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Bé

A~ HFWBE (33

'

(1R, 5S. 6S. 8R, 2'S, 4'S)-2-(2- (3-¥ & -4- H &
SRR ) WS A~ E R ) 6- (1M E)-1-F %
FEMWM-3- BB CWHZIEE NNEEMN 1 2 — &
B RTMEBKE - BB RE NSNS E RS
AHEERTREMME] AB o M2-Z £ HMMTHE & 2
B BB T BB E A THE 5 B A M o B e
BEREZLAR - EVHBBBERERTHF Mk % 52
B RERBEZTHGS  EEEEEY o Nar (DNSO-
de+Z B -da) t 8 1.17(d, 6H8); 1.85(m, # 8, 1H):
2.73(m, W, 1H); 2.95(dd, 1H): 3.21(dd, 1H):
3.40(m, 1H): 3.54{(dd, 1H): 3.78{( A E &, 1H),
3.99(t, 1H)s 4.11(t, 1H); 4.18(dd, 1H): 7.41(d,
THY: 7.75(dd, 1H); 8.06(d, 1H) ¢ |
Ms{+ve FAB):532/534(MH)*, (Na B )~*; 554)556“@32 s
.
BB EDT NE

ABEMEN 1B2-F-5- BEERBMEREL > B T
RECIHMBEAWARE  BA-H -5- BER RSN
o Nmr(CDCls) : & 4.88(dt, 2H)3 5.33-5.51(n, 2H);
5.96~6.15(m, 1H): 7._66(d, 1H) 8‘.27(dd, 1H) s
8.72{(d, 1H) o
s (CTI) : 241/243 M*, 259/261(H+NH.) "

BoASRLEEEAERET  RZEPERREE -
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408424
A6
Bé

B~ #HFABA ( 39

BRBEE > MAFLBBELSY (RZED) - EHEE
HINE  ARESY . EREE cBEYARZBZE
PP FREEERM c AREBAESEBEZS B ME X
WEMEW B B M ES R Y o & B 2 A8 % NeSO.
LEEBUM > BUREK - K RE K% o B8 I8 48 5-]
®-2- HEBHHAD o War(CDCIa) 2 6 3.74(br, 2H);
4.81(dt, 2H): 5.27-5.47(n, 2H): 5.83-6.13(u, 1H):
6.73(dd, 1H); 7.15(d, 1H): 7.24(d, 1H) o

CMs (CI): 212/214 M*, 229/231(M+NH4) "

e LRz B HMBERODBEN 1S B EHEEL
H®®% 728 (100:0 £95:5) # FHE 8 - 84
(25, 43)-1- WA E R # -2-(3- B FE B K -4- 5 % 2 iy
BOBE R ) MLUX M -4- E MK ZBEEA o Nar (CDC1s) ¢ 8
2.33(s, 3W): 2.57(br, 2H); 3.30(dd, 1H): 4.03(XK =
B, TH): 4.13(dd, 1H): 4.55(t, 1H): 4.66(dt, 2H);
4.83(dt, 2H); 5.24-5.47(m, 4K); 5.85-6.02(m, 20);
7.36(d, 1H): 7.70(dd, 1H): 7.92(d, 1H): 9.32(br,
1H) o
Ms (+ve FAB) : 487/460 (WH)*, 489/491 (N+Na)-

MERMZEERZEEGCRFE - L EED MR
EWMEE L EE %&_Eﬁ?ﬁﬂ‘fh HHE_EEREZR
ZEBEZHEE®R - EH (IR, 55, 6S, 8R, 2°'S, 4'S)-2-
(I-MAERE-2-3-HFARAEHE-4- AXEEHEHEE)
e Og 0E -4- B E)-6- (1-BZ2HE)-1-F &% £ T 0oy -3-

—_—
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408124 as

- B6

-~ BB (35

WA A o Nor(CDC1a) ¢ & 1.24(d, 3H); 1.36(d,
“3W): 2.65(br, 2H); 3.25(dd E B = m, 2H): 3.48(n,
THY; 3.80(H MU, 1H): 3.98(dd, 1H): 4.20-4.31(dd
EW 2 EEME 2H): 4.52(t, 1H): 4.51-4.76(n, 4H);
4.83(dt. 2H); 5.20-5.47 (m, 6H): 5.85-6.11(a, 3H);
7.39(d, 1H): 7.77(dd, 1H): 7.99(d, 1H); 9.05(br,
1H) o |

Ms(+ve FAB) : 674/676 (MH)~, 696/698 (M+Ka) "

BH 3

BB W 2 28 % W# (IR,55,65,8R,2'S,47S)-2- (2
5- E-2- ERAEBHABEBE)-MLIBuE-4- HHEE)-6- (
- ZE)-1-FEFEHMN-3- BB ZWH o Nar
(DMSO-de+Z B -da) : 8 1.16(d, 3H): 1.19(d, 3H);
1.82(n; BEM, 1H): 2.70(dd E® = n, 20); '
3.22(dd, 1H): 3.35-3.60(E B 2 n, 3H); 3.95-4.08(
E® = n, 20); 4.16(dd, 1H): 7.57(d, 1H): '
7.69(dd, 1) 8.36(d, 1H) o

Ms (+ve FAB) : 532/534(MH)~, (Na B )*; 554/556 (Na=
- I

HEYBEODT HE

& L ELHEEMA 171"%4"@—3— BHMEFHABBERZEL
RML-FH-3- WEXFHEBAB o Nor(CDC1a) 5 6
4.86(d, 2H); 5.31-5.48(n, 2H); 5.94-6.13(n, 1H);
7.50(d, 1H): 8.18(dd, 1H): 8.52(d, 1H) o

I ﬂi
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- B (36)

Ms (CT) : 241/243 W*, 259/261 (H+NHa)*

.hﬁ?_ﬁéiﬁib%%%%fﬁlzzﬁ?ﬁ%ﬁﬁﬁﬁ&ﬁ&%w—
HEPHIBHEBE - Nar (CDC1s) ¢ 8 4.08(br, 2H):
4.79(dt. 2H): 5.25-5.44(a, 20); 5.92-6.11(n, 1H);
7.30(d, 1H): '7.38(dd, 1H)Y; 7.47(d, 1H) o
Ms (CT) : 212/214 M=, 229/231 (H+KHa)~

B EmzBRUOEM ] AEWMBERES  BhEWE b
Ho®\E&EZB (100:0 £95:5) Z B F N 12 8&
(25, 438)-1- MAEBRE-2-GC-BRNERE-2- §% &8
O H) M -4- EHW ZBE o Nonr (CDCls) ¢ &
2.32(s, 3H); 2.56(br, 1H); 2.66(br, 1H): 3.43(dd,
1H): 4.04(HE B, 1H); 4.16(dd, 1H): 4.61(t, 1H);
4.66(dt, 2H); 4.82(dt, 2H); 5.21-5.45(n, 4H);
5.84-6.11(m, 2H)3 7.45(d, 1H); 7.77(dd, 1H):
9.00(d, 1H): 9.08(br, 1H) o
Ms (+ve FAB) : 467/489(MH)~, 489/491 (H+Na)~

BEHzHMZIMBERZEBELRFE  THNEH 1 HF
EMMES  HEHaERFLEGHL AFE_E8REZEZE
T H WM 0 B4 (1R,55,65,8R,2'S,4'5)-2- (1-B /A &
MBE-2-C-MAERE-2- AL ELMABEE) MUK -4-
HBEE)-6-(1- BZH)-1-BH- FEMMW-3- BHER
BE o Nmr (CDCls) : & 1.-23(d', 3H)s 1.36(d, 3H):
2.85(br, 2H); 3.24(dd EB 2 n, 2H); 3.88(E B &,
TH); 4.08(m, 1H): 4.19-4.30(dd E W > E | &, 20);

_38_
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B6

SRR RS Mm-S B

AR (37 )

4.60(t, TH): 4.67(n, 4H): 4.82(dt, 2H);
"5.18-5.45(n, 6H)s 5.82-6.01(n, 30): 7.44(d, 1H):
7.76(dd, 1H): 9.04(d, 18): 8.98(br, 1H) o

Ms(+ve FAB) : 674/676 (WH)*, 696/698 (M+Na)~

B4

R B Bl 2 2 % 4 W B (1R,5S,65,8R,2'S,4°S)-2-(2-
(3-BMEEWFBE) BBE-4- ERE)-6- (1-Bz #
J-1-B E R ER-3- B8 W BT HDMSOH
THF 2 8 A W 4 o Nar (DHSO-de+Z B ~da) © 5 1.18(d,
6H): 1.94(m, # M, 1H): 2.85(a, 1H): 3.10(dd,
1H): 3.23(dd, 1H): 3.40(H B &, 10); 3.66(dd,
1HY: 3.89(H E &, 1H): 3.99(t, 1H); 4.21(dd, 1H):
4.27(t, 1H)s 7.46(t, 10): 7.71(d, 1H): 7.86(d,
1HY; 8.27(s, 1H) o -

Ms (+ve FAB) : 498 (MH)*, (Na B )*; 520(Haz B )*

B E N TN

ETLWHEMI BI-BHEXFHBBAEL BTERB =
MRERE®R S Z B ?E{#S-Ejﬂﬁfﬁ‘ﬁ%ﬁ% °

Nmr (CDCls) t 6 4.88(d, 2H): 5.33-5.49(n, 20):
5.96-6.17(s, 1H): 7.66(t, 1H); 8.41(td, 28);
§.88(t, 1H) o _ | |

LR HELEAYDEREN 2 HFEEE BTN S S
B BUI-BELXBEBEAEE o Nar (CDCLls) : §
3.38(br, 2H): 4.79(dt, 2H): 5.24-5.44(n, 2H):

....39_.
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o~ B (38 )

5.93-6.09(n, 1H): 6.86(dn, 1H): 7.21(t, 1H):
“7.37(t, THY: 7.45(dt, 1H) e

B g mpomE -4- BB 7 OB AS > &G

MRS, 40 ZEWE-I- WARKE -2 BEMB
B (2.54% > 9.3aM) B EERMMAE (1.5 8 -
8.5mM) » R2-Z E & -1- ZEHHBHE-1,2- —_F B (
2.72% » 11ad) WHR B E (50% ) TR EEE T M
1_84]‘3“# c RBESYMUNZHZE (150 Z2H) BE - X M
2 HCI(3X 30 H) ~ K ~ @A NaHCOaR B K % o 85 18
(MgS0.) M HRB » 4 (25, 45)-4- ZHWHE-1- B A K
#%-2—@-%5%3&%5@@%%) ML EE BE & BB (3.7 W
» 100%) - LE WS RMEE - T HFEZKE -

Nuwr (CDCls) : 8 2.32(s, 3H): 2.60(br, 2H): 3.40(dd,

THY 4.03(H BH &, 1H): 4.13(dd, 1H): 4.57(t, 1H):
4.66{(dm, 2H): 4.82(dt, 2H): 5.23-5.46(m, 4H);
5.86-6.12(m, 2H)s 7.41(t, 1H): 7.82(d, 1H):
7.91(d, 1B): 8.07(t, 1H); 9.18(br, 1H) o

IR ZMERZBELCRBE  LAEM 1B G
WM EEES BB EFEAL BH_EFRZE2B
ZW/ ZHEFHEI:l 2B EER - G (IR,55,65,8R,
2'S,4'S)-2-(1-BAEBRE - 2-C-BAEBRELRTFE L
) WEESRE -4- B E)-6- (1-F2Z E)-1-8 % £ B 0w
-3- BBMBAB o Nnr(CDCLls): 8 1.24(d, 3H):
1.36(d, 3H): 2.64(br, 2H); 3.26, 3.28(dd, E 8B =

_40_
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m, 2H); 3.48(m, 1H): 3.81(HE M &, 1H); 4.01(dd,
ﬂM:LN%JNmQM:LMH,Wh4ﬁkmﬁm,
4H); 4.82(m, 2H); 5.19-5.45(m, 8H); 5.82-6.10(a,
4_H);_ 7.41(d, 1H):; 7.81(d, 1H): 7.92(dm, 1H):
8.11(t, 1H): 8.98(br, 1H) o
‘Ms(+ve FAB) : 640 (MH)*, 662 (M+Na)~
B 5 |

(1R,58,65,8R,2'S,4'S)-2-(2-(3-¥ % -6- F H M % %
ﬁﬁ%%%mm%w-%m%%M(hﬂZE%h$§f
EWmMm-3- BB MWW ABEE 2 EREZFEMMWOER
1P B o Nur (DHSO-de+Z B ~da) ¢ 8 1.20(d,
BHY; 1.99(H B &, 1H): 2.75(n, B D HEH , 1H);
‘2.87(dd, 1HY: 3.22(s, 3H): 3.25(dd, E o #E M,
1H): 3.44(E B, 18); 3.62(dd, 1H); 3.75 (% H &,
1H); 4.03(E MG, 1H); 4.16-4.23(n, 2H)5 7.90(dd,
1H); 8.17(d, 1H); 9.00(d, 1H) e
Ws(+ve FAB) : 554 (MH)*, 576 (Na % )~, 598 (Na= 2 )"
EEDEWNT YE

Ba-HEEME-3- BEXFREELNEN L FERRK
Efh BRTIREVHIEFER_ELB LG L8
B F_H RS/ 2Bl 2B EER RS- FREE
-3- B EXHEBEIERNBE o Nnr(CDCIs) ¢ & 3.45(s, 3H):
4.90(dt, 2H): 5.30-5.49(m, 2H): 5.96-6.12(m, 1H):
8.29(d, 1H); 8.40-8.46(n, 2H) o

...41..
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CE > gt (40

MBI EE - BT AWM S P o 1RG4

" HEHREXPFEBAB - Nnr (CDC1s) : 5 3.07(s, 3H):

4.82(dt, 2H); 5.05(br, 2H): 5.20-5.44(m, 2H);
5.95-6.11(n, 1H): 7.46(m, 2H): 7.81(d, 1H) o
Hs (+ve FAB) : 256 (MH)*, 273 (H+NHa)".

WL BB R UE G L e kM
ER-E®E 2B (100:0 F90:10) 2 F W8 - {8 &
(25, 4S)-1- WA E R E-2-G-FRE WX -2- THEE
EB OEAME) MW -4- EH ZAEA o Nar(CDCls) ¢ 8
2.31(s, 3HY; 2.41(m, 1HY; 2.80(m, 1H): 3.11 (s,
3RY: 3.51(dd, THY; 4.00-4.18¢(m, 2H): 4.53(dd,
1HY: 4.65(2wm, 2H) 4.87(dt, 2H}; 5.23-5.47(m, 4H);
5.83-6.13(m, 2H): 7.93(dd, 1H): 8.03(d, 1H):
9.09(br s, 1H) o
Ms(+ve FAB) : 511 (MH)~, 533(H+Na)*_

WEHXHZBBRZBE LR TE - &8 F D0

BMENEN I BGES  BHEFESEL CAB_HBE

EZHMZB W EBEME - B (1R,55,65,88,2'S,4°S)
L2-(I-HAEHE-2-GC-FHERE-2- FRHEEERH
PR ) - Ig o -4- EHE)-6- (1-B2ZH)-1-89 % & En
W3- B EM A o Nur(CDC1a) ¢ 8 1.21(d, 3H);
1.35(d, 3H): 2.43(m,. 1TH)5 2.75(br. 1H): 3.08(s,
3M)5 3.23(dd BB 2w, 20): 3.55(dd, 1H);
3.85-4.08(m, 20)3 4.19-4.28(n, 28); 4.53-4.68 (n,

—

_42_.
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A~ R\EE (4

-

5HY: 4.86(dt. 20); 5.17-5.47(n, 6H): 5.79-6.12(n, m |
X

“3K): 7.92(dd, 1H): 8.00(d, 1H): 9.16(br s, 1H): [
4z

10.14(br, 1H) o o E o
-~ 'I_i% |

Ms(+ve FAB) : 718 (MH) ", 740 (M+Na)~ » 7
| x|

B H 6 5’? ,
J

(1R.55.65.8R.2'S.4"S)=2-(2-(3-% & -4- & % % @ &6 5 2
|

) WU B -4- HEH)-6- (- Z FE)-1-8H % £ @B o
=3- MK

BT (1R, 55,65,8R,2'S,4'S)-2-(1" - B A E P &E-2"-(3-
HMAERR-4- AEEWABE) M oE-4- £HmE)
“6-(1-BZHE)-I-FE FEMW-3- BEWALE (199 =
oo 0.3nMYR2,2-Z B -1,3- 2B -4,6- — 6 (=E
¥R 250 BW - 1.8uM)RDHF (1.5 F) B ®H » B
HARTME (ZFEB) 8 (10FF » 0.009nM) (7 |
THE (O1ZEH D) e FRHRETHE2 MR EWE (Z %% E
W) 8 (5 B » 0.0045ak) (B THF(0.1 B/H) o) o # !
302 % - WTHF (3B H) R (9 EH) » B FTHAHE
o MB (8 ZEAH) %ﬂtﬁ%%ﬁ%?%iﬁrﬁéﬁ%%ﬁﬁ%
(72%- % » 49%) o Nur (DHSO-de+Z B -do) ¢ & 1.30(d,
6HY; 2.00(m, ML BMW, 10 : 2.91(u, H WM,
1HY5 3.13(dd, 1H): 3.36(dd, 1H): 3.55(da, 1H);

3.73(dd, 1H): 3.95(m, 1H): 4.12(m, 1H): 4.28(dd,
1H): 4.34(dd, 1H); 7.40(dd, 1H); 7.98(m, 1H):
8.32(dd, 1H) o
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A6
B6

B HRse (49

Ms (+ve ﬁAB): 494 (MHY*, 516 (M+Na)~
EMME DTN
GoFE M -2 S BB MR B

Bo-® -5- WEXHE (4.16% » 22.5nM) & R DUF(
45%F) o M K K2C0a(4.65% » 33.7nM) 3 11 8 8 o
AWEE®R (2.388 3 + 28.1aM) + EH A K (450% #
) W M Z B (3X 100EA) WE WA IE S DR A EEE
TRHEIBAE « SN ZHMBEM NS0, LHREEB R &
B (5.4 %) o B EAER = @AW L w
WZMZE /B (12.5:87.5) 2 BARBME B2 &
- B E T RS FIE (4.64% » 92%) o Nar (CDCls) :
8 4.89(d, 2H); 5.30-5.50(m, 2H):; 5.90-6.10(m, 1H)

; 7.32(t, 1H): 8.38-8.46(m, 1H): 8.86(dd, 1H) o
Ws (ET): 226 (MHY~: (CT)225 M*, 243 (M+NHa)*

B R OZES (2.47% 0 10.97TeM) R R E (40EFH)
WMk A E MBS (9.893 » 43.76nk) (R MWHCI (9EH
) B EERECZAEERERBEER 5° RI15° M &
BESYPREABREMRESRSE - &M@ AK (200 B FH)
3t B B NaHCOs (17.638) FFMEM 6 B &8 EY
(3X 200 A ) Hi 1B > S B MIEY M MeS0. LR - BE
BEMS-HE-2- METHRMAM (2.095% > 08 BREB
Z @ o Nur(CDCls) @ 8 3.60(br s, 2H): 4.82(dt, 2H);
5.25-5.48(n, 2H); 5.93-6.12(an, 1H); 6.78(ddd,
1H): 6.93(dd, 1H)5 7.20(dd, 1H) o
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Bé6

E - BRE @3 )

Ws (ET) : 195 M=3 (CT) : 196 (HH) *: 213 (H+NHa) *

ERzBEmMEM ) AW ERES c EWBIENRER S
Wi BZBZE 2% (42.5:57.5) % # (25,
- T-BRERE 2 G- FAARE 4 AEERTEE
) MEES X -4- MG Z BB o Nar(CDCls) : 6 2.32(s,
30)Y; 2.50-2.70(br s, 2H): 3.40(d, iH);
3.98-4.20(n, 28): 4.56(t, 1H): 4.67(dt, 2H);
4.84(dt, 2H)Y: 5.20-5.50(m, 4H); 5.83-6.12¢(m, 2H):
7.10(dd, 1H): 7.80-7.89{(m, 1H): 7.93(dd, 1H):
§.90-9.40(br s, 1H) ©
Ms(+ve FAB) : 451 (MH)™*, 473 (M+Na)~™
W Ak RN MR MY -4- 3 B B2

B(2S, 4S)-1- BAERE -2-3-BAARE -4- M %
HEWR R E) MBI -4- HHZ MG (1.33%  2.96aM)
BRBAE (30BH) A UEHERBE o M1 NaOi (3.1
EH 3.0l BAVHREBEEMMEIN - N8 (
0.3 BH) BRE - RHEFS 5 EREBEE  -BEYWER
ZHMZB (60EH) - WA NaHCOKBBE (60 H) -
BOK %~ %R (MeSO.) X E B £ (25, 45)-1- B A A &
- BRE--G-RAARE -4- AEEEIME) BB R
4- EHEAR (1.07% > 89%) c U EMEERR T —
M B o

