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CRE NE-EBAP,BLHH NS -k K £-1(12000 ~
18000cpm)40ul, #ix LB A E 25CHRIE 4 B, A EEE
GF/C 13, B pH7. 4 4 5mM HEPES/Tris (4 0. 3% 4 t # &
FEOREE NEFERBLOBHEE, v TRARLEL P LA
WhH 1L 1uM B 1-f & £-1 £ 4 8HEE DY),

(C)-(A)
(B)-(A)

D(%)=100

LREZABRHHTZA,

AEAHRRELED L LM 2 At 2- stk A
EREAN L LM KR TANEES ETe FHRE A M4 £ %
80%.

X100



NEAHERRIBEEATF AR E SR YR ENER
REEGZRD MR A E lmm. ¥ 10mm 8538 5% 474, 4% 7
BTARBENREABELERRA 95%0,.5%CO, thiB 4 5 ik
MTHT-R_KEAN S mL I RAHTEED , S ER
LEKA EA.
RARF-1EBUADANEEATRE T BAURLELLY
MR EREGRNE T, ERNAEELZW 2008, 808
N REAWANRLEALAMERLRE H 10uM,
ERXAHRERMELAM LI —NERA 202 ERE S
1M B EARE- 1A ERNGBEEELB EMNEARERAE
B AN AN ER LN, N LR O ETRELETEH .,
LB FRAMEY A LR D EHREFAEEFZAREAAR
FRRENEA.
MABREEANEEZRNE L HNH AR
¥ A R4 £ 4 B JE (SK-N-MC 4 i) f0 A Girardi < i 48 B (2
HABARHAGLAMEESBFDANERRKRENLERAL S
B, WEEFIHWHH,. F4 X B (polytron) £ 4CTF, F 4
154mM NaCl, 10mM KCl, 0. 8mM CaCl, o 20% % # & 10mM
MOPS & % % (pH7. )P A ¥ 4L, 4 £ 2L 1000Xg B0 15 44,
# LHRAE 4C.100,000Xg BH A 1, FFEREA SmM
HEPES/Tris & % # (pH7. O # & GlEERE . S ZEHRE NS
0.1lmM PMSF.1zM #f1 § Kk A.2uM ERE . 1mM 1,10- = F 4 3 .
1ImM EDTA.10uM CaCl,.10uM MgCl, #1 0. 1% £ & B E 5 &
B4 0.4ml 89 50mM Tris/HCl &% # (pH7. ) # , F W A K Kt &
WEER(Q%DMSO), 5= 1-A K £E-1 —REE. ¢ MHEER
BEFWAE 0INFLFEEEENAH T B 5mM HEPES/Tris
ZRnH(HT. 4, %% % A), F Whatman GF/C B REH E &£ 4




NRFEEHNC-ARE-1I.ZRE FAEFHAARLRE . FATH
ST BN RBELORSAEE.Z2000M AR ENFETAE 4
RRUEEES, HUZTEREN 1. IkM BHRABRAEH P 1-7 X £-
1B rH S 0E £,

EHREPHRKRBELEWA SRS 2 9642 ETA.ETs
TEREBT-AEE-1ECHMHELH KN 99%F0 80%,
MNEANRB BRI RAELATAREBER WK E B 1ER

B Y& 8RB 8l R K Imm, ¥ 10mm 88 380K AR A, 4 7
ETHREARNGEABEEZRHA 95%0..5%CO, W R & A 4&%
RTHE-R_EKEAY ML A EBRAFKEF SHARMNER
BREKY B,

VHER-1ERERPANDEAFEKET RUALAL AL EY
MR ERREGENEH. ERPALE-1ZW 2044, E54%
AWK ETAMALXLALAEY.

HREHANRER LM —ERG 2 AEH2ERE
HO01~10pM B, EREE-1HNAERMNERREELH . EXRK
EREEHE., H4h BEheheBEsRdH, X LA DERALE
FEE AR, KA LR N ERATAEREFRAK
EEALENRERER. j
MARUBRBREEHOE FHRE

kst SDZER ARG AR n=FTHAREFTHNF
A AE . FHEEL B . AEATER ERRARRELEDZ—
WA 2 el 2 ERTOSUFEAERERY AERRE
RZEERN Img/kge FENF ERFEAEANAELEN . ERD
WG 18 M HE, AFHKREFTR L2 00 120ul, T4 HE
>4 B (6000rpm, 10 £4%,4C) BB K . £ Z LK 10pl PROANT
B 40ul, #HF7AH F O 4 E (10000rpm, 10 £ #,.4CHU K F L #




W, ERzZTEOH EFR 40ul #i0 N 0. 2% TFALOu # 1T B 0,
RJE R HPLC o A4 B E B A2 B S 2 691k &4 2-3 1k
®AHKE,

IR

4 #7 4 : Chiracel OD-R (Daicel 4 % T ¥/ & = % ,94. 6mm X
250mm)

H3h48.0. 1% TFA-A/0.1% TFA-ZE=75/25

Wik :1. Oml/min ¥ i :40°C

EANE :50ul £ . UV(276nm)

BEAZARERENECAHN XK 2920 RFEH 178
MHE EEFEERSMREA ALK FHRE S H 8. 773
52pg/ml #2 2.1140. 37pg/ml,

TREBRA, XRXRANEGYREFEFH O REAREI L+ &
g,

RREARAUAUNAREXCEARFAIAKERBRER,
EEHGE, TRAELEY KAFRXRET KA. LTI ELE
EMELEE . FER ARHEER.ONBE LLHE BEE R
NEEE FRENE AR - ERF BAR . ERFE.WFRIEL
ENEEFARL AEERTFANS PR ERBA L LT R EE
M/ RA R FERAANE I EER A BLES AT H . YR L
REREAETHH AKX ALEHETERER AT EHCETFTH
&R,

BERERehE AFE AP HEERI R BRI A KEEE,
THAEETERNARG . ORFIMAHERAMNBE T UER ., HH
RYHEFHA L E SR BN BEAZLHNEARN A F K
ER EACERA v RF RAESARANE. FH.LTUREF
B EXEHA AR EERZER IR R BRI K



REFUNEREEA SRR FWF G0 FH =48 £ K4
BREBR WEE EREL SR LA . TTH. LB E8. F
XER BRBEERELE.
CHARNERERDRE O REACA ARG EALS F e &
FER BEFMRETHELNRALETR ARANCERR S5
EROBKXEFIRA SRABEZ R, HELEL 0.1~
100mg/Kg A&, B/ &, A ENXHE P 0.01~10mg/Kg h &,
THEEERAEF AR R ARL G, ERL B REFix
e St
XHEH 1
6- LEKE-5-C - THF _GERL)-7-WFEXR)FREE #E[1,
2-bJHE (La4 1)
W 2-U-FEEEHE)--HELB
A rE-2,3-Z B BB (1. 0g, 6. 7mmol ) £ 18 £ 5 % (15ml) & 8
BRE, F-18CTRMm4-FERLE L RA D E ok 65 5 7 (0.
89M,8. Oml,7. lmmol) . AR B E TH#H 1 MR E . AT E &
AREHRCOMDUE LR, B INABREBRRAY . RERALE LK
ER, AL ARBETEANE LB M BFreoBsiuke
B #7 (Merck A 8 /= &, 5 & 60/ 6.5 : F BE=10/1) #4711, , 42 5
AEBEEo 2-(4-FEFEHE)-3- LB (479mg),
(D2-U-FEXRERE)--UERET B - 8
BEATH QL OmD A 2-(4-FEF A H H)-3-o v 2 5
(475mg, 1. 85mmol) ¥, 90 C T fEH 2 /Mo, BERER & &,
RAEBREXLKEEAEP BEREZBAR FERETTERE
B, RREBBEX KD E %6 0ml)— LA ZE (L 0B 2 EH
oA X B IC & HF #[J. Am. Chem. Soc. 68,1386 — 1388
(1946) J¥| & AR X T B - 78 (2. OM ZBAERK,1. 0ml), & 45C




TEELS /A, MAINEBBOUMmDUEILIREE . BAFERL
M BRLBLEER, 4ANERLZARRETE, RERE . &
-(4-FEEH ) U REET B - LB . A4y TEERTF
TENRETAFEHR —F HEK.

