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[0011]  HFHlE, fEA K « B EEA KRR TR R EA SRS, 9% o 55l
i, IR AMECRIEE 1Z 7 T AR 2B R, o B E A KRR TS RE
WEHA RIS, AL el (RE LR U.S. 6,583, 174.5, 284, 858 Fil
5,739, 161, IXLESCERIG N AR IS IAME N S5 )

[0012]  DLRY, 4 B2 AL RN AE 30 BEAL 4t 22 i T T DU 32 IR FEURIY o B DL 7
SINATFIBR B L . AR, 8 ARG B AL ) B 2R BE 1S B B8 11 7=, RS S
BEAL I 22 R B S0 2 4 R 7 2, BT RE A B (W5 1k S BE AL B ) 1 R AR, BE I BEAL 4 3
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[0043]  7E_ IR, RGR ARy P HIARTE “ AR 35 W AE LB / S BEf
B S5 1 TR PRV B, A0 2 Bl L 20 T b AR SR A AR K 22 /D — N B AN VBT / B =5, 4%
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[0058]1  FEAMER S, n] LASK A eSS K, 451 0, IR e BE 1K, o PR S E . £ 510k | TS BE L

PIEEIE T IR S T IR E AP T SR mE L RCT R IR BER 1- BN IR LSRR, h B )

Fe Sk, Q= SRR — L FE OBk« e S Mk AR 0 e S TR, AN R RTT IBE , Ju oty S Pk R IV JBR S Tk

(linolenyl ether) , {IRZREMGFEIE, W1 Z4% FE AR TS IE , IR BE RIS IE, G £ I BRI

IBRFERE, F2 I (AR ) BEkms, anis CFEBEFN PR I8 55 TN SR K, IR e 88 (AR ) B ik,

W AR TR E A 1 PR AR CEIE, LUK, B AN e BRI 07 S5 8K , G R R IE | FR 2R T o

Tk BT FE AR TR R KA SEIE 3, 4— — F AR S5 R SE IR AR B B i 2 2R 2 1k, F0 5 28 (fIRER) #

TR, Q=R FE I . — K A SRR RN 2 K

[0059]  FE AT, A] R A G e B SRR AR S be 25 0, 40 FF R S8 IR RN R T e 7 T

Wi AT U T B SRR 1- PR 2R SR, ARG 2R I A1 £ 0 SRR AN AR T ZE 19, (I

WRILHE, 40 LRFERERI A I A, Fo s (KR ) e e, Wis SR Mg, IR (R4 ) &t

FEWE, a0 A A R IR IR |- AR AT BRI S RV an T 32 (1 U D 18, n 2K s L FF RS L R

THEIRMEE K LR 3, 4 Z AL R B R R I AR, 7 (IR ) BEdEER, WR
B — 2K R A K F S

[0060]  Q (Ml fiE 2T X —CONR’ R” SR7n 2k ], Hodr R” IR 43 0 A S ARG fe 55 05

T ot T TR I B O TR (R R B I AR B 3E , DL S o) iR S e 2 B e, AR R I M

LHEEN P IR A — L FEBE NG, JF TR, a0 2R i A N- SRS PR 2R, e St e i

7 FERE IR, G AR IR A TR A R 2R I 2

[0061]  FRIEMT Q KIS J& —COOH. H: 2424 b rl 27 1 &5  BE AT IR o

[0062]  PLIEMT B [ SEMH 2 Bk, HARIER) Z 549 & = CH-,

[0063]  PLIEMT R, RS2 HA 1-10 MR 1 B4, el e B 6-10 MR 1k B

A, RR T e IR 22— ANl DR P A o A A A SRt T A

[0064] R, HySEAIA0EE, i, FAIHEEA -

[0065]  —CH,~CH,~CH,~CH,~CH,~CH,,

[0066] —CH,~CH = CH-CH,~CH,~CH,,

[0067]  ~CH,~CH,~CH,~CH,~CH = CH-,

[0068] ~CH,~C = C~CH,~CH,~CH,,

[0069]  ~CH,~CH,~CH,~CH,~CH (CH,) ~CH,~,

[0070]  ~CH,~CH,~CH,~CH,~0~Cll,~,

[0071]  ~CH,~CH = CH-CH,~0~CH,~,

[0072]  ~CH,~C = C~CH,~0~Cll,~,

[0073]  ~CH,~CH,~CH,~CH,~CH,~CH,~CH,~,

[0074]  ~CH,~CH = CH-CH,~CH,~CH,~CH,~,

[0075]  ~CH,~CH,~CH,~CH,~CH,~CH = CHi-,

[0076]  ~CH,~C = C~CH,~CH,~CH,~CH,~,

[0077]  ~CH,~CH,~CH,~CH,~CH,~CH (CH,) ~CH,,

[0078]  ~CH,~CH,~CH,~CH,~CH,~CH,~CH,~CH,~,

[0079]  ~CH,~CH = CH-CH,~CH,~CH,~CH,~CH,~,

[0080]  ~CH,~CH,~CH,~CH,~CH,~CH,~CH = CH-,
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[0081]  ~CH,~C = C~CH,~CH,~CH,~CH,~CH,~, F

[0082]  ~CH,~CH,~CH,~CH,~CH,~CH,~CH (CH,) —CH,+

[0083]  fRIEHT R, 22 B 1-10 A, BEARIE 1-8 ANk IR 7 AR HU R o

[0084] X1+ X, Al X,, PRIEEATH Y 22— b i 2= B O e A DLde e AT TP 0 i 25
JCH 2SO

[0085] A, I A, [ S AT AL HE X F2 FE T8 AR A 2 IR R L84 30 1 55 T, AR IR AR 2 2 b
h TR AN T BRI AR RN, AR IR E M R N R R TE SN B e, HL IR
i 1% B B, W IR AR A R . B, T DR RS AR 2L O 1- o E
CFEREE U R G N 25 PO i 25 U T 2R — R e 2 — SRR = 7
N2 R RERE IS . AR A S R A L RS . LA L UG LB 2E | 2R R RS AR 2R
FRIESE | AR AR I R AR R e U T SR e G N A R I R 55

[o0s6] K FEAK B, —FiH Tl & AT AR RAT LD, Fe 2 thal (A) PrRR=ITE o B b
HA N ZAN KRR R T IREATEDR 6775, Prid X (A) JrRosiarsligs=
T (1) 02— S ACHEIEBEIR IR (2) 7RI S AR A ME — B A7 75T (1) ROV AE
ARV E]

[0087]  7E— ik st 7 U, X (B)

[0088]
As0
_'RL"Q
;. Z%Rs
4,0 0

[ooge] P& R ATAAR B AT AP AT AL A 5K (3) Tl imeEsk il #%
[0090]

420
S R0
q (3)
) B-CHO
A0

[0091] AP, AL A BAR QX WX, AT Z HA fn ERTIRAH A & o
[0002]  FEARIEM =7 b, A (©)
[0093]

¢

Ky Xa (C)
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[0094]  FrR RHRTAIBREATEY P X (4) Prfas iRk il & -
[0095]
0

CL (4)
B-CHO

A0
[0096] 1, A, B Ry X\ X, 1 Z HA 0 FRTiRAHE 8 Lo
[0097] 3@ i 75 i WA Z Fp A A Ak S AR A A DA W — ROt SIE ka2 Y, T LA ot iy
[0 B UL = AT B H AR =W RT U IR B= AT A . AT R B G E SR RN 5
— 7 THD, 490 G 22 RS P A B 4 S S A RE R 7E o BE BB R IR R ET AR
R EM AR H A AR
[0098] &k MR A B, A S SR A A mT DL AT AT i X M—OH R M (OH) , 3R /R IR L6 s For M
A R B A R . VRN, v DUR A AL SR AR SRS VAR
B RN S, B IE e mT A S AL
[0090] A A I EPEARX T HX (2) Finn) 2- SRR 0. 9-1 24
BIEHE N A8, fE RN 2- AR AR (2) WA EPUEARX T H L (D) ProspiEAE
1-3 &Y, HIUHRLE L 12 HEEEHN
[0100]  J V574 A e il R B o, 490, DL e Tk 4 Tk, — FRARIE S, U T EE R, — 57
PRTE, DU SV A 58 2% 30 Ot 05 BB A W W 2880 AR 2R, DL R i AR — S 2 06e i i
IR o
[0101] i J s I FH AR Lg (S (1) LA 1-100ml, HARH] A2 10-50m] .
[0102] VAT LLSE 0-100°C, HAEME 20-80°C o
[0103] S Wi R A] DA2 1-100 /NI, REAIE 2 X, A X, S 220 —A A i 38, JOH 2 9T
A LLAE 10-50 /B, RERIHL, 24 X, X, ASE T I LE 1-5 AN E P
[0104]  (KIEAK I, RIVAKZR AT DAL E Ko I B BN A 7K AR X 1 B B 51 A LA
JE0.5-10%, HAFH & 1-4%.
[0105]  SEjifs]
[0106] A AR 1o T ) SE A8 4 SE 1R AN 0 U0 B 5 4 Ay S5 A0 AS 2 A 2 1 i -l
BAKPR AR R B P
[o107]  (SEjiEfsl 1a)