BHRBNEN ] B RO UMM EERES > EYEdE
BRMoEAEW LM NZBZEE S ® B (75:25) &
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A6
B6

A~ HOBLE 44 )

B tEHE (1R,55,6S.8R,2'S,4'S)-2-(1- A& & %)
- (3-M R -4- EOEE R PR L) -S4 KR E)
-B-(1-BZHE)-1-FHE RFEMm-3- BEHFEAE o Nar
(CDC1z) : & 1.24(d, 3HY; 1.35(d, 3H); 2.40-2.80
(br. 2H)Y:; 3.24-3.28(m, 2H); 3.40-3.58(br, 1H):
3.80(da, 1H):3.99(dd, 1H):; 4.19-4.33(m, 2H): 4.53
(t, 1H): 4.59-4.77(m, 4H); 4.77-4.88(m, 2H): 5.17
-5.50(m, B6H); 5.80-6.13(m, 3H):; 7.10(dd, 1H):;
7.82-7.95{(m, 1H); 8&.00(dd, 1H); 8.70-9.20(br s,
THY o

Ms (+ve FAB) : 658 (MH)*

B w7

M >EEE T FEM M E M6 W@ (IR, 55,65

,8R,2'S,4'8)-2~-(2-(5- K -2- @I EHBEBPEE) -
Bo4- EEHE)-6- (1-BZE)-1-FEFEMHMW-3- %8B
o Nmr (DMHSO0-da+Z 8 -da) ¢+ 8 1.30(d4, 6H): 1.84(m,
1H)Y:; 2.80-2.93(m, 2H); 3.36(dd, 1H); 3.58(m, 1H):
3.66(dd, 1H): 3.81(m, 1H): 4.09(da, 1H): 4.21(m,
1HY: 4.31(dd, 1H); .7.56(dd, 1H):; 8.07{(m, 1H):
8.90(d, 1K) o

Ms(+ve FAB) : 494 (MH}~, 516 (M+Na) "
EnPYpEUTHRHE:

Ba-H-3- MERXFTRUEANOHMAEL  EHEL-&

——
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Af
Bé6

£ B (45)

-3 R EEEBWAE o Nar(CDCls) s 6 4.87(dt, 2H)
- 5.48-5.32(n, 2H): 5.95-6.14(m, 1H): 7.40(dd, 1H):
8§.30-8.38(n, 1H): 8.76(dd, 1H) o
Ms (ET) : 225 M*3 (CI):225 M*, 243(M+NHa)*™
EB LR FENEM2 BE - RTRAT @2 EMIE S
I-BEHE-4- ME W BB RA o Nar(CDCls) ¢ & 3.70(br,
2H): 4.79(dt, 2H):.-5.25-5.44(m, 2H): 5.96—6.09(m.
1H): 7.02(dd, 1H): 7.41-7.54(u, 2H) o
Ms(ET):195 M=; (CI):106 (MH) =
B EEmzBRUOURA 1 BEEBEES  BaENER S
W LM - ERZBMZE SR (50:50) ABBE 2
(25, 48)-1-HB A EHRE-2-(5-BMANEHRE-2- # F E B
PR E) WIS -4- £ 2 BA o Nar(CDCls) ¢ &
9.33(s, 3H); 2.62(br, 2H); 3.40(dd, 1H);
. 98-4.20(m, 2H): 4.60(t, 1H): 4.67(dt, 2H);
. 82(dt, 2H)5 5.2-5.5(m, 4H); 5.8-6.15(n, 2H);
.16(dd, 1H); 7.83(ddd, 1H): 8.97(dd, 1H):
.27 (br, 1H) o '

T O~ ot

s(EI_)= 451 (HHY "3 (CI): 451 (MH) ™
B EE2HMZ2EBRZBEZELREE - B FEMWRER

) » $® # (1R,55,.68,8R,2'S,4'S)-2-(1- B & & -2~

(5-BAERE-2- AEEBHFHEE) RIBR-4- EHE
)-6-(1- BZ &£ )-1-F £ FEMmM-3- FHFEFE

...47...

BmERS e EURBBEREAL (MBZ2EER

st

AMBERABA ¥ EEREE (CNS) 7 4 445 (210 X 297 048 ) , 82.1. 20,000

(o P i oo B 4 BN TRAL B 80




408124

Ab
Bé

E o~ FRAHEA ( 46)

Hnr(DHSO-do+Z B -da) © 8 1.90(n, #4 BIM, 1H):
-2.78(n, 1H);5 3.22(dd, 1#)5 3.26(m, 1H): 3.52(m,
1H): 3.83-4.03(m, 2H): 4.09(dd, 1H): 4.22(n, 1H): -
£.53(n, 1H)s 4.53-4.65(n, 48): 4.80(dt, 2H): "
5.05-5.43(m, B6H); 5.73-5.98(m, 2H): 5.98-6.09 (m,

(ol P mt i I (v BADRAG RecH 3% )

1BYs 7.38(dd, 1HY; 7.78(br s, 1H); 8.49(m, 1H):

§.62(d, 1H) o

Ms(+ve FAB) : 658 (MH) ™, B80(M+Na)”
EH 8
HEE>ERBExFEHEMmuWELNT7 ®HE (IR,55,65,

8R,2'S,4'S)-2-(2- (3-8 ® -2,4- — M X & B ¥ B £ 015 "
BE -4- EHEE)-6- (1-BZE)-1-F & FEMNm-3- # K

o Nmr: (DMSO-de+Z B -da): 5 1.29(d, 6H); | -
1.04-1.99(n, W AHEM 10); 2.81-3.07(n. 1H); | :
3.05(dd, 1H): 3.37(dd, 1H): 3.56(m, 1H); 3.75(dd, |

1H); 3.92(q, 1H): 4.10(da, 1H): 4.29-4.38 (m, 20); |
7.22(t, 1H): 8.07(m, 1H) o o

Ms(+ve FAB) : 512(MH)Y™, 534 (M+Na)"
ExpDEOTHRE
3I-BE#E-2.6- —EXPMBRNE

Bo.6-— @ -3- HEXFRBRONEHNG A EL  RHE
2,6-= % -3- HEXHF BB WE o Nnr (CDC1s) ¢
4.90(dt, 2H): 5.33-5.50(m, 2H): 5.95'—6.03(111, 1H) 3

7.09-7.27(ddd, 1H): 8.22-8.27(ddd, 1H)

( 'ﬂi

..48...

PSP o o PR RS

ASERALBA TEERRE (CNS) 7 44045 (210 X 297 2048 ) 82.1. 20,000



e L

R o5 ohoe e M e A IR - S TS

408124

A6
B6

E - Beg (47)

Ms (ET): 244 (ME) "5 (CI):261 (M+NHa)~
BEHzBWEANZ BE  -BTHPAPEBLSEDN - &8

3-BE-2,6- “HEHFHEKAEE o Nnr(CDC1s): 8

4w6mt.mn;5¢7ﬁ.m(m 2H): 5.95-6.09(m, 1H):

6.77-6.86(m, 2H) o |

Ms(ET):213 M*s (CI):214 (MH)~

ZBZE /T (40:60) B8 > RE (25, 43)-1- B/ &
BRE-2-B-MRNERE-2.4- _AFXEBRPEE) MR
-4- H W ZBE o Nonr (CDC1s): 8 2.32(s, 3H):
2.60(br, 2H):; 3.40(dd, 1H); 3.95-4;19(m, 2H) s
4.57(t, 1H); 4.87(dt, 2H): 4.86(dt, 2H):
5.20-5.50(m, 4H); 5.81-6.13(m, 2H); 6.95(ddd,

1#); 8.4(ddd, 1H): 9.2(br, iH)O

Ms(+ve FAB) : 469 (MH) "

& LE 2R ZBERZEZELR RS o 3 W R Bl 6 B R
EMMBBRIEBHES EWEEBFER_S4®H LML X
ZHMIBEHE® - 4 (1R,55,65,8R,2'S,4'S)-2-(1- & A
ERE-2-(3-BH-2,4- _HAXERTHEE) Muw-4-
HEMmE)-6-(1- FZ2E)-1-BE- FEMW-3- BEBRENRN
Bf o Nmr(CDC1ls):d 1.28(d, 3H): 1.36(d, 3H):

1.80(d, IH):‘2.62(br, 2H): 3.19-3.36(m, 2H)
3.44(dd, 1H); 3.08(aqa, 1Hj; 4.05(dd, 1H):
4.19-4.33(m, 2H): 4.50-4.80(m, 5H): 4.86(dt, 2H):

_.49..
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s BeAseg (48

5.17-5.50(m, 6H); 5.82-6.10(m, 3H): 6.95(dt, 1H);
8.38(dt, 1H): 9.00(br, 1H) o
Ms(+ve FAB) : 676 (MH)*=, 698 (M+Na)~
BH 9

FEM2 > % % % # (1R,55,65,8R,2'S,4"'S)-2-(2-(
2-(3,4- — X EFRBRE)-MEKE-4- ERE)-6-(1-
BZE)-1-REREMMW-3- 8 > —WW BTHEA
DUSOHE THF Z B & % o Nnr(DMSO-de+Z B -da): 8
1.18(d, 6H); 1.84(n, M EMH, 1H): 2.78(a, 1H);
02(dd, 1H); 3.23(dd, 1H); 3.40 (EE &, 1H):
58(dd, 1H): 3.83(E B, 1H);: 4.00(EE &, 1H);
.20(dd E® za, 200 7.92(dd, 1H); 8.17(d, 1H);

== B S T N )

.33(d, 1H) o
Ms (+ve FAB) : 542 (MH)™, (Na B)*; 564 (Nao B)-
B BENTNHE

BEBEM 12 AEB2-BE-4- B EXFHEERNEL
BE2-BAEBRE-4- HELHBEHBEL o Nar (CDCLa):
5 4.85(dt, 4H): 5.29-5.47(m, 4H); 5.91-6.12(n,
20): 7.88.(d, 1H): 8.38(dd, 1H): 8.63(d,1H) o

(Cmiprdm o R W N BiskE R 3y)

tH2HELACDBEREN 2 EER - 8 EPE
V@ﬁ%)ﬁ:ﬁ{hﬁé’h%{h’{fﬁ:ﬁﬁaﬁ/aﬂ(loowzzé
90: 10z EE M RUE2- BN EARE-4- BHE- FFE
WA B o Nmr(CDC13):38 3.94(br, 2H): 4.71-4.80(m,
4HY; 5.22-5.42(m, 4H); 5.88-6.10(m, 2H); 6.69(dd,

_50_
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A6
B6

P20 Pk ek Moo R R3S

F o~ B (49)

TH)s 6.75(d, 1H)s 7.74(d, 1H) o

W EBZHBEUNEH] SHEEGS BT EEFRFER
S L FRAE_ER®KEE20% 28 (KR8 H
) =B EB M RE (25, 4)-1- R EEE -2-(
SA-_ R AEBRRXEBRAEBEE) MIBE-4- EH B
Nmr (CDCla): 8 2.32(s, 3W): 2.59(br, 2H): 3.37(dd,
1H): 4.03(HE E#, LH); 4.12(dd, 1H)s 4.58(t, 1H);
4.87(d, 2H)5 ¢.77(t, 4H): 5.25-5.42(n, 6H):
5.84-6.11(n, 3H): 7.79(m, 3H): 9.52(br, 1H) o

M ERzWZ2BERIEFLBRRE > BHEHEEEMMW
MBEENEN I GETMEE—S 6k REBa T EREF

MW - 4 (1R,55,65,8R,2'S,4'S)-2-(1- A& 3 %
2-BA-ZHRASEREEHRABE) MR -4- EHE)
“6-(1-BZ2H£)-1-BE - RENWN-3- HBEKAEIE -
Nar (CDC1s):d 1.24(d, 3H): 1.35(d, 3H): 2.62(br,
2H); 3.26(dd, B Za, 2H); 3.47(br, 1H); 3.81(%
EH, 1H): 3.97(dd, 1H); 4.19-4.20 (BB 2 n, 2H);
4.53(t, 1H): 4.62-4.82(n, 8H); 5.19-5.44(n, 8H):
5.84-6.07(n, 4H): 7.82(s, 3H): 9.30(br, 1H) o
=m0 R |
EREM L Z % %W WM (1R,55,65,8R,2'S,4'S)-2-(2-
(3-B ¥ -4- EXHEHHBE) MWEE-4- R HE)-6- (
1—5@3%)—1—@%%5%%%-ﬁﬁ’ﬁ%irﬁﬁ’iélﬁﬁﬁﬂ
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A~ ZFRHIA (50)

B OR E A S b o Nur (DMSO-de+Z B8 -da): 0
- 1.17(d, 6H): 1.95(m, # R, 1H): 2.87(m, B W,
THY: 3.17(dd, 1H)35 3.25(dd, 1H); 3.42(dt, 1H);

ﬁ

3.75(dd, 1H): 3.99-4.05(m, 2H): 4.22(dd, 1H):
4.33(t, 1H); 6.76(d, 1H): 7.56(dd, 1H): 7.97(d,
1H) o ‘

(ol P 2o B omh i i v By mieid B b3 )

Ms (+ve FAB) : 492 (MH)*, 514(M+Na)*
B EWDT B :

H2-BE-F- HEXFRBESE LWEH 1 BRER B
ThREzZHEAHN S Z28  BH2-BREE-5- I XA
B % P B o Nur(CDCls):8 4.82(n, 4H); 5.26-5.55(n,
4HY; 5.97-6.13(m, 2H): 7.49(d, 1H): 8.41(dd, 1H):
8.52(d, 1H) o .

B EHZ2HELSDBEN 2 2588 BRTEHB
BB » HANaHCO BB L - RB2-BAFE-5- BFE
% BB B A BS o Nar (CDC1s): 8 3.23(br, 2H); 4.53(dt,
2H)3 4.78(d, 2H): 5.21-5.49(n, 4K): 5.93-6.14(a,

R

o
N

2H)Y: 6.80(m, 2H); 7.16(d, 1H) o
REHBARBEBRONEMN 1 GBS BhaEmEMML -
ER_F T/ 2B (100:0585:15) 2 B E & B » 1 4
(25, 4S)-1- AR E-2-U-BHEH-3- BAEEF
EMEBBE) W -4- EHZEBE o Nar (CDCls): o
2.33(s, 3W); 2.56(br, 2H); 3.39(dd, 1H): 4.01(%E =
&, 1H): 4.13(dd, 1H); 4.52(t, 1H): 4.60(dt, 2H):

..52...
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WD PR N P RS - E B

s ABHEH (51)

4.66(n, 20): 4.81(dt, 2H): 5.23-5.51(n, BH):
~5.85-6.13(m, 3H): 6.91(d, 1H)}: ?.76(dd, 1H)
7.81(d, 1H): 8.97(br, 1H)

B EE W BB Z B R B AR 0 R
BENEA L BE BEEBREML FRO-ATRE
ZEBzEBEZBEESM o R (1R,55,865,8R,2'S,4'8)-2- (
I-RAERE 2-UL-BAELE-3- RAEARFERTEE
) MENE BE -4- B E)-6- (1-FBZE)-1-5 % F B Hm
-3- BB BB o Nar(CDCla): 8 1.24(d, 3H); 1.36(d,
3HY: 2.57(br, 2H):; 3.25, 3.28(dd§ﬁ2£§1’§.
2H)5 3.47(br, 1H): 3.78(E | &, 1H): 4.01(dd,
1H); 4.18-4.27(dd BB 2 n, 28): 4.51(¢, 1H);
4.58-4.79(m, 6H); 4.79(dt, 2H):; 5.19-5.51(m, 8H5;
5.83-6.12(m, 4H); 6.93(d, 1H): 7.79(dd, 1H):
7.85(d, 1H): 8.88(br, 1H) o
Ms (+ve FAB) : 696 (MH)*, 718 (M+Na)-~
-

FEM 1 2 H W% (1R, 55,65,8R,2'S,4'S)-2-(2-(
3LE-oMEERWEE) MBE-4- EHE)-6- (1-8Z
BV -1-REFEHMN-3- BB R THBEAEHMGE - @
KB M WS4 o Nur (DMSO-de+2 B -da): 6 1.15(d,
BHY: 1.77(m, M EMW, 1H): 2.69(n, & 7 E WM,
C1H): 2.85(m, H 9 EE ., 1M): 3.19(dd, 1)
3.33-3.51(n, 2H); 3.71(HEEi&, 1H); 3.94(%H & &,

-53_
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A6
Bé

B~ #esm (52)

1HY: 4.03¢t, 1H): 4.15(dd, 1H): 8.18(t, 1H):
-8.45(d, 2H) o
Ms(+ve FAB) : 520(MH)*, 542 (M+Na)"

BExrYpEWNTHE:

B3-BHE-5- HEXFBRBRE L nEN1IBRAESL B
fE3-HAERE-5- HEXHEBHBEDBE o Nar(CDC1a): d
4.89-4.93(m, 4H); 5.33-5.50(m, 4H); 5.97-6.1‘7(111.
2H): 9.00(t, 1H); 9.04(d, 2H) o

PR E B EEAZ 2 H A RR - B H A
S WHE-5- WEEFTBBADBRB o Nar (CDCIs):8 3.91(br,
28); 4.80-4.84(m, 4H): 5.26-5.45(n, 4H);
5.96-6.11(n, 2H); 7.53(d, 2#); 8.09(t, 1H) o

LWz BMEEBE U EM 1 W E o 1R M (25, 45)-1-
WEERE-2-3,5-“FAEAREEL R A HEL) nfg
“4- B - B Z B o Nar(CDCls): 8 2.33(s, 3H):
2.60(br, 2H); 3.40(dd, 1H): 4.03(% B &, 1H);
4.14(dd, 1H); 4.58(t, 1H): 4.65—4.70(m, 20}
4.83-4.87(n, 4K): 5.24-5.47(n, 6H): 5.84-6.16(n,
38): 8.39.(d, 2H): 8.45(t, 1H): 8.36(br, 1H#)°

M tHExHzBmERZEBELMRME - I HF B MW
B ES W E M 1 M4 o IR # (1R,55,65,8R,2'5,475)-2-(1~
MEERE-2-B5-_RAERFERFERE) BHBRE
4- HBE)6- (1-FBZE)-1-FEFEHM-3- B®W
W B o Nmr(CDCls):8 1.23(d, 3#); 1.35(d, 3H):
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£ BHEug (53

2.83(hr. 2H): 3.25, 3.29(dd BB = n, 2H);
3,49 (br, 1H): 3.84(A HE &, 1H): 3.98(dd, 1H):
4.19-4.30(m, 2H): 4.55(t, 1H); 4.63-4.78(m, 4H):
4.84(d, 4H); 5.19-5.45(m, 8H); 5.84-6.12(m, 4H):
8.46 (s, 3H); 9.18{(br, 1H) e

Ms (+ve FAB) : T24(MH) ™, 746 (M+Na) ™~

- |

(1R.5S.8S.8R.2'S.4'S)-2-(2-(3-¥ ¥ HE BB K ) MK

B -4- BHEE)I-6-(1-FZZE)-1-FBHE FEMM-3-FE

(1R,5S5,6S,8R,2'S,4'S)-2-(2-(3-WAERFEEBEFE
E)-1- (L-BEERE) MBE-4- ERE)-6-(1- I
£)-1-FHE OB -3- BEA-BEE (10% > 1200 R
s EwE (5.2 % - 36aK) RTEF(TOBA) ® 2 @& » B

EARTHEBERXT  ME (ZFERH) # (1.4 ® » 1.2

aM) c BAVRAEBEBEETREI DY BAEABUIBRIE

(230 EH) BB - % % NaHCOs (1.5 %) MNEHEK

200 BH) MWW o MMI10¥ PI-C (4 =) AWEEBR
AR EEMLS ABF o oBRBE - UNZBIE (2x100E
#) REE (2x100EFA) MBEBRE  KEHREETREER

H250 BH o BWUEBSH R = s BERBRBFEB]L A Z

HP2OSSERERM A BB RMME HEANB I L L RE

. REEELSYBREBEER (3.5 %) o

Nar (DHSO-de+Z B ~de » B R EHHEZ S WML RE R

V5 1.19(d, BH)s 1.94(dt, 1H): 2.97(dt, 1H):

iii; .