(3)6-Z A E-5-EX-7T-U-FEEXLFL-1,3- 2% 3#[2,1-b]
"

EQREH2-WG-FEER B R AR B _LBEFN
ASMBEBRAKER(L0mD, pHEK 10 408, HAE . ££LF
. AABBEAE . BRLRLUBER., B4 EREFMAK, I
RER . BAE, AR AL HAXBERFREE ALB L BER.&F
LRILBE FXXRRE TR REKRE  HEE R EFHERA
EAt(Merck A8 F & . R 60/CK: CBRLE=3:1>2.1->1.:1)
#aAEL . BEHBREERY -LERES-ER-T-W-FEREIR
&-1,3-Z % #[2,1-b] % (215mg) .

(1)6-ZE R E-5-8 £ -5-B4-TF_EEX)-7-U-FEEE TR
-1,3-Z 5% #[2,1-b 5 ug

KAT, & 6-CEHRE-EAR-T-WCFEREITK-1,3-2%
3#[2,1-b]eH 72 (208mg, 0. 67mmol) 7 19 & % *& (5. Oml) ¥ 4 75 & &
B 3, 4T F - E XA % (1. 08M W& # v % &, 0. 8ml, 0.
86mmol) , B8 T#H# 30 44, ERNAF A IN # % (10ml) L
FLEEE ALBRIBERREYY. BEVNERBPREARE. £
AKRBRETERE.BRERE . G R &R B A B Merck 2 7
FRERKG/CHE: LCHRLE=2: DH#TEML, BEHEEARY
-LEHA-5-BE-5-34-TF_EER)-7-GFEEDK K-,
3- % #(2,1-b]# "% (160mg),

(5)6-ZAHES-G4-TF _EFXE)T-UWFEEE)RXEH
(1,2-b]H %




6L EBESEESGLTF 455 7-GFEFE)
FK-1,3-Z % 3#[2,1-b]H 7 (130mg) & 7B (4. Oml) & 89 & # &
CMARERBCQC R 10%Pd—C(60mg)  ERAEFF,.E¥BEE
THAHKH REZRE AEELBRERAAN BRAEREH,
AR ENKBEATTERARR KRR A AXAFRATE . BIER
Z RIGHREBEATIFHELEZEEN (Merck 2 F &, BEK
60F s/ CH: LB OBE=1.DHTEL, BHXEEERM6-T4
BES-G-TF _HXE)-7-W-FERLTKXEF[1.2-b kg
(23mg) .,

'H-NMR (300MEz, CDCl,, 6 ppm) :0.63 (3H, t, ] =7.2Hz), 3.46 (2K,
a, J=17.2Hz), 3.78 (3H, s), 3.88 (1H, t, J=T7.6Hz), 470 (1H, d,
J=17.6Hz), 4.79 (1H, d, J=7.6Hz), 5.94 (1H, d, J=1.5Hz), 595
(1H, d. ] =1.5Hz), 6.76-6.88 (5H, m), 7.17 (1H, dd, J = 4.8Hz,
7.6Hz), 7.34 (2H, d, J =8.9Hz), 7.52 (1H, d, J =7.6Hz), 8.51 (1H,
d, J = 4.8Hz)

Rf {5:0. 45(Merck A 8 * &, %K 60F s/ C R : LB LB =1.
1)
L 2
(5RS,6SR.7SR)-6-4&£-5-G ¢+ EF 4 X £)-T-UWFEXEHOHF
KE#1,2-b]tme (h &4 2)

GoaImA 1 BB 6-ZAKRES-GB4-TF _EFEE)-7-(4-
HEXKEYRR®H#F(1,2-b]x %€ (20mg, 0. 048mmol) £ F & (1.
mDFHBERPMAN 4N EELHAERO. 2mD, ZR TH#H# 18




BRAZRE FLRLEER. AR kn&FER . A X
KRBMTE, BREAZER,H 2 KX # € EEGRS,65R, 7SR )-6-
BES-G4-TE_ERD)-T-GREEDTFREH[1,2-b] %
(16mg). -

'H- NMR (300MHz, DMSO-ds, Sppm):3.15(AH t, I= 10.1Hz), 3.73

(3H, s), 452 (1H, 4, J= 10.1H2), 4.53 (1H, d, J =10.1Hz), 6.01
(2H, s), 6.77 (1H, dd, J =1.7Hz, 7.7Hz), 6.84-6.91 (4H, m), 7.15-

7.26 (4H, m), 8.33 (1H. 4, J =4.1Hz2)

RE{E.0. 22(Merck 'Z\'E'])tﬁ% VEER 60F s/ 85 : FEE=10:1)

a2 11 HHRERSGH N FERER) . TEIRHALF
EMA RS LKA RN Daicel L EI W AT =R, FH# OD—
R,¢4. 6mm X 250mm, 3% i : 1. Oml/min,0. 1% TFA— & /0. 1% TFA
—LHE=75/25,FF A0 C) B E A BRESF.

RegatiE e - FHREA: .84

fo 4ot 2-3EB: 12.1

TREAF ~IBHLADTREXZRA 1T 2EAFENF 24
o
ERH 3
-LEBAS.7-ZKEFKFH(1,2-b]HE
LB 4
(5RS,6SR,7SR)-6-% %£-5,7-— KX T K H #[1,2-b]h%
ERH S




6-LEHKES, T-Z W-FEREIRKFEAH[L,2-b ]z

3w 6

(5RS,6SR,7SR)-6- % -5, 7-Z (4-FEEXL)HF A B #[1.2-b 7%
" |

%5}5{# FAB"MS(m/e ’ [';L (C23H2104N+H)+i+) :
i H {8 . 376. 1549
M F1E.376. 1536

'H-NMR (300MHz, CDCl,, 6 ppm) :3.33 (1H, dd, ] =8.6Hz, 10.0H2),
3.79 (3H, s), 3.82 (3H, s), 4.63 (1H, d, J] =9.6Hz), 4.71 (1H, 4,
] = 9.6Hz), 6.89 (2H, d, J =8.8Hz), 6.90 (2H, d, ] =8.8Hz), 7.12
(1H, dd, ] =4.6Hz, 8.6Hz), 7.18 (2H, d, J =8.8Hz), 7.20 (2H, d,
] = 8.8Hz), 7.21-7.30 (1H, m), 846 (1H, dd, ] =1.4Hz, 4.6Hz)

Ri{E:0.29(Merck A 8 & , B2 & 60F 5./ &5 : FEE=10.1)
Ewl 7
6-LEHE-5,T-Z G 4-TF_AXEFRAE A1, 2-b]4 g
A 8
(5RS,6SR,7SR)-6-% #-5.7-Z (3. 4-F B S X B K K & #[1,
2-b ] uE
LA 9
6-LESEE-T-G4-FF _EXE)S-WFEERRAFE#[1,2-
bl %
EHf 10
(5RS,6SR,7SR)-6-BE£-7-G4+-FF X H)-5-UWFEEE)IK
RiE#01,2-b]% % ‘




% 5 :195~205C
&4 # FAB-MS(m/e, A (CsH;,OsN+H)F11) .
ITH {:390. 1341
W % {H :390. 1338

'H-NMR (300MHz, CDCls, & ppm) : 3.30 (1H, dd, J = 9.8Hz, 10.1H2),
382 (3H, s), 461 (I1H ¢ J=9.7Hz), 468 (1H d, J=10.1H2),
599 (2H. ), 6.68 (1H, d, J = 1.3Hz), 6.74 (1H, dd, ] = 1.3Hz,
- 9Hz). 6.79 (1H. d. J=7.9Hz), 6.90 (2H, d, ] =8.8Hz), 7.13 (1K,
dd. ] = 4.Hz, T.THz), 7.19 (2H, ¢, J =88Hz), 728 (1K, dd, I =
| §Hz T7.7H2). 8.48 (1H, dd, J = 1.6Hz, 4.8H2)

Rf 1 :0. 25(Merck A 8] = & , B K 60F 5./ 8.5 : F8E=20:1)
Emfl 11
6-ZEBES-FE-T-UW-FEXB)FRFEH[1,2-b]thez
X F 12
(5RS,6SR,7SR)-6-4 &-5- K E-7-(U-FEXRVF K $ #[1,2-b]
o, 5

&4 # FAB-MS(m/e, L (CpHsO:N+H) T 1) .