[0108]
, F_F

AcO (MeO)ZFﬁW/ ACQ

- ~~_~_-COOMe oo 1 s ~_~_~_-COOMe

L - o~

CHO LIOH-H0 / t-BuOMe / Hy0 (3%v/v) ‘ =
THPO . THPO o
2 B A (% 53°C)49 iy 3 90.1%

[0109] 4% (3,3- 38 —2- SARPERL ) BrR — Tz (D (50. 50g, 195. 6mmo 1) (114 ] 2k FFY ik
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(750m1) ¥ AN PR G S A (7. 94g, 189mmol) , R ETEEI FHiRE 1 /f o AEH
AN 7= (1R, 2R, 3R, 5S) -5- LA —2- FIESE -3 (2- PUSUE IR 4L ) BR3E ] Pefig /P
fis (2) (52.00g,130. bmmol) AT FEFFEE (150ml) HHAK (27ml) , FRFHRA W InFA B
KL 49 /M (R K2 53°C ) o AHIRERG, IMAK (300ml) HPitERAY, il
FE, RE D NPE . KB R 2B (200ml) 2B IR KA HLE S I, FM AT S AL K
W (300m1) PRSI, FFHTC/AKIRIREE (50g) T . TEIRIE FIRYE 2 )5, TR V) FRE AT
% (Fuji Silysia BW-300 :1805g ; LR LB @ Ct=1 : 4) 84l &A% o HnE
B R (Fuji Silysia BW-300 :580g ; ZBRZHE & Clhi=1 : 4) FERER4l, 53R E @M
W) 7-L (IR, 2R, 3R, 5S) -5— LB I —2- ((B) ~4,4- 4 —3- A —1- F 4% ) -3-(2- 1Y
SUMLREAECEE ) PR ] BREE TS (3) (62.38g :117. 6mmol ;778 :90. 1% ) .

[0110]  'H-NMR (200MHz, CDC1,) : & (ppm) :7. 10(0. 5H, dd, J = 15.7,7.0Hz) ,7. 05 (0. 5H,
dd, ] = 15.7,7.4Hz),6.67(0.5H, d, ] = 15.7Hz),6.62(0.5H, d, ] = 15.7Hz),
5. 19-5. 08 (1H, m) , 4. 61-4. 46 (1H, m) ;4. 18-3.93 (1H, m) , 3. 88-3. 62 (1H, m) , 3. 66 (3H,
s),3.51-3.31(1H, m) ,2.87-2. 36 (2H, m) ,2. 29 (2H, t, J = 7.4Hz),2. 15-1. 11 (24H, m),
2.07(3H, s),0.92(3H, t, ] = 6. 9Hz)

[o111]  (SEjiEfsl 1b)

[0112]
FoF

AcQ MeO),R AcO
- ~e~_~_ COOMe oco 1 S~~~ COOMe
CL > Fo F
N CHO LIOH-H,0 / t-BuOMe ' =
THPO " THPO
2 B A/42 N B O 3 s20%

[o113] 4% (3,3— 3 —2- FACUPEEE ) B — W R (L (0. 243g,941mmol) AT 2E 77 ok
(4ml) M RK S A SR (38, 2mg, 910mmol) , VR SWTE 2R R Hide 1 /. 433
HmA 7-[ (IR, 2R, 3R, 5S) -5— LWEAEIE —2- LA —3- (2- DU MEMG4SE ) M 3E ] BRiR
G (2) (0. 250g,627mmol) HIBUT 55 A EE (3ml) ¥, JFKs TR A ¥ W AR Bl i K ) 42 /)
o AEIRERG, BRI EWIAIK A, BT R BER R HAEIEEH, K
TR FH AR FR VBN /K R AN SR B A e 5% AR5 L JE K R BE T 158 . 7R IR %6 2
i BRI S (Fuji Silysia FL-60D :100g ; LR MG © Cfi=1 & 3) $24l, 15
3| 7-[ (IR, 2R, 3R, 5S) —5- LM% IE —2- ((B) 4, 4- 9 —3- AL -1- F 3 ) -3-2- A
MEREAEEE ) MR ] BRER S (3) (0. 173g 5326mmol ;7% :52. 0% ) .

[o114]  (XFEGAE] 1)

[0115]
FoF

AcO (MeO)zlﬂW/ AcO
) ,W\/COOMG o O 1 ,\/\/\/COOMS
L - ot
" CHO LiH / -BuOMe Ck/%/\/
THRO 2 B iA/48 B THPO O 3 213%

[o116] 7 (3,3— 3 —2- S ACHEEE ) B —FFlg (L (1. 051g,4. 070mmol) HITE/AKALT 5
FE (1. 6ml) YW IMASALEE (30. 3mg, 3. 81mmol) , VR S WIAE =i F ik 6 /. 4%
H A 7-[ (1R, 2R, 3R, 5S) -5~ LS —2- FMEIL -3 (2- PUSMEm AL ) 3t ] BF

10
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i s (2) (0.903g, 2. 27Tmmol) FIJL/KBUT 4 I BE (3ml) ¥V, FF 1R AW #Rml i R 2y
48 /NI o R HI R EIR)E B A A T I F AR S0, (E T E, RIG50 AME . KIEH
LR LB IR . B ENUES I, IR 3% SN 7KV AL S A AN /K A TR Ve I5% SR
Ji FHG/K B BR BT 58 o R0 T k4 2 5, BRI RE AT A3 (Fuji Silysia BW-300SP :
36g/15g/18g s LR LT - Tt =1 . 4) #2401 3k, 13 3] 7-[ (IR, 2R, 3R, 5S) -5— L Wt 4
F —2-((B) -4, 4- 5 -3- FAC —1- 5453k ) -3- - UAME IS ) R T B A lE (3)
(0. 257g ;0. 484mmo1 ;7% :21. 3% ) ,

[o117]  (SEZjafsl 2a)

[0118]
FoF

AcO (MeOyR ™ AcO
.~ _~_~_ COOMe oo 1 ~_~_~_-COOMe
L - o
CHO LIOH-H0 / THF / HoO(3%wIv) //
THPO 2 B i7./48 N Bf THPO O 3 508%

[0119] ¥ (3,3- — 4 —2- B ACHE &) B — 7S (1) (1. 050g, 4. 066mmo1) [ VU & W i
(16ml) FW T I RS EE AR (0. 161g, 3. 84mmol) , IR EGHAE R T HHELT 1. 2 /M.
FEH A 7-[ (IR, 2R, 3R, 5S) -5— LWL IE —2— FIEEHE —3- (2- DYENME G4 2E ) 1302 ]
BRI R (2) (0.903g,2. 27Tmmol) FIPYEIERE (3ml) ¥EHAIZK (0. 57ml) , FER IR A M
MBI KL 48 /NI W HI R RS, TR N NI T 28 R KA —F . ML L
BRI A NS P s e, A H B, ARG 0 N E . KIZH SR CBEAEEUIR . ¥
HHUEEIE, MR 3 % SR BN K B VBORT 0 RN S AL N ZK VR %, R T JE /K R B T4
FEPRE NIRAG 2 5, BRI A RS (Fuji Silysia BW-300SP :27g ; LIR LS © CF
=1 : 4) 4. AL R AR (Fuji Silysia BW-300SP :6g ; L2 L -
Ohi=1 : 4) Fdeal, /53] 7-[ (IR, 2R, 3R, 5S) -5— LMk IE —2- ((B)—4,4- 5 —3- %
1= SF 425 ) -3- (2 PUSME i 455 ) B2k ] BRIR AR (3) (0. 719g ;1. 35mmol ;7™ % .
59.8% ).
[0120]  ( SEjiafsl 2b)
[0121]

