x20mL) o AFHR A WNVAFEATH0 (TmL) 1 3 FHCHC12 (3x8mL) ZEHY o K5 K HH IR 45 , 37 FIPhMe 4T
ey B J) R AT H20 DA 7= A2 vk d (A [lAA 1) (1S, 3S,4R) -3- R L) -4- ((4aS,5R, 65, 8aS) -
5- (Fp I JL) -8a-FHH-1,4,4a,5,6,7,8,8a— )\AEiIf [1, 2-c]mmMe—-6—-3&) —4—-F L IR O %
A9 5170 ,80mg,55% , 43N 58) . 'H NMR (CDs0D) :67.87 (br s, 1H) ,4.00 (m, 1H) ,
3.70 (m,2H) ,3.46 (br s,1H),3.15(m,1H) ,2.90 (br s,1H) ,2.52(br s,2H) ,2.17 (m,2H) ,
1.13-1.93 (m,17H) .ES-MS m/z 349 ([M+1]") ,

[0699]  sLjitafs34

[0700]  (1S,3aS,4R,5S,7aS) -5- ((1R,2S,4S) ~4-$2 -2 (B H L) -1 - FEIF L FE) -4-
G AL) —Ta-F -1 (BEWy-2-08) J\E-1H-Ei-1-) (AT 171 15 AL

OH S ) OH P \
aat \ A \ '::v

K005, MeOH

- \ HO )
81 OH 171 OH
[0702]  fA] (1S,3S,4R) -4- ((1S,3aS,4R,5S,7aS) -1 - Hh-4- GEFF L) —Ta—FF JE—1- (BEWy -
2-35) )\&E-1H-gfi-5-2) -3- B AL) -4-F IO R 4R 5 A% 581, 56mg) /EMeOH
(2.5mL) T VAR AR IR B (34mg , 0. 25mmo 1) FF7E = IR M HE2. 5ho IRATIR S, HAk AR
W i s A (10 : 90MeOH/CH2C 1 2) 2H AL BA = A2 T8t il 44 1) (1S, 3aS, 4R, 5S,7aS) —5-
((IR,2S,4S) ~4-Ht-2- BRI -1 - AR CIL) -4- G L) —Ta-H JE-1- (B0 -2- )
JNE-1H-Bi-1-9 &9 5171, 44mg,94 %) o'H NMR (CD3OD) :87.23 (m, 1H) ,6.94 (m, 1H) ,
6.89 (m,1H) ,3.91 (m, 1H) ,3.59 (m,2H) ,3.42 (m, 1H) ,3.04 (m,1H) ,1.17-2.35 (m,17H) ,1.05
(s,3H) ,0.99 (s,3H) ,0.57 (m, LH) .ES-MS m/z 467 ([M-1+60]") »

[0703]  SEjifs)35

[0704]  (1S,3S,4R) -3—- (F B &) -4- ((3aS,6S, 7R, 7aS) —7- (FLFH HL) —3a—FF JL-3- (EWy -
2-#£) -3a,4,5,6,7, Ta-7NA - 1H-Efi-6-3%) ~4-FF RO UL 54 5 174) A

[0701]
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1) NalOy, THF, H,0
2) NaBH,, THF, MeOH

[0705]

[0706]  A.}% (3S,5S,6R,7R,8R,9S,10R,13S,14S,17S)-6,7,17-=#3£-10, 13- ~F -
17— (EWy—2-05) FNE-1H-3F I [al FE-3-FE 2R (L& 94580, 353mg 0. 787mmo 1)
FEACOH (8mL) H VAN A 50 CRF8220h , SR S N 2275 CFr 825d . IR 4E VA WL, 7+ FIPhMe
(3x20mL) AT H 3 LBk F) R I AcOH . R AR W) ik A e 2335925 (15:85-50: 50E t0Ac/CHaCl2) 48
F DA 7R AR IR R (3S,5S,6R, 7R, 8R,9S, 10R, 13S,14S) -6, 7- —¥3-10, 13- —H H:-17-
(gEwy-2-3£)-2,3,4,5,6,7,8,9,10,11,12,13,14, 15— IS -1H-3F % 3F [a] FE-3- K 2. 1%
th WEWR'Z172,79mg,23%) »