THE1E . 346. 1443

Wl & 15 : 346. 1444
'"H-NMR (300MHz, CDCl;, & ppm) : 3.38 (1H, t, J = 9.8Hz), 3.78 (3H,

s), 4.68 (1H, d, ] = 9.8Hz), 4.73 (1H, d. J = 9.8Hz), 6.89 (2H,
d. ] =8.8Hz), 7.12 (1H, dd, ] = 4.9Hz, 8.6Hz), 7.18 (2H, d, ] =
8.8Hz), 7.20-7.40 (6H, m), 8.47 (1H. dd, J = 1.5Hz, 4.9Hz)

— 45 —



RI4E:0. 36 (Merck 2 8] = & , B K 60F 5/ 815 : B8 =10.1)
LA 13
6-LEKE-T-KE-5-U-FEEIORRFH(1,2-b]h 7
K H 14
(5RS,6SR, 7SR)-6- % &-7- X £-5- (- FAEZOF AH #1,2-b]
o,
SEH B 15 |
6-LEHKE-S-KE-7-G.4-TF ZEEBFKE#[1,2-b] otk ez
SLHH 16
(SRS, 6SR,7SR)-6-# %-5- K &£-7-3,4- TR A X )N KX B &#
[1,2-b]w ¢
LG 17
CSTEABE-TERES-GA-TFFZERE)AASEH(1,2-b]o g
L 18
(SRS, 6SR,7SR)-6-#% #£-7-K£-5-B4-FF A5 F A B #
[1,2-b]wk 5%

% 4 # FAB-MS(m/e, M (C,,H,,O.N+H)*it).

i H{E :360. 1236
W 1E . 360. 1225

'H-NMR (300MHz, CDCls, & pom) : 3.35 (1H, t, ] =6.7Hz), 4.63 (1K,
d ] =97Hz), 475 (1H, d, J = 9.7Hz), 5.97 (2K, ), 6.72 (1H,
4 ] =17Hz), 6.77 (1H dd, J = 1.7Hz, 8.0Hz), 6.81 (1H, d, J =
8.0Hz), 7.14 (1H, dd, ] =5.5Hz, 8.3Hz), 7.20-7.40 (6H, m), 8.48
(1H, dd, J = 1.7Hz, 5.5Hz)



RE{E 0. 47(Merck 28] * & , B K 60F s/ B85 F82=10.1)
TEEEA 19F 20 G AM TR U E-3,4-— L BFEHE
FREUE-2,3-—RREF E5 LR 1 P2 ARG T ELA,
LA 19
(5RS,6SR,7SR)-6- A #£-7-3,4-FF —HHER)-5-U-FE £ )5
R #01,2-c % |
M £:190-192°C
& 4 # FAB-MS(m/e, ) (Co3HOsN+H)* 1) .
1T 1E :390. 1341
= {5 :390. 1354

'H-NMR (300MHz, DMSO-ds, & ppm) : 3.18 (1H, t, J =10.2Hz2), 3.75
(3H. s), 4.54 (1H, d, J =10.2Hz), 4.60 (1H, d, J=10.2Hz), 6.02
(04, s), 6.79-6.82 (2H, m), 6.89 (1H. s), 6.89-6.94 (1H, m), 6.93
(01 d, ] =8.4Hz), 7.23 (2H., d, J =84Hz), 8.00 (1H, s), 8.38 (1H,
¢, ] =4.8Hz), 12.41 (1H, s)

Rf ‘[JE,.:O. 49(M€1’Ck /A\E—']ftu%ﬁiﬁﬁ 60F254/:—-g.q5ﬁt2 @E:S
1)

X # ) 20
(5RS,6SR,7SR)-6-#$ £-5-B. 4 FF _E A R)-7-UW-FEHELF
R F1,2-c ]k rg

B 5 187TC (4 48)

& 4 # FAB-MS(m/e, bl (CssHi OsN+H) *it) .

T+ E 1H :390. 1341

B % 18 . 390. 1347

— 47 -



'H-NMR (300MHz, DMSO-ds, & ppm) : 3.18 (1H, t, J = 10.6Hz), 3.76
(3H, s), 4.55 (1H, d, J=10.6Hz), 459 (1H, d, J = 10.6Hz), 6.01
(2H, s), 6.79 (1H, dd, ] = 1.7Hz, 8.1Hz), 6.82-6.90 (3K, m), 6.93
(24, d, ] = 8.5Hz), 7.26 (2H, d, J =8.5Hz), 7.95 (1H, s), 8.38 (1H,
d, ] =4.6Hz)

THRELEG 21—24 YR EMTHRMEE Y 6- AW E-2,3- - %
REAERPEENRA . ZETH 1 T 2R £4 5,
B 21
(SRS,6SR,7SR)-6-#% X-2- W H &E-5-(3,4- T F - £ X £)-7-(4- &
EXRBFRFE AL, 2-b]H %

B 43 FAB-MS(m/e, M (CyHpisOsN+H) "3 .

it 18 : 448. 1760 |

W 18 .448.1778

'‘H-NMR (300MHz, CDCl;, & ppm) : 0.94 (3H, t, J=7.2Hz), 1.68 (2H,
sext, J =7.2Hz), 3.21 (1H, t, ] =9.3Hz), 3.81 (3H, s), 4.00-4.18
(24, m), 4.51 (1H, 4, ] =9.3Hz), 4.64 (1H, d, ] =9.3Hz), 5.94
(2H, s), 6.56 (1H, d, J =8.0Hz), 6.70 (1E, s), 6.71-8.80 (2H,
m), 6.87 (2H, d, J =8.7Hz), 7.17 (1H, d, ] =8.0Hz), 7.19 (2H,
d, J =8.7Hz)

Rf{ﬁ:O. 44(Merck ﬁ‘ﬂ]ﬁ:ﬁ! ’%K 60F254/ﬁ{7\f: [?E%:ZO:].):
LEF 22
(5RS,6SR,7SR)-6- #&-2-F &-5-(3,4- T F — A A £)-7-(4-B &




# ) F RS 7 (1,2-b ] oE
B £:192-194C
}%ﬁ'% FAB—MS(m/e, L)L (C24H2105N+H)+1\-+) :404

'H-NMR (300MHz, DMSO-ds, & ppm) : 2.35 (3H, s), 3.08 (14, t
J =10.0Hz), 3.74 (3K, ), 4.46 (2H, t, ] = 10.0Hz), 6.00 (24, ).
6.75 (1H, dd, J = 1.6Hz, 8.0Hz), 6.81 (1H, d, ] = 1.6Hz), 6.87-6.9]
(3H, m), 7.04 (1H, d, J = 7.8Hz), 7.11-7.17 (3H. m),

R {8 :0.29(Merck 2 8] 7= & B K 60F .50/ 5 : FEE=20.1)
3 23
(5RS,6SR,7SR)-6-3% %&-2-T %-5-(3,4-F ¥ — im%) 7-(4-F 4§
FE)FKSEH[L,2-b] %
EH | 24
(5RS,6SR,7SR)-6-% %-2- LA FE-5-B4-FTF A FEE)-7-U4-
FEREIRAFEHLL,2-b]H%
LA 25
(5RS,6SR,7SR)-6-K &£-5-3,¢-FE X E)-7-U-FA X LK
K AL2-b]dE N—E 44

EE TG 2157 %4 (5RS,6SR,7SR)-6-% #£-5-(3,4-TF ¥ —
ERE)-T-(-FEXE)TKF H#[1,2-b] %% (27. 3mg, 0.
070lmmol) E B - FE Q0. DQ.8mD P HER PN B ETEF
B (24. lmg,0. 1dmmol) , Em THFH 9 N, MEKSE R M &, HFr
FHREELHEEEEEN Merck 28 F &, ERK 60F,./ 81
FE.CE=30:1.D#TELFFENEER ZH FIx (20mD /X
CmD#F4E. BANERLXRENTRE REREER.F