F._F

AcO (MeO)ZRW AcO
,’\/\/\/COOMB o O 1 ,"\/\/\/COOMG
L ~ o
CHO LiOH-H20 / THF / HoO(1.6%Viv) -
) . THPO
THPO 2 B 37/48 /) B O 3 s58%

[0122] 4% (3,3- — 4 —2- B ACHE L) BEMR — S (1) (1. 110g, 4. 299mmo1) [ VU & Wk it
(17ml) W T IA B KSEEALEE (0. 171g, 4. 08mmol) , JREAE 2508 FHEHEL 1. 2 /it
FEH A 7-[ (IR, 2R, 3R, 5S) -5— LWL IE —2— FIBEHE —3- (2- DYENME G4 0E ) 1302 ]
BRI R (2) (0.971g,2. 44mmol) HIPYEERE (3ml) HEHAIZK (0. 32ml) , IR IR A M
AL 48 /N o A HI R EIR )G, WIRAERUE N IR4YE . W S SEERAK AT R IF
R AT E, RGN E . KIZH 8 CEERER IR . B ANLZEE I, KR
3% AL AN KIS VRIS B K W AR E %, SR K IR B T4 . TEWUE MIRAA 2 )5,
PR HRERAE (3% (Fuji Silysia BW-300SP :38g s LR LM © Chi= 1 & 4) 24, 133

11
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7-L (IR, 2R, 3R, 5S) -5~ LMk IE —2- ((E) -4, 4- 5 -3 FAC —1- £453L ) -3- (2- VIS LR
SR ) BRI ] BB TEE (3) (0. 722g ;1. 36mmol ;77 :55.8% ) .
[0123]  ( SEjtif] 2¢)

[0124]
F_F
AcO (MeO)zaW/ AO
N CO0Me co 1 s ~__~_COOMe
L - S
CHO LiOH-H,0 / THF -
THPO . THPO 5
2 =7/ 48 BT 3 404%

[0125] 4% (3,3- 9 —2- SAACHE ) B —FAE (L) (1. 110g,4. 299mmo1) (17 PU &, M MR
(17ml) W I K-S EEALEE (0. 171g, 4. 08mmol) , JREMAE 250 T HiHEL 1. 2 /it
FEH A 7-[ (IR, 2R, 3R, 5S) -5— LWL IE —2— FIEEEE —3- (2- DYSAMEm 2L ) 1302 ]
PR R (2) (0. 962g, 2. 41mmol) FIPUZUMERE (3ml) ¥, IR IR G WU A a] i K2y 48
NI VR HIT AR B S WERAE R N IRAE . ¥ SR SRR I AT R e RS AE
REWHRE I AME . KIEH SR LBEHIN IR MANZEEIE, WK H 3% ALK
VRN RN UL B K I e 5 > AR 5 F JC/K R BR B 115 o AE DR NIk 4A 2 )5 » Tl ) AL A
it (Fuji Silysia BW-300SP :38g;ZBEZME « Cki=1 © 4) $24l,753) 7-[ (1R, 2R, 3R,
5S) —5- LMEAZE —2- ((B) —4,4- 9 —3— SR -1- 25 Mgk ) -3- (2- PUSMb 428 ) BRIt ]
BElE TP ES (3) (0.517g 50, 973mmol 57 %% :40. 4% ) »

[o126]  (XfEGAH) 2)

[0127]
Fo F

AcQ MeO) P AcO

A~ COOMe o O 1 S~~~ COOMe

X -

CcHO NaH / THF /

THPO . THPO o
2 B/ 4 B P RE

[0128] 4% (3,3— g —2— 4 AXPEEE) B — R (L (0. 453g, 1. 75mmol) [{JJE7K THE (7ml)
B A IINE AN (60 % B P03 1) 4 U, T0mg, 1. Thmmol) , FFAE IR N HikE 15 7080,
FEHA AN 7T-[ (AR, 2R, 3R, 5S) -5— LMt HE -2 FIEEIE -3 (2- DYSNLAE 40 ) B8k 1 BR
Mg (2) (0. 175g,439mmol) FYJE/K THF (3ml) ¥, HA IR A EHUMFAMIHRIRL) 4 /N
RARPRSR HR (.

[0129]  ( sEjfsl 3)

[0130]
FocF
AR oo Ny~ AQ
A~~~ CO0Ms 0 O 1 o FSe~_~_-CO0Me
> FaF
CLCHO LIOH-H,0 / =By, 1 Ha0(3%v/) <1%\ﬂ></\/
THPO 2 B 3A/48 B THPO O 3 s50%

[0131] 4% (3,3 9 —2- %AXNPEEE ) Mg —H G (L (1. 052g,4. 074mmol) ¥ 1,4- 44
FRIRTE (16ml) W A NN K& S EALEE (0. 160g, 3. 81mmol) , J4F SV FHHEA 1. 2
AINEF o AR T-[ (IR, 2R, 3R, 5S) -5— LEEAZE -2 B -3- (2 VUL R4S ) 36
AL ] BER RS (2) (0.902g, 2. 26mmol) (1] 1,4—- —4 22Ok (3ml) ¥EHFIK (0. 57ml) ,

12
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HAR R AV BN AR R 2 48 /i) s IR IR, fEWE TR KA —F 1R K
LR SRR MAF R F A v i b, A F &, RGN E . KIZH SR CEEAEL
PR B HZE I, IR 3% SN KB BN A S M K B VR » SR 0 FH 7K Bt IR
B R NRAZ G, BRI RAE (% (Fuji Silysia BW-300SP :36g ;4R &
Be : Chi=1 4 240, & 2Ry HRERFE AR (Fuji Silysia BW-300SP :6g ;4
B Ol © Oke= 1 4) FRRA, 53] 7-[ (IR, 2R, 3R, 5S) -5— ZWE4IE —2- ((B) —4,4- —
B3-SR -1 I ) -3- (- PUSUEMG4E2E ) BRSE ] DER PR (3) (0.671g ;1. 26mmol ;
P 55.9% ).

[0132]  ( SEjfsl] 4a)

[0133]
F_F
AcO (MeOhm/\jfx;//\v/ AcO
,’\/\/\/COOME o O 1 ,\/\/\/COOMS
L - <
CHO NaOH / t-BuOMe / H20 (1.6%v/v) =
THPO 2 THPO
P 2 ] A/ 48 B O 3 sas%

[0134]  4F (3,3— 9 —2- SANPEEE ) R — TR (L (1. 109g, 4. 295mmol) (AT Z FI ok
(17ml) ¥ F A E &AL (0. 164g, 4. 10mmol) , R G IR T HHEL 1.2 /pit. fEH
N 7-[ (1R, 2R, 3R, 5S) -5- LWHARSEE —2- FIEEAEE —3- (2- UMb 425 ) M2, 1 BiiR
G (2) (0.955g,2. 40mmol) AT ZEFEE (3ml) WEAN/K (0. 32ml) , FRRH RS H N FAA]
WKL) 48 /i o W HI R =5, K (5. 6ml) I I B A% 5, L E B I
HME . KIZH SR EEE (ml) ZEEURIKR . A NUZ G I, IR 3% SALEIK S (6ml)
AN G KV (6ml) PEis, SR G /KB IR T o fEos k4 2 5, Fel R ek
AL (Fuji Silysia BW-300SP :33g ; LFRAME @ Cli=1 : 4) 4240, 153 7-[ (IR, 2R,
3R, 5S) —5— LMWEAE AL —2- ((B) —4,4— Z 58 —3— A —1- 543k ) -3 (2 DYSUEr 42 ) BRI%
B BREETE (3) (1.079g ;2. 033mmol ;7% :84.8% ) »

[0135]  ( sEjiifs 4b)

[0136]
Fo F
AcO (MeO)zF(ﬁ%/\/ AcO
,W\/COOMG o O 1 ,\/\/\/COOMG
L - 5
CHO KOH / t-BuOMe / H20 (1.6%v/v) / =
THPO R THPO
2 ) /48 B O 3 806%