[0707]  B.*#%NalO4 (78mg,0.36mmol) JHIAF (3S,5S,6R,7R,8R,9S,10R,13S,14S) -6,7-
$HE-10, 13- B H-17- (Emy-2-3) -2,3,4,5,6,7,8,9,10,11,12,13,14, 15— P4 - 1H-
FIG I [al FE-3-F 2B Eh (L EWH 5172, 79mg,0. 18mmol) £E9: 1/ THE /H20 (5. 1mL) 1)
TEW IR SR EE N IFE2 . 5h KRG AW, IR W) /3Bt T-CHzCl2 (15mL) FTH20
(10mL) Z [f] o 4 7K AH F CH2C12 (2x 10mL) AEHX , HRFA 3 A HLZE T8 MgS0s) FHH4d 44 ir 453
1) 35 0 [ (88mg) VAR AE 3 : L THF /MeOH (4. 6mL) HH - 7E == 5 T i 4 , [F I i ANaBHs (14mg,
0.37mmol) - ¥HIR AV FE2. 250, SR FE AT ER (5mL) FHIR 4618 &) - K 5% R 1) 73 B T-CHaClo
(15mL) FIH20 (10mL) 22 7] , 354 7K A FICHaC 12 (2x 10mL) 25 HL o #5& HE I H HLZ T8 MgS04) IF
Wi R To A AR (1S,3S,4R) -3- R L) -4- ((3aS,6S,7R, 7as) -7- R H L) —3a-
B Jh-3- (BEWy-2-3) -3a,4,5,6,7, Ta- 7N A - 1H-Ei-6-3%) ~4-F R IR O I 28 2 (L&Y%
5173,80mg) K& —Daifhimsi HT T —H 5K,

[0708]  C.[A] (1S,3S,4R) -3- (2 H 3L) -4~ ((3aS,6S, 7R, 7asS) -7- (F FF 3L) —3a—HI Jk -3 (18
Wy-2-3%) -3a,4,5,6,7,7Ta- N - 1H-Ei-6-3%) - 4-F IR DI 2R (AW T5173,
80mg) £EMeOH (4. 5mL) H (KA BN NBRER 41 (50mg , 0. 36mmo 1) FH7E =I5 T it HE 15h ik 1R &
W, BAR A0 3 Tl 203595 (10 : 90MeOH/ CHoC o) 44k LA 77 45 Fo f [l 44 1) (1S, 35, 4R) -3
(FEFHL) -4- ((3aS,6S,7R,7aS) ~7- R HL) —3a-F HL-3- (BEWy-2-3E) -3a,4,5,6,7,7a~—7~
A-1H-E-6-3%) -4-FF IR OB (b 545174, 44mg,61% , 345 ) o'H NMR (CDs0D) : 6
7.20(d,J=4.8Hz,1H) ,7.05(d,J=3.0Hz,1H) ,6.96 (dd,J=5.1,3.6Hz, 1H) ,5.96 (s, 11 ,
3.96 (m,1H) ,3.71 (m,2H) ,3.46 (m,1H) ,3.14 (m,1H) ,2.41 (m, 1H) ,1.22-2.23 (m,15H) ,1.13
(s,3H),1.02(s,3H) .ES-MS m/z 449 ([M-1+60]") .
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[0709]  sLjafsi36
[0710]  (1S,3aS,4R,5S,7aS) -5- ((1R,2S,4S) -4-2H-2- R L) - 1-F R O HL) -4-
(& L) —Ta— A JE-1- (kmg-2-3%) J\E-1H-Bi-1-8 b &% 5 175) 15 AL