— 49 —




2| X 2 %K (5RS,6SR,7SR)-6-% £-5-(3,4- T EF £ % £)-7-
U-FEERIRKF#H[1,2-b]sE N—E 4421, 9),

¥ & :130-134°C

& 4 3 FAB-MS(m/e, L (CpsH1sOsN-+H) *11) : 406

'H-NMR (300MHz, CDCl,, & ppm) :3.24 (1H, t, J =5.1Hz), 3.77 (3H,
s), 4.87 (1H, d, ] =5.1Hz), 5.01 (1K, d, ] =5.1Hz), 5.51 (2H.
$), 6.65-6.61 (2H, m), 6.67-6.73 (1H, m), 6.82-6.88 (2H, m).
7.10-7.16 (2H, m), 7.23 (1H, d, J =7.8Hz), 7.31 (1H. dd, ] = 6.4
Hz, 7.8Hz), 8.20 (1H. d, J = 6.4Hz)

RE{EH:0. 28 (Merck A8 = R, B K 60F,./ 817 FB. LB =
30:1:1)
36 26
(5RS,6SR,7SR)-6- B &£ F o A-5-G4-FF _HXL)-7-(L-B 4
EE)VFREFH(1,2-b]H %

¥ 2 15 B 8 (5RS,65R,7SR)-6-% £-5-(3.4-FT EF — 4§
KET-(FAEE)RAH # 1, 2-b] # %% (27. 3mg, 0.
0701mmol ), HOBT « H20 (10. 7mg, 0. 0700mmol) f € 1t 4 (7.
5mg. 0. 14mmol) £& i & DMF (0. 70ml) % , % F 2 A EDCI + HCI
(16. 1mg,0. 084mmol) , F ;w A TEA (20uL,0. 14mmol), £ & T %
IS H, EEMNEERAFMA_LERO.70mD), 22 TEH
BLSAR REAERNREA HRABERTLELEY. X
o)A EACOD REAZEA. BAXARBH TR, ¥R
ERGEFENRERLRHEEEE BT (Merck 28 F &, EK
60F /85 : BE=10: D#FTH L, % L & # K (SRS, 6SR,

—_ 50 —




TSR)-6-BEFEHE-S-GB4-ETF _EXE)-T-L-FEEH T KB
#[1,2-b1ot oz (25. Smg).

Y& & :200-203°C

% 7 % FAB-MS(m/e, I (CyHzOMN +H) *it) . 389

‘H-NMR (300MHz, CDCl;, & ppm) : 3.01 (IH, t, J = 10.1Hz), 3.80
(3H, s), 4.67 (1H, d, J=10.1Hz), 4.69 (IH d. J = 10.1Hz), 4.91
(1H, brs), 5.23 (1H, brs), 5.94-6.00 (2H, m), 6.72-6.74 (1H, m),
6.79-6.82 (2H, m), 6.88-6.94 (2H, m), 7.09-7.15 (1H, m), 7.18
-7.23 (2H, m), 7.28-7.34 (1H, m), 8.44-848 (1K, m)

RE1E:0. 66(Merck A8 F &, B K 60F /R 15 : FE=10.1)
£ 27
(5RS,6SR,7SR)-6-F i Bt A Ak BK-5- 3. 4- T F A5 &)-7-(4-&
EEABIFRFEH(1,2-b]4E

¥ E 35 2 4% 8 65 (SRS, 6SR,7SR)-6- % £-5-(3,4-T ¥ — &
AET-(4-FEHEEXBE)T R BF H# (1, 2-b] =% (23. 4mg, 0.
0601mmol ). ¥ # &t f% (14. 4mg, 0. 151mmol) 72 DMAP (8. 8mg, 0.
72mmol) % #% & DMF (0. 60ml) #, %k %4 T v A EDCI » HCI (40.
dmg,0.21mmol) , EB THH 718N H. ETRBETELEHN, &
RESRELBRLE- XY ALBLEERKE . 2FA8ANE. AL
AKABNTEE  RERSE. HRERITHEMEEE BT Merck 4
AR, BKO6Fs/0F . FE=10.DHFTEL. 2L E£H %X
(5RS,6SR,7SR)-6- P Bt Ak £-5- (3, 4-EF A X #£)-7-(4-#
SEBOFKEH1,2-b] £ (17. 0mg),

¥ £ :113-118°C

_— 5] —



- ® 4 # FAB-MS(m/e, bl (CaHp:O6N,S+H) 1) 1 467

'H-NMR (300MHz, CDCL, é ppm) : 3.068 (1H, t, ] =10.1Hz), 3.21
(3H, s), 3.81 (3H, s), 4.65 (2H, d, J =10.0Hz), 5.95-6.05 (2H,
m), 6.68-6.86 (3H, m), 6.80-6.98 (2H, m), 7.12-7.16 (1H, m),
7.16-7.22 (2H, m), 7.28-7.34 (1H, m), 8.44-8.50 (1H, m)

Ri{E:0.58(Merck 28 & , B K 60F s/ fF: FEE=10.1)
iy A
(SRS,GSR,7SR)-6-(4-%ﬁ%sﬁ&ﬁﬁrﬁ-s-(s,epﬁ FoE8XE)-
(B EEE)FAREL2blhE

BRA-FRERRE Z5XHF 2THEANF 24K,

Y& 5 :104-110C

B 7 # FAB-MS(m/e, JL (C3H3ON,S+H) *it) . 571

‘H-NMR (300MHz, CDCl., 6 ppm) : 1.31 (6H, d, ] =6.9Hz), 2.94 (1K,
¢ J=10.2Hz), 3.04 (1H, sept,.J =6.5Hz), 3.82 (3H, s), 4.51 (1H.
d J=10.2Hz), 454 (14, d, J =10.2Hz), 5.95-6.02 (2H, m), 6.57
(1H, d, ] = 1.7Hz), 6.62 (1H, dd, ] = 1.7Hz, 8.0Hz), 6.77 (1H, d,
J=8.0Hz), 6.84-6.92 (2H, m), 6.96-7.04 (2H, m), 7.08-7.14 (1H,
m), 7.24-7.30 (1H, m), 7.40-7.46 (2H, m), 7.87-7.83 (2H, m),
8.42-8.46 (1H, m)

Rf ‘[ﬁ;O. 69(M€1‘Ck /Z}g.]}tﬂ% 9&& 60F254/ﬁﬁ3‘: ?E—=10-1)
L H A 29
6-K HE-5-BE-5-G4-FF _EEXE)-7-U-FEELIFK-1,3-=




W 302,1-b] o

ERAEXEA 1-(OFFEHC-LEAPESSE5G, 4T F -
BARE)-T-U-FEXRLFK-1,3-ZF#02,1-b ], 5 5 5 6 41
CHEEHNF EERK.

'H-NMR (300MHz, CDCls, & ppm) : 3.88 (3H, s), 5.90-5.95 (24, m),
6.74 (I1H, d, ] =8.1Hz), 6.97 (1H, d, J = ¢.2Hz), 7.00-7.05 (3H,
mJ}, 7.16 (1H, dd, J = 4.9Hz, 7.6Hz), 7.57 (1H, dd, J=15Hz 7.8
Hz), 8.55 (1H, dd, J = 1.5Hz, 4.9Hz)

S 1 4 30
(SRS,6SR,7SR)-6-# £-7-(2- R F A X4 FEFEL)-5-(3,4-F &
AR KFH[L,2-bIrE
)2-2-FRE-L-FEREE)-- Nt 4 B

E-T8CT.F 5 48 EHE-2,3-Z LB (1. 922,12, 9mmol)
ENEAECmMDFHERFIANG 2-FEE- 4 FHEL
77g,12. 9mmol) 7 BuLi(1. 6M T % % i , 8. 85ml. 14. 2mmol) &
—BCTHAN 2-FEEA-FERELELEDE £ (IomD F 5
ME., BBRAAABREZEZE HE2A N, RERSRAA. SR B
RINZR-ZBZE,R. A INERAS LB LEE,. EA L A8
RHTR. ZLEH KA EHRESHRE INEELAAER T,
RLBRLEMRGhE. ARABAKEAZRYE AR LRkE:
B AINERFUPRERRRENE . ERAAGGS TE. £
TEH BFRNBAREGFEF-LHELE S, B3 T & HK 2-
(2-FEE-L-FEREHE)--HTLBK (. 03g),
(2)6-Z @B E-7-C-LH-4+- FEFHK)-5-3,4-FTHE= im%)fm