[0137] 4% (3,3— 9 —2- SARFEEE ) MR — T ls (L (1. 113g,4. 31mmol) FRIACT Zk ok
(17ml) ¥R AN SEAE (0. 2258, 4. 00mmol) , VR AWM FHHEA 1. 2 /Mo AR
A 7-[ (1R, 2R, 3R, 5S) -5- LRSS —2- AIBEAE -3- (2- DUEMEM 5L ) MR8 ] BRI
g (2) (0.965g,2. 42mmol) AT ZEFEE (3ml) FHAK (0. 32ml) o KRG N A A]
WKZ) 48 /o IR I SG, BK (5. 6ml) IIANBBRIFEHR S BCHE,  HHEE, R)55)
NWZE. KEH RO (4nl) 2R BAVUEE I, IR AH 3% ALK (6ml)
LRI AL B KT (Bml) Peisk, 2R 5 FH ORI BREE T4 o £EIUE T IRHA 2 S5 , TR I hE
A S (Fuji Silysia BW-300SP :33g s LIRS @ Cfi=1 : 4) &40, 152 7-[ (IR, 2R,
3R, 5S) —5- LWEAE L —2- ((E) -4, 4 5 —3— A —1- Mk ) -3 (2 Y& 42k ) FRK

13
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B BEEEFES (3) (1. 035g ;1. 950mmol ;7% :80.6% ),
[0138]  ( SEjtif] 5a)
[0139]

FF
AcO (Meoww AcQ
,W\/COOMe O O ,\/\/\/COOMG
.t - =
CHO LIOH-H20 / t-BuOMe / H0 (1.6%VA) / =

THPO X THPO o)
2 B A (25 53°C) /31 B 5 85.8%

[0140]  fE (3,3- 9 —5S- AL —2- S AR ) B — s (O (74. 7g, 274mmol) ¥4
THRFEE (1120m]) A I KA EEME (11, 5g,273mmol) , {RAWIEEE T HiHE 1
NI FEHA I T-[ (1R, 2R, 3R, 5S) -5~ LEEAFE —2- FEESEE —3- (2- PUSML I 480 ) B
REE ] PEIR I BE (2) (64. 02g, 160. 6mmol) [T 2 M (278ml) ¥ FI/K (21. 7Tml) , IF
KRBV HOINAEIRURLY 31 /N ( NEELRE K2 63°C )« AHI RGBT A
K (351ml) FFHEFRAY), (T HFE, KRG AMIZE. KEH LR LEE (234ml) ZEEUH IR
BANUZE ST, A S KB (351ml) YRR, I B KB IREE (55¢) TH¢. #F
I T ga 2 Ja, TR AR GIE (Fuji Silysia BW-300:2110g ; LIRLMHE @ Cht=
1410 2) 84, SARRMg s R A AT (Fuji Silysia BW-300 :850g ; L&
Mg Ckt=1 481 1 2) FRRIRAL SRR EMRT 7-L (R, 2R, 3R, 5S) -5— LB
5 -2-((B) 4,4~ 5 —6S— & -3- 54X —1- FJ@dt ) -3- (- DUAnLg 4L ) MR ] pe
& PG (5) (75.03g ;137. 8mmol ;7% :85.8% ) .

[0141]  'H-NMR (200MHz, CDC1,) : & (ppm) :7.10(0. 5H, dd, J = 15.6,6. 5Hz) ,7. 05 (0. 5H,
dd, J] = 15.6,7.0Hz),6.68(0.5H, d, ] = 15.6Hz),6.63(0.5H, d, ] = 15.6Hz),
5.19-5.09 (1H, m), 4. 61-4. 46 (1H, m),4. 19-3. 93 (1H, m) , 3. 88-3. 60 (1H, m) , 3. 66 (3H,
s),3.50-3.31 (1H, m) , 2. 87-2. 36 (2H, m) , 2. 28 (2H, t, J = 7.5Hz),2. 15-1. 03 (23H, m),
2.07(3H, s),0.97 (3H, t, ] = 6.4Hz) ,0. 88 (3H, t, J] = 7. 3Hz)

[o142]  ( SEjfsl 5b)

B

[0143]
F F AcQ
AcO (MeO),R | = 6 . ’\/\/\/COOMG
- COOMe O O F po4 F F
T . p
CHO LIOH-H,0 / -BuOMe / H0 (3%V/v) THPS s
THPO .
2 B /48 BT 7 744%

[0144]  fF (3,3- =5 —2- AL -3- KAL) R —F s ©) (0. 262g,0. 942mmol) [T
EEFEE (Tml) WP M BKS S A (38. 2mg, 0. 910mmol) , VR-AWITE =M FHidE 1 /b
o AR IA 7-L(IR, 2R, 3R, 5S) -5— LB —2- ML —3-(2- VUMb 42 ) K
5] PR IR (2) (0. 250g,0. 627mmol) HIALUT 25 FEE (3ml) ¥EFIZK (0. 3ml) , FFR R &%
HNFARIRRL) 48 /N o IR WG, 1 ROVIRA VMK, 35 HIAUT 2 A B A O
Wo BENLE G I, MR 7K AR 2 SN /K N AT Ak M A s TR ks » AR5 TGk 8.
BB (R T IRAZ )G, TR HERAE RIS Merck Art. 9385 :200g ; LR LBE & C
=2 . 3) &4, EH RTINS R A Merck Art. 9385 :120g s ZIREHE @ C

14
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Fe=2 . 3) FRERAL 1S RICEMIRE 7-[ (IR, 2R, 3R, 5S) -5 L4 2 —2-((E)—4,4- —
-3 AR -4 I 1= TR ) -3 (2- DS A EE ) B RSEE T BRI A (D (0. 257¢
0. 467mmol ;=% :74. 4% ) o

[0145]  '"H-NMR (200MHz, CDC1,) : 8 (ppm) :7.60-7.50 (2H, m), 7. 50-7. 38 (3H, m) ,
7.10(0.5H, dd, J = 16.7,8.5Hz),7.02(0.5H, dd, ] = 16.7,9.5Hz),6. 66 (0. 5H, d,
J = 16.7Hz),6.59(0.5H, d, ] = 16.7Hz),5, 17-5.05(1H, m) ,4. 55—4. 48 (0. 5H, m) ,
4. 40-4. 30 (0. 5H, m) 4. 16-3. 67 (1H, m) , 3. 66 (3H, s) , 3. 58-3. 13 (2H, m) , 2. 84-2. 35 (2H, m) ,
2.29(2H, t, ] = 7.5Hz),2. 06 (3H, s), 1. 93-1. 02 (17H, m)

[o146]  ( SEZiafsl 5¢)

[0147]
F_F
AcO Me0)p N AcOQ
/\:/\/\COOMG © o 1 ‘ ’\:/\/\COOM

L . - A

~"cHo LIOH-H20 / -BuOMe / H0 (3.6%vHv) o
THPO 6 THPO )

8 B A/24 N BF 2

[o148] £ (3,3- 5 —2- | ARHEE) B = Fl5 (L (1. 816g,7.033mmol) WYL T 2 H
fE (16ml) WP I FIKEHEALE (0. 271g,6. 46mmol) , VR G Y)TE =W FHiH: 2. 25 /)
it FEH AN (2)-T-[ (IR, 2R, 3R, 5S) -5~ L EEAE K —2— HIELIE —3- (2— VUSRI 485 )
WEE 1-5- BRI G (8) (1. 554g, 3. 920mmol) MU T ZEF Mk (4. Tml) FEAIZK (0. 75ml) ,
TR G EBOMAEIR KL 24 /N A EIR=IRG, B IABHE H IFHFR A7), 2L
e, R AN ZE. KIZH SR OBEFRERM X, A VLE G IF, WA 3% ALK B
RO AN A LR AR5 F e K BRER T4 o FEVE N IRZA 2 )5 » TR R e A
i (Fuji Silysia BW-300SP :47g ;LR LHE © Cle= 1 & 4) $&40, 19 23k (iR 1)
(7)-7-[ (IR, 2R, 3R, 5S) -5~ LEk5EIE —2- ((B) -4, 4— 5 —3- A0 —1- E4m 3 ) —3- (2- T
MR 42 ) PRI T-5- BRER IS (9) (1. 787g ;3. 380mmol ;7= % :86.2% ) .