)
)"

KZCOS, MeOH
e R

[0711]

_ 175 On
[0712] ] (1S,3S,4R) -4- ((1S,3aS,4R,5S, 7aS) —1-¥ e -4- GE L) -Ta-FF F-1- (kg -
2-35) \&E-1H-gi-5-28) -3- (B -4-FEH O R LR (AW 591,67mg) /EMeOH
(2. 8mL) HFHIEBIMAGKIEE HF (39mg, 0. 28mmol) Ff IIFH40°C, FF4E Lh IRGEIR G, HAikR
W ek s A (10 : 90MeOH/CH2C 1 2) H AL BA =42 T8 (il 441 (1S, 3aS, 4R, 5S,7aS) -5~
((IR,2S,4S) ~4-f2H-2- BRI - 1-F BRI CIL) -4- R L) -Ta-H 21— (Ene-2-58)
JNE-H-Bi-1-By (&4 5 175,53mg,93%) «'H NMR (CDs0D) :88.50 (d, J=5.1Hz, 1H) ,
7.77 (m,1H) ,7.55(d,J=8.1Hz,1H) ,7.26 (m,1H) ,3.89 (m, 1H) ,3.64 (m, 1H) ,3.45 (m,2H) ,
3.01 (m,1H) ,2.42 (m,1H) ,1.15-2.11 (m, 16H) ,1.04 (s,3H) ,1.03 (s,3H) ,0.07 (m, 1H) .ES-MS
m/z 404 ([M+1]17) o

[0713]  SLjfafs37

[0714]  (1S,2R,4R,5S) -5- ((IR,2S,4S) -4 -2- R H ) -1 -F HIF ) -4- B H
) —1-FHE-1-2808-2,3,4,5,6, T-7NE - 1H-Ei-2-M) (W &% 5 178) A Ak

Ph Ph

MCPBA, CHoCly.

AcO

[0715] 176 OH

wPh
i IOH K2C03, MGOH~

177 OH
[0716]  A.¥EMCPBA (77% ,131mg,0.585mmo1) JIAZ] (1S,3S,4R) -3- GEH L) -4~ ((3aS,
6S,7R,7aS) -7- GEH JL) —3a-FF H-3-783-3a,4,5,6,7, Ta— /N A - 1H-Efi-6-J&) -4-FF KL 3R
DL 2R A% 5108, 125mg, 0. 293mmo 1) ZECHaCl2 (4. 2mL) (K B TE W, IR &)
TEE I T HEFE Lh VR A4 FCH2Cl2 (20mL) #8 IF FH  FiNa2S0s K V¥R (15mL) 5 %6 , B f5 H
T FINaHCO3 7K & ¥R (15mL) FTH20 (10mL) FE¥E o KA HLZ T8 MgS04) FFik i LA 7= 42 To (IR
) (1S,3S,4R) —3- (32 F L) -4- ((1aR, 1bS, 4S,5R, 5aS, 6aR) ~5- (FF 1 4L) —1b—F - 1a- 2K ik
JNE-1aH-Efif [1,2-b] VA L MGi-4-35) -4-R RO R LR (L &% 5176, 141mg) , H
RE#—Datbmg HT T — DB,
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[0717]1  B.}% (1S,3S,4R) -3- (R H L) —4- ((1aR, 1bS,4S,5R, 5aS, 6aR) -5- L HIL) —1b—H
H-la-JREE \E-1aH-EiJf [1,2-b] M E L i-4-38) -4-FHA O R LR E (L5
176, 141mg) F/EACOH (4mL) H (VAR AL 20 T HiFE L Th IR J5 ik 46 - FIPhMe (3x20mL) J#EAT 33k 2=
B4 F 4 ACOH, H AR A Wil i ik B2 (1,385 (EtOAC) Al Ak L7~ 4 T (A 1K (1S, 3S,4R) —4-
((1S,2R,4R,5S) —2- -4~ GBI -1-F H-1-83-2,3,4,5,6,7-NEA - 1H-Bi-5-3%) -
3-(FRR) 4-FREF ORI (BT 177,82mg,63% , £21 P EK) o