W st[1,2-b ]k %

RaRAK2-Q-FEE 4L FEEEERE) - UL %, &
EERH 1-(DO~GCOARKN T 582 6-LEHL-7- 8L 45
AEE)S-Ga- TR _EFBORKFEH[1,2-b ],
(D6-ZAKE-7-Q-ZLEH AT EL - FEER) 5B, 4T 7 -
AR RIEH[1,2-b ]

KAT,EH QBRI 6C-LEAKET-Q- B4 FELEL)-5-
(3,4-EIE?:ﬁﬁ%)ﬂ:/ﬁ%%tld-b]“ﬂ:";’f(lSmg,O. 035mmol) #
DMF (1mD) * 8 % # % fv X .44 #4 (1. 60mg, 0. 040mmol) 7% DMF
(L.omDFHEFH, KA T HHEN0L4, BEZTETHE 304
Y. EZERFWNRLE TEG. 74uL,0. 052mmol), 38 T #
12080, BESOCT WwHREH LS AAH ERLAF WA IN 28,
RAGF-AXo08. RINZR UABRESAER G2 E kS
ANEE REKGBRB TR, 2250 BFE0R R4 44
HE BT (Merck A8 =R B 60F 5 /C . LB ZE=1.1)##
B, REXEECEG 6-LEARE-T-Q-LESHLTEREL-TEE
£)-5-3,4-TF ZEELFKEH[1,2-b]ok 2 (8. 8mg).
WDEHGBIAN-LERE-T- Q- LELFEELFEEE)-
5-(3,4-F B —EXKE)F K H[1,2-b]w 7% (8. 8mg, 0. 017mmol)
EFBOSmDYHBERF A AN 810 8K 8 & (41. 4L, 0.
ITmmoD) EmTHEHEEIX. FABRBREA,. A LB LELRE. &
AKERINRREE pH2—-3, A LR LBER, ANER IN £ 8.
R RZAREE AL AKBRTE. RETEALZEN ALZR
THR&#E,7EEEH KRS, 6SR,7SR)-6- K £-7-(2-% F £ £-
¢-FARRE)S-G 4T F ZEAXE)FR&FEH#1,2-b] b vz (4,
9mg),

HE :154-156C




%ﬁ% FAB*MS(ITI/E y QL (C25H2108N+H)+ﬁ') :
it E {8 .464. 1345
A F {8 .464. 1356

'H-NMR (300MHz, CDCls/CD:0D =41, & ppm) : 3.66 (1H. ¢ J =
10.3Hz), 3.80 (3H, s), 4.60 (2H, ABq, ] = 16.4Hz, A v = 47.0Hz)
467 (1H, d, J = 10.3H2), 5.10 (1H, d, J = 10.3Hz), 5.97 (24 s)

6.50 (1H, d, J=25H2), 6.55 (1H, dd, J = 2.5Hz, 8.3Hz) 6.76 (1H,

s), 6.80 (2H, s), 7.18 (1H, d, ] = 8.3Hz), 7.28 (1H, dd, J = 5.5Hz

7.THz), 7.48 (1H, td, J=14Hz, 7.7Hz), 8.32 (1H, dd, J = 1.4H;
5.5Hz)

RI{E:0. 24(Merck A8 = & , B & 60F 50/ 805 FEE. 7. B =
10:1:1)
%54 31
(SRS.6SR,7RS)-6-#% #-5-2-RF F X 4-FAEE)-7-G,4-T &
ZEEE)VFRIFHL1,2-b]H %

FRE-3.4-—BBE, %5 ZHMA 30 H#——H’Jf B .
SEH 32
(SRS,6SR,7SR)-6-% %-7-(2- B X -4-FEEH)-5-G.4-TF -4
AR A1, 2-b]o %

ReEXmf 30-2%E 6y 6-ZE8BE-7-C- B4 FEFR)-
- 4T F ZAFREIFRFH1,2-b]thor i 5 ZHHl 2 A
FEA K.
%4 33




(5RS,6SR,7SR)-6-#% #-7-[2-(2-B LA £ )-4-F % £]-5-(3,4-
TP AEER RS FLL,2-b]
A2-lBTE(CRPEPERELEICLE 5 THM 30
QODRFEHF EE R
36 4l 34
(SRS, 6SR,7SR)-6- B &-7-[2-(2-FHZER)-4-FE £ £]-5-(3,
4-TF - ERL)FRFEH#[1,2-b]oh e
¥ X ] 33 4% | 9 (5RS, 6SR, 7SR)-6-% &£-7-[2-(2-£& 7,
BE)-C-FEREE]S-GGTF_EERFRREH[1,2-b ]k
NERRAAE X PEREE B I P AR B RS OB, &
BREEELEYH. BEETHH 2 A&, KHEE L, 4 % GRS, 6SR,
TSR)-6-R E-7-[2-(2-F A LA X))+ FEEL] 5G4+ TH -4
ARV R HL1,2-bI g,
TRERM 35-45 AU AWTHES LRRABRN T ELK.
5 7 35
(5RS,6SR,7SR)-6-# %-2-Z A F H-7-4-FEXEH£)-5-(3,4-T &
ZEFBF R H1,2-b]%krE
X F 36
(5RS,6SR,7SR)-6-# #-7-(4-F X H£)-5-3.4-TE _H 5 £)-
-REFKEH1,2-b]dk g
5L 4 37
(5RS,6SR,7SR)-6- B E-2-F T £-7-UL-FEEXL)-5-(3,4- T ¥ —
FEXELOFKFE#1,2-b ] %
L 38
O-RE-T-BE-T-LFEER)-5-GB 4 FHF _HERIFA-1,3-—
% (1,2-b] 5
E R 39




CHRESBE-T-C-FREE)5-G - FF - FEE)2FERA
-1,3- 2% #(2,1-b] 5%
SE 3 4 40
(SRS,6SR,7RS)-6- R &-5-BH-7-(4-FHEER)-5-(3,4- T & - 4
FEOL R H1,2-b] %
EHH 41
(5RS,6SR,7SR)-6-H %K-7-(4- B R EH)-5-G,4-FF - H £ 25
K H#1,2-b] %
E ] 42
(SRS, 6SR,7SR)-6-FR E-7-[4-C-BZEE) K £])-5-(3,4-F B —
EEBOFTKFH1,2-b]o o
E A 43
(SRS,6SR,7SR)-6-% #-7-[4- - F A ZE ) A £ ]-5-(3,4-TF &
ZEEBOFREHF1,2-b]dhrg
EH A 44
(5RS,6SR,7SR)-6-# &-7-(4-BFEX]-5-G.4-TF — 4 £ £) 5
B H#1,2-b]k %
E R 45
(SRS, 68R,7SR)-6- % #-5-(3,4-F F —FHK £)-7-G-EH )5
% #[1,2-b] s
L 4] 46
(SRS,6SR,7SR)-7-(4-F E K X)-5-(3, 4T F Z§ X £)-6-(2-%
R-3H-1,2,3,5- R & =% -4- ) F KB #[1,2-b oz

A #E X 26 4 5 89 (5RS,6SR, 7SR)-6-2 & 7 B #£-5-(3, 4-
ERZEERE)-T-(-FEAFREITRFE#[1,2-b ] ex 3 XRIE &
# % 3% (J. Med. Chem. 36,2485-2493(1993)) 4 & #7 G4t & 4
KW 47




(SRS, 6SR, 7SR)-6-(5-F X-4H-1,2,4-% Z sd-3-2)-5-(3,4-F B
ZERERE)-T-U-BFEEIOK B H1,2-b ] ex

FlE LR B 26 4 & 59 (SRS, 6SR,7SR)-6- £ & B 8 £-5-(3, 4-
TFZERE)-T-WFEEBDRRFEH01,2-b]m %, X B0 8
897 % (J. Med. Chem. 35,3691-3698(1992)) 4 & 47 B k. & 41 _

Y& & . 251-255C

B4 # FAB-MS(m/e, I (Co.H,;OsN;+H) 4t ) .