-55_

AMIERE B ¢ EERHE (CNS) T 4446 (210 X 297 2% )

82.1. 20,000 -

(om i o8 Wi B IV BYShRG LR



. P S e A S

408124

A6
Bé

o~ BAHRA (54)

3.13(dd, 1H): 3.25(dd, 1H): 3.42(dt, 1H);
~3.68(dd, 1H)Y:; 3.94(AH BI&E, 1H); 4. 02(AZE &, 1H):
4.22(dd, 1H): 4.32(t, 1H): 7.46(t, 1H#)s 7.73(dt,
18); 7.88(dm, 1H); 8.27(t, 1H) o |
Ms(+ve FAB) : 498 (Na EE ), 520(:@3%&)"
BB BN T WG

MBS EEFE (50% 0 0.3M) BEMKREH 1 RA®
ZHEFF LM o ME MKC0:(82.75% » 0.6M) E & (B
WAKDHF (700 ) ) F L MBHE - FURATES Y
BEHE o MHFER (38.8FA 0 045 R30S WM A
SECUREBR - BRHWALBBE  RETEBER
% O BEURZBENGCO KB RE S E o B F bl @
Ol “WAKRAR  BHEEBEEEB 28 (628) o
Nmr (DMSO-da): 5 4.85-4.92(m, 2H): 5.27-5.5(m, 2H):;
5.97-6.2(m, 1H): 7.85(t, 1#): 8.37-8.42(dt, 1H):
8.48-8.54(dq, 1H): 8.64(t, 1H) o ‘

EEE- S L FELCSSREMNG ¥ /AE 5 %K
HEFRI-BEEERHMHERE (53%) o Nar (CDCls): s
3.6(ﬁlﬁ,_2Hj; 4.77-4.82(dt, 2H): 5.24-5.44(m,
2H): 5.96-6.1{(m, 1H): 6.83-6.88(m, 1H):
- 7.17-7.25(m, 1H): 7:35-7.47(m, 2H) ¢

BEH 23-BEETBE RS (26.65% » 0.150) # g1 B
FREXE (750 2 H)Y Kk MEEDQ (44.5% » 0.18M) » H
-Z B R E-1-(4-BEEBE)-2-8 - BB R (55.2%
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A~ BAHA (55)

SOOI A c WIEAWMIIEEE - MEtOAc (27F) B
% NG KR BOKH o BEtOA: ME WML BH - B
WOEH Z B S & WA (25, 4S)-4- ZBEWE -1- (4- 8
FEBH)-2- (3-BHE W E L P BT - IS5 (67.7
W) o Nmr(DMSO-de):d8 1.93(HZ B ¥, 1H); 2.9(n,
1HY: 3.35(m, 1H): 3.91-4.14(m, 2H): 4.49(H =H & ,
1H): 4.81(dd, 2H); -5.22(dd, 2H); 5.2-5.44(m, 2H):
5.95-6.10(m, 1H): 7_.47(d, 2H):s 7.66(t, 2H):
7.8-7.93(m, 2H): 8.18-8.3(m, 2H): 10.31(s, 1H) ¢
W OETW R e (52.7H 5 0.14) BHAARBRA 2R
FE (1 F) BHROC TMNaOHKBE® (2M: 50 ) T
B RWE -3 AB® - MUCL ABE® (24> 52.5% 7 )
 REEMAE R E Y RE0e HEMAMSE o B NeS0a
LE®MELOAC B - BEAESR  c FRAEBETUE —SHb
B(1R,5R.65,8R)-6- (1-F Z E)-1-F & -2- = K £
BEE R E OGO -3- BMEA-HFEH (59.68 33 0 0.1H)
ZB (500 BAH) R-AFK (120 BH) P2 BBELH
ZE-I15C LEEBMZE-ERE (52.58%) - EHEAT
mo(2S, 4S)-1-4-B R ERE)-2- (-BRERF E I H
BOE) MOgoE-4- EEHE (0.1M) (KZB (400 BH) =
) P LSCBEYHREBK - ZBEM SBEBE=S
WERBK » Bl T - ET0Ae RZEE® + 18 4
(IR,5R, B6S,8R,2'S,4'8)-2-(1-(4- B FEBRE)-2- (

-
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R~ #BEHH (58)

-HAERERMFRE) BB -4- BHE)-6- (1-%8
L EII-FHREDM -3 R ML-EERE > AERE S
(52.6% ) o Nnr (DMSO-da+CDs0DY: 8 1.26(d, 3H):
1.35¢(d, 3H)5 2.2-2.4(m, 1H): 2.7-2.95(n, 1H):
3.28-3.40(m, 2H); 3.54-3.63(m, 1H): 3.8(t, 1H);
01-4.1(q, 1HY: 4.21-4.33(n, 2H): 4.61(dd, 1H):
.73(d, 2H); 5.17-5.45(m, B6H);: 5.93-6.11(mn, 1H);
L37-82(_H g~ BB HSE, 12H) -
' a3
PHEMRBHAI2ZPH R FEETRBERIELCEE
' BT M (1R,55,65,8R,2'5,4'5)-2-(2-(3- W A & R &
-5- BMEBMAREBRBAIRE)-1- (A-EYTE 8 ) oo
d- EWE)-6-(1- MZE)-1-FE L E BN -3- 1% 8
4-B R B (0.44%) S c MAR E® - B ARKE B H &% -
i # #% HP20SSHE #F & » 18 £ (1R,55,6S5,8R,2'S,4'S)2-(
2-(3- BB -5- MABEXEBEAMHEE) MIBE-4- EH £
)-6-(1- RZE)-1-FEFEMRM-3- BB > DR EBE
B (125 R ) o Nar (DNSO-de+Z H -da): 8 1.9(d,
6H): 1.98-2.06(m, 1H): 2.85-2,98(m, 1H):

- s

3.16-3.21(m, 1H): 3.26(dd, 1H): 3.43(EZE &, 1H):
3.74(dd, 1H); 3.91-1_3.97(111, 14): 4.0(t, 1H):
4.23(dd, 1H): 4.39(t, 1H); 8.24(t, 1H): 8.33(¢t,
1H)Y; 8.44(t, 1H) o

BrypEWTHR:
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A gFAHHA (57)

EH M BCRALE (2 BAH) BEMREM L P A
‘M H% o BS-MEEKE (5 %) BAR —REES -
MNaHCO. K BB E A BRE T HB\ERAEZR (2.7 ) ° F
BE A WA R (2.7 ®) B —wH.o 3-% KA RE
5- B EEFE M A EEE M Nar(CDCla): 8 4.87(d,
2B); 5.3-5.5(a, 2H): 5.97-6.15(wm, 41H); 9.01(¢t,
3H) o '

Ms(CI)Y: 252 (MH)™

BDCCI(1.3%) MEL@ 2B (1.5 3) RN-F & RH#
BT (0.76%) RoHE B (508BH#) PZIHW - RS
pREBBBETHE2 AN BRECEMLIREERE
% ERERPELN_EREML BREEER-EF
B N ERRST TEE WRBZAGEMEA3-WAE
WE-5- BMEEME (1.1 %) o Nar (DHSO-de) : d
4.9(dt, 2H): 4.88-4.93(m, 2H):6.03-6.11(nm, 1H)
7.83(E B s, 1H); 8.55(Efys, 1H): 8.75(t, 1H);
8.84(t, 1H):; 8.94(t, 1H) o
Ms (CI):268 (M+NHa) "™

B3-HEABE-5- HWEXE®E (1 %) BHMMURE
Bl129 > BERKME » MSnCl: BE » BEE3-HRERE
-5- B EE B K (O.S.ﬁ) o Nmr (DHSO0-de): & 4.78(dt,
2H); 5.2-5.8(® M, 2H): 5.26-5.45(m, 2H):
5.91-6.13(m, 1H): 7.22(E® s, 1H): 7.27(t, 1H):
7.33(t, 1H): 7.59(s, 1H) °

_59_
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A~ AR ( 58)

Ms(CT): 221 (MH) "

(25, 4S)-4- ZEME-1-(4-BEERE)-2-8 £ 0
B (0.75%) BEEMUREMI2EAE S LB LR E S
FEI-WAARE -5- BEEMMBE (0.45%) KN E - @&
MEEBE LB - MEtOAc ML » REI-Z BT E
- FERE)-2- (3-RAARE -5- BERBEER
FEKE) M (0.58%) o Hur (DHSO-de): 5
1.92-2.06(m, 1H): 2.3(s, 3H): 2.79-2.83(m, 1H):
3.38(dd, 1H): 3.97-4.12(m, 2H); 4.49(dd, 1H);
4.83(dt, 2H); 5.19(dd, 2H):; 5.25-5.43(m, 2H):
5.97-6.11(m, 1H): 7.31(E K s, 2H); 7.54(d, 2H);
8.04(d, 2H)Y: &.12(t, 1H):; &.26(t, 1H): 8.31(¢t,
1H)s; 10.0(s, 1H) o

B LR Mo MEREEN 2P Ay EEEME o
¥ (1R, 5R, 6S, 8RY-6- (1-BzZ HE)-1-H #-2- _ K %
BEBEE O -3- BEA-BEE (0.6 %) & (25,
48)-1- (- T EH E) -2-(3- B R ERKE--- B &£k H
BERER T EE) MR -4- EHREB (0.43%) RZM
(0BH) T 2B HEMREMI2PHRASERE
B EEFEAIE > BLEtCAc B 5% MeOH/EtOAc & B -
# fit (1R,5R,6S,8R,2'_3,4'3)*2“(1-(4“%%ﬁ?ﬁE)‘2- (
3R A ABRE-5- HEBMEEEFME) WIEE-4- EK
£)6- (1-BZE)-1-BE- FEMN-3- B K-8 F8
B EBEB (0.44%) o Nar (DUSO-de): 3
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- BHsm (59)

1.19-1.22(d, 6R): 2.0-2.11(n, 1H): 2.8-2.92(m,
“1H): 3.32(dd, 1H): 3.42-3.62(n, 20); 3.92-4.2(a,
9H): 4.31(" 5 4, 1H); 4.53(a, 1H): 4.84(d, 2H);
4.98-5.46(n, 6H); 5.98-6.14(n, 1H); 7.42-8.52(= &
G ES WG EAR, 11 o

B4 |

EHEMREN IR EETRBHEAELER B -
% 7 & A (1R,5S5,6S,8R,2'S,4'S)-2-(2-(3- /i & % &
-6- MR BFEHEBERE)-1- (A-BFTE R E) WEIE
-4- EHE)-6- (1-BZE)-1-FE FEMMW-3- ¥ ¥
BB o mA® 0 KHE ok R ¥ MR M (1R,55,65, 8K,
2'S,4'S)-2-(2- (3-¥ ¥ -6- BEH M ERRREE) WK
B o4- REE)-6- (1-BzZ£)-1-F & FEmmW-3- %8
o Nur (DMSO-de+Z M -da): 8 1.3-1.38(2xd, 68);
2.0-2.11(n, 1H); 2.85-2.96(m, 1H): 3.09(dd, 1H): -
3.37(dd, 1H);: 3.53(E @&, 1H); 3.79(dd, 1H):
3.94(t, 1H): 4.16(t, 1H): 4.33(dd, 1H); 4.43(t,
14): 7.87(dd, 1H): 7.97(d, 1H): 9.12(d, 1H) o
Ns(+ve FAB) : 541(Na W), 563 (= @@ ) o
EXrYEDTHE '

FEBE (2.63% ) -~ DHF(2.55FH) RN-REBM
(7.95% F) B-10C THHEHKE (6.338) =&
BigE (758 F) RTHF(15ZH) @ —EH -1 IE
BREBEMEFEAE S HL REVDBERBARAE (208

—E
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A~ BB (60)

FY RTHF(10Z #H) EREAEBRERESER BREETH -

THE YW IREtOAc B NaHCOa K AR M 5 fil o 1 NaliC0-%F B B

ot bhEtOAc Wi BBED - B RARE-2- &£ F
HEE (6.8 %) o Nmr(CDCls):d 4.89(d,. 2H);
5.31-5.49(n, 2H): 5.95-6.15(n, 1H): 7.94(d, 1H):
§.36(dd, 1H); 8.54(d, 1H) o % B — % M s - 1§ 15 B
BEWzAEHAERERE  BEXBFROC ZTHF (100EH
) P o BEENRPRANEEZERER T - B REtOAc H K
Mok  HEBFAESIZEYR S LEHHEL - 5 M
“H R EEMUELOAe B o EY (4 B) FLEBEFHY
 BHBEHEMEMAI2YZ FEMSCl: BR - BRE4L4-8
ﬁﬁﬁ%-ﬁ— Bt K BE B o Nonr (DMSO-de): 8 4.79(d,
2); 5.22-5.46(n, 2H); 5.91-6.13(n, 1H): 7.02(dd,
1HY: 7.37(d, 1H): 7.61(d, 1H) o

(28, 4S)-4- Z B HE E-1-4-BFEABME)-2-8 & -
MEgoE (1.58%W) BHBER -_HE ¥R (25ZBHF) R E
BE (1.52FH#) BARBEE - MBBOHF- 2PN KB BB
EWMUBEBEAR -—EBE (0BEAR) % ERERT M
BA-BHREBRE-2- BE - FBE (0.52%) BTHF(10E
F) R-FEE (5 BAI(SL-TEBH (0.38H)
OCIZER - S REVHBEFR __EBRKEBICI K&F
BEMoE  _—HRKEHHMK B ARKRAEFER  -HBHZS
W EHFEEE > U MZEtCAe BRE (RSB KF)
BB IBH (25, 45)-4- ZEHE-1I-4-BFXEKE)
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£~ B\ (61)

G- FERE-6- BEBEERFEE) BB R (
"0.84% ) o Nar(CDCls):8 2.25(F H &, 1H); 2.298(s,
3H): 2.83(m, 1H); 3.53(dd, 1H): 4.02 (E & &,

1) 4.2(dd, 16); 4.49(dd, 1H): 4.85(d, 2H);
5.23-5.46(m, 2H): 5.97-6.13(m, 1H); 7.31-7.5(H i

2HY; 7.57(d, 1H):; 7.75(dd, tHY:; 7.81-7.95(H ),
9HY: 9.27(d, 1H) o -

M EWMoMZBEBEANREM 12 AR 25 % EE
W B o

¥ (1R,5R,B6S8,8R)-6- (1-BZ H)-1-B & -2- Z K EB
BEE RS -3- EEA-B TR (25, 45)-1-(4-BF
EWE)-2- (2-BHEHBE -S- FAARSEHRBE) &
B o4- EHERZE (0ER) B2 EENE W12 R
K E > (1R,5R,6S,8R,2'S,4'S)-2-3-% & -6- ;33
PHEERFBE) BIER-4- ERE)-6- (1-BZE)

“1- BEEFEMK-3- EHEA-BHTBEAEBER (1.24%

) o Nmr 1.23-1.35(m, 6H); 2.2-2.38(n, 1H):
2.77-2.93(n, 1H): 3.27(dd, 1H): 3.28-3.42(m, 1H);
3.65-3.92(m, 2H): 4.17-4.35(m, 3H): 4.53(t, 1H):
4.83(d, 2H): 4.92-5.44(m, BH); 5.93-6.11(a, 1H):
6.20-6.58 (& #, 20); 7.35-8.23 (~EGHEY-BE2
Ma A, 100); 9.20(d, 1H)
B 15
EHENREM TR 2 A EFRBEBRASL (B
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-~ #ARHE (62)

% E W R UP20SSHE L B4 - B T A (1R,55,65,8R,
2S4S 2 (1-RTARE) -1-Q-ZFHERE-3- A
ARFEEMFRE) BMBR -4- BHE) 6-(1-8BZ &)
- REEEWMN-3- RESABEN  KEAFEZEY
KM HS 4y % W B M o #E £ (1R,5S5,6S,8R,2°S,4'S)-2- (2-
(-~ B BME-3- BEEREHL) BWBK -4- EHE
)-6- (1-WZ H)-1-F % FEM M -3- B & o Nar (DNSO-
Go+rZ B ~da, MAEBUESH):0 1.17(d, 68);
1.75(m. 2HY: 2.65, 2.72(2 x s, B8 =z un, 4H);

O o5 s e BN B 36

-

3.00, 3.01(2 x s, E#® = mn, 4H); 3.17(dd, 1H);
341 (A B, 1H): 3.55(m, 2H); 3.96(m, 2H):
4.15(dd, 1H)Y; 7.43{(t, 1H): 7.68(m, 1H):
8.20-8.40(2 x d, 1H) .

Bmm BN T NG

o-— R BB E-3- WEEFE (1 %) BAAMRE
Bl 1 # HERI-BAEE-5- REXPRBAEMREZS
EEERE AR BE-— FRBE-3- WEXHBER
B (0.88%) o Nur (DMSO-de):d 2.45(s, 3H): 2.97(s,

e

-
m—

3H)5 4.79(dd, 2H); 5.28-5.47(m, 2H)5 5.9-6.1(m, o
1H): 7.81(t, 1H); 8.28-8.4(dq, 2H) e
Ms(CI): 279(MIY*
MH AR (0.4%) BHEURERN I PR ERK
B MSnCl BFE » BE2-— AR BRE-3- BEFTHFBRBER
fis (0.41%) BEHFzHBH o Nar(CDCls):8 2.24(s,

HED T e Mo R S 3R
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o~ BB ( 63)

3M): 3.06(s, 3H): 3.64(E &, 2H): 4.68(dd, 2H);
“5.17-5.37(n, 2H); 5.82-6.02(n, 1H): 6.83(dd, 1H):
7.09-6.85(n, 1H): 7.37(dd, 1H) >
Ms (CI): 249 (M)~

B Bl E B 12 BT 2 REDQB M M- R E B E
“3- WEX FRMAM (0.39% » 1.4nH)#® (25, 45)-4-
W E-I- MAEARE-2- REMBE®E (0.4257 -

BWRE-I- FAEBEEHFBERE) Mo -4- BH 28
B (0.84%) Nnc(CDCls MU BB ZEBSY):O ‘
2.32(s, 3H): 2.38(br n, LMWK, 1H); 2.38(br n,
S R, 1H): 2.74, 2.76(2 x s BB br o, 4H);
3.11, 3.14(2 x s, 38): 3.36-3.45(n, 1H): |
3.98-4.14(n, 2H): 4.50(dd, 1H): 4.56-4.79(n, 4H);
5.16-5.44 (n, 4H): 5.93-6.06(m, 2H): 7.45(t, 1H);
7.81-7.86(m, 1H): 8.33-8.41(2 x d, 1H): 8.60(br,
18) o
Ms(CT): 504 (HH)~

B LA zBEEEGEMPERI2PRB S & E X BB

# (1R, 5R, 6S, 8R)I-6-(1-FZ E)-1-F & -2- Z K%
BMEEEE R M -3- BRWAE (0.73% » 1.4700) R
(28, 4S)-1- MR E B E)-2- (2-—_ B EERE-3- BRAE
HEERFHE) MBE-4- EHRERIE (122 %)
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A6
B6

- FRHA ( 84)

TEBREBREMRERN LT BEETFEMN KM
OB WP RS ERE o &M (1R, 5R,65,88,2°S,4°S)

2-(I-FRAERE -2- Q- FREBE -3- RAERERENE
BEE) Mo m-4- EWME)-6- (1-FZE)-1-8&fE
Mooy -3- MEW A BA®EE (0.63%) o Nar

(CPCls- MU BB 2ESW):81.24(d, 3H): 1.35(2
x d, 3HY: 1.98(br, 1H): 2.34(br, 1H): 2.73(s, |

ol I ot i T N BV SR B A )

3H): 3.11, 3.13(2 x s, 3H)3 3.22-3.46(n, 3H): ,\' _
3.66-3.85(n, TH); 4.00-4.26(n, 3H): 4.50(t, 1H); |
4.62-4.80(m, 6H): 5.08-5.46(m, 6H): 5.83-6.06(m, ;
3HY: 7.46(td, 1H): 7.86¢d, 1H): 8.29(m, 1H); # .
8.55(br, 1H) o i -
Ms (CT): 711 (MH)* | E -
& 4l 16 2

(1R.5S.6S.8R,2'S.4'SY-2-(2-(3-¥ H -5- Z B W% &
HEE) WK 4 HEE) 6 (1 WM E)-]-BEEM
WON -3- A . — ¥ 6 w
B (1R,585,6S5,8R,2'S,4'S)-2-(1-(4- B F E W& )-2-(
B E-5- ZEMBEEBRFREE) WG R -4 ERE)
(1= Z ®)-1-F EFEU W -3- HBMA-HAE (0.4
% 0. 53BEE) ROMNF(208A) B 2 BB MEEEE (
0.2 W - 1.30 BEE) BHE (SRER) L (108 H
0,035 BHE) - REBEAURERBEER T 1 K o
MK R B EEBER (20EH) RSB (0.5 5) BU B

1
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A6
Bé6

P2 PSR OB e Sn-E R -8 S S

E >~ FRHEHA (65)

R RBEEEEL MRE O REESURBDEL LB E
WM BIRK00 AEBBEZHET.S c BBREFE - BERSE
» W BB E W (Nucleosil C18) BLK % 5 B B & 16 AR
BREY SRELEBRIEEEALSY (788 % » 28%)
o Nmr (DHSO-de+Z B -da): 8 1.15(d, 3H): 1.17(d,
3H)s 1.74(m, 1H); 2.06(s, 3H); 2.66(m, 1H);
2.84(n, 1H): 3.20(dd, 1H): 3.40(m, 2H)5 3.70(m,
16): 3.97(m, 2B)3 4.16(dd, 1H); 7.92(s, 1H);
7.94(s, 1H): 8.10(s, 1H) o