[0149]  'H-NMR (200MHz, CDC1,) : 6 (ppm) :7.11(0.5H, dd, J = 15.7,7.6Hz),7. 08(0. 5H,
dd, J = 15.7,6.9Hz),6.68(0.5H, d, ] = 15.7Hz),6.63(0.5H, d, ] = 15.7Hz),
5.45-5. 21 (2H, m) , 5. 15-5. 05 (1H, m) , 4. 62-4. 44 (1H, m) , 4. 19-3. 96 (1H, m) , 3. 88-3. 62 (1H,
m), 3. 66 (3H, s),3.52-3. 32 (1H, m),2.92-2. 36 (2H, m) , 2. 29 (2H, t, ] = 7.3Hz),
2.23-1.22(22H, m), 2. 07 (3H, s) ,0. 92 (3H, t, ] = 6. 9Hz)

[o150]  ( sLjifs] 6)

[0151]
o 0

F_F

o&
(Meo)zrﬁw 5

2 -
P
@ CHO LiOH-H,0 / t-BuOMe / H,0 (3%v/v) @(d
o)
10 i/_ﬂ]l/S ’J Bj- 0 ﬂ 495%

[0152] 1& (3 3— R 2 AR ) PR — F g (L (0. 378g, 1. 50mmol) [T FH
Bk (5ml) ¥ I K G5 AAL L (60. 8mg, 1. 45mmol) , VR AW E I FHFE 1 /hads
FH AP A K (0. 15ml) F1 (3aR, 4R, 5R, 6aS) —2- 48 4¢ -5- KIERA L ANEH K — % IF

15
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(cyclopenta) [b] Wi —4- FFEE (10) (0. 274g, 1. 00mmo1) , H¥ VR & H AL = N I H: K4
3N o R NRE I K AT 2 R BEAE U IR . A NLUE G IF, WK K A
g R S At 7K R T A B A R e % AR Ja K IR BR B T4 o 7RIS TR A2 5, TR
MR (Fuji Silysia BW-300 :100g s LR LB - Chi= 1 . 2) $&4f, 152 o i
PRI (3aR, 4R, 5R, 6aS) ~4- ((B) ~4, 4~ 38 —3— A —1- M ) —2- AR -5 REIRE R
NG IF [b] Wemg (LD (0. 201g ;0. 495mmol ;7= :49.5% ) .

[0153]  'H-NMR (200MHz, CDC1,) : & (ppm) :8.03-7.95 (2H, m) , 7. 63-7. 39 (3H, m) , 7. 03 (1H,
dd, J = 15.8,7.7Hz),6.66 (1H, d, ] = 15.8Hz),5.30-5. 41 (1H, m) ,5. 20-5. 06 (1H, m) ,
3.08-2. 82 (3H, m) , 2. 74-2. 26 (3H, m) , 2. 15—1. 81 (2H, m) , 1. 54-1. 20 (4H, m) , 0. 89 (3H, t, J
= 7.0Hz)

[0154]  (XFELH 6)

[0155]

o o}

FF J&

(?//g (MeO)R ™~ e

O O 1
L ~ e
@ , CHO LiH / t-BuOMe :

i 10 FiR/6 AT 0 1 48%

[o156]  7F (3,3— 3R —2— FANHRIE ) R — s (L (0. 969¢g, 3. 75mmol) FRIJE/AKAUT 2k
FE (1oml) ¥EBH A ZALBE (28. 6mg, 3. 60mmol) , VRS ZM R HiH: 2 /Mg o R
I (3aR, 4R, 5R, 6aS) —2- AR —5- ZREL IR L /N A I 04 IF [b] BRAE —4- A (10)
(0. 686g, 2. 50mmo1) , FFRHIR G WAL IR N HEFE KL 6 /M o A P iR &
W, AL E, RGN )E . KIZEH S8 CBRAEIPIR . A HLZ G I, IR 3% S04
T VRV R A AN K VR0 % AR R G /K BR Bk T o ARyl s NIRHA S5 » Tl R Pl ek
AR (Fuji Silysia BW-300SP :28g ; LFRAME @ Cke= 1 @ 2) #4153 (3aR, 4R,
BR, 6aS) —4- ((E) -4, 4- 3 —3— A —1- M2t ) —2- S -5 FREPAE AN E L I
[b] PEAE (11) (48. 5mg ;0. 119mmol ;7= 2 :4.8% )«

[o157]  ( SEjifs) 7)

[0158]
AcO (MeO)R ™y 7~ AcQ
. '\/\/\/COOMG O O E . '\/\/\/COOMG
L -
CHO LIOH-H,0 / t-BuOMe / Hy0 (3%viv) =
THPO THPO o
2 FIR/1 0 1 s

[0159]  fE (2- AP ) BEIR — FFlE (12) (0. 178g,0.801mmol) FAL T 25 FHEA (2ml) %
A ISR G S AL (32, 5mg, 0. 775mmol) , VR A WITEEIE FHiFE 2 /had. AL A
7-L (IR, 2R, 3R, 55) -5— LELAAAE -2 MBEIE —3- (2- PUENLAE AL ) s 1 BRI Tl (2)
(0. 213g,0. 535mmo1) AT ZEFEE (2ml) FWHEAIIK (0. 12m1) , FRFHIR G WAL =0 P HiH:
L /NI o A RNV IREINAIK T, AT 2R BRI IR . A NLE G I, Mk AT
TR S A /K R RN S AL BN KV VR34 » AR5 L JE KR IR BE T o AR NIk 4 2 J5 » TR H
A (Fuji Silysia BW-300 :100g ; LFR WS @ Cki=3 @ 7) 24, 2L AmR
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[¥) 7-[ (1R, 2R, 3R, 5S) 65— LWL —2- ((B) -3— A —1- =FJ@ 2k ) -3 (2— DU b g 48 2% )
W ] BERR s (13) (0. 255g 50. 516mmol 57 %8 :96. 4% ) »

[0160]  'H-NMR(200MHz, CDC1,) : & (ppm) :6.71(0.5H, dd, J = 16,7. 5Hz), 6. 68 (0. 5H,
dd, J = 16,7.5Hz),6.22(0.5H, d, J = 16Hz),6.20(0.5H, d, ] = 16Hz),5. 19-5. 08 (1H,
m), 4. 61-4. 52 (1H, m) , 4. 15-3. 95 (1H, m), 3. 90-3. 60 (1H, m) , 3. 66 (3H, s), 3. 50-3. 35 (1H,
m), 2. 75-2. 35 (2H, m), 2. 65(2H, t, J = 7.0Hz),2.29(2H, t, J] = 7.5Hz),2.06(3H, s),
1.90-1. 15(23H, m) , 0. 90 (3H, t, ] = 7. 5Hz)

[o161]  ( SZjifs] 8)

[0162]
e} o}
QJ/& (MeO)R N > Q%
~— o O 12
</L ' C%/\/V
, CHO LiOH-H20 / t-BuOMe / HyO(1%V/v) ,
e} o o}
0 10 FiR/1 B o 14 915%

[o163] 11 (2- S AUPEIE ) BEMR — M s (12) (0. 267g, 1. 20mmol) )AL T %E A7 B (5ml)
WA MANBIKE S EAGEE (48. 3mg, 1. 15mmol) , VR -G WE =R P ke 1 /it fEH
I 7K (0.05ml) FI (3aR,4R,5R,6aS) —2- 5 A% -5- ZE B A E NEA N L 4 IF [b] Bk
R —4— FFEE (10) (0. 274g, 1. 00mmol) , FER VR A VAL =3 N HFE 1 /. 3 NR AW
IO A IE AT 2 RBE A BN IR KA HLZE & FF MR T R0 e I S K R A LAk
WIS PER, SR e e KB R BT fEglJE Nk Ja, BRI AL A (Fuji
Silysia BW-300:100g; LR 45 © Chi=2 : 3) $24, 153 LA Wk K (3aR, 4R, 5R,
6aS) —4- ((E) -3— 84X —1- Mtk ) —2- AKX -5 ZREEIRAAIE/SE I 4 I [b] PR (14)
(0. 339g ;0. 915mmo] ;7% :91.5% ) »