T E 8 . 430. 1403

A % 18 : 430. 1400

'H-NMR (300MHz, DMSO-d;, 6 ppm) : 3.32 (1, t, J = 10.8Hz). 3.74
(SH, s), 453 (1H, d, ] = 10.8Hz), 4.60 (1H, d, J =10.8Hz). 6.02
(2H,'s), 6.77 (1H, dd, J =2.3Hz, 7.8Hz), 6.89 (2H, d, J = 8.7Hz),
6.90 (1H, d, ] =7.8Hz), 6.91 (1H, d, J = 2.3Hz), 7.18 (2H, 4,
] =8.7Hz), 7.25 (1H, dd, ] =4.THz, 7.7Hz), 7.31 (1H, d. J =
T.THz), 8.33 (1H, d, J =4.7Hz), 12.56 (1H. brs)

Ri{E:0. 21 (Merck A8 &%, % K 60F s/ 4. F 4. F 2 =
20:1)
33 48
(5RS,6SR,7SR)-6- (g #-5-%)-5-(3,4-FF —HF£)-7-(4-F &
EEOFKFH[1,2-b]o

R & E#H 26 & & 49 (5RS, 6SR, 7SR)-6-4 £ & B #£-5-(3,
CEFZEEE)-T--FEFBREF AL, 2-b] ez, 3 X#tid
# 89 % % (J. Org. Chem. 56,2400-2404(1991)) & B AR H 4t 2 45,

B £ :264-266C




% 4 # FAB-MS(m/e, Bl (Co3HisOsN; +H) *31) .
T EAE .414. 1566
M EAF .414. 1561

'H-NMR (300MHz, DMSO-4, ¢ ppm) : 3.71 (3H, s), 3.86 (1H, t,
J=10.9Hz), 4.63 (1H, d, J=10.8H2), 4.71 (1H, ¢, J=10.9Hz),
6.00 (2H, s), 6.86 (1H. dd, J = 1.7Hz, 8.0Hz), 6.85 (IH 4, J =
1.7Hz), 6.85 (2H, d, J = 8.6Hz), 6.85 (1H, d, ] =8.0Hz), 7.11 (2H,
d, ] =8.6Hz), 7.25 (1H, dd, J =4.6Hz, 7.7THz), 7.30 (1H, dd, J =
1.8Hz, 7.7Hz), 8.40 (1H, dd, J = 1.8Hz, 4.6Hz)

REE:0. 23(Merck QA 8] &, B 60F 5,/ — £ F i, ¥ @2 =
10:1)
L 49
(5RS,65R,7SR)-5-(3.,4-F ¥ —“ SR K)-6-FEHL-7-(w-FH %
)R H#1,2-b]H g

¥ & L Pl (2)4% 2l 69 (5RS,6SR,7SR)-6- % #£-5-(3,4-F = =
i%%%?-@-[‘?ﬁﬂig)%/ﬁ%ﬂ:[laz'bj%ﬁ%%ﬁﬁ(BOmg,O.
073mmol) # # # DMF (1ml) P, Jw X\ ¥ BE (15uL), K% T, w A
EDCI » HCI(2lmg)#@ DMAP(2mg) , £ T# R R A B8 12 /N
ERLBLER IOUHERESIR. AEFARBER KSR ER
FUHABERARANE RRETH . BETAZEH B3 1 ¢
R WARE A & 4 (20. 2mg)

& :140-141.5C

& 4% FAB-MS(m/e, A (CoHuOsN+H) * i) .

T 18 . 404. 1498




W F 18 .404. 1510

'‘H-NMR (300MHz, CDCl;, 6 ppm) : 3.27 (1H, t, ] =10.0Hz), 3.64
(3H, s), 3.80 (3H, s), 4.59 (1H, d, J=10.0Hz), 4.67 (1H, d, J =
10.0Hz), 5.82-6.01 (2H, m), 6.66-6.83 (3H, m), 6.90 (2H. d, J =
8.5Hz), 7.09-7.20 (1H, m), 7.16 (2H, d, J = 8.5Hz), 7.29 (1H,
d, ] =7.9Hz), 846 (1H, d, J =4.6Hz)

REAE.0.42(Merck A8 =& B 60F s/ 25 . LH LB =1,
1)
EH B 50
(5RS,65R,7SR)-7-(2-Z B EF AL -4+ FEFL)-6- 4% #£-5-(3,
IR CERBOTREHL2-b ]
(DS-AR-6-HTEHEE-T-C-FERL-FEFEL)FE-1,3-2 %
#(2,1-b]rz

BEZEA 0-(DFAL R 2-Q-FEEL-FEEL L)-3-%
& # B (15. 3g,42. Immol) &£ £ DMF (110ml) ¥ , 7k % T fw A CDI
(10.30) , S B EWERATH#HE LS R, EEZETHE Jaf,
RUBLE- KA BEANR . RER LR LEER AR, &45HE,
RMRRMHAE A AEANE S RBLTE, BE57, BHE
WEREMREL A THFG5omD F , BB RAH E-78C, BAZE
BF,T-78CT, il 2B T B (14ml)F1 LDA(L. 7M,61ml) &
-TBCHEMAN BN TENFEE LA THF 100mD) # &5 i
¥R M EE-T8CTH# 15 44 B, A INHCI(500mD), HZ % Z
BEEREEH RERUAFERENKER AR ELH KB A LA
AR REETR, BRETALAEN BFENBEERE 47

- g0 —




HF » WABE L (Wako gel C—200,140g), Zi8 THER LY. K+
BER A _AFRF IS LB A A H B AR, KRG, B
THBREREREEN Merck A8 &, BK 60/ — R F k. H B
=100:1~50: ) # T8k, B B4 6 B4R )5-E5-6- T 68 -
T-Q2-FRE--FEEL)FR-1,3-ZH #[2,1-b]% 7% (9. 83¢),
(2)5-FE-6-RTEHE-7-C-FAE - FHEHL)5GB,4-TF —
AERATR-1,3-Z % 3#02,1-b kg

E-T8CT & 5-ARK-6-RTESE7- Q- ¥ AL+ FEED
F%-1,3-Z 4% 3#[2,1-b]# =¥ (10. 8¢, 25. 5mmol) & THF (100ml)
PHERT M4 TR AR FEEN AL THE S 5w (1
OM,28.0ml), E-TSCTHHE LS 2 ¥ . WA UFELE KERK
BO0mD) , ¥ EEHWAREER. AAP LB LESRE EE, H 7
RUBEERKE AFANE  FABE S 9K E A7 S5
KEEEE ABRETEE RETELEN. A LB LE-C 4R
BEL G BHARUEERSBECRTESET-Q-FE£-4-7
AEE)-5- G- EF R EXE)FK-1,3-2F 3#[2,1-b s 2 (11.
1g),
(3) (SRS, 6RS, 7SR)-6-# T A H X-7- - ¥ F-4-FEF &£)-5-
GCue-TF _EXE)FRFEH[1,2-b]krg

KET, Eo-BE-6HTERKE7-Q-FE£E-1L-FHEH)5-
G d-TF Z@KXE)F K-1,3-Z 8% #2,1-b] % & (11. 4g, 20
lmmol) # THF (100ml)-Z B (100ml) ® 843 & % 0 A 4 % (9.
87g) KA T B ZEF R PR A H- = L8 (AN, 45. 3mD), o A4
FRBRENAEALGOMDF LB ZEQOmD UE LR R, B4
BOTE. RLBR LB XA AN EEERE. A H AR R AER
B R RN ER AR REETR. AL LR-CRERE
EE &, BB EE B4 GGRS,6RS,7SR)-6-H T & £-7-(2-% 4,




E-4-FERRE)5-G 4T F_EXEFRF#01,2-b] % (0.
38g).