BHYENT A |

6 (25, 48)-4- Z B W E -2- B E-1-(4-BfF &, &)
MU mE (1 W - 1.8 BEHE) REEDQ (0.53% » 3 BEE
) REM (T0BHA) T 2B RRAEBEEMHEL LK - B
m3-zEmBERE-5- TEFEXHEHW (0.53% » 2.7 BEEH) kK
—ERAEZHE (0.7 BEH 4 ZEH) Z2KRRBREEY B
ﬂfr’éﬁ]@?ﬁ)ﬁ??ﬁ?¥2 M REBAME - B EH
B A7 i R HP20SSE bl OBE K (80:20) A B MM M o B
S EBEG LS K ERIBERS, 49)-1-4-BFXFERE)
-2-(3-% E -5- ZBMBER- BREPHEK) MEE-4- & H
Z BB (1 % - 87%) o

Bo(2S, 4S)-1-(4-BF AP L) -2-(-BE-5- ZHEE
FHBIRE) BB -4- EWMZBBERFE (G0EH
) Rk (208 R) ZBA®E » K1K NaOl KB BEHEBF B =
HMZEI  REBMBE TV E REESB M EEP M
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"B~ g (66)

FEEBRY BN R R AP20SS L M fk o fF B OB K (80:
20) BB BB o  ERUALLREMWBEM(2S, 45)-1-(4-B ¥
SRE) -2-3HE-S- IEHBEFEREERE) WER
~4- HE B Z BB (0.683 - 74%) o Nur(DHSOde+Z B
~da): 8 2.05(s, 3H): 2.05(m, 1H): 2.75(m, 1H);
3.20-3.80(m, 2H): 4.00(n, 1H): 4.42(m, 1H):
5.40{(br s, 2H); 7.45-8.30(n, TH) o

B (1R, 5S, 6S, 8R)-6-(1-RZ £)-1-F #-2- ~ ¥ &
MEBEEE DM -3- BHE-B TR (0.6 %> 1.2 &
H) BDOHF(I2EHA) P 2ARE  RXAM_BERHL B (
0.6 FH » 3.4 BEH) -~ (25, 4)-1-(4-B T E & &E)
2-(3-B E-5- ZHBEEBEIREE) WK E-4- EHE
(0.6 % 1.2 EBE) - ZFETHEB (0.6 EH > 2.4
EEH) BRK (0.1 EH 5.5 BEH) - RERSYR
4T TRHEBE  EREE - BEDHEEFBERIP20SIH
s Fdifh c BHZB /K (40:60) ZBEBE - RBALLRE
# + % f# (1R,5R,B6S,8R,2'S,4'S)-2-(1-(4-Bf ¥ & & # )
C2-(3-BEE-5- ZHBEFEERBEE)-MEKE-4- ZHE
)b~ (1-FHzZ H)-1-HEEE MM -3- KBWAE (0.8
¥ - 88%) o Ner (DMSO-ds+Z B -da): 8 1.15(d, 3H):
1.17(d, 3B); 2.05(s, 38)3 2.17(n, 1H): 2.81(n,
1H)Y: 3.26(dd, 1H): S.SB(td, 1HY; 4.56-4.74(n,
2H): 5.02-5.73(m, 4H): 5.91(n, 1H): 7.47(d, 1H);
7.68(d, 1H): 7.85-7.99(m, 3H): 8.20-8.29(m, 2H) e
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A6
B6

£ B\ 3EHE (gD

BT
- (1R.5S.65.8R.2'S.4'$)1-2-(2-(4A-Z B ME % -3- ¥ % & B
BE R ) My -4- BB H)-6- (1-FZ HH)-1-FBHEME
BhON -3- WEE . — 35
AEMREMI6Z 5% E (IR,55,65,8R,2'S,4'S)-2-
(1-4-WHFERE)-2- (-2 BEE-3- B FxEHRABE
) MEES BE -4- HBRE)-6- (1-BZE)-1-8 & £ E 0y
-3- BMA-BAR (CEFEZHEE) HREELEY -
Nar (HDSO-de+Z B ~da): 1.14(d, 3H)Y; 1.16(d, 3H);

1.75(m, 1H)s 2.07(s, 3H)s 2.73(m, 1H); 2.96(dd,
1H): 3.21(dd, 1H)3 3.39(m, 1H)3 3.54(dd, 1H);
3.78(m, 1H); 3.96(m, 1H): 4.08(t, 1H); 4.18(dd,
1H): 7.69(dd, 1H): 8.18(d, 1H): 8.42(d, 1H) e
Ms (+ve FAB) : 571 (MHY~, (K, &)
LB T HE:
HEMLREMIGZ A EBE2-ZBEBE-5- BMEXH BRENRF
(25, 48)-1-4-BHF A B FE)-2- (4-ZEBRE-3- B FH
A BEE) MERE-4- ERZEE © Nor (DMS0-de+Z B
-da): 8 1.95(m, 1H): 2.12(s, 3H): 2.34(s, 3H);:
2.77(m, 1H)Y; 3.32(m, 1H); 3.93-4.50(m, 3H):;
5.04-5.32(m, 2H); 7.47-8.42(m, 7H) o
%ﬁfuﬁéﬁ‘ﬁlﬁzﬁ?ﬁﬁ (25, 43)-1-(4-Bf F & R &
)-2- (4-Z BB HE-3- BREERPHEE) WWRIE-4- &R
Z BB (28, 4S)-1-(A-T S ERE)-2- (4-ZBHEE
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Ab
Bé

220 P e H o - RO & S B

o~ #HAFEA (88)

-3I- BE B HRERE) MR E -4- B mE o

FOE BB 162 5 H (25 S -1-(4-BWFE B E)
-2-A-Z M- AR EREPFEE) MR -4- K S
B (TR,5R,6S5,8R)-6-(1- BWZ #£)-1~-F & -2- = % % ¥ &
- FEMW-3- BEHHEABEYE (IR,58,65,8R,2'S,
4'S)-2-(1-(4- ¥ E B E-2- (-2 BHE-3- 8% %
BHEBE) MBE-4- ERE)-6- (1-BZHE)-1-F & F
Emmy-3- HEEAS (—CRAEZHEH) o Nor
(CDC1s) & :1.14-1.80(m, 23H); 2.17(s, 3H): 2.67(m,
1H); 3.00-3.30(m, 3H): 3.35-3.90(m, 4H):
3.90-4.40(m, 3H): 4.40-4.75(m, 3H): 5.00-5.75(m,
4H)5 5.70-6.10(m, 1H); 7.38-8.65(m, 7H) o
B Hl18.

(1R.58.6S.8R.2'S.4'SY-2-(2-(3-% # -5- M K B E
HE R R B A MK -4- HFEE)-6- (1—¥‘-‘§Z.E)-1—$$
R E LM -3- BB —

AOEM M EMI162 5% E (1R,55,65,8R,2'S,4'S)-2-
(I-(4-BF¥EBE)-2- (3-BE-5- FEBRBEBRL LR T
BEH) Mg -4- HEHE)-6- (1-BZ2E)-1-BHEFEH
m-3- BB FAFENBEEZELEYD -

Nor (DMSOde+Z B -da): 8 1.16(d, 3H)s 1.17(d, 3H):

1.74(m, 1H)Y; 2.64(m, 1H): 2.81(dd, 1H): 3.01(s,

3y 3.20(m, TH):; 3.40(w, 2H): 3.68(m, 1H):
3.96(m, 2H); 4.17(dd, 1HY:; 7.54(s, 1H): 7.82(s,

_?0_

(ol iy et B i B IV B Rk 2 )

REIERABA P HE T (CNS) P 4 5145 (210 X 297 028 )
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A6
B6

-~ BB ( 69)

THY: B8.00(s, 1H) o
-Ms(+ve FAB) ¢ 6O0TIM+H)Y S 52 — Bl ; G45(M+H) " &H ik =
o o o |
B, E T 8 E
AEMREMI6Z 5 EE-BE -5- FERBREESR®
BB (25, 4S)-1-(4- (B E R B E)-2- (3-4% % -5- F
AERMBHEERTBE) Mo -4- W Z B8 Nar
(DMSO—de+Z;E§-d4)=62.OO(m. 1H): 2.30(s, 3H):
2.84(m, 1H): 2.95(s, 3H); 3.20-3.51(m, 1H}: 7
3.83-4.20(m, 2H): 4.30-4.58(m, 1H):; 5.20(m, 2H);
7.48-8.22(m, TH) ©
FHEMEMI6Z 5 A E (25, 45)-1-4-BEEKE)
o (3-W E-5- WOETM MR EM T EE) WG -4- %
Wz MERE (28, 4)-1-(A-BHFERE)I-2- (-8B Z
5- BEBMEEERFRE) BB R-4- EHEE o Nar
(DMSO-de+Z2 B -da): 8 2.10(m, 1H): 2.78(m, 1H):
2.99(s, 3H); 3.43(m, 1H); 3.68(m, 1H): 4.05(m,
18): 4.42(m, 1H): 5.13-5.32(m, 3H): 7.50-8.82(n,
7TH) o _ _
BEMEMI6ZHEE (25, 45)-1-4-BEE R )
2 BE-S- FERBEEEBABEE) BEE-- £
B % B (1R,5R,6S,8R)-6- (1-® Z H)-1-F % -2- = % &
B A % RE ML -3- EEBMIA o WHE (IR,5R,6S,8R,
2'S,4"°S)-2-(1-(4- BI¥ AP E)-2- (3-FE-5- RE®M

_..?1_

e
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AB
Bé

BB (70 )

BEE R E R R MR MK -4- BEHE)-6- (1-FZE)
- EEEEII-3- B A o Nar (DHSO-de+ 2 B

“da): 8 1.20(d, 3HY: 1.22(d, 3H): 1.96(m, 1H):
2.83(m. THY: 3.00(s, 3H}; 2.26-3.57(m, 3H):
3.87-4.28{(m, 4HY: 4.42-4.76(m, 3H); 5.08-5.42(m,
4HY: 5.92(m, TH); 7.22-8.22(m, TH) °
®M19
(1R.5S.6S.8R.2°'S.4'SY-2-(2-(3-¥ % -5- B % F ff 5 B 1
: ' |
) U w4 HEE) G- (1M ZE)-I-HEEE BN |
!
-3- ME . — B E
B (1R, 5S,65,8R,2°S,4'S)-2- (1- (48 % & 3 %) -2~ ( T
I
[
[
|
i
i

Corpra i SR R BB )

B K -5- BEEM FHE)-MIBE -4- BEHRE)-6-(1-
Mz %) 1-FEEEMM-3- BRAOBEEE (0.5 %
0.56BEE) WMONF (S5EFH) MK (5 BH) 2 ER :
mEE o MUK BN EEER (5 BA) BEMEH (1
=) c REESHWEEL AR ME A NaHC0k B R A
EWIATES cRBEFLERE AGEBRLEEYA
BB A% (Nucleosil C-18)A K& B MMMk - A AZ
A EHEARSEWEREEGSY (4B R - 12%)
Nmr (DMSO-de+Z 8 -da): 8 1.15(d, 3H): 1.16(d, 3H):
1.78(m, 1¥)s; 2.73(m, 1H): 2.92(m, 1H): 3.21(dd,
18): 3.40(m, 1H)5 3.48(m, 1H): 3.75(m, 1H) 3
3.97(m, 1H)Y: 4.03(m, 1H):; 4.18(m, 1HY: 7.93(s,
1HY:; 8.11(s, 1H)Y: 8.29(s, 1lH) -
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A6
Bé

-~ BHAHHE (71)

Ws(-ve FAB) : 576 (M-H) " 5t — 8 85 598 (W-1) - # it =
-8B o
EHEMT EE

AEMAEAIG FEB3I-ME-5- BEEFRYHE
(25. 4S)-1-(4-WEEWH)-2- (3-B % 5- WEEB @
B B ) MR B -4- B Z B E o Nor (DMSO-de+Z B -da)

(ot P S S R B I Bl 2 03 )

1.97(m, IHj_; 2.30_‘(.5. 38)Y: 2.80(m, 1H): 3.37(m,
1H)Y: 3.86-4.15(m, 2H): 4.46(m, 1H): 5.05.-5.28(111, [
2HY: 7.46-9.25(m, TH)Y o :
HEMEM 162 5 EE (25, 4S)-1-4-HWFEHE ) i
(3B E-5- MEEEFME) WBE R -4- B® 2B T
WO (25, 4S)-1-(A-BEERKE)-2-(3- BE-5- BEHE | “
BB BR ) U U5 0F -4- EGRE o Nar (DHSO-de+Z Bt -da) i
o

-

51.25(d, 3H): 1.27(d, 3H)s 2.07(a, 1H): 2.70(n, g

1H): 3.4(m, 1H): 3.67(m, 1H}:; 3.99(m, 1H): :

4.49(m, TH): 5.07-5.30(m, 2H)s 7.47-8.40(n, TH) o LD
™

AEMEBR 1 Z2HEH 2, 45)-1-4-BFEHE) e

| | :

2-(3-RE-5- BEEBRIRE) WBKE-4- ERER |
(1R,5R,6S,8R)-6- (1-BZH)-1-F&£-2- “ K LB :
Bk B M ON-3- M OB A-BYF B W H (IR,55,65,8R,2°S, |
‘ |

4'S)Y-2-(1- (4-@ T E R E)-2- (3-BH-5- BEHEKR :
B MIBEA-EHE)-6- (1-BZ#£)-1-F% kEHm !
-3- BB A4-B FE o Nor (DHSO-de+Z 8 -da): 8 1.20(d, |
3005 1.21(d, 30): 1.96(n, 1H): 2.77(n, 1H); |
‘ : i

|

I

1

I

|

|

[

}
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A6
B6

A BB (72)

3.18-3.47(m, 20)3 3.66-4.90(m, B6H); 5.04-5.50(n,

“4H): 7.30-8.35(m, 11H) e
B/ 20

(5R.6S.8R.2'S.4'S)-2-(2- (3-¥M KR LW A EAH) W IR K
4B E)I-6-(-BZH) FEMMN-3- $8 » —H#W
B O(5R.6S.8R,4'S)-2-(1-AERE)-2- (3-BAER

RERABBE)-MEE-4- BWE) -6-(1-HZ %) tE

WY -3- B W R ES (0.185 W+ 0.206 EHEH) R

(ot ER A Y BB S)

|
(HoCloa(ABH) # 2B REBET  RABEETRXM |
R KB (0.100 7 - 1.776 BHE) - Kk LEH) - E
NalCOs (1008 &) BB (S EHEB) WM (34F % » 0.029 * '
ERE) o 109 % S MAKELESKCIE B EEIPLCE L
Bk BUBEGSY (3ER 275 © Nar | i
(DMSO-da+Z2 B -da):1.16(d, 3H): 1.81(m, 1H): 3T
2.64(m, 1H): 2.84(w, 10} 3.26(n, 3H): 3.4(m,
tHY:; 3.67(m., 1H)Y: 3.94(m, 2H): 4.12(m,'1H);
7.42(t, 1H)s 7.65(d, 1H): 7.83(d, 1H): 8.27(s, () w
1HY o

FEMREA 1 P FEHEN67Y ERNFES
{(5R,6S,8R,2'S,4'SY-2-(1-B% R EHE)-2- (3-B R E &
FEBEBE) MBR -4 ERE) 6-(1-BZE) FE
MW -3- BEW A BE BB 4P E 2 (25,
1) 1- AFERE - G- FFAERTER AHE) 1B
B -4- BB B (5R, 6S, 8R)-6-(1-BZE)-2-- KL KM@
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R~ BHABA (73)

R KO My -3- BEE A (B W EAEP-A-126780 &
-EP-A- 208889) K B o

B 21
(1R.58.6S.8R.2'S.,4'Sy-2-(2-(3-¥ & -5- WX & [ T 8

KE . E
W (1R,5S,6S,8R,2'S,4'S)-2-(1- B EA B & -2-(3-%

W R -5- MEEEEME) BB -4-EHRE)-6- ( |
]

1-® 7z, ®H)-1-H % £ DM m-3- BEKAM (358 @ :

0.54mM) B 2,2-— H #£-1,3- — 124 -4,6- =8 (388 % !

% 2. TaM)RADNF (BB H) RTHF (4EHA) 2 RAEBH 2 Ty
i v
|
{
|
|
i

(o Shie s i W I Broig B0 ER )

BB OREARTHE (ZFXER) # (62X » 0.054
aM) c RERERBAXTEHERHEEFERE BEYERTIF (62 H
) BIDMF (2Z#H) 2 BESEF » M2-Z2H- TEH (295 él
FBW o 1.77nH) RTHF (4ZH) P 2B E BEEMT B ( |
WEH) WA BEBEDL  LHRELER EVBEHLE :
BERTIF (4B H) RZ# (10EH) 2BAEY K& .
' |
Bz O (208BHF) FWME2 X BEHL HEBERK i
(207 ) 3% M NaHCOBB o o W W% - & % M HP20SSH ) |
WEEH o AMBECNOREBEEEY (206 BX I
. ' |

70%) o Nor (DMSO-de+Z B -da): 5 1.17(d, 8H): 1.985(m,
) |
MW mH, 10): 2.83(n, 1H): 3.08(dd, 1H): |
3.25(dd, 1H); 3.41(H E &, 1H): 3.64(dd, 1H); :
3.88(EE &, 1H): 4.02(HE EE, 18); 4.22(dd, 1H); }
' |
|
|
I
[
|
f
|
!
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P2 o 3 o - S B

A RHRA (70

4.37(t, 1H); 8.00(s, 1H); 8.28(¢t, 1H)5 8.46.(t,

~1H) o

Ms(+ve FAB)} : 523(MH)Y*, (Na B )
BrYyEmT e
3-@ # -5- R E K W

3o B -5- RYIEE R B (3.64% - 20mM) B B B HCI
(20 F) - MoK (I5EH) BE . EHE 00+ R3I0H
P& NaNO2(1.38% - 20nM) B K (10ZH) FZBEBHE -
DR A NaoCO WM oH 26.2 o 8 CuS0a - 5H20 (1078 -
42aM) Bk (40BFH) RKCHN(10% » 154nM) B K (208 H#
) FZT RS MBES BISHSNMEEW LERE
EMA0S o BA B2 HCIB L BERYHEAZ B Z 0
(2X 200 H) o & B 2 $ B % bA NaloPOo KBE® » K
BOK P - B NaoSOL b %Mk o BHIBMHI-MELE-5- WEEH
B (3.6 35 - 94%) o Nur (DMSO-de): 8 8.69(t, 1H):

§.80(t, 1H); 8.97(t, 1H) -~
Ms(-ve FAB) : 191 (M-H)}-
Tr(@ @ @) v 2220cn~? |

W& 3-% & -5- Eﬁﬁ%ﬁiﬁﬁﬁﬁiﬁﬂﬁﬂlﬁﬁﬁ’lb B
TEWEZzHAGERREMD 2828 (5:1) BE®&EI R
#3-mME-5- HERXFTHRBAE - Nmr (DHSO-de) : &
4.91(dt, 2H); 5.39-5.53(m, 2H); 5.99-6.19(m, IH);.
8.781{t, 1H):; 8.81(t, 1HY; 9.04(t, 1H) ¢
Ms(+ve FAB) : 202 M™; 232(H+NHL) " (M EBE R HERE R
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P2 PR e R MmO S S BN

EBBHEHAE (75)

THmELED)

PRI HECC Y BEN | Sk s B EELI-BE -5-
WEXEHBEADS np 112-113° o Nmr(DMSO0-de): &
4.79¢dt, 2H); 5.25-5.45(nm, 2H);: 5.94-6.13(n BB =
be, TH)Y; 7.10{(t, 1H): 7.37(t, 1H): 7.48(t, 1H) o
Ms(+ve FAB) : 202 M*; 232 (H+NHL) ™

LR IBNEG RMBERGS  BEFEEL -
B 2@ R " 28208 (19:120:1V2 8 BB M » 12 4
(25, 4S)-1- WAEBE-2- G- K AN BRE -5- MEE B
OB B ) WL MR MR -4- E B Z BB o Nar(CDCla): o
2.33(s, 3HY:; 2.59{(br, 2H): 3.38(dd, 1H):
3.97-4.17(m, 2H): 4.56(t, 1HY:; 4.68(d, 2H}:
4.84(d, 2H); 5.26"5.48(m,‘4ﬂ); 5.85-6.14(nm, ZH);
8.03(br s, 1H)Y; 8.18(t, 1H); 8.29(br s, 1H):

9.69 (br, 1K) - |
Ms(+ve FAB) : 458 (MH)~; 480 (M+Na}~

FEWe Mo REOEN LR 2B E L o & (25, 45)

- BAABE-2-G-RAREARE-5- REEH A HE)
BEEE BE -4-F BB o Nmr(CDC1s):8 1.90(d, 1H);
2.52(br, 1BY; 2.65(br, 1H): 3.34-3.52(m, 2H);
4. 07 (dd, 1H)Y: 4.54(?, TH)Y: 4.68(d, 2H): 4.84(d,
2H); 5.27-5.47(m, 4H); 5.87-6.11(m, 2H): 8.01 (s,
1HY:; 8.21(t, 1H); 8.28(s, 1H): 9.5B6(br, 1H) °

PR EOEN | HFE AR BEES 0 BEFE

..7'?_.