[0164]  'H-NMR (200MHz, CDC1,) : 8 (ppm) :8.05-7.95(2H, m),7.65-7. 40 (3H, m) ,
6. 73 (1H, dd, J = 16,7.5Hz) ,6. 37 (1H, dd, J = 16Hz),5. 42-5. 28 (1H, m) , 5. 19-5. 06 (1H,
m) , 3. 00-2. 45 (5H, m), 2. 55 (2H, J = 7.0Hz),2.38-2. 25 (1H, m), 1. 70-1. 54 (2H, m) ,
1.90-1. 20 (4H, m) , 0. 90 (3H, t, J = 7. 5Hz)

[o165] (AR HATIERINH )

[o166] R A& I 772k il RA BT ER &4

[0167]
FOF

AcO (MeO)zﬁW AcO

e~ COOMe oo 1 e ~_~_-COOMe

CL > F_F

CHO LIOH-H,0 / t-BuOMe / H20 (1.6%V/v) -

THPO o o THPO
2 R (% 54°C) /41 JBF O 3 893%

[o168] 1 (3,3- 38 —2—- S ANPEEE ) e — e (L (69. 65g,269. 8mmol) [T 2 F ik

(1046m1) ¥ A KA EEE (10. 69g, 254, 8mmol) , VR AWITEZ I FHEHE L /NS

FEH AN 7-[ (IR, 2R, 3R, 5S) -5~ LFH4E T —2— LR -3 (2- PUSUML g 4L ) I3 ] B

B G (2) (59. 72g,149. 9mmol) FIAUT ZEF A (233ml) HEHEFIK (20. 2ml) , ARG HH

IFRRIG KL A1 /B (PRI K2 54°C) o« WHIREIR G, KK (351ml) IIAEE

HHR G, A HFE, RGN R KIZH SRR OB (234ml) 2B K. A VZE
17



CON 102391237 A WO B 16/21

FHo KA 3% ALK (351ml) AN FI SN /K (351m1) PhW, 2R 5 H LK Bt IR
B (55g) T, TEUE NIRgG )5, BRI A ERAE A (Fuji Silysia BW-300SP :2280 ;
LROMWE : Chi=1 . 4) 84, SHRTUNSE R A (Fuji Silysia BW-300 :
582g ; LIRLME - Tht=1 ¢ 4) FRRER4E, 3 RNL TR 7-[ (IR, 2R, 3R, 5S) -5— LHE4
5 -2-((B)—4,4- Z5R -3 AR -1 58 ) -3- (- DUSME a4 5E ) B33 ] R e ()
(71.02g ;133. 8mmol ;773 :89. 3% )«

[0169]
AcO AcO
e~~~ —~_COOMe Ha, Pd-C - ~_~_—~_-COOMe
Fo_F —_—
P F_F
. AcOEt ,
THPO THPO
© 3 HP O 15 99.8%

[0170] 4% 7-[ (IR, 2R, 3R,55)-5— & B % & 2-(([E)-4,4- = W -3- A X -1- F &
HE) -3- (2- PUSME 4L ) 3R 8SE ] Bl G (3) (70. 90g, 133. 6mmol) ) L& L lE (357ml)
BRI 5% — 8% / % (7. 12g) , WWIRAE IR A K ) R &b ¥R IR S ug, ug
TEAEDRE A, 13 B AR 9 7-[ (IR, 2R, 3R, 5S) -5— LBEAEIE —2- (4, 4- 5 -3 AR
FH) -3 (2- VUL 4 5E ) BR300 ] PEE AR (L5) (71. 02g 5133, 3mmol ;7% :99.8% ) .

[0171]

AcO
: NaBHg AcQ

,\\//\v/\\/COOMe - COOMe
C&/F F - > M
\ﬂ:><\//\\// MeOH <
o}

THPO ) :
THPO OH 16 99.1%

[0172]  # 7-[ (1R, 2R, 3R, 5S) -5~ L WE 4 Ik —2- (4,4~ 3 —3- S AR ¥4 ) -3-(2- U &
MR 428 ) IR ] PR AR R (15) (71.01g,133. 3mmol) [ B (284ml) ¥4 #1482 K
25-20°C, HAEH P AT AL (5. 08g, 134mmol) o PihE KL 40 43805 , W MEERS (7. 6ml,
133mmo1) , H¥4 [ VRS WLEIRE T ik4E . FIRWA K (325ml) #h7e 3 H £ 18 L (228mL)
I =Ko W ANEE I, H 3% EALBIZKE W (325ml) FAMLFI AL KA (325ml)
B FER G AKIR IR E: (Blg) T4 s VA R T ik 46 45 21 R 1) 7-[ (1R, 2R, 3R,
5S) -5~ LWL —2- (4,4~ 9 -3~ BRFEEIE ) -3- (2 VUG ML 400 ) RIREE 1 BRIR A B
(16) (70. 64g ;132. Immol ;772 :99. 1% ) ,

[0173]
AcO HO
‘\\/A\v/\\//\N/COOMe NaOHag. \ F - CO0H
AToel " s A
THPO - 0 ;
OH 16 THP OH 17

[0174] ¥ 7-[ (IR, 2R, 3R, 5S) -5~ L4 FE —2-(4,4- 5 —3- FFE 3L ) -3 (2- PUAEL
4L ) BRI 1 BRI TPES (16) (70. 62g, 132, lmmol) 1] ZEEVATR AL VK EYAEN, FErEHorhig
0 8N S A AL K (132ml, 1056mmol) o 782 T HHE KLY 3 /M, ¥ R IR G A
IR TG . TRV K (280m1) FARUT ZEFEE (141ml) 78, HAEVK 331 2R N 6N
()R BRI 1T 42 pH3—4 J&, B TR LR 415 (280m1) ZEHY =R KA HUZ & FH IR A K
(280m1) PEE I I F A AL AN K v (336m1) YV . I E/KBRIREE (50g) T )E, s

18
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EAEDRE R 4615 20 A AR 7-[ (IR, 2R, 3R, 5S) —2— (4, 4— 5 —3- Jo2E=EH ) 5 7%
Kk -3 (2- PYEnEmg 4 E ) M3k 1 BRR (LD o A8 T 1 HI 20 3R P A FH LS B A e 4l

[0175]  'H-NMR (200MHz, CDC1,) : & (ppm) :4.71-4.58 (1H, m), 4. 18-3. 96 (2H, m) ,
3.96-3.60 (2H, m), 3. 60-3. 42 (1H, m), 2. 35(2H, t, J = 7.5Hz),2. 13-1. 17 (30H, m),
0.93(3H, t, J = 7. 1Hz)

[0176]

HO , HO
\ BnBr, 'ProNEt ;

'«\/”\v/\\/COOH LS - C008BN
< - e
MeCN

/ / q
THPO : 4 :
OH | THP OH 18  99.1%

[01771 4540 7-[ (1R, 2R, 3R, 5S) —2— (4, 4- 3 —3— ARy IL ) -5- B2 HL -3 (2- YA Nk
IR IR ] R (LD (132, Tmmol) WY &JiF (316ml) ¥ A RN % £ (69. Oml,
369mmo1) FFRIEIR (47. Iml, 369mmo ) , HKH IR & WI7E =30 FHidE 14 /N o RNV IR G YE
R N WRGE, TSI B 2B (366ml) FI/K (280ml) HA RS HE, 4 1S,
WIE D AMZE. KZEH R LR (224mL) ZEEUN IR A WLZ G, H IN % (336ml) .
AR R S A /K (336ml) AR ALK A (336ml) PEdc. HHL/KBREREE (5lg) T
Joa s FRESAE DR R4 . IRAETI R P ERRAE 3 (Fuji Silysia BW-300 :2400g ; &1®
LR Chi=1 1 2) $&4i, /32O HR IR 7-[ (IR, 2R, 3R, 5S) —2— (4, 4— 3 —3- F2 k¢
5k ) -b- B2 AL -3- (2 DA ML Ak ) BRI T PR R (18) (74. 44g 5130. 9mmol ;7™ %8 .
99.1% ).