[0718]  C.JA (1S,3S,4R) —4- ((1S,2R,4R,5S) —2-F8H-4- FEH 3E) —1 - HE-1-KFE-2,3,
4,5,6,T-7NA-1H-efi-5-3&) -3- GEH ) 4-FREAR DR AR EE AW '5177,82mg,
0.19mmol) ZEMeOH (3. 7TmL) H VA BN AR R #1 (51mg, 0. 37Tmmo 1) FHIN#AE40°C , FF4E1.5h,
WRATIREY, HAR it Tk e (3895 (10 : 90MeOH/ CHaCl2) A AL A7 45 o 4 [l 44 17 (1S, 2R,
4R, 5S) =5- ((IR, 2S,4S) ~4-F82E-2- BRI - 1-F AR ) -4- GRF ) -1-F H-1-7%
$#-2,3,4,5,6,7-NEA-1H-Ei-2-8 (L5 W45 178,69mg,93%) - 'H NMR (CDz0D) :87. 15~
7.31 (m,5H) ,4.05 (m,1H) ,3.73-3.84 (m, 2H) ,3.50 (m,2H) ,3.21 (m, 1H) ,2.20-2.44 (m,4H) ,
1.59-2.03 (m,7H) ,1.21-1.39 (m,7H) ,0.93 (s, 3H) .ES-MS m/z 459 ([M-1+60]") »

[0719]  SKia {5138

[0720]  (1S,3aS,4R,5S,7aS) —-5- ((1R, 2S,4S) -4-$2 -2 (B H L) -1 - I 3E) -4-
G L) —Ta—F1 -1 (EME-2-08) )\ -1H-Efi-1-1) (A9 5 179) 15 AL

S :
T O“Z"'N_&

TBAF, THF

[0721]

HO
118  OH 179 OH

[0722]  J4TBAF (0. 16mLAETHF 41 IMIEVR , 0. 16mmol) IMAZ] (1S, 3aS,4R,5S,7aS) -5- ((IR,
2S,48) ~4- (U7 2R PR L) 40 -2- R AL - 1-F RO ) -4- GRF L) -7a-H
Ha-1- (HEME-2-45) J\E - 1H-Efi-1-By (A &% 5 118,51mg,0.079mmo1) £ETHF (3. 9mL) H1 (]
VI NI AE50°C, Fr 4L 3d IR A8 VA I, HLAR AR i ik B 7% (100: 7: 2Et0Ac/MeOH/
NH4OH) 44k DL 7= 4 o 4411 (1S, 3aS,4R, 58, 7aS) —5— ((IR, 2S,4S) —~4- 2 3-2- (R Jt) -
|- RO L) -4- GRH L) —Ta-F - 1- (MEME-2-38) \& - 1H-Ei-1-B) (L 545179,
24mg,39%) 'H NMR (CDs0D) : 67.72(d,J=3.3Hz,1H) ,7.48(d,J=3.6Hz,1H) ,3.87 (m, 11 ,
3.66 (m,1H) ,3.54 (m, 1H) ,3.41 (m,1H) ,3.05 (m, 1H) ,2.43 (m,1H) ,1.94-2.26 (m,5H) ,1.17-
1.76 (m,12H) ,1.05(s,3H) ,1.01 (s,3H) ,0.30 (u,1H) .ES-MS m/z 410 ([M+1]7) .