P

OomPridfa oS i e N BV Bk 5 )

FERL A ¥ B B RATE (CNS) 7 4 348 (210 X 297 wiE) 82.1. 20,000
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£~ B (76)

WHE S R-HER ZRZB(32EDIHBEBR - R
- ft (1R,55,6S,8R.2'S,4'S)-2- (1-B A EBHE-2-(3-B R )
AWE-5- REEMPHL) BB -4- BEHE)-6- (
1-EWZ E)-1-FE KRB M -3- W o

Nor(CDC1s):d 1.27(d, 3H)s 1.35(d, 3H): 2.67(v br,

(i b i bl BV BB B )

OH)Y; 3.21-3.33(E @ > u, 20): 3.53(br, 1H): 3.83(%E
B %, 1H): 3.93(dd, 1H): 4.20-4.31(E B > n, 2H);

o —— — . — . —r —— . e —— —

e € ettt ST T L S E
—— 1

4.54(t, 1THY: 4.83-4.86(m, B6H); 5.21-5.47(m, 6H);
5.82-6.11(m E MW <= br, 3H}Y: 8.05(t, 1H); 8.33(br
s, THY: 8.37(br s, 1H): 9.35(br, 1H) o

Hs{+ve FAB) : G665 (MHY~; G687 (HM+Na)~ i

= 22 |
BB Bl 212 8 & B B (1R.5S,65,8R,2°S,4°5) -2 (2-( g

I -5- MEEEM THEL) MB O -4- EHE)-6- (

1-RZE)-1-FEFEMMW-3- 28> —WH o Nar

(DMSO0-de+Z B -da): & 1.17(d, 3H); 1.18(d, 3H):

1.83(m, o EH, 1H); 2.76 (A FE &, 1H): 2.98(dd,

1HY: 3.22(dd, 1H); 3.39(AR E &, 1H): 3.56(dd,
THY: 3.81(s E® Zn, 4H); 4.00(H E I, 1H); 4.15,
4.18(t B x> dd, 2H); 7.22(t, 1H): 7».58_(1:, 1H) 3
7.84(t, 1H) o '
Ms(-ve FAB) : 505(M-H)~, (Na &)
HRYBEDTHE -

B3-AE-5- BHELXRFHRBEELWNEN 1l 2BRELY

..78_.

22T SR O M ome BRI S RS

AR A ¥ B E FIEE (CNS) F 4445 (210 X 207 2728 ) 82.1. 20,000
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-~ gRHIAE ( 77)

ﬂ@%ﬁ’@TM%%:%%ﬁﬁﬁﬁ%ﬁﬁ&@ﬁmz
i fh A AREESN  BMI-FEE -5- BOEE R FE o
Nar (CDC1s):d 3.94(s, 3H): 3.97(s, 3H): 7.87(t,
1RY; 7.80(t, 1HY: 8.44(t, 1H) o

4 LW Z 85 (3.45% o 16uM) @ K THE (100 #) - bl
1M NaoH (25 #) BE AR AEBERES /B - B %
B BEWMOK (508A) RE - M 2HK BB L W
ZB B (3XB60BA) HIE o & B = H B HED Y
NaHaPOa A W B - B K % 3 % MgSO0. L 818 o % 318 (&
;- AR -5- WERERH BEETLOBEMN1HFE G
R TEAE MG E AR Z M (6:1) 2EER

(mf D i o i e e Br sl B k)

i
S REI-FPEHE-5- HEXHFHBAE - Nnr(CDC1s):
53.95(s, 3H); 4.87(dt, 2H): 5.31-5.48(m, 2H); "
5.95-6.15(n, 1H); 7.89(t, 1H): 7.92(t, 1H); 3

v X |
8.46(t, 1H) e |
Ms (CT):237 M*5 255(N+NHa)~ |
|

LHzBELASYDBEEN 1 2FEBR > RRE3-K & x.l__
-b- FE EBEFHFHEBMPNBEB o Nnr (DHS0-ds) 18 3.72(s, :
30): 4.50(v br, 20): 4.75(dt, 2H)s 5.25-5.43 (m, -
2H); 5.95-6.11(m, 1H): 6.47(t, 1H): 6.75(t, 1H); |
. _ !
6.93(t, 1H) o |
Ms (CT) :208 (MK)* |
LRz MOEM 1 RMERES - BEREELE R |
S Z Bz (5:2F )2 B ENE - & (25, 45) :
|
I
|
|
]
|
|
|
|

2 oo B N S PR G- S B
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Ab
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D e opEk I Hom R R -8 R S

A BRABNA (78)

- RMEEBRE-2-3-HANEARE-S- FEEEREE)
CUEERME -4- R B ZEAS o Nor(CDCls): 8 2.32(s, 3H)
2.59(br, 2H); 3.38(dd, 1H); 3.85(s, 3H): 4.02(A HE
&, 18): 4.15(dd, 1H): 4.55(t, 1H)s 4.68(d, 2H);
4.81(d, 2H); 5.22-5.46(m, 4H): 5.83-6.13(m, 2H);
7.35(t, 1H); 7.58(br s, 1H); 7.64(t, 1H):
9.12(br, 1H) o

Ms (+ve FAB) : 463 (MH)*: 485 (H+Na)*

B EH >R BEDEN 1R ZE S kX EF D0
MBS BENEEL A_HSBK/ Z2HBZHE (60
40 45:55) % & A B - $E M (1R,55,65,8R,2'S,4°S)
2-(1-BFEERE-2-3-FRERRE-5- FREERPH
M) M ES R -4- EEE)6- (1-FZK)-1-F £k B M0
~3- BB W FE o Nnr(CDCls): 8 1.25(d, 3H): 1.37(d,
3H): 2.64(v br, 2H): 3.21-3.33(E H > n, 2H);
3.48(br, 1H)Y: 3.80(H E &, 1H); 3.85(s, 3H):
4.01(dd, 1H): 4.19-4.29(E %W 2 n, 28); 4.53(¢t,
1H); 4.62-4.83(n, B6H)3 5.20-5.45(m, BH);
5%%&“m§§2bu3ﬁ:ﬂ%&,ﬂﬂ?ﬁﬂm
2H); 8.90(br, 1H) e
Ms (+ve FAB) ¢ 670 (MH)*; 692 (M+Na)~
T ml22 |

e Motz B W » B (1R,55,6S,8R,2'S,4°S)-2-(2-

(G- #-2- FORMEERABRE) LWIBRE-4- BH &

_80_
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2D B TR O L m -8

o~ B (79

V-B- (1-RZE)-1-HEFBMMN-3- BB > “HHS D
P HEHBERY ZRAEY o Nur (DNSO-derZ B
da): 8 1.18(d, BE): 1.87(n, B O EMW, 1H):
2.64-2.91, 2.82, 2.84(n, EM X 2 x s, 5H);
3.21(dd, 1H): 3.40(E B &, 1H); 3.52(dd, 1H);
3.71(E @&, 1H): 4.01(HLE®, 18); 4.01(m, 1H);
4.18(dd, 1H): 7.83(t, 1H): 7.94(td, 1H): 8.45(d,
1H) o | |
Ms(+ve FAB) : 560 (MH)*, (Na B ): 582(MH)*, (Na= H
)
BB W T RE
4-F TH GG BR B -3- RME E W OgE

W a-F B E -3- BMEEBER (4.36% 0 20n0) B R ZH
(200 BA) > LR EEEBET MH202 (2.5 BH » 30%

v 220M) BEHE o MEBEBRETHELI RE > DLEEHRBEN

SYBRBERALY  LERAD  BEVEEFER-E6
BoEs o MARER BHE-FEHBE-3- HEFA
B (4.1 % » 89%) + mp 238-239° o Nmr(DHSO-de): 8
2.90(s, 3H); 8.29(d, 1H); 8.56(dd, 1H):; 8.68(d,
1H) o
Ms(-ve FAB) ='229(I‘4-H)‘
BER>BMEELNEMN | BREEL R THEREZ M
% R T o M A-T MK -3- BY 3K P B
s mp 119-121° o Nmr (DMSO-de): 8 2.91(s, 3H):

-81-

AEERAMA P EERIEE (CNS) F 4 445 (210 X 297 2048 )
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4.91(dt. 2HY; 5.29-5.50(m," 2H): 5:99-6.18(a, 1H);
~8.34(d, TH); 8.61(dd, 1H): 8.69(d, 1H) o

FRze&bEsDEHRBBEN] EZREBRE BRE3I-BE
4- BT RE R P RW A o Nar (CDCls):d 2.92 (s,
3H); 4.82(dt, 2H)s; 5.17(br, 2H): 5.28-5.46(m, 2K)
© 5.06-6.11(n, 1H): 7.30(dd, 1H); 7.41(n, 2H) o
Ms (ET):223(M-0)"; 239 H* |

wrErmzEMWMEMN 1 BFHERGBS  BETEHHEWL B
B/ ZBZE (2B 1: 2B EBRE - EH (25, 45)
-l- BMAEERE-2-S-BAERHE-2- PEGBBERREEF
M) W -4- EW ZEE o Nar (DNSO-de at 100°
Y+ & 1.98(m, THY: 2.32(s, 3H): 2.73(s, 3H):
2.86(n, MMM, 1) 3.36(n, 1H): 3.91-4.10 (% 8
> m, 20); 4.48(dd, 1H); 4.53(n, 2H); 4.86(d,
2HY 5 5.11-5.49(n, 4H); 5.80-5.97(m, 1H);
6.01-6.15(m, 1H); 8.09(s, 2H}; 8.35(s, 1H) o
Ms (+ve FAB) : 495 (HH)*

W EtHz2MZIEBEBREYW 1 RZEBE6 & A8 F B8 mBR
.‘ﬁﬁﬁéﬁﬁ%’_%Eﬁ?ﬁ?ﬂﬂb%EEZ&?ZEEEZ&Z:EE/%W
B (98:2) # £ ¥ B » 18 #% (1R,55,65,8R,2'S,4'5) -2~ (
I-RAERE-2-C-RABRE-2- PRERBLERTE
H) Mmoo -4- EHBE)-6- (1-FZE)-1-FHEFEMM
-3- MHBBAR - Nar(DHSO-de . B M BB 2R E W) 0
1.18(d, 6HY; 1.89(br, 1H); 2.80(s, B = un, 5H);

_82_
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P2 PR e d: Hom R 4 S RS

AR (81

3.25( B E W > w, 2H): 3.54(m, 1H); 3.90-4.18(n,
-3HYs A 15(dd. THY; 4.55(m, 48H); 4.85(d, 2H):
5.06(d, 1H): 5.14-5.46(n, 6H); 5.79-6.13(n, 3H):
7.80-8.058{m, 2H):; 8.12(m, 1HY:; 10.10(m, 1H) o

Hs (+ve FAB) : 702 (MH)*

- A

R E M 212 % W M B (1R,55,6S5,8R,2'S,4°S)-2-(2-(
3-HE-5- FTHEBEERFEE) WIEE-4- % HE)
“6-(1-BZ2H)-1-BERBEMMW-3- 28 > —HE - Nar
(DMSO-de+Z B -da): 6 1.16(d, 3H); 1.18(d, 3H);
1.75(F |, 10 2.63(n, 1H): 2.79(dd, 1H);
3.20(s B2 w, 48); 3.38(s, 2H): 3.64(A & &,
THY: 3.95(m, 2H): 4.14(dd, 1H): 8.09(t, 1H);
§.44(n, 20) o
Ms (-ve FAB) : 574 (H-H)~, (Na )
Bz EWOTRE :
3-F G B -5- BHOH K O OES

H 3-MWHE-5- BEF AR (1.82K @ 10nM) & B & W B
(1.9 Z2H)Y » LK (102 H) BERLLAZE 5° oMW
NaNOz (0.7% » 10ul) MK (3 BEH) P2HR > BEY
WH30Y HEAHZIAFENE 3° 2RAETH B
o A MHEESWASS c BEMYMAZ B ZE (5X60%E
) - WG B2 H T O NaloaP0. KEBE ~ K B A%
s W Na=SO0. L 8% - RBEEMI-BHE-b- I EXHF B (

/

1 il“

..83_

e
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.1.77ﬁ]s 83%) ; Nmr(DMSO-dg):5 2.83{s, 3H):
-8 1008, THY: &.21(t, 1H):; 8.32(t, 1H):; 13.68{br,
THY «

Ms(-ve FAR)Y: 213(M-H)"

W LR BMEB LWEM 1B AEL - BT IEK AR
MAEm S ZMZE(6:1) TEAMN BEI-FH S
“5- BEEEBHE M c Nar (CDC1s): 6 2.60(s, 3H):
4,87(dt, 2H):; 5.32-5.49(m, 2H):; 5.983-6.07(m, 1H):;
&.20(m, 2H)Y:; 8.57(t, 1H) ¢
Ms(ET)Y:253 M~
I-H B E-L- HEEHBEEAE

B-B L -5- MEXHERBEASE (1.12% 5 4. 40M) &
BEE (F0EA) > BANE 2° cEBEHN CBE- B
Fi B % (potassiun peroxymonopersulfate ” (2KHSDs
KHSOa.- K2S0a, 8.13% » 13.2nM) ﬁ%zk (25 FA) 2 8&
B MEMEL NE o BSW MK (60EAH) BELNZ
BZ B (3X100EA) MiE - OB AMBMEBEY UK B
K R Na50 LB ® HEYEBEBFER-_EE®H L
G AE®/ Z2BRZBEGIE2:DZHEEB - B4
- REEHE-5- WEEFHRW A (0.743% - 59%) o
Nmr (DMSO~-ds): 8 3.44(s, 3H): 4.94(dt, 2H):

5.32-5.53(m, 2H): 6.01-6.25(m, 1H): 8.78(t, 1H):
8.89(t, 1H): 8.91(t, 1H) o ’
B EHzELeEEN1I 2FEEE  RBMEI-FE

_84_

(ot 9 Bt o B N Br s B3 )
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G- PR E R HBBEE o Nor (DHSO-de) =8 3.15(s,
-3#); 4.80(dt, 2H): 5.26-5.47(n, 2H): 5.95-6.15(n
WA br, 3M): 7.29(t, TH): 7.47(t, 1H): 7.51(¢,
TH) o | '

W EmzWWEM1LEMEEGES  BEFEHALEHR
S 2B BB B R BE (25, 48)
Sl- RN ERE-2-(3-BAEBRE-F5- PTHEBESERTE
%) WU R 4- EE ZBE o Nor (CDCla):d 2.34(s,
3HY: 2.48(m, 1H): 2.62(m, 1H); 3.17(s, 3H);
3.41(dd, 1H): 4.03(E E &, 1H): 4.15(dd, 1H);
4.58(dd, 1H): 4.71(d, 2H): 4.84(dt, 2H);
5.27-5.47(m, 4H): 5.88-6.14(m, 2H): 8.23(br s,
2HY: 8.37(t, T1H): 9.68(br, 1H) o
Ms (+ve FAB) @ 511 (MH)*; 533 (M+Na)~™ |

Hﬁhﬁiﬁt‘&ﬁﬁﬁﬁﬂﬂ%%1%2%%%?&2@%@?&&@%
BMEHSs  BEBEWEHL FH_®BF%RK.2ZHE 2B (55
: A5Z 20:80) > B E A B - ¥ # (1R,55,65,8R,2'S,4'S)
2-1-BRFEARE 2- G HARERE-5- FREXEHRT
W) M -4- ERE)-6- (1-FZE)-1-F % F D%
W -3- BB R ES o Ner(CDCls): 8 1.24(d, 3H):s
1.36(d, 3H)7 2.54(br, 1H); 2.66(br, 1H); 3.12(s,
3H): 3.19-3.22(E MW > n, 2H); 3.54(br, 1H): 3.87¢(
BB, 1H): 3.94(dd, 1H): 4.25, 4.290(H Hig H & >
dd, 28): 4.55(t, 1H)s 4.65-4.80(m, 4H); 4.85(d,

_.85_

Cmi P omepih e v Bk v 3t )

RMIRRL A B B SR (CNS) ¥ 4 45 (210 X 297 2048 ) 82.1. 20,000
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Ab
B6

FED PR obe R Home i g 2

- BRHSA ( 84)

2HY: 5.20-5.46(n, 6H); 5.86-6.12(n BB = br,

-3HY: 8.31(br, 1TH); 8.43(br, 1H): 8.52{(br, 1H);

9.40{(br, TH)Y o
Ms({+ve FAB) : 718{MH)Y s 740 (M+Na)™
B H25 |

B M 2> %% %W (1R, 55,65,8R,2'S,4'S)-2-(2-(
3-BE-5- SHEFEERTHEE) Mo -4- EHE)
~6-(1-BZ HF)-1-BF FE M mW-3- Fﬁﬁﬁ r N EH o
Nar (DMSO-do+2Z B8 -da):d 1.16(d, 68 1.02(n, 2 % #
W, 1H)s 2.77(n, 2 EM, 1H): 3.00(dd., 1) s
3.21(dd, - 1W);s 3.37(HEEK, 1H): 3.590(H EE, 1H):
3.80(A H &, TH); 3.97(AH E &, 1H); 4.20(m, 2H):
7.91(br s, 1H): 8.27(br s, 1H): 8.44(br s, 1H)°‘
Ms(-ve FAB):542(M-H)~, (B ): 564(M-H)~, (Na BE§)
BW B EWD T W E \

B3-RE-5- CAFEFFREELOERA LB A& G
R TED RS MO EE AT ORI ER S BHEI-HE
-5- Z @A B R EH M NE o Nonr(DMSO0-de) : 8 4.91(dt,
2HY; 5.30-5.51(m, 2H).: 5.98-6.20{(m, 1H); 8.58(br
s, THY:; 8.77(br s, 1H); 8.84(t, 1H) o
Ms(CI)Y: 275 M~; 293{M+NH4)*

BEH22HWELAYBERN S 2 BB R - #H3-B &
5- ZSHFEFTHBAE EWHEE AT A S E R o
Nmr (DMSO-de): 6 4.78(dt, 2H): 5.24-5.43{m, 2H):

-86 - '

82.1. 20,000
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5.93-6.13(n, 1H)3 7.08(t, 1H)s 7.27(br s, 1H);
-7.44(t, 1H) e
Ms(CT): 245 M=: 263 (M+NHa) ™

BEE:BRMEN | HEERES  BEFR LKL B
HoBRRE-RTEZBE(9:1) B ESE - &
(25, 4S)-1- ARG H E 2-C-HRARE-5- @B %E
HW R AL IS rE-4- W Z A o Nar (CDC1s): 6
2.33(s, 3HY; 2.59¢m, 2H): 3.39(dd, 1H); 4.04 ( & E
%, 1H)Y:; 4.14(dd, 1HY: 4.58(t, 1H); 4.62{(dt, 2H);
4.85(dt, 2H): 5.23-5.48(m, 4K)s 5.84-6.15(m, 2H):
8.03(br s, 1H)Y:; 8.23(br s, 2H):; 9.60{(br, 1H) °
Ms(+ve FAB) : 501 (MH) "3 523(M+Na)~

G EH MMM 1Rz (L E RSB
BHEe BENEAL FRBA-_SFREz2BR2BE/ =
HHR®E9:1) 2 BEE 8 » 18 88 (1R,55,65,8R,2'5,4"'3)
- (1-RAERE -2-G-BAERE -5 @B %HEHEE
WHE) WIS -4- BRE)-6-(1- M2 E)-1-F & £ @
M -3- B E W P B o Nur (DHSO-de+Z B -da): 0 1.21(d,
6HY: 2.05(br, 1H): 2.85(br, 1H): 3.29(dd, 1H):
3.44(dd, 1HY: 3.1 (H @&, 1H);5 3.93(br, 1H):
4.05-4.18(m, 2H):; 4.27(dd, 1H); 4.43-4.71(E B8 =
m, HHY;: 4.85(d, 2H):; 5.16-5.46(m, 6H):
5.70-6.16(m, 3H): 7.94{(br s, 1H); 8.37(br s, 1H):
8.53(br s, 1H) °

1 *![
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Ms(+ve FAB) : TOB(MH) ™5 730(M+Na)* .
% Bl 26

BB 1 > W B (IR,5S,65,8R,2'S,4°S)-2-(2-(
5-ME-2- FEFEBTME) MIER-4- EHE)-6- (
EZE)-1-FEFEEN-3- BB S o Naor
DHSO-de+Z B -da):8 1.20(d, GH)5 1.93(n, ¥ 2 H#,
1H): 2.86(H |, 1H); 3.02(dd, 1H); 3.26(dd,
THYs 3.44(A H &, 1HY: 3.68(dd, 1H): 3.84(H H & ,
THY: 3.95(s, 3H): 4.03(H |IE, 1H): 4.22(dd, 1H);
4.34(¢, 1H); 7.13(d, 1H); 7.78(dd, 1H): 8.25(d,
1H) o |
Hs (+ve FAB) : 528 (MH)=: (Na B ); 550(MH)*, (Naz H
| .
BBy BN T ME

Bae-FEHE-3- HESXSTFREELODEN I BEAE AL
RTEYEHHMEFEAmAABHRN  BREI-WE-4- F
EEE W T o Nar (CDCla): 8 4.03(s, 3H):
4.83(dt, 2H): 5.29-5.46(m, 2H): 5.93-6.14(m, 1H):
7.14(d, 1H); 8.24(dd, 1H): 8.52(d, 1H) o
Ms{(CT)Y:237 M<*: 255 (H+NH&)*

B EH>HECSCYBEEM 2 > FHEERE BH3-BE
- FEEXFBGABASMMEERT R EEH  Nar
(CDC1a)Y: 8 3.72(br, 2H): 3.90(s, 3H):; 4.77(dt,
2H); 5.24-5.43(w, 2H): 5.95-6.10(m, 1H): 6.79(d,
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£~ FRH (87)

THYs 7.41(d, 1H)s 7.50(dd, 1H) o
“Hs (CI): 208 (MH) "

BMEH > HRNENABNBERBEES B THEE =S
WEEA B ERL ERO_EFRE_EFR ./ Z B
(41) T HEBRBA o EE (25, 4S)-1- RAARE -2
(- REABRE-2- PEXERFHE) BB -4- &K
Z BB o Nmr(CDCls):d 2.33(s, 3H): 2.51(br, 1H):
2.66¢(br, 1H); 3.41(dd, 1H): 3.93(s, 3H): 4.01(FE =#H
% , 1H): 4.17(dd, 1HY:; 4.585(t, 1H): 4.64(d, 2H):
4.80(dt, 2H); 5.18-5.44(m, 4H); 5.81-6.14(m , EH B
Zbr, 2H): 6.91(d, 1H):; 7.84(dd, 1#): 8.90(br,
1HY: 8.01(d, 1H) e
Ms(+ve FAB) : 463 (MH)Y"; 485 (M+Na)~

W FE R BB E W 1Bz E e kB
BEHES  BEFEAGCERE - RS REZBRZB8E
B - IEME (1R,58,6S,8R,2'S,4'S)-2-(1-B P ERE
2-G-FEARE-2- FTEFEBRABE) MBEw-4- 2
BE) 6-(1-BZ%)-1-FE FEMmW-3- EHBHE -
Nmr (CDC1s):8 1.23(d, 3H); 1.36(d, 3H):; 2‘.52(br‘.
1H) 2.§G(br, 1HY:; 3.22(dd, 1H): 3.28(H #H & ,
1H): 3.44(dd, 1H):; 3.83(HR E ¥, 1H): 3.93(s, 3H):
4.09(m, 1H): 4.19—4:31(@&2 m, 2H); 4.53(t,
1HY: 4.65(m, 4H): 4.81(d, 2H): 5.19-5.45(m, GH):
5.83-6.11(m, 3H)Y:; 6.91(¢(d, 1H): 7.83(dd, 1H):

...89_.