[0178]  'H-NMR(200MHz, CDC1,) : & (ppm) :7.42-7.26 (5H, m),5. 11(2H, s),4. 70-4. 57 (1H,
m) ,4. 18-3. 96 (21, m) , 3. 96-3. 58 (2H, m) , 3. 58-3. 42 (1H, m) , 2. 51-2. 21 (2H, m) , 2. 35 (2H, t,
J=17.4Hz),2.16-1. 12(29H, m) ,0. 93 (3H, t, J = 7. 1Hz)

[0179]
HO _ o)
) P \/\/\/COOBH Swern ?L'T‘b , \/\/\/COOBH
SOGOy - o~
THPO ;
OH g THPO O 19 96.8%

[0180] M EEEE (57. Oml,653mmol) ) 5 Fde (635ml) ¥ AET UK — A B A Hl,
W — FEAN (92. Tml, 1306mmol) FHH4 Wi HiEE 30 434, Whn 7-[ (1R, 2R, 3R, 5S) —2- (4,
4= TR -3- BREE AL ) -5 B -3- (- HAMEREAESE ) BMREE ] PEIRFEE (18) (74. 31g,
130. 7Tmmo 1) WS FHE (191ml) ¥, FEBR G KA 1.5 /M. R AW n =
L% (273ml,1959mmo 1) F¥5 s NIR S FHIR 2 0°C, R P A A Z /K (605ml) FF4i
PERA W, AT HHE, RIESAPE. KEH & PEE (302mL) ZEEMIK. BHEIZESIE,
KU 0. 35N 2R R (302m1) v 7K (605m1) HEFIEK BRE BN 7K (605m1) FIFI AL BN K 77
(605m1) Peik. HIC/KBEREE (528) TG, KSR IR T IR 4T o R R THE 4 21
LMROER / Okt (1 1 10) BAEHEFIT, HAEW UL IE. BT W0, Tl R4 H Tk
BRREEHE (Fuji Silysia BW-300 :2260g ; LERCME @ Cihi= 1 © 4) 3240, 3%k F R
[#) 7-[ (1R, 2R, 3R) -2 (4, 4— 3 —3— UL ) -5 N -3-(2- HEAMEI AL ) BRSE ]

19
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BEEARES (19) (71. 44g 5126. 5mmol ;773 :96. 8% ) .
[0181]

o o
e~ C00Bn  H3PO4/MeCN/H,0 s ~_~~_-CO0BN
Fo_F =
THPO o
O 49 o 20 87.8%
F7OF

[o182]  £E 7-[ (IR, 2R, 3R) -2 (4,4~ —4f —3- FACEEE ) -5 FA A —3-(2- VUi 3 )
R ] BEER R NE (19) (70. 49g, 124. 8mmol) [ £ JIF (705m1) %53 hn A 7K (70. 5ml) Fl
85 % [T R (70. 5ml) , I RS WL KL 20°C R HEHE 3 /o WU 10% SAL B KB
(705ml) *h78, HH LR L WG (276mL) ZEH =ik FAHHZE I, TR 10 % FALHIK
VIR (360m1) TR BR SN /K (360m1) FIV RIS AL BN /K VS (360m1) PE¥R. ¥ oK
iiREE (Glg) THRIFAEMIE Tlk4d . FRYHARERAE AW (Fuji Silysia BW-300 :2100g ;
LROEE : Chi=1 . 4 184, SHMNE S R AR Fuji Silysia BW-300 :
1000g s LR 4T © Cfi= 1 © 4) FRk$eal, 33T AR 7-[ (2R, 4aR, 5R, 7TaR) —2- (1,
1= ZHUREE ) —2- B2 —6- EAUNEIM R 455 [b] mibisg —5- % ] PR FlE (20) (52. 64g ;
109. 5mmol ;7% :87.8% ) .

[0183]  'H-NMR (200MHz, CDC1,) : & (ppm) :7.44-7. 26 (5H, m) ,5. 11 (2H, s) , 4. 27-4. 04 (1H,
m),2.58(1H, dd, J = 17.5,7. 1Hz),2.35(2H, t, J = 7.4Hz),2.24(1H, dd, J = 17.5,
11.4Hz) , 2. 13-1. 74 (5H, m) , 1. 74-1. 21 (17H, m) , 0. 94 (3H, t, J = 7. 1Hz)

[0184]

o}
. W\/COOBH PN COOH
Ha, Pd-C
—>
0
. 20 AcOEt
F7F

[0185] ?‘z7—[(2R,4aR,5R,7aR)—2—(1,1—:aﬁﬂz%)—2—%%%—6—ﬂ4t/\a%;jz:i%ﬁ
[b] nibAsg —5- %5 ] BR R % G (20) (51. 88g, 108. Ommol) ) &2 £ M (521ml) ¥ M A
10% — 48 / i (57K 50%,7. 81g) , S IRAE IS I AR S 20°C M &k ¥ R NVIRG Y@
it C #hik 38, HE AR N Ikga . IR R R A EGE (Fuji Silysia FL-60D :
1156g ;s LMR KR - Chi= 1  2) {22 EE (44. 67g) o KX A T LR L1,
H MO G E L b . BEESIAT IR, 15 B4 B (i ik (36, 42¢) o SRR
T LR CEE, il s i g R I O R 4 0 . T8 i e R 1A
HEZF TSR] 7-[ (2R, 4aR, 5R, 7aR) —2— (1, 1- R EE ) —2- B3 -6 AR N\EIH X M
3f [b] mkhs —5- & 1 PEfR (21) (35. 30g 390. 41mmol ;7™ 28 :83. 7% ) , H oA W] HAE 255 K14k
“.

[o186]  (AZLHIEHKIHIAS )

[0187] AR BAHRAE GRS (2) M R Akl 4

[0188]

20
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OH

o)
?/K, DIBAL-H ?/i
. - .
< :L OTBDMS <1 OTBDMS
) ¥R )

THPO THPO quant.

22 2

[0189] ¥ (3aR,4S,5R,6aS) —4- (T 3 FREFRELEAIEFE ) -5- (2- WIAMmERE)
INEAIM R A FF [b] WA —2- fi (22) (96. 7g, 261mmol) [ FF 2RS¥ (600ml) ¥AE1%2 -75°C,

AR N 1. oM =7 T A SR (261ml, 392mmol) , HATREWIAE -T8°C R HEHE KL 2 /)
o RSP 0 EE (69. 0ml, 1703mmol) J&, H4 V0V T 28 S 3. A3 L Hp o Nt RT3y
A RN K S (800m1) FI LTk (400ml) FHRHRA B HE— /NN AT FE, A5 0 AW
2o KIZH LBE (400mL) ZHUMIR . KA HUZE S FF, FH MM SALRIKEE B (800ml) PEV
PRI, SR JE G /K B R B T8 o R VLA ok R T Wk 4 493 21 & 7 22 (L R IR 1 (3aR, 48, BR,

6aS) —4- (BT = PR PR A TR ) -5- - VUS43t ) ASNER I [b] 1E
IR —2— i (23) (97.8g, & ) -

[0190]
o _ @
OH BF PhsP
O/K NN"coon HQ
L t-BuOK COOH
> OTBDMS
OTBDMS THF el
THPO
23 24

[0191] ¥ (4= T5E) WL = 253Lgk (289. 3g,652. 6mmol) FIPULIERE (1000ml) BiF
VEAEUK EA . AR P IONAUT AR (146. 3g, 1304mmol) FFEHE-S Y THR 2 =35
A (3aR, 4S,5R, 6aS) —4- (BT B = R PR P2 ) -5 (2- VUL 43E ) ANEI K
4 IE [b] R —2- i (23) (97. 2g,261mmol) [fI VUSRI (500m1) YAV, F45 19 B 1V DL
PR 1.5 /NI o FE R A IIAVKIK (800ml) H¥H IR G MAEWE N 4E . R )5, IR P+
IIANVKAAHIE IN #RER (600m1) 1 LR L85 (800ml) FHHiH-iR-&W), AF HFE, R 50 AW
F‘ KZH LR LB (400mL) 2 IR FAHLZ G FF, I @ ALK 5 (800ml) ¥k

o HTC/KBRBREET 15 » B T AE I ™ IR 4a, 1R TR N S BE (1400ml) FREIRE
%bﬁﬁﬂ: 30 380 B RIFR G Wt g, Br DT A EE k. BB FIRGERRIAE
AR (Z) —7-[ (1R, 2S, 3R, 5S) —2- (U T 2 A FREL A AT ) 5 7 -3-(2- 11
SUMEIREIE ) FRRIE 1-5- PR (24) (220g) » 7E I IR Hp 4 A L 5L & iy v H i
[0192]

q/ COOH Mel, DBU q/ COOMe
—_—h
OTBDMS CHsCN OTBDMS

THPO THPO
25 895%

[0193] ¥ (z>—7—[<1R,2s,3R,58)—2—( P G = W S = < 1= SR = s~ o e~ S B S 2
FE -3-(2- DU b mg 5838 ) R3S 1-5- BRIR (24) (261mmol> 11 £ (1000m1) ¥ ¥ 7E UK