(4)(5RS,6SR,7SR)-6-K T £ #H *-7-(2-FE X4+ FE XK H)-5-
G.4-FF _EFXE)FRK&EFHLL,2-b]ok g

£ (5RS,6RS,7SR)-6-# T M £-7-(2-F EXE4-FEF £)-
5-(3,4-T B Z G K E)F XM H[1,2-b]H %% (6. 96g,12. 6mmol) &
A T B (60ml)-1,4-Z R (6OmDFHBE A F WAL TES (0.
15g),60C THH 8Nt HEREAAK-CRILEHE, A L% i
ERKE. GHANE R ENHABALE . RRETE, X
ET#H*EAN ALBR-CAUABESZ &.5E L €4 & (GRS,
6SR,7SR)-6-A T £ E-7-C-FE R -4 FEAERE)-5-3.4-TF =
FERBITXFE#[1,2-b] 7% (6. 07g).

(5) (5RS,6SR,7SR)-7-(2- £ K-4-F A XK HK)-6-R T £ 3 £-5-(3,
T ¥ _EEEIRKFHFLL,2-b]H &

EEAA T, % (5RS,6SR,7SR)-6-H T & 3 £-7-(2-F 4 £-
4-FHEE)-5-C4-TF _EAXKEIR XK HLL, 2-b]k % (2. 68g,
4, 86mmol) & THF (25ml)-1,4— & C5ml) F B R F v A4
BEHAEZARGOD ,ZELAATERER 12 /6. BEEAA, A
ETHRERA RAILBRLE-CRARREELR.EANLEEE
(5RS,6SR,7SR)-7-(2-F# H-4-FEKE)-6-H T E#H £-5-(3.4¢- T
¥ ZEXEF AR AL, 2-b g (2. 11,
(6)(SRS,6SR,7SR)-7-(2-Z A H EF A E-L-FEFE)-6-H T4
BA-S-G4-EE —EXEIRKFEH[L,2-b]H

f (5RS,6SR,7SR)-7-(2-# £-4-F E XK £)-6-8 T E#k %£-5-
(3,4-T B & EZHFXFH[1,2-bI ", %5 XHH 30-E #
HWH AR,

(7)(5RS,6SR,7SR)-7-2-Z A B EFE L4 FERE)-6- K -5




G 4-FF_EFXZ)FAFH[1,2-bItg

KA T,##(5RS,68R,7SR)-7-(2- LAk £ FE£-4-FE %
E)6-BTERES-QE-IEF_AXBOFEFHF[1,2-bltg
(15mg,0. 027mmol) ¥ /o A TFA(ImD), EB TH# 1.5 M. HE
T#£TFABEFXEEEENAALES (12mg).

& 4 8 FAB-MS(m/e, }{ (CorHasO:N+H) 7 i) .

i+ {8 .492. 1659

Al {8 .492. 1651

"H-NMR (300MHz, CDCl,, 6 ppm) : 1.20 (3H, t, J = 7.1Hz), 3.7 (3H.
s), 3.84 (1H, t, ] =10.3Hz), 4.01-4.18 (2H, m), 4.36 (I1H, d, J =
15.5Hz), 4.46 (1H, d, ] =15.5Hz), 4.70 (UH, d, J = 10.3Hz). 5.02
(1H, d, J=10.3Hz), 5.95 (1H, d, J=14Hz), 597 QH. d. J =14
Hz), 6.33 (1H, d, ] = 2.2Hz), 6.48 (1H, dd, ] = 2.2Hz, 8.2Hz) 6.78
(1H, d, ] =8.5Hz), 6.84 (1H, s), 6.84 (1H. d, J =8.5Hz), 7.22 (1H,
d, J =8.2Hz), 7.53 (1H, dd, ] =5.7Hz 7.THz), 7.81 (14 d. J =

7.7Hz), 8.39 (1H, d, J = 5.7Hz)

Rf {8 :0. 32(Merck 28 F & , K 60F 5/ RF : FE=10:1)
L 51
(5RS,6SR,7SR)-6-% A-7-[2- (W4 S-REHEFEE)-4+ FEXK
E15-G4-FF _EXFEIFRIEH(L,2-b]a "%
(1)(5RS,65R,7SR)-7-(2- R FEE-4-FEFE)-6-R T EH F-5-
(3,4~ F —EEZLIFRIFEH[1,2-b] %

0'C T, % L3 50-(6)7% 2| 8 (5RS,6SR, 7SR)-7-(2- L &
%itﬁﬁiﬁ S-FEFEE)-6HMTEKXES-GLEF_EXRER

— -




JX 7% 3r[1,2-b] "¢ (263mg, 0. 480mmol) 7= ¥ B (4ml) & & 35 % e
WA 6N EEMHG00uL), EETHEL Mo, BETELER, &
ZERNERAZERY AR IEER, $ANER BB A4S
KEREE ARBRATERE.HETFTE L% 7,3 (5RS, 6SR,
TSR)-7-(2-RFAE-4-FEEXE6-RTEEES-B+-EF -4
FEO X H1,2-b]t % (248mg), |
(2)(5RS,6SR,7SR)-7-[2- (M -5- X EF X FER)-¢- FE 5 £
6-R T EAKE-5-G4-TF _EELTXFH1,2-b otz

£ T, (5RS,6SR,7SR)-7-(2- B F A R---FE £ £ ]-6-%
TRERKES-G4-TF ERERKHE #F[1,2-b]% & (64mg, 0.
123mmol) Z& THF (Iml) # 89 % & B fm A\ CDI(20mg), it # 1 /) B,
ERT BB AFMANS-EEWL (11lmg), BEZE THE 16 /1
i, ALRIBHBERLE,. BEA INEBRAURE LM AL RS
B oRBATE, RETELBN BB EEDHEBERZEMN
(Merck 28] = &b, B K 60F /817 FBE. 2% =20.1.1) %74
¢, 4% 2| (5RS,6SR, 7SR)-7-[2- (W% -5- X A £ F 5 £)-4-8 &
EEICRTEZESCATF_EFXLOTREF[1,2-b]% 2
(73.1mg), () E R/ T, ¥ (5RS,6SR,7SR)-7-[2-(H o -5- K 4 & 4
FRE)4-FEREE6RTEEKESGCL-TF X F KB
F#[1,2-b]% % (61mg) Fo FE B & B 4 (0. 15mDE TFAGmb # 8%
BRI, BEBH BREALREL L, SR8 R0KE
B4 (39. 2mg),

W E > 220C (448

B4 # FAB-MS(m/e, B (CoeHzO/N;+H) T i1 ) ;

i A8 .531. 1628

A & 8 .531. 1654




'H-NMR (300MHz, DMSO-ds, 6 ppm) : 3.57 (1H, t, J=10.2Hz), 3.72
(3H. s), 4.56 (1H, d, J =10.2Hz), 4.82 (1H, d, J = 14.8Hz), 4,63
(1H, d, J =10.2Hz), 4.97 (1H, d, J =14.8Hz), 5.88 (QH, d, ] =
9 6Hz), 6.50-6.60 (2H. m), 6.75-6.90 (3H, m), 7.15-7.33 (3H,

m), 8.56 (1H, brs), 1243 (1H, brs)

RE{E:0. 29(Merck 2 8 7 &, B & 60F /87 B &, 7. 8 =
10:1:1)
EwF 52
(SRS,6SR,7SR)-7- (- A X PRt F A £-4- F A F £)-6-% £-5-(3,
A-T R ZRAREIFRKAEF[1,2-b]oh g

BT LK 26 BRI, B TR 51-(1) 25 # (SRS,
65R,7SR)-7-(2-R F A £-4-FERE)6- R TEH £-5-(3,4-F F
“ERBIFRFEHLL2-bIhE S GG EL . E#,H TFA & £
AT &, & RIFENAY.