[0723]  SEjiafs)39

[0724] AR MAA Y HI s—hSHIP1E 14

[0725] g I AL 5 VDI i AE 95 %6 LB T ] Al VL o A 05 e 2 /T, P IR I DN 58 22 P
(20mM Tris—HCL, 10m MMgClopH 7.5,0.02% -3 20) #5 BB I A8 2710 % LB (19 TAE
SEVETR - FE96FL IR B MR ¥ FHOng%% ,Blood 110,1942-1949,2007 fllYang%s,0rg Lett
7,1073-1076, 20054 1& (1) A FR T AT W o , Horh AR PRl i 5| FHEE AR - A AR SO
[0726] 4% & 50uLTHi s—hSHIP 1 (0. 4-1.6ng/RLLIKSE) | 25nLEE T . TP4 (25uMER250
UMEA IR E) L K 50RLAES . 3% LB (100uLEZ AR BL) I AL & W) (K TR 54 (master
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mi x) o T P B £ U 5 2 bk 25 AR H i s—hSHIP 1 TPASR MR AL S 908 H1 % T T HE 23 1
AL OO SEB0E SHIP L 2 AL G4 4G 55 Pl RL2H 43 /37 °C TR FIUF & 30min, S8 JG A
BO6FL &= AR ARG AE3T C R I & T VR A4 - AR 0. 20min . 25min F130minf , K
25uL TRV S WU IE 56 72 2 i 96 FLIE e AR, 1a) Hor I 100l Biomo 143 743 5]
PAZE AR SN 2 1 R B TR S ) AE =0 T 5 20min /5 , HiSpectraMax Plus 96LEEARIX
BEHUAE650nms A0 IR S FBE o 1 T8 T80 110 B 1R SR 0 Ik ) 4 [ DA U B 8 AN TP AR FE T I AT 46 3
FE (B, BRI R ) A AT ah R 2RO, HEE BT a6 18 B2 () LU AE (TP42s/ 1P 4250) 7 I T-3F
(R Rt/

[0727] 4R FiRIE , RILF) T T R29 B AR PR A W) AE M FE < 300uMm i F7His-

hSHIP1 . Fe2 AL & 045 S0 KET LA e B L & 045 5 o L ARG VP5 0T F e
[0728]

iy WIGHIE LU A
H ETZHEEBSEE-15%
+ SHE-16% £S5 %H-30%
+ SR -31 % B A
- 0 771)

[0729] %2
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e 5 o
1
2
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4 +
5 ++
6 ++
7
8
9 ++
10 | +
11 -
12 ' —
13 +
[0730] 1'4 ki
15 ++
16 +
17 -
19 ++
20 ++
21 +
22 ++
23 +++
24 ++
25 ++
26 -
28 ot
29 ++
30
31
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1eedh 5 G
32 ++
[0731] 33
34
36 ++
37 +

[0732]  sKiaf140

[0733]  ARFR AL A WX IR E L1 e - AR LR R AL IV PR

[0734]  ELESZAKTHIEFR L HH SHIP1 ¥ (HelgasonZE, ] Exp Med 191,781-794,2000) »
¥ Jurkat (PTEN-/SHIP1-) BiMo1t—4 (PTEN-/SHIP1+) 4 o 7E ¢ ML RPM T ih LAk 3 44 o 76 15mL
HEJZ B, 7E37°C TR 2 PR L &9 (FE0. 1% DMSOH0 . 1uM, TuMEL 10uM) #52-3F
J3 M iE LR AN (UE 75 40 i AEmL) ALFR30min, B f5 7637 °C N H1100ng/mLEY) IGF- 13 1h . 7F
S , KA I DPBSHE 41 B iE e — IR, FEREFE 10mi nffFifl e A 75 UK I 2L A 2% ph i (20mM
Tris-HCI,pH7.5,140mM NaCl,1%NP-40, 54 A & A B I H] 557 S5 47, 10mM NaF, 1mM
NaaV0u, ImMB—FH VI ER £h) Z4/#30min, ARG 7E13,000rpm WG AR S 500 20min, FRI AR 3
TRAE N o A SR RE o FH —E AT 2 (bicinchonicacid) W58 & A BOREE , FEINa &N EE M
HI2)15ug it H FUFAEA-12% Tris—H 2 REEHL b7 &  /ESDS-PAGEZ i , 5 82 A it MBI
Hh G F 28 T IR A 2 2 T o A6 S IR TN S RS % BSAZEAL 50 . 1 % 3520 (PBS-T) [IPBSH [ By
Lh, 885 Fl— AR AE4°C N AT R I A o AT AT A T FA : /N SR BUSHIPL (1: 50076 B 5
Santa Cruz,CA,USA) .fPi-ME-Akt (Serd73) (1:1000F B ;Cell Signaling
TechnologieS,MA,USA) . ffiAkt (1:1000;Cell Signaling Technologies,MA,USA) PA Az %
TLEhE A (1:2000;Cell Signaling Technologies,MA,USA) SR JGAEE IR MR A 1LZE
FUf B HARER 1L 2E BN R Bk (1:3000) 55 & Lh o FIECLYA YRS T 75 5 (1 #1025 1 iR
[0735]  sLjifafsi41