21
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AL AR I RS R (156. Oml, 1044mmol) 45 VR AP i o A AR e
(65. 0m1, 1044mmol) o K 2 N VR A FHE 2 S35, FFHEEE 14 /N o ¥ R NIR A WIAEVK EVA
O MAN &I R4 (39. 0ml, 261mmol) FIA F 4% (16. 3ml, 261mmol) , 4R 5, F5 IR
G T HFE 1. 25 /N o B ONAIRG VI FRHIRAEVK BV, FEMAN ZE A =3+ B i
(39. 0m1, 26 lmmo1) FIfft k¢ (16. 3ml, 261mmol) o EZ W FHFE 1 /NS, B S N VR A AE
W T k4. TR AL LS (400ml) 7K (400ml) FHPiREIRG, A HHE, 4R
Ja o WM Z K EH G R L5 (400mL) ZEEUHIR, A HUE S I, TR INERER (600m1) |
TR R L A 7K (800m1) FHULFI G AL BN /K (800m1) PEVR. FHIC/KmiBREET 15 )5 , # s
ARV E TR T4 R A3 (Fuji Silysia BW-300 :2000g ; ZMRZHE © Chi=
10 3) 424, AN FRERAE I (Fuji Silysia BW-300 :190g ; LFR &M - Okt
=1 : 3) BB BRI EMIRE (2)-7T-[ (R, 2S, 3R, 5S) —2— (T 2 = FE LT
FEHEE ) -5- FdE -3-(2- PUSMbmg 4R ) BRI 1-5- BEIR AR (25) (110. 4g, 233, 5mmol,

89.5% ).
[0194]
HO HQ COOM
L} ., y ” e
q%/\/\coowle Pd/c, H2 CL‘/\/\/\/
—
OTBDMS OTBDMS
) TBD AcOEt )
THPO THPO
25 26 99.7%

[o195] 7 (Z)-7-[(IR,2S,3R,58)—2-( M T Z& — F X Bk L | & F & )5 &K
JE -3—(2— VU S Ntk R 42 ) BRI 1-5- BE R FRE (25) (109. 9g, 233. 5mmol) [ [ . fig
(450m1) ¥ IIAN 5% — 48 / Bk (10. 98g) , I ¥ RGN BT H A= N EM. Bk
IR Wik 8 IR JE AR YR R 4, 15 B etk 1) 7-[ (IR, 2S, 3R, 5S) —2- (AU T 2 —
R R R A R 2 ) -5 FR 2k -3 (2- DUAUME 4 ) 2R ] BRI I (26) (110. 1g,
232.9mmo1,99. 7% ) .

[0196]  'H-NMR (200MHz, CDC1,) : 8 (ppm) :4. 75-4. 65 (1H, m), 4. 26-4. 06 (2H, m) ,
3.97-3. 28 (4H, m) , 3. 67 (3H, s),2.52(0.5H, d, J = 10. 1Hz) , 2. 39(0. 5H, d, J = 10. 1Hz) ,
2.31(2H, t, J = 7.5Hz) ,2. 10-1. 18 (19H, m) , 0. 89 (4. 5H, s) , 0. 88 (4. 5H, s) , 0. 04 (6H, s)

[0197]
HO AcO

NS COOMe  acc) b rr AN COOMe
CK/OTBDMS o OTBDMS
, THPO

THPO % H 27 99.9%

[0198] K 7-[ (IR, 2S, 3R, 58) —2- (U T - FE Rk AE TR ) -5- B&E -3- - A
M AR ) BRI ] BRI TR (26) (109. 6g,231. 8mmol) HY S %E (500ml) B ALK b
A AR INIEEE (28. Iml, 347mmol) FIZBESL (24. 0ml, 349mmol) , FF K W5 W 77 =5
R PERE 1.5 /B AR INAIK (600ml) HEiHEE G, W IHEE, 2 WP E. FFRKEK
JAH Z& R ke (400ml) ZEL K. FAHUZEIE, H A IN ZRER (600m1) | PRIk IR & Al /K
(800m1) MGV (800m1) WEVR . H o /KB BREE T 185 , B S VAR Il s T R 4
13 BnE A F AR 9 7-[ (IR, 2S, 3R, 5S) =5 LBRAEE —2- (BUT 25— A 2L A R g A 2
55 ) -3-(2- VUL 4R ) H AR 1 PE e (2D) (119. 2g, 231. 5mmol,99. 9% ) .
22
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[0199]  '"H-NMR (200MHz, CDCl,) : & (ppm) :5. 15-5. 05 (1H, m), 4. 76-4. 53 (1H, m) ,
4. 21-4. 10 (0. 5H, m) , 4. 10-3. 95 (0. 5H, m) , 3. 95-3. 39 (4H, m) , 3. 67 (3H, s) , 2. 38—1. 04 (20H,
m),2. 30 (2H, t, J = 7.5Hz) ,2. 04 (3H, s) ,0. 89 (4. 5H, s), 0. 88 (4. bH, s) ,0. 04 (6H, s)
[0200]

AcO AcO

\ 3 COOMe
- ’/\/\/\/
q'/\/\/\/coowle el Ck/
OH
' OTBDMS THF )
) THPO
THPO 27 28 98.1%

[0201] ¥ 7-[(1R,2S,3R,58)b- L W A 2 2-( WM T R F E FrE e | & H
B )-3-(2- P SUnLm 480 56 ) BR AR ] BRR G (2D) (118. 7g, 230. 6mmol) [ PY S IK: AR
(450m1) ¥ IRAEOK BV EN . AR A I M B AL DU T S5 80 (1 THE A1, 277ml, 277mmo 1)
HW IR A AR IR N HERE 20. 5 /NI o B I NIR G AR RUE N IRYE, JE5 T 40 R R A €
it (Fuji Silysia BW-300:2000g s LER LM @ Cki=1 . 1) 424, SAHMNE S ik
A% (Fuji Silysia BW-300 :520g ; LBRAME © Cft= 1 ¢ 1) 424, A28 LA
PRI 7-L (IR, 2S, 3R, 5S) -5~ LBEAAIE —2- F2HZE -3-(2— VUS4 08 ) M2k 1 Befig
fis (28) (90. 64g,226. 3mmo1,98.1% ).

[0202]
AcO _ AcQ
" ’,’\/\/\/COOMe ih{'t‘ Y /'\/\/\/COOMQ
.y -~ X
) OH T YCcHo
THPO THPO 92.4%
28 2

[0203] K ELEESL (28. 3ml, 324mmol) ) & F ¢ (325ml) ¥EWAE T UK — AR a4l
0 — A E AR (46. Oml, 648mmol) RS WIHHE KLY 30 7380, AR A N 7-[ (IR, 25,
3R, 5S) —5— LWHAEAE —2- FR AL —3- (2- DYSMERESE ) B2 1 PRI s (28) (65. 00g,
162. 3mmol) [ S %t (170ml) ¥, IR IR G PHFE KL 1.5 /T £E N A i in =
ZWE (113ml, 811mmol) FF44 [ MR AMTHE R 0°C. 1ERMIBREYFIMAK (426ml) F4i
HIREGW AT HHE, ARG AWM E. AKJEHBCT T BE (266mL) ZZH K. HAENZES
I, FEMRRAH IN ERER (390m1) (7K (426ml) HEFIRR R AN /K (426m1) FHEAN AL B KB
(426ml) ¥edk. FL/KBIRE: (5de) TG, B AE s Tk An . Tl 4 Ak oA (i
(Fuji Silysia BW-300:1950g ;ZBR LB @ Cki=3 & 7) 24, B3 AR e 7-[ (4R,
2R, 3R, 5S) -5~ LA I —2- LSS —3- (- PUSME ISR 3k ) BRI T BERR G (2) (59. T4g,
149. 9mmo ;7= :92.4% ),
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