(ol P Tt on il 1 1 B Sl B8 o 3K )

AUFERE A & B E RAZE (CNS) 7 4 4245 (210 X 297 2345 ) 82.1. 20,000




#2-S TR Hom SR B

408124

Ab
B6

e ( 88)

8.79(br, 1H): 9.04(d, 1H) o
-Ms({+ve FAB) :
EH27

FAE W2 > # %% # (1R,55,68,8R,2'S,4"S)-2-(2-(
3-H E-4- FERXEHPEE) BER-4- BERE)-6- (
1SR ZH®E)-1-HEFEMB-3- BB ZME KT M
DMSOH % DMF % o Nmr (DMSO-de+Z B -da): 6 1.17(d,
BHY: 1.83(n, H 4B, 10 2.75(EE&, 10
3.40 (A B & ,
3.99(H & &,

7.09(d, 1H): 7.75(dd,

B70 (MH)*: B92(M+Na) "

2.97(dd, 1H); 1H) 1H)

1H)

3.23(dd,

3.56(dd, 3.82(s+m, 4HK); 1H) 3

4.12(¢(t, 1HY: 4.19(dd, 1HI}:

THY; 7.95(d, 1H) e

s (+ve FAB) : 528 (HH) =, (Na EB): 550 (HH)~, (Naz

)
LW EN TR | |

Mo FEYE 5 BEXTHEELUEMN L BA LG
RTEYENMEF AR BAERNS - RE2-FHE -5-
WEXBEBEBE o Nnr(CDC1s):8 4.03(s, 3H);
4.85(dt, 28): 5.30-5.49(m, 2H); 5.95-6.14(n, 1)
7.08(d, 1H); 8.48(dd, 1H): 8.72(d, 1H) e
Ms (CI): 238 (MH)*5 255 (MH+NHa)~

IRzt epRBEEN22FERAFRE  REL-BHE

oo 3m B i (v B BRI 3 )

-0- HEEFHERBAGESSHEFERMNEAEN o Nar
(CDC1s): 8 3.39(br, 2H); 3.83(s, 3H):; 4.80(dt,
_90_
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2H)5 5.23-5.47(m, 2H); 5.94-6.13(m, 1H): 6.83(d,

-2H) 5 7.18(t, 1H) e

Ms(CT):208 (HH} ~

BrH2BEDEMNABRBERBES BRTIBEREE S
EhBLEYEEL EFRB-AFRE_ABR K/ 2@
(4:1) Z B EBEB®N - BHAE (25, 4S)-1- RAEARE -2-
(3-HAERE-4- FAFEBRABE) WEE-4- &K
& ﬁiﬁ o Nmr(CPCls):d8 2.32(s, 3H): 2.58(br, 2H):
3.39(dd, 1H): 3.88(s, 3H); 4.02(H E &, 1H};
4.13(dd, 1H)Y:; 4.53(t, 1H): 4.66(dt, 2H): 4.80(dt,
2H); 5.23-5.48(m, 4H): 5.84-6.13(m, 2H): 6.94(d,
1HY; 7.80{(m, 2H): 8.94(br, 1H} ¢
Ms(CT):463(MH) ™

B EHRoBBEDEN 1 BFERMBBRERES B
FRaELEE _EEEE 2R BEZSERR - EHE
(1R,5S,6S,8R,2'S,4'S)-2-({1- A E®REZ-2-(3-FA K
WM -4- REEEBRPESE) HENE-4- EHE)-6-(1-
BZE)-1-BEFEMM-3- BHBBHEE o Nar (CDC1s):
§1.25(d, 3H); 1.36(d, 3H); 2.65(br, 2H):
3.25(dd, 1H): 3.28(Hm E &, 1H): 3.47(br, 1H):
I.T9(H E&E , 1H) 3789(s, 3H): 4.01(dd, 1H):
4.18-4.29(&HE B > nmn, 2H): 4.51{t, 1H): 4.66(m,
4HY; 4.79(dt, 2H): 5.19-5.46(m, BH); 5.84-6.11(nm,
3H); 6.95(d, 1HY: 7.79-7.87(m, 2H);5 8.70(br, IH) e
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-Ms(+ve FAB) ¢ B70(MH}*; 692 {(M+Na} ™
B 28

FEM2 2% %2 # (IR,55,65,8R,2'S,4°S)-2-(2-(
- E-2- THREEWFBE) MR -4- HHE)
6-(1-BZE)-1-FEFEBMmW-3- B8 —HWE BT
P DMSOE # DMF 4% o Nur (DHSO-de+Z B -da): 8 1.18(d,
6H); 1.85(m, Mo M, 1H); 2.66-2.86(HE W = n,
2H): 3.21(dd, 1H): 3.41(ZE &, 1H); 3.52-3.72(H
® > m, 2H); 3.82(s, 3H): 3.99(HR E&® , 1H);
4.08(dd, 1H): 4.17(dd, 1H): 7.17(t, 1K) 7.45(dd,
1H)Y; 8.41(dd, 1H) °
Ms (+ve FAB) : 528 (KH)*, (Na #): 550 (MI)=, (Nao H
)

EmyEDT NG :

Bo-RHE-3- BEXFREBELNEM 1 2HAE LS
BRHEL RTIUFEBASBEAERE T ASHE R
b s BH2-FRE-3- BMELE I FE o Nar (DHSO-
de): 8 3.88(s, 3H); 3.90(s, 3H): 7.44(t, 1H);
8.04(dd, 1H): 8.12(dd, 1H) s
hwnmmmmnzmwwmr

W E W X8 (3.45% - 16nM) BE LB E M 222 F B K
B B T M DNSOR BTHF 4 - B 2-F EE-3- BE
% BB o Nmr (DMSO-de): 3 3.89(s, 3H)s 7.40(t, 1H);
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8.01(dd, 1H): 8.06(dd, 1H) o

“Ms(CT): 215 (M+NH4} "

B ER2HEREELNEN I BAEL BRTEWE
$ ekt BT OEEE RSN RE-FEE-3- HERF
B B A EE o Nmr(CDC1a):8 4.00(s, 3H): 4.86(dt, 2H):;
5.31-~5.50(m, 2H): 5.96-6.16(m, 1H)s 7.27(d, 1H):
7.92(dd, 1H); 8.06(dd, 1H) e
Ms(CI):238(MH) ;. 255 (M+NHa) "

FH2WELSCDBEN 1 25 EER  BHI-BE
- REZXEIBREABEREEFRTAAENG o
Nmr(CDC1s):8 3.88(s, 3H): 3.92(br, 2H); 4.82(dt,
20); 5.26-5.49(m, 2H): 5.96-6.16(m, IH):; 6.91(dd,
1H) 7.00(t; iH)Y: 7.23{(dd, 1H) ° |
Ms (CT):208 (MH)*5 225 (M+NH2) "~

R TE O BRMOEM 4 E B ES » B4 (25, 43)-1-
BAERE 2--FHERE-2- REXEHRFRHE) W
B oE -4- M ZBEE o Ner(CDCla): 8 2.30(s, 3H):
2.53(br, 1H); 2.65(br, 1H): 3.41(dd, 1H): 3.86(s,
3H): 4.04(E |, 1H); 4.16(dd, 1H): 4.58(t, 1H);
4.66(d, 2H): 4.83(dt, 2H): 5.20-5.47(m, 4H):
5.83-6.13(n, E B2 br, 20); 7.16(t, 1H):

7.60(dd, 1H); 8.57(éd. 1H):; 9.15(br, 1H) o
Ms (+ve FAB) : 463 (HH)*: 485 (M+Na)"
B EHm:MZBBWED 1RZBEE G HFE R
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Ao~ B (92)

C o BENRBEALCERE ARG E IR BN
WO OB -2-(

-HEAEARE-2- FEFXERIT B E) MW E-4- H
V-B6- (1-BZBEI-1-FHEREMWN-3- BRERBAE o Nar
(CDC1s):8 1.24(d, |

- B M# (IR,5S5,65,8R,2'S,4'8)-2-(1~-

3HY; 1.35(d, 3#); 2.53(br, 1H):

9.68(br, 1H): 3.24(dd, 1H); 3.28(Z M &, 1H);
1H); 3.80(% @ & ,
4.12(n, 1H): 4.19-4.20¢(E ® > n, 20); 4.57(t,

3.43(br, 1H)Y: 3.83(s, 3H):

1H): 4.64(m, 4H); 4.83(d, 2H): 5.18-5.48(m, 6H);

5.81-6.14(n, 3H)s 7.17(t, 1H): 7.61(dd, 1H):;

8.56(dd, 1H): 9.02(br, 1H) o
Ms (+ve FAB) :
B 29
HEW2 = H H 8K (IR,55,65,8R,2'S,4'8)-2-(2-5-
BE-2- PEEBRABEE) MWRRE-4- EHE)-6- (1-F8
ZEI-1-FE FE MW -3- BB ZWmB o BRT MOS0
# DMF 4 o Nnr(DMSO-de+Z BE -da): 8 1.19(d,
NPo R 0

2.93(dd, 1H)s 3.22(dd,

B70(MH)*; B692(M+Na) "™

BH) 3

1.38 (n, 1#): 2.31(s, 2.77(dt,
1H); 3.42 (% H &
3.57(dd, 1H): 3.77(E B, 10); 4.01 (K B, 1H);
4.16(t, 1H): 4.19(dd, 1H): 7.35(d, 1H): 7.69(dd,
1H)
Ms (+ve FAB) : 512(MR)-, (Na H): 534 (HH)~, (Naz &

{Na= ¥ )

34) 1H) s

1H) s

8.39(d, 1H)-

1; 556 (H+Na)™,
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BB EWT M E

W A-BE-3- BEFERBUNEN 1 BZEL BT BH
BHEZGEbBATBHESN > BHLI-FFE-3- HEFE P BB
Pifis o Nmr (DMSO-da): 8 2.59(s, 3H): 4.84(dt, 2H):
5.27-5.47(n, 2H): 5.96-6.16(n, 1H); 7.87(d, 1H);
8.16(dd, 1H); 8.44(4, 1H) o
Ms (EI): 222 (M)~ |

FH2HELCEDBEEPN 22 AR EE RTOMB T
B RMI-ME-4- FEFEHBRARE THASER
fi &8 B # % o Nnr(DHSO-de) : 8 2.10(s, 3H):
4.74(dt, ZH); 5.15(br.'2H); 5.22-5.43(n, 2H):
5.93-6.12(m, 1H): 7.04(d, 1H): 7.11(dd, 1H);
7.28(d, 1H) o |
Ms(CI): 192(MH)*; 209 (H+NH*)

B ER RO 4 R R BRSOk
BH -SSR E_HER/Z8 (9:1) 2B EBEE B4
(28, 4S)-1- R ERE 2-GC-FBREPE-2- FFEER
BB ) MW -4- ERZBE o Nar (DUSO-de+ % 1 2 #
WrEAW):61.97(EEE, 1H); 2.26(s, 3H);
2.34(s, 3H): 2.80(br, 1H): 3.30(br, 1H);
3.93-4.08(br m, 2H): 4.53(br, 3H): 4.80(dt, 2H):
5.10-5.44(n E B =~ br, 4H): 5.78-6.13(n E B =
br, 20): 7.38(d, 1H): 7.72(dd, 1H); 7.94(br,
0.5H); 8.01(br, 0.5H); 9.61(br, 0.5H); 9.67(br,

_95_
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0.5H) o
Ms(CT): 447 (HH) =5 464 (H+NH®)

B EH xR MENEMN 1R Z K S LI E R BB
BRlEGe  BRFBEACERE-_ERGE_GAREK/Z
B Z B (1:1) 24 EH M - B4 (1R, 55,6S,8R,2'S,4'S)
- (I-HAARE -2-G-HAARE 2- FEERTRE
) MmO A EEIEL) -6- (1B E)-1-F % & © 0 Oy

-3 BB AE o Nor (DHSO-de+Z B -do . MM E B Y 2 &
&4%):61.16(d, 3H): 1.18(d, 3H); 1.08 (X B &,
10): 2.27(s, 3H): 2.86(br, 1H): 3.27(dd, 1H);
3.33(t, 1H); 3.56(HE B &, 1H); 3.95(Z B &, 1H):
4.02(dd, 1H); 4.15(H HE &, 1H): 4.27(dd, 1H):
4.48-4.70(E M = n, 58); 4.80(d, 2H); 5.10-5.45 (n
EB 2 br, 6H): 5.81-6.14(n E® 2 br, 3H);
7.38(d, 1H): 7.75(dd, 1H): 8.01(br, 0.5H);
§.07(br, 0.5H): 9.60(br, 1H) o
Ms(+ve FAB) : 654 (MH)} "5 676 (M+Na)~
B H 30

@EWJZ_Zﬁiﬁ%’éﬁ(1R,SS,BS,8R,2'S,4‘S)—2-(2-(
3-BE-4- REEBEBEE) MBI -4- ZEHE)-6-(1-
BMZE)-1-FEFEBMH-3- H& - —WHE - BT M
DMSG & DHF 4F o Nur (DHSO-de+Z B -da): 8 1.15(d,
3 1.16(d, 3H): 1.78(dt, 1H): 2.48(s, 3H):
2.60(dt, 1H); 2.90(dd, 1H): 3.21(dd, 1H): 3.39(E
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MK, 1H): 3.49(dd, 1H): 3.73(E B, 1H); 3.99(E

-E &, 1) 4.03(t, 1H); 4.17(dd, 1H); 7.23(d,

18): 7.70(dd, 10)}: 8.12(d, 1R) o

Ms (+ve FAB) : 512(HE)*, (Na B ); 534(MH)*, (Nao i
Vi 556 (H+Na)*, (Nas ) |
EmmEmT g |

Wo-ME-5- MEXETHRUEH LGAEL RTHE
Rz bdADEN RE2-FE -5- BEXHBREA
B o Nmr(DMSO-de): 8 2.65(s, 3H): 4.84(dt, 2H):
5.28-5.47(n, 2H): 5.99-6.18(a, 1H); 7.65(d, 1H):
8.31(dd, 1H); 8.57(d, 1H) o
Ms (CI): 222 (MH) 5 099 (M+NH®)~

B IR 2 WELSMEEN2 2 HEBE BT EMWA
mE o BRES-BE-2- FERARAABEENAELER
i 4 B H7 % b o Nmr (DHSO-de): 5 2.33(s, 3H);
4.73(dt, 2#)5 5.18(br, 2H); 5.23-5.44(n, 20
5.93-6.12(n, 1H): 6.68(dd, 1H): 6.95(d, 1H);
7.12(d, 1H) ° |
Ms (C1): 192 (MH)*5 209 (H+NH*)*

LW zBENnEANLs ARBEBEHES  BEREKAERBHE
SHEBEE-SHTRZB(9:) XHEBR - EH
(25, 4S)-1- RN A REZ-2-G-HAABRE -4- FEER
HEE) MR -4- EHM 2B E o Ner (DNSO-ds, B 11 B #&
WIEE®):51.91(br m, 1H)5 2.33(s, 3H)5 2.76 (br

-97-
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v, 1H): 3.28(s M2 n, 4M)s 4.00(br m, 2H):
-4.38(t, 1H): 4.51(br, 28): 4.78(dt, 2H):
5.01-5.46(n M 2 br, 4H); 5.68-6.16(n = &
br, 2H): 7.27(d, 1H); 7.72(dd, 1H): 8.11(br,
0.5H): 8.05(br, 0.5H): 10.17(br, 1H) o
Ms (+ve FAB) : 447 (HH)*; 489 (M+Na)~ |
PR IR BN EN 1R Z B G E RSN
MEWHS  BEFEGLCY I - HEFRE_H9K /2
B Z B (1:1) 28 W8 » {2 8 (1R,55,65,8R,2'S.4'S)
2-O-FBHRABRE 2-G-RAGARE-4- FEEBRTFHS
) W ER B -4- BB E)-6- (1-F 2 E)-1-F % F 2 MW
3- BB o Nor (DNSO-de+Z B -da) 3 1.19(d,
6H); 1.92(br, BB MW, 1H); 2.48(s, 3H);
2.79(br, 1H)s 3.25(dd, 1H): 3.32(t, 1H); 3.54(E &
&, 18): 3.91(br m, 1H); 4.01(E B, 1H);
4.12(dd, 1H): 4.25(dd, 1H): 4.45(m, 1H);
4.50-4.68(n, 4H); 4.78(dt, 2H): 5.18-5.45(m, 6H):
5.70-6.13(n E® % br, 3H); 7.25(d, 1H): 7.76(dd,
18)5 8.12(br m, 1H) o
Ms(+ve FAB) : 654 (MH)~; G676 (M+Na)~*
B H31
(1R.5S.65.8R.2'S. 4'S)-2-(2-(3-% % -5- 5 % % % B &
H - B M -4- B E)-6- (1-F 7 %) -]-F & £ D W
~3- HOEE . N
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H@(}.R,-5S,SS,8R,2‘S,4'S1.~2-*(1“ﬁﬁﬁ§§f§-2—(3.—ﬁ
CHEHE-5- FRE R T L) SN -4a- HEHE)-6- (
- ZE)-1-FE RE MW -3- ERBAE (3 %
4.58mM) R 2,2-Z B E-1,3- B &K -4,6- — 8 (3.97%
L 27.60M) B E KR T H R DHSO (15% F) B THF (5% #
) TRAW L ME (SHEEE) W (531 BHE - 0,46
M) o REREBHXTEEBIERL AF o M2-Z 8 B WM
(1.53% » 9.22aM) RTHF (BB H) S 2B H - & E MW
THF (2508 ) - RARBETHRBANBB LR > B
EEM M A B ZTHF(MKR) RZBE - WEEDR
NaHCOs (1.5 ) &K (100 ZH) » B BFEER
HP20SSHIME EB#H - EA M AE K/ 28 (9:1) 28 EB
Moo S UMM ZHH NS WG W > M (1R, 55,65, 8R,
2°8,4'S)-2-(2-(3- ¥ B -5- F O E P EHE)-MIE R
“4- HHRE)-6- (1-BZH)-1-FEFE MW -3- BB
Z BB o Nmr (DNSO-de+Z B -da): 8 1.13(d, 3H):
1.15{(d, 3H): 1.76(dt, 1H): 2.32(s, 3H): 2.68(d¢t,
1H)Y: 2.87(dd, 1H): 3.18(dd, 1H)s 3.36(%& E &,
1H); 3.45(dd, 1H): 3.71(R Ei&, 1H): 3.95(% H & ,
1H)Ys 4.02(t, 1HY:; 4.14(dd, 1H): 7.49(s, 1H):
7.66(s, 1TH): 7.65(s, 1H); 8.05(s, 1H) o
Ms (+ve FAB) : 512(NH)*, (Na B): 534 (MH)*, (Nas BB
13 556{(M+Na)*, (Na- EH)