[0736] AR AL A WIAS AL /NG H A B 5 JPRas s Iz 3 2

[0737]  ARFR AL AW AE /N R 4 30 52 ik s B v M T AR B EH Ovary , ] Tmmuno 1
81,355-357,1958FHalpern®s,Br | Pharmacol Chemother 20,389-398,1963H1 AHHIFE
P ARVEAS, FIAT R L S H AR AR

[0738] Ny 115 A4 B B sk USRS, 78 /N BB AT B R Y B R 26n g ¥ 20uL3-DNP-1gE.
FE B AL AR B M BE AR VLN S il (PO) X BT A /N R i A R Ak
AW AL IR FH 7S+ B 5 X /N B AT 2 % B SO IR (0. 2umid €, 7E 2000l /K ) 1 )2
Mo Ik S, B S R B IVIEST100mg DNP-HSA (£E200uLH1) o ZEDNP-HASTE S 75 43 81 5
FHCO2M N /INBR, %2 SR AT o B i, a8 3t 76 AN B 2 op DY 220K 28 FLES 1R AT B oeib i 441, 98
Je AE96 FLAR H R FH R I e 5% 7 1100 B S PR A5 B o 1 8O L JIt Y % #% 22 1 IR 96 FL AR H 7 HH
SpectraMax M54 606 tHEEEL620nm N HIWR )G E (Molecular Devices,Sunnyvale,
California,USA) o ££740nmAb 5 Fir A5 A% ft P s BRI 75 55 JF Dok 25 £E 6 20nm A PR 132 HLAEL o 4 2
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HEAR 45 H0D.

[0739]  SCjfafiA2

[0740) R Ze AL A A 75 /N B, b SR TR B

07411 FRFEHEAL AW ZE AN B o SR T SR 335 VT LR BB W inter S, Proc Soc
Exp Biol Med 111,544-547,1962H A FHIFE 7 RKVEAL , Halid 5| HEAK AR SR AT
5 T I, 1RGP SR A — NS 368 45 5 T SRS 5 S 2 (5OuLof 1 % ki
WO AEHE N X BA/NT 5, 2B 20 B MR A (Ugo Basile, Ttaly) 6.3 i A, 1
NS

[0742) AR 38045 b BB 1 74 22 L 2 R A L 35 R P A B
S L T R AR A 6020 13453 F 14 B2 (92 [ Wit 5 R Hh 561786 , 020,
i3t Bl AT A AR SO

[(0743) B SAWSMVEDIHRER T F3 R L) 5 T BEAR  (ELAE SR 1T 5 IO S , 76 T B R 32
SRS 4 9 FEL A T AT S 5 R o TR, 465 ) 520 77 14 2 o B 0 Ay 9 e
IR A, LA R R R T A S48 R 5 T T o 2 9 B 51 4 i B A 25 [ A o
HEAT S0 .
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