ErmwEw0TRE

_gg_

(omtP 2oy B i B 1 B SR BS B 3)

AMBREBR P EERZE (CNS) F 4 845 (210 X 297 204 ) 82.1. 20,000

P —— e e —— e o —— — —

et T e




408124 A6

Bé6

FED P ek S Mo B IR B S S

A~ #HHHA (98)

- B -5- BY MR E A

%3\.5—-:5951‘51%.% (3.0 % » 0.198M) B HEmE (400 2
FY Rk (250 BAHA) TEEBEMB (LW/HE) E80°
o R O.TE/AN B 4 M BB o M KMn0.(62.73 » 0.396M) , i

CMBAK (150 BA) %o MEBIEADRBONERLE
BERES  YEBREE cBEBERK (250 BH) - &
WZB(2X90EH) o B (MBE) KELLULZHZ
B (3X 1208 A) MIE o S B ZABMEBY MU NakP0s B
WS BOK B W MeSO0. LB o HEWES ~ELD AR
WE o MBZMZE/ ZEWR/Z B (25:25:1) 2@ &
W RE3-FRE-5- MEEEH (14.5 7 0 40%) » ap
171-172° o Nmf(DHSO-de)lﬁ 2.51(s, 3H)§ 8.17(S,
THYs 8.30(t, 1H): 8&.42(¢t, IH;; 13.58 (br, 1H) o
Ms(CTI): 181 (MH)~

B3-TE-5- BEXTHROETN LRAEL BT EM
BH 2B F B ESN  REI-FE-5- BEXTBRA
B o Nmr(CDCls):8 2.53(s. 3H): 4.87(dt, 2H):
5.31-5.48(m, 2H); 5.99-6.13(m, 1H); 8.20(s, 1H):
8.23(s, 1H): 8.68(s, 1H)o

Ms(CT)Y: 222 (MH) ™ _

B LT RE LAY EEN 1 2 FEBE o B RS- E
-3- BK R T OB AN W M BB o
Nmr (CDC1s):8 2.30(s, 3H); 3.46(br, 2H): 4.78(dt,

-100-

B M R 85— 00° MM 1.75/h B o Ml B R M (Celite) @B B
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2HY: 5.23-5.45(m, 2H); 5.93-6.12(n. 1K) 6.68(t,
STHY S 7.17(8, 1H): 7.27(¢, 1H) <
Ms (CI): T92(MH)*;5 220(H+Calls)~
REBXBUENIG ERBEESS  BEFEGh o @
MO/ ZBMZB(3:1) %BBM - 8% (25, 45)-1- &
HERE-2-(3-BHREBE -5- HEER TS E) gy
“4- HWZ MBS o Nar(CDCls): 6 2.33(s, 3H): 2.39(s,
38): 2.58(br, 2H): 3.29(dd, 1H); 4.02(% & & ,
THY: 4.13(dd, 1H): 4.56(t, 1H); 4.68(dn, 2H):
4.82(dt, 2H): 5.23-5.44(¢n, 4H): 5.86-6.12(m, 2H):
7.63(s, 1H)Y: 7.85(s, 1H); 7.85(s, 1H): 9.09(br,
TH) o |
Hs (+ve FAB) : 447 (MH)*
%J:TB?ZE%ZA§EE§HE‘$HIHﬁzﬁ%fh%ﬁifaﬂﬁwﬁﬁ
BMEGS  BOAHASLER —RER . ZB 2 (3
2 E2:WEWMH - G (1R, 55,65,8R,2°S,4°5)-2-(
-HAERE-2- G RARARE 5- FEEBFBE) ©
BUE-4- BHRE)-6- (1-Bz#£)-1-8 & - + E Mmooy -3-
B BB VI B o Nar(CDCla): 8 1.23(d, 3H):5 1.35(d,
30)5 2.38(s, 3H); 2.63(br, 2H): 3.23(dd, 14) ;
3.27(AR B, 1H): 3.46(br, 1H): 3.78(Z E &, 1H);
4.00(dd, 1H): 4.24(E® 2 n, 20); 4.51(¢t 1H);
4.59-4.63(n, 4H)s 4.79(d, 2H): 5.17-5.42(n, 6H);
5.82-6.08(n, 3H)5 7.61(s, 1H): 7.73(s, 1H);
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A~ Bt (100)

7.99 (s, 1H): 8.87(br, 1H) o

"Ms(+ve FAB) @ 654 (MH) - ‘ .

T H32 |

AEMZH &R T UDONSOMK B DHF 4 » W @
(1R,5S8,6S ,8R,2'S,4'S)-2-(2-(3- ¥ & -5- FEBEH
WERE) BEE-4- EHE)-6- (1-BZE)-1-8 & -
K E M -3- BB Z WM o Ner (DHSO-do+Z B -da) : 8
1.18(¢d, B6H): 1.92(br, B #WMH ., 1H): 2.81(n, 1H);
3.03(dd, 1H): 3.23(dd, 1H): 3.41(HE E &, 1H);
3.61(m, 1H); 3.90(s, E B =z mn, 4H):; 4.00(4A H & ,
1H)s 4.21 (= &> n, 2H); 8.25(t, 1H): 8.50(m, 2H)
Ms (+ve FAB) : 556 (MH)*, (Na B): 578(MH)~, (Nao B
:
EmyEmD THE

BI-REPRE-5- WEXFBRUEN LEREL BT
BEVF A ZHEERALEN  EHRI-PEBRE-5- BEXR
B % 7 85 o Nor (DMSO-de) @ 8 3.87(s, 3H): 4.91(dt,
2H): 5.31-5.51(m, 2H); 6.00-6.19(m, 1H); 8.75(t,
1R); 8.81(d, 2H) o |
Ms (EI): 265 M* _ |

B EFRECADBEAN FEER RTITSEB B P E

W G E o Nor (DHSO-de) ¢ 8 3.79(br, 2H):

|it; .
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3.92(s, 3H): 4.82(dt. 2H): 5.26-5.46(mn, 2H):

5.94-6.14(m, 1HY; 7.53(m, 2H); 8.07(t, 1H} »

Ms (C1): 236 (MH)*: 253 (M+NH®)*
WMEmMZBOEH 1 RERRES BEFTEHEL &
BH -_HFRE-_AFR ZB(9:1) ZHESR  ZH
(25, 4S)-1- BARBE-2-C-HAEAHRE-5- F AR %
H R ERE)-M IS -4- EWZ BB o Nor(EDCLs): 3
2.33(s, 3H): 2.60(br, 2H);: 1H) s
LO0M(E B &,

4.68(dm,

3.40(dd, 3.94 (s,

3H) 1H): 4.14(dd, 1H): 4.58(t, 1H):

2H): 4.85(dt, 2H); 5.25-5.47(m, 4H):

5.85-6.16 (m, 2H): 8.36(t, 1H): 8.43(m, 2H):

9.40{br, 1H) <

Ms(+ve FAB) : 491 (MH)Y*; B513(M+Na)"™

(25, 4S)-1- HAERE 2-B-FREARE -5- 7 &
BEERFHBE) M -4- EHWZBE (1.2 3
RERTERTIFGORER) » EMEFBRABE (
33% W/V(E B BELEL) »0.515% » 5.4mM) o B MEFEI I
Bl 288  BEYNN ICIEELZRZER - BFRSE
WK ~ HEK ~ NaHCOs/K 8 B 26 3 M MeSOa E® MR o %R
EMEM (25, 4S)-1- BAEARE -2-Q-RRE % % -5-
FEREEMEEE) MR -4- EHRE (1.023 - 93%
) o BB EE — % WM E A 1 OE RS N0y B
& BEFARLELERE _AFRE-_RARK/ ZHZE

TR ESEME - EMH(IR,5S,65,8R,2'5,4'8)-2-(1-

2.4nM)

(1:1)
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E >~ BAHAE 102)

HBEREARE-2-(3-BREYHE-5- FEBRFEHRABEL)
RSB -4- E B E)-6- (1-WZ HE)-1-F E R E M W-3- -
BEEIEHRE Hmr(CDC]3)=61.24(d, 3HY: 1.37(d,
3H); 2.64(br, 2H): 3.26(dd E B =z A E &, 28);

3.48(br, 1H); 3.86(H EH &, 1H); 3.94(s EB Z m,
AHY; 4.25(H E &, 1H); 4.29(dd, 1H)s 4.56(t, 1H):3

(e B P BT )

4.69(m, 4H): 4.86(dm, 2H); 5.19-5.46(m, GH):
5.85-6.13(m, 3H); 8.46(m, 3H); 9.18(br, 1H)

Ms (+ve FAB) : 698 (MH) "5 720(M+Na)"™

|

i

i

|

' H33 }
BB Bl 2 2 4 & %M (1R,5S,65,88,2'S,4'S)-2- (2 * \
| ;

S-ME-2,4- “HEAFEEBREREE) MBE-4- EFE) |

: |
B-(1-WZHIV-1-FE EEBMm-3- BB > —HE - : r

Nur (DMSO-da+Z B -da): 8 1.20(d, 6H)s 1.96(n, B2 # - T

. ‘ |
#, 1H): 2.81(m, 1H); 3.14(dd, 1H); 3.27(dd, 1H): :
3.43(A E M, 10 3.73(n, 1H): 3.91 (EE &, 1H); }
,].,.

4.40(H B &, 1H); 4.23(dd, 1H): 4.43(t, 2H): { )
|

7.28(t, 1H): 8.54(t, 1H) e It

Ms (+ve FAB) : 534 (MH)~, (Na B); 556 (MH)*, (Na= B §

|

) !

A l

BHYwELDTHE : : ‘ |i

2.4-—f8 -5- WS R W P E :

2, 4-“ M ERE (5 3+ 0.031H) B REHEH (308 |

|

f

{

I

|

[

|

i

{

I

|

F) RBAME 0° cWHEESULEMBMER (K
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B~ A (1p3)

1.567 % /& H > 1.91FH - 0.047H) - BHEBEF R 5°
T o BHEI ARFE® BAYRMBKLE BERD®HmAZ
TE G (2X TEEH) Moo AT HBE Mk - B

(MgS04) » B HEMH2,4-—_F-5- HEFHFEE (3.9 %

» 81%) o Nmr(DMSO-ds): 5 7.18(t, 1H): 8.88(t, 1H):
9.93(br, 1H) o
Hs (-FA&B): 202 (M-U)"

W2,4-Z & -5- MEXHABWERN 1 FREEL BITER
BEHERB1.5 W » 68 HA BDHF R IR-120-HRE F ¢
i LRRE BEEOAERBEZHEMLRDENS BHE
2,4-Z=F -5- R X P HBERE o Nar (CDC1s): 9
4.88(dt, 2H)3 5.31-5.50(m, 2H): 5.93-6.13(m, 1H):
7.13(t, TH): 8.80(dd, 1H) o
Ms (ET): 265 M*

W LEHELEDBEEMN2FEER  BTEFHRBE
S RS- R-2,4- A EFEHRBRERE ZHEEHER
T oM A EH % o Nnr(CDC1s):8 3.61(br, 2H); 4.81(dt,
2H); 5.26-5.48(m, 2H); 5.92-6.12(m, 1H): 6.83(t,
1H): 7.38(dd, 1H) o |
Ms (CI): 214 (MH)*3 231 (H+MH) -

LtEzBUNEN I RREERES  BaERNEEL
FHE-EERE RN ZB9:]) TRERR R
(25, 4S)-1- HAEHE-2-G-HAARE -2, 4- = &
FEBEHERE) MIRE-4- EH Z 85 o Nar (CDC1a): 6

"
e
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E o HEHA (194)

2.33(s, 3H); 2.63(br, 2H): 3.39(dd, 1H):; 4.04 (% =

-, TH); 4.14(dd, 1H):; 4.59(t, 1H): 4.86(dt, 2H0);

4.83(dt, 2003 5.22-5.49(n, 4H):5 5.84-6.13(n, 2H);
6.94(t, 1H); 8.82(t, tH): 8.22(br, 1H) o
Ms (+ FAB) : 469 (MH) =5 491 (M+Na)*

WM ERMZZMZBEEBENDEN 1 RZEELSIEEFE N
BEHS  BEFEAELCEFRAB_EFRE_EBRR .2
% Z B (1:1) ZHEBEM - 8 & (1R,55,65,88,2'S,4°S)
2-{(1-HREHRE-2-G-BHRERE-2,4- _FFXEEH
BEOE) MW -4- EHE)-6- (1-BRZ2E)-1-FE F B
W -3- BB B o Nor(CDCls): 8 1.25(d, 3H):
1.38(d, 3H): 2.62(br, 2H): 3.24(dd E B ~ £ | &,
2B); 3.45(dd, 1H) 3.88(E B &, 1) 4.03(dd, 1H):
4.25(H B, 1H): 4.29(dd, 1H); 4.57(t, 1H);
4.68(n, 4H): 4.82(dn, 2HYs 5.21-5.48(m, BH);
.85-6.10(n, 3H): 6.94(t, 1H): 8.85(t, 1H):

o

9.12(br, 1H) e
Ms{(+ve FAB) : 676 (MH)*; 698 (M+Na)~

B 34

HEWZ 2 w&H (1R, 55,65,8R,2'S,4'8)-2-(2-¢(
S-HE-2,4- —HREAFERFRE) BB R -4- EHE)
-6-(1-BZ#)-1-B & FEMMN-3- B8 > ZMHH - Nor
(DHSO-de+Z B -da) 8 1.20(d, 6H): 1.95(m,d 2 # #f ,
1H): 2.87(dt, 1H): 3.08(dd, 1H): 3.26(dd, 1H):
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&~ SR (103

SAV(R B, 1H): 3.71(dd, 1H): 3.87 (R E &, 2 &

1B [RiDR 3.91(s, 3H); 3.96(s, 3H): 4.03(H E &,

THY: 4.21(dd, 1H); 4.38(t, 2H): 6.76(s, 1H);
8.44(s, 1H) o |
Ms(+ve FAR) : 558 (MY, (Na B ); 580(MH)*: (Na= 8
) . |
B M T N E

2. 4-— B S M -5- B HE K HE

BhaAsEHS®M (1.42% » 0.0624) 5 H E (402 H )
LAARNE AR ER o W2, 4-2 R -5- BEE R
WA B (5 % - 0.021M) EMHBEESH2 I o NaOH (
2% - 0.05M) MK (10BH) # 2P K BeBWHRERS
EREIeAN - EREH > BEBERK (50BH) & M
ZBE (A0 ) Mo kI MG B R b o W UE L
R, 4-— P EH-5- HEFEHEH (4.23% - 91%) o
Nmr(CDC1s):8 4.07(s, 3H); 4.16(s, 3H}); 6.62(s,

1HY; 8.81(s, 1H} o
Ms (CT): 228(MH)Y s 245 (M+NE*)~

M2, 4-~ BEE-5- MEFETHENEN I RAEL B
THERAZMEATDESN B2, 4-= F % -5- W
HEHEHBWEABE o Nnr (CDC13): 8 4.02(s, 3H): 4.04(s,
3HY: 4.79(dt, 2H)Y: 5.26-5.46(111, ZH)i. 5.93-6.13(m,
1H); 6.54(s, 1H): 8.63(s, 1H) o
Ms (+FAB) ,268(MH)"’3_ 290 (M+Na) "~

e -
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A~ st (106

LR MELSDEEN 1 2 EER BES-KE
2,4- “HEEFFHBAB o Nar (CDC1s): 5 3.25(br,
2H): 3.87(s, 3H): 3.90(s, 3H): 4.76(dt, 2H);
5.22-5.46(n, 2H): 5.93-6.12(n, 1H): 6.47(s, 1H):
7.29(s, 1H) o
Ms (€T): 238 (MH)*

o LW RNBEM A HERBRES  BEFEMGE
BH B E R E A 2B (4:1) 2B EE R B
(25, 45)-1- A B R E -2-G-HAERE -2,4- = F &
FEBE ML) MOS0 -4- H B2 BB o Nar (CDCla): 8
2.32(s, 3H)s 2.49(br, 1H): 2.64(br, 1H): 3.40(dd,
1H)s 3.91(s, 3H): 3.93(s, 3H): 4.00 (EBE, 1H);
4.17(dd, 1H): 4.53(t, 1H): 4.64(d, 2H): 4.77(dt,
2H)3 5.19-5.46(n, 4H): 5.80-6.14(n H & 2 br, 28):
6.49(s, 1H): 8.69(br, 1) 8.81(s, 1H) >
Ms(+ FAB) : 493 (MH)*

FHEzHmz&BEOEM 1R ZEELIEHRFRDHMNBEER
B e BEFEMGERA-RFEEIMIEm R
BORE - 1Bt (1R,5S,6S,8R,2'S,4'S)-2-(1- WA & % #
- GMAERE-2. 4 —REEEBEEABE) BBR
4o HEBRR)-6- (1-BMZE)-1-FEFEU M -3- KBS
BB o Nnr(CDCls):o 1.22(d, 3H); 1.36(d, 3H);
2.48(br, 1H): 2.65(br, 1H); 3.23(dd, 1H): 3.28 (&
Mg, 1H): 3.43(dd, 1H): 3.80(E H &, 1H);
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3.91(s, 3H): 3.92(s, 3H): 4.09¢dd, 1H); 4.24 (L &

M, 1K) 4.27(dd, 1H)s 4.51(t, 1H): 4.66(n, 4H):

4.77(dt, 2H)5 5.20-5.45(m, 6H); 5.83-6.11(n, = & >
br, 3H); 6.49(s, 1H): 8.45(br, 1H): 8.82(s, 1H) o

Ms (+ve FAB) : 700 (MH)~
T 435 |

HEM2 2 #% % MNH (1R,55,65,8R,2'S,4'S)-2-(2-(
SN R -2- MEEBTME) MER-4- EHE) -6 (1-
BZE)-1-BHEFEMM-3- B8 ~HWEH - BT
DHSO % DHF 4b o Nnr(DHSO-de+Z B -da): 8 1.17(d,
6HY:; 1.83(m, Mo HHW, 1H); 2.62-2.79(H B/ = n,
2H) 3 3.18(dd, 1H); 3.41(EE &, 1H); 3.66 (% @ &,
THY: 3.98 (A B i&, 1H); 4.07(dd, 1H): 4.17(dd,
1) 7.79(n, 20)5 8.67(s, 1H) o
Ms(+ve FAB) : 523 (MH)™, (Na #); 545(MH)~, (Na= B
)
HHYEDTYHE
4-EH -3- BB K OF R

BA-B-3- WERHEM (5.84% - 20nl) ~ AT H (
5.2 % - 58nM) ~ EAEH (0.96% + 9.7TnM) R IE B (
6.9 ®FH + 58nH) E’éﬁkﬁs 180° TmM#&3.5 Ao %
&%’Eé%ﬁE%MHM%%)-ﬂﬂ(m%%)%ﬁ
Ve Ml 28 Z 8 (3X100EH) WM BESHEZHEBEL
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NalzPOa KEW ~ WAEBRUeS0, LE® - HEYEE
HER B W EME  MoE RS/ Z 8 (98:2)2 8 &
BB RBEA-FE-3- BMEXTFE® (2.655% » 48%) o
Nmr (DHSO-ds): 8 8.31(d, 1H):; 8.41(dd, 1H): 8.68(d,
1H) o |
Ms(EI): 192 M~
BER2HEMEE LWNEM L RAEL BEFER
~EWEMEEEY  HER : 2B 28 (6:1) 288
Mo AW -3 BEEFEEAS o Nor(COCIe): o
.4.93(dt, 2H)3 5.37-5.50(m, 2H): 5.97-6.13(m, 1H):
8.03(d, 1HY: 8.46(dd, 1H);: 8.94(d, 1H) o
Ms(CT):221(MH)Y*: 250 (M+NH=*)~
FPHEHELADBEM L S EEE 0 B3 E -4-
HERMEERBRR AR BZBZE ARTEES
mp 149-150° o Nmr(DHSO-ds)=6 4,77(dt, 2H):
5.25-5.43(n, 2H); 5.96-6.11(n, 1H): 6.72(br, 2H):
7.04(dd, 1H): 7.25(br, 1H); 7.35(d, 1H): 7.63(d,
1H); 7.87(br, 1H) o
Ms (EI}: 220 M*
BERZBEOEMN | HEREES  BEWENL &
ME% / ZBZB(1:1) » B (25, 45)-1- AAE R
2-(5-HRAEARE-2- REBEERFHE) WIEE-4-
KR Z BB o Nor (CDC1., MAEBB B AEW): 5 2.25(
A EBEE, 1H); 2.28(s, 3H): 2.82(br, 1H): 3.52(dd,
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B~ EHHER Q09)

1H)3 4.13(t, 1HY: 4.20(br w 1H): 4.52(dd, 10);

"4.61(br, 2H): 4.85¢d, 2H); 5.01-5.48(n E® = br, -

4H); 5.66-6.12(n H B br , 2H): 6.55(br, 1H);
6.88(br, 1H): 7.64(br m, 1H): 7.79(br m, 1H);
9.30(br m, 1H): 11.68(br, 0.5H): 12.06(br, 0.5H) o

" Ms{+ve FAB) : 476 (KH) "

(25, 48)-1- B AGEWRE -2-(b-F A& H -2- T X BER
PR E) MR mE-4- B ZOEE

M DMF (0.2 BH » 2.52M) BHRZE (102 H#) - & &
F-5 o LMEEE (0.2 2H > 2.3nM)EHE o WE30H
® 0 (28, 48)-1- B R ERE -2-G-BFHAEHRHE -2- K
FHREERPREE) WRE-4- EHZBE (1 &
2.1nM) B2 ZHB (152 H) PBER - EEFME (0.38
BEH o 4.6aM) e 159 % - BEYUZBZE (200 2H)
BB MHCL(ZH 208 H ) ~ K -~ NaHCO=R BN B R B &K %
' B2 NaSO0. L %R - HEDBEEFE G4 Bl —H B
REZBZBZH#ERE - RBHE (25, 49)-1- B RE R H

C2-(5-MAEME -2- HMEEBAREE) W -4- XER .

Z BB (0.9 % » 93%) o Nar(CDCls):8 2.32(s, 3H):
2.83(br, 2H): 3.46(dd, 1K) 4.06(E &, 1H): -
4.16(dd, 1H): 4.64(t, 1H): 4.71(dt. 2H); 4.85(dt,

2H): 5.22-5.47(m, 4H): 5.87-6.14(n, 2H); 7.67(d,

1#): 7.87(dd, 1H): 8.96(d, 1H): 9.42(br, 1H) o
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Bé
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Ms (+ve FAB) : 458 (MH)+; 480 (H+Na)~
BER>HMZMENEN | RZES L £ 0o 5
BiEWESs BEVAFEGCHABE_-_EFREZEIZHIEZHE
% M > #®# (1R,55,65,8R,2'S,4'S)-2-(1- M /A & 3% &
R-3-FHAERE-2- FEFEBRFEE) BMIEE-4- #F
wmHEI-6- -2 HE)-1-BE-FEMWN-3- HBEKEAE -

Nmr (CDC1s):8 1.24(d, 3H): 1.35(d, 3H): 2.60(br,

20): 3.25(dd E B 2 E B, 20): 3.52(br, 1H);
3.88(H E M, 10); 4.02(dd, 1H): 4.25(H B, 1H);
4.28(dd, 1H)5 4.55-4.74(n, 5H): 4.85(dt, 2H);
5.18-5.468(m, BH); 5.83-6.11(m, 3H): 7.85(dt,
1H): 7.87(dd, 1H)5 9.00(br s, 1H)s 89.25(br, 1) e
Ms (+ve FAB) : 665 (MH)+; 687 (M+Na)~*
B #.36

BB 2 2% % ®E (1R,55,65,8R,2'S,4'S)-2-(2-(
- E-S- AEEBERBE) MIE-4- EmME)-6-(1-
BZE)-1I-FRE B WN-3- BB 08 BRTMN
DMSO & DHF 4 o
Rur (DMSO-do+Z B -da): 8 1.20(d, 6H): 1.99(dt, 1H);
2.91(dt, 1H): 3.26(dd BB = o, 3H)s 3.42 (A B &
, 1H)Ys 3.74(dd, 1H); 3.96(H E&, 1H); 4.40(E B i§
. TH)Y: 4.22(dd, 1H)s 4.41(t, 1H): 7.43(dm, 10);
7.81(dd, 1H): 8.00(t, 1H) o
Ms (+ve FAB) : 516 (ME)*, (Na B); 538 (MH)~, (Naz H
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E o~ Besteg (110
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M B T R
3-& -hHh- THE K RS

W 79 # B B % 8 (nitrosonium tetrafluoroborate (
3.53% > 30.20M) R ZB (S50EH) Fx2REARTEH
ZIMHZER KB DRA - L H B B M- B -5 B
EHEEH (5.0 B 27.50M) - BLOBEAZAEBE -
WEREWASAE o M1, 2-Z R K (50BA) » 3 R & E
THREEDHE@AZE -BRESCHUMBE 170° E302
EEBEB RS - AAKR BSBWEANZHB K (2008
) B W M NaHCOW WM o KM M - H W% E %% -8
HA (2N ) - MM ZBMZE (2x 100EH) WEH
MY o S THARBULBALL N MeS0. LE®R - HED
BEFEAR-_SELW LG LB _HTH/ 28
(90:DE R Tl S RAE S Z M (80:20:1) 2 B EH B
M 3-F -5- B EFE P M (3.26% + 64%) o Nmr (DMSO
~-de): 5 8.14(dm, 1HY:; 8.37(dt, 1H): 8.46¢m, 1H) o
Ms(EI): 185 M*
3o -5 B H K F B DY A

B3 -5- WEEF®E (3 % 16.200) ~ HBEEHE®
(1.54% > 8. 1aM) R B AB (S50 HA) MBEER - K 8
BREBBZ S FHBEICAR - AA%E - BEY M2 B
MABRERD - BEDERZBZE » W2W KO
NaHCOsK B M R B A > S M MeS0a L& 8 - HEWEE

_"[13_

(oot U BB e Bk B3 )

ARBRAEAR FEEARTE (CNS) T 4845 (210 X 207 228 )




HEE TR O o R S S SR

408124 s

B6

A~ BRWIHE 12)

FER_Ehe® L FRE-—HFBEEZBZE =
E G (3:1) THEAM BHEI-H-5- WEETFEER
B o Nor (CDC1s):d 4.89(dt, 2H): 5.33-5.49(m, 2H):
5.95-6.15(m, TH): 8.11(m, 2H): 8.70(t, 1H) o
Ms (CT): 226 (MH)*5 253 (M+Cale) ™
ERzWECEDEBEN 1 2 HERE - BH3-BE
-5- BMEHBBKNE o Ner(CDC1a2): 8 3.88(dr, 2H);
4.79(dt, 2H); 5.25-5.45(m, 2H):; 5.92-6.12(m, 1H):
6.54(dt, 1H): 7.07-7.15(m, 2H) o
Ms (CI): 196 (HH)*
FPREOEM | MRS - B8 %M E s
SEHERECSE TR ZB(85:13) B ERE - 2 H
(25, 45)-1- BRAERE -2-C-BFERE-5- R X ER
BB ) Moy -4- X W 2 BE o Nar (CDC1a): 8
2.33(s, 3H): 2.59(br, 2H); 3.48(dd, 1H); 4.03 (% &
&, 1H): 4.13(dd, 1H): 4.56(¢, 1H): 4.68(dt, 2H);
4.82(dt, 2H); 5.25-5.46(m, 4H); 5.86-6.11(m, 2H) 5
6.47(dm, 1H): 7.72(t, 1H): 7.87(dt m, 1H):
9.38(br, 1H) o
Ms (+ve FAB) : 451 (MH)*: 473 (M+Na)~
MEMZHRZBBENEMN L RZBEE b LB £ S %N B
MBS BEFEAGLERG _ERGE22B208 28
B M - {2 (1R,55,65,8R,2°S,4'S)-2-(1- B A A B &
2-C-HRFEARE -5- MEEMABE) BB R -4- E@®
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A6
B6

A~ #FWBe (113)

E)-6- (1-BZH)-1-FE- FEMBEWN-3- B 8BEAS
o Nmr(EDC1a):8 1.24(d, 3H); 1.36(d, 3H): 2.63(br,
20): 3.26(dd, 1H); 3.20(K B, 1H); 3.48(br,
1H): 3.81(EE M. 1H): 3.97(dd, 1H); 4.27(dd = %
Z m, 2H)Y:; 4.54(t, 1H)Y: 4.62-4.76(mn, 4H):;
4.81(dt. 2H): 5.20-5.46(n, 6H): 5.85-6.10 (s, & @
> br, 3H): 7.48(dt, 1H); 7.83(br s, 1H):
7.88(dt, 1H): 9.18(br, 1H) o
Ms (+ve FAB) : 658 (ME)+5 680 (M+Na) -
B gl 37

BB 2 2 % % NH (IR, 55,65,8R,2'S,4'S)-2-(2-(
- E-N'-BEEBPERE) KB -4- EHE)-6-(1-
Wz E)-1-F KR E U 3. BB SWE BT M
DHSOS % DMF 5 » & %0 55 J8 #7 35 3 CHP2OP® 4 © & 4t » M
K BB o Nor (DMSO-de+Z B -da, B 50° B R): 6
1.12(d, 3H):; 1.18(d, 3H)Y:; 1.67(br, 1H); 2.13(br,
18y 3.02(dd, 1H):; 3.17(dd, 1H):; 3.28(s, HE B =
m, 58): 3.65(br, 1H); 3.98 (A E G E B = n, 20);
4.12(dd, 18): 7.58(d, 1H): 7.91(d, 1H): 7.98(m,
18) o
Ms (+ve FAB) : 512(MH)*, (Na #); 534(MH)~, (Naz H
)
EBmBEDT
3-F B MK B 6 A
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A~ FRHA (119

WMI-REXTRAFE (5 % » 28.20M) BREF B 2
"fE (S0 A) EM=ZH Z 8 (5 HF) - B HFHEMELEER
BB FHES AHoBREBEN > BEWERZE (50
EH) BEMZIE (3.08BH) L HMBESH MEH R
i c BEAURBEEBERMEEIGAN RE80 BEYD
B 2B MK MK R HeS0. LEW o HEYEE
FER-EbEB oL MEH-RBRRE_HRER /28
ZEE(95:5) > B AR  HUES-FRELFRBHE (
0.9.3_59!.—" 17%) o KNmr (CDC1z):68 2.88(s, 3H):; 4.81(dt,
2H)Ys 5.23-5.45(m, 2H); 5.94-6.13(m, 1H): 6.83(dd,
1H) 7>.25(d‘d, 1) 7.33(t, 1H): 7.43(dm, 1H) ©
Ms(CT): 192(AMH)"

MET2BWNEN 1 BEBERGS > BEAESEE S
—HEEE_REE S Z B (4:1) ZHESE 0 (25,
ISV T-RAERE-2- 3 HARRE N -FEERFES
) W E B -4- KB EZHE o Nar (CDC1.. M A EBY 2R
&%®):81.93(n, 1H): 2.32(s, 3H); 2.48(m, #B 5 18 B

THY: 3.28, 3.31(2 x s, 3H)Y:; 3.40(H B &, 1H);
3.76(m, 1HY: 4.01(m, 1H): 4.24(m, 1H):
4.50-4.74(m, 2H); 4.86(d, 2H); 5.18-5.48(m, 4H):;
5.84-6.13(m, 2H): 7:38-7.68(m, 28): 7.90-8.11(m,
2H) o
Ms(+ve FAB) : 447 (MH)*;: 469 (M+Na)"™

HEmZIHZEENDRN 1R ZEEMIEEF DL

-116-

(ol P B oo i i N Bo e B vy )

FASEREA M FEBEEEIE (CNS) 7 4 448 (210 X 297 2%8)

_—'—'—_‘"‘__"""‘____—__“____'”—__T‘*:"_“'——'""‘ﬂ'“—"_"__%—_"___“;




408124 "

B6

DR O n Hom R - DS

A~ BB '(115)

BEmS  BEFAMAL FRA-_RRREIBZEZ
B E B M (1R,55,65,8R,2'5,4'S)-2-(1- WA & K
B-2-G-HAARE-N -BEEBRAEBE) BB g -4- B
BE) 6-(1-MZE)-1-F % FEWM-3- KEHAE o
Nnr(CDCls, B M EEYDZZEE®W)I S 1.20(2 x d, 3H);
1.34(2 x d, 3HY: 1.87(br, 1HY; 2.830(br, 1H):
3.29, 3.31(2 x s, M= n, 61): 4.05-4.30(a,
AHY; 4.50-4.81{(m, 5H): 4.96{(d, 2H):; 5.20-5.48(nm,
6H)Y: 5.85-6.13(m, 3H)}; 7.39-7.68(m, 2H):
7.91-8.11(m, 2H) o

Ms (+ve FAB) : 654 (MH)+: B76(M+Na)"™
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R E

MS*HfF

%R BAEML S E)
E £ W
Bl g R 020 AR E108 | ARKRA K HTEMI &K% H 147N

3 0.5 8 0.125 0.5

5 1 16 0.25 1
6 0.008 - 0.23 0.008 0.25
7 0.125 2 0.06 0.5
8 0.03 1 0.008 0.5
9 0.015 0.5 0.008 0.5
11 0.5 4 0.06 0.5
13 0.125 1 0.03 0.25
14 0.5 4 0.125 0.25
15 0.5 - 8 0.125 2
16 0.25 1 0.03 0.25
17 0.125 1 0.03 0.25
18 0.06 2 0.03 0.25
19 0.5 8 0.06 0.5
20 0.125 1 0.03 20125
21 0.06 2 0.03 0.25
22 0.125 1 0.03 0.25

3 1 8 0.125 1
24 0.125 4 0.03 0.25
25 0.5 8 0.06 0.5
.26 0.25 2 0.03 0.25
0.5 4 0.06 0.5

27 0.06 1 0.03 0.5
28 0.125 2 0.03 0.5
29 0.125 2 0.03 0.5
30 0.03 1 0.015 0.25
31 0.03 0.5 0.015 0.125
0.06 0.5 0.015 0.125

32 4 16 0.25 0.5
33 0.125 2 0.03 0.5
34 0.5 4 0.06 0.5
35 0.5 8 0.125 0.25
36 0.03 1 0.015 0.25
37 0.03 0.5 0.015 0.125
‘ 0.03 0.5 0.015 0.125




% 821008685 ¥ 7 B # K 8.9, 4 N
CAD
PX R EBER (385 9A) B

18
4

W -0 S

S

5

.> 1-

S P XANRE(AALEH RET LAY RENEYE  HREEAZEEY
408124 .
AB B BRAMWMFTEMME (Carbapenens) S 24 R (1)
L&Y

BHEARBREMANT KB ECr-o R ERCr-ch 2 2 B -
% o

R*'B1-BZHE > 1-S2EXB W E ; } ‘
ReB E B Ca-at &

R*B EHCa-0% & _
RAER*HEHR KT M AEEE » 82 » 52 > Cacali > B

}/

: a&x"ﬂfia‘ﬁi—i— (4% &% . ANTIBIOTIC COMPOUNDS, PREPARATION PROCESS
| THEREOF AND COMPOSITION COMPRISING SAME

The present invention relates to carbapenéms and provides a
; compound of the formula (I):

R (1)

or a pharmaceutically acceptable salt or igly;gg hydrolysable
ester comprising Cisalkyl or Ci-salkenyl thereof wherein:
R is 1-hydroxyethyl, 1-fluoroethyl or hydroxymethyl;

' Rz-is hydrogen or Cl_Qalkyl;

)
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The present invention relates to carbapenéms and provides a
; compound of the formula (I):

R (1)

or a pharmaceutically acceptable salt or igly;gg hydrolysable
ester comprising Cisalkyl or Ci-salkenyl thereof wherein:
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BB BB - REE CL R EE BREE
' Ci-a R BREBE > = -Coc- S EHBE BEEEE
Cr-aR BB FBE » = (.- BEBRFHEE 8 E
BB BE o Cioafi BE = Cooe MR » Caools B
B Cr-uafi BB (L-Cooo ME) BE > L BB E
BCi-afi ES(0)n-Hhn %0 1% 2 :
MERGERERER-NR°- 2R LESEERBENRA R
CHEMEEIRE IS KBS IR 2 v EY o s
LRABRBRABS 2EBHY o

AXEAME(H2 245

R3 is hydrogen or C1 4alkyl

\Ra and R’ are the same or different and are selected from hydrogen,

halo, cyano, 1 4alkyl, nitro, hydroxy, carboxy, C1 4alkoxy,

1_Aalkoxycarbonyl, aminosulphonyl, C

1- 4alkylamlnosulphonyl di- Ci_s-
alkylaminosulphonyl, carbamoyl, C

A
1- 4alkylcarbamoyl di- -C,_

4
alkylcarbamoyl, trifluoromethyl, sulphonic acid, amino,

di—C1 4alkylamino,' 1-421kanoylamino, C 4alkanoyl(§-cl_4alkyl)amino,
1 4alkanesulphonamldo and C1 4alk}zlS(O
two:

vherein n is zZero, one or

with the proviso that there is no hydroxy or carboxy substltuent in a

position ortho to the link to -NR3~ Processes for their preparatlon

intermediates in their preparation,

pharmaceutical compositions containing them.

1_[Falkylamim:y,

their use as therapeutic agents and
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Wi AE R Bl (JL(E ) wipdef] . difa Hi
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A
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4
alkylcarbamoyl, trifluoromethyl, sulphonic acid, amino,

di—C1 4alkylamino,' 1-421kanoylamino, C 4alkanoyl(§-cl_4alkyl)amino,
1 4alkanesulphonamldo and C1 4alk}zlS(O
two:

vherein n is zZero, one or

with the proviso that there is no hydroxy or carboxy substltuent in a

position ortho to the link to -NR3~ Processes for their preparatlon

intermediates in their preparation,

pharmaceutical compositions containing them.

1_[Falkylamim:y,

their use as therapeutic agents and

20 Bef 3

Wi AE R Bl (JL(E ) wipdef] . difa Hi

- 2a -

Y 4(210X 2972 A8 )

{3590 ml Dy st i i A B S B S )

g

T

Y i

—~



PR R oD e 3 M S BB B -8

BE2100863REFHFR gg

PR BABAEEEEA GETH) S
o VA RE

1. —EAXA(I )LV HEBEREXLEBERNTRESCr-ar
BEXKCr-elfi B 2 85 : |

F3 (I)

( =k 3h PRl B N B B 3 )

RPEBZERE R E
R2& & HCr-o¥x &
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RAHRSHAKRFAEBEEE ~ § % > ME > Ca-aff £ o
BEBE C1-uBBECru B A RE - BREE - | g
Cr-a R BB PAME = C1-0 BEBRPHEE S WK% I
BB BE S CL- R EEEC.-.RHEBEER |
“S(0)nCa-a%i % (HFn B0 15 2) } V
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o
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RBEHEEARESEcEZLEY » R PRERHEHAR
FAESEE A% 2% B %% L WL
B zZE BEALZHEFERE BRIEE
CHEBERERE T EBVHBE - ZEAFE BB

POHHEEE FHREBE FREREBEENZIEEREE -

REBEBFBEEABERScCEZALEY » KFRCARFT ED
— s " o

HEEEEAEBEBREcEZLEY  HPR*sE - #HE
CHEEHE - PE CREE RE BREIAPERE
BRREB & o

BB FHAMKBEE l Hxbteh r HEEE -

(1R, 55, 6S, 8R, 2'S, 4'S)-2-(2- (3-¥ # -5- & X
ERABEE)-MBERE-4- EHREZEL)-6- (1-BFZE)-1-F
EFEmm-3- %8

(1R, 58, 6S, 8R, 2'S, 4'S)-2-(2- (3-@ & -4- & F
EBEABEZ)-MEE-4- ZERE)-6- (1-B L &E)-1-H
KR BEMmomW-3- &K -

(1R, 58, 6S, 8R, 2'S, 4'S)-2-(2- (3-H # -6- WH
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B RBE) WG -4- EME)-6- (1-FZ%)-1-7
B FOE O ON-3- %8

(1R, 58, 6S, 8R, 2'S, 4'S)-2-(2- (3-¥ X EH B K
B)-W B -4- EWE)-6- (1-BZE)-1-FEFE M
W-3- B

(1R, 5S, 6S, 8R, 2'S, 4'S)-2-(2- (3-¥ # -6- B W
MR EBERE) BER-4- EWE)-6- (1-F2 &)
- FEEE MW -3- %8

(1R, 55, 6S, 8R, 2'S, 4'S)-2-(2- (3-F #E -4- ®m %K
ER R B E) MG -4- EHE)-6- (1-BZE)-1-F
ZAEmnom-3- ¥ K

(1R, 5S, 6S, 8R, 2'S, 4'S)-2-(2- (3-# ¥ -6- & £
HB R E)-ME R -4- EHE)-6- (1-FZ E)-1-F
R OE W OR-3- M B

(1R, 5S, 6S, 8R, 2'S, 4'S)-2-(2- (3-¥ & -2,4-
BEER B E)- BB -4- L£HE)-6- (1-F 2%
y-1-F 3 kBN -3- A

(1R, 5S, 6S, 8R, 2'S, 4'S)=-2-(2- (3, 4-— X & &
B M) MO -4- BRE)-6- (1-BZE)-1-F % F
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