% 5 :138-139.5C

% 4 # FAB-MS(m/e, bl (CosHyO:N; +H)* 1)

Tt ®1H : 463. 1505

£ 1E . 463. 1501




'‘H- NMR (300MHz, DMSO-ds, ¢ ppm) : 3.37 (1H, t, J=10.0Hz), 3.74
(3H, ), 4.40 (2H, s), 4.53 (1H, d, ] =10.0Hz), 490 (1H, d, J =
10.0Hz), 6.00 (2H, s), 6.51 (1K, d, I =2.8Hz), 6.52 (1K, dd, I =
2.9Hz, 8.2Hz), 6.77 (1H, dd, ] = 1.6Hz, 7.8Hz), 6.83 (1H, d, I =
1.6Hz), 6.89 (1H, d, J=7.8Hz), 7.10 (14, d. ] =8.2Hz), 7.17 (1H,
¢d, ] =4.6Hz, 7.5Hz), 7.23 (1H, dd, ] =1.9Hz, 7.5Hz), 7.26 (1H,
brs), 7.41 (1H, brs), 8.25 (1H, dd, J =1.8Hz, 4.6Hz)

Rf18:0.37(Merck A8 & & , B 60F /€17 : FEE=10:1)
LM 53
(5RS,6SR, 7SRO —6— KR #£-7-Q-FHHEAKEF AL +FEX
E)-5-(3,4-TF —EFXBOFAXFEH1,2-b]h%E

R X 27T AReFE, B ERA 51-(1) F 1% 2| 89 (SRS,
6SR,7SR)-7-(2-B FEE-4-FEFE)-6-HTEAHKE-5-G.4- L F
CTEERBIRRFEH(L.2-b]hE S FHRBHEES . EF. A TFA K
ERTE, 2 KFEANLED.

% .143.5—145C

=4 # FAB-MS(m/e, &L (CysHaOsN+H) T 11 )

T E{E .541. 1280

3 % 1 .541. 1282




‘H-NMR (300MHz, DMSO-ds, & ppm) : 3.10 (3H, s), 3.49 (1H, t,
] =10.2Hz), 3.73 (3H, ), 4.49 (2H, ABq, J=16.3Hz, A v = 61.3
Hz), 451 (15, d, J =10.2Hz), 477 (1K, d, ] = 10.2Hz), 5.99 (2H,
s), 647 (1H, d, J = 2.4Hz), 6.53 (1H, dd, J = 24Hz, 8.4Hz), 6.79
(1H, dd, J = 1.9Hz, 8.0Hz), 6.86 (1H, d, ] = 1.9Hz), 6.87 (1H. d,
J =80Hz), 7.12 (1H, d, J =84Hz), 7.14-7.24 (2H, m), 8.31 (1H,
d, ] = 4.9Hz)

RfE:0. 27(Merck 2 8] 7 & , 5 K 60F 5o/ B 5 : EBE=4.1)
£ 54 .
(5RS,6SR,7SR)-6-% #-7-[2-(H4-5- X FHE)-4-FE % £ ]-6-
RTEHE-5-3,4-TF _EXIOFRFH[1,2-b]Hh %
(1)(5RS,6SR,7SR)-7-(2-HAEF A& FAXH)-5-(3,4- T F -
EEBFEEH1,2-b 1%

EE5EHY S0-(ORBHF &, ¥ LHH 50-(5)F 153 &
(5SRS,6SR,7SR)-7-(2- £ #-4-FERL-6-H T AH £-5-(3,4-F
F_EXBIRAKFHF[1,2-b]hE 5 £ KK R,% 3 (5RS,6SR,
TSR)-T-(2-REFEX4-FEXE)-6-RTEAHE-5-G3,4-TF =
SEXRBITEFHALL,2-b]%E.
(2)(5SRS,6SR,7SR)-7-[2- (W% -S-EF A H) 4+ FEXET-6- T
FHAE-5-G4-TF —_FRB)VRRIFH[1,2-b]rg

A (5RS,6SR,7SR)-7-2-REAFAE-+-FEAXE)-6-R T4
HE-S-G-EF _EFXB)FAFEH(L1,2-b]tg, £ 5 L w4 48
REHFE4R. (DERT,H(GRS,6SR,7SR)-7-[2- (=4 -5-&
FEE)--FEREE]6-RTEEKES-QL-ITF_EXE)TKE




#FL1.2-bHrEZE TFA SRR 1.5 Mo, & B AR E AL A4,
¥ & :155-158°C
=4 # FAB-MS(m/e, Bl (CosHpu OsNs +H) 7 14)
it # {8 ;488. 1570
A 7 {8 :488. 1567

‘H-NMR (300MHz, CDCl,, & ppm) : 3.60 (1H, dd, J = 9.5Hz, 10.6Hz),
3.67 (3H, s), 4.65 (1H, d, ] =9.5Hz), 5.36 (1H, d, J = 10.6Hz),
.45 (1H, d, J =15.3Hz), 5.68 (1H, d, J = 15.3Hz), 6.00 (2H, ),
6.41 (1H, d, J=1.9H2), 6.44 (1H, dd, J =1.6Hz, 8.5Hz), 6.71 (1K,
d, J=1.6Hz), 6.73 (1H, dd, ] = 1.6Hz, 7.9Hz), 6.83 (1H, d, | =
7.9Hz), 7.08 (1H, d. ] =8.5Hz), 7.27 (1H, dd, J = 4.9Hz, 7.6Hz),
746 (1H, d, ] =7.6Hz), 8.54 (1H, d, ] =4.9Hz)

RE{E:0. 26 (Merck 22 8] * &, # JK 60F /8. (5. T8, 7. % =

10:1:1)
L H Al 55
(SRS,6SR,7SR)-6-#% #-7-[2-(1-F B EFER) - FH 5 £
5-(3,4-F F ZERE)H AR A1, 2-b]oH % (F P o — b k)
(1D(SRS,6SR,7SR)-6-H T Rk &£-7-[2- (- FEAS AT EL)-4-F
AAE]-C TP _EEL)FAH#L, 2-b] g

EEEH 50-(5)F % B 9 (SRS, 6SR,7SR)-7-(2- B £-4-F &
AECRTERESCL-TF_EEXB)REFE#1,2-b] s
(98. 2mg, 0. 213mmol) . % % 4 (48. 8mg) .KI(1. fmg) EF XK + Z
AW SmDFHERF AN 2-B T B F 8 33eL), wH E%K 19.5
AN BEREHAKR- LRI AR AN EEANEE. B

— §A —




RRERW™ TR, RE5H, SR E0E 5 HEKAHEH Merck I 8
Fa R 0/CR:CBIE=3. DFHEHLEE B Merck A
B 5 BERR 60F s/ Z R PR . W =30 DEF 4 E a4, 4 5 £
BXefEa® ] & 57 (SRS, 6SR , 7SR)-6-8 T £ 3% £-7-[2-(1-2 &
BHERRE) - FERE]S-G G- EF _AFEKFEE#1,2-b]
o AT R AR F 65 — AN (56, 2mg) f2 B — (38, 8mg) .
(2) 7% T - 4 (1) F 15 2| 89 3t BR 4K # 8 — 4 (56. 2mg, 0. 100mmol)
TFAE Al PR BRENAEATHRE, EF INERL EREE
PHS Z%& . BIRIBERZESF R . AERAUP AL S AE &%
FRRN TR, L5 H BFovRtEdsslaEsgwr
(Merck 2 8 7 & , B &K 60F /4 F - FH=4. DT84, 18
E*Jﬁﬁﬁ#a%%@ﬁ%ﬁﬁ’ft%%“F’#J"”i\i’ii'ﬂkﬁﬁ(%.Smg)o

% £ .85-123°C

& 4 # FAB-MS(m/e, ) (C;sHy;O;N-+H) T i4) |

& {# .506. 1815

M 7 18 :506. 1803

'‘H-NMR (300MHz, CDCls, § ppm) : 0.56 (3H, t, ] =7.4Hz), 1.34-1.76
(2H, m), 3.67 (3H, s), 3.76 (3H, s), 4.05 (1H, t I = 10.5H2), 4.51
(1H. dd. I = 5.1Hz, 8.1Hz), 4.60 (lH, d, J =10.5Hz), 4.72 (1H,
d, J=10.5Hz), 5.86 (2H, s), 6.33 (1H, d, J =2.3Hz). 65] (1H,
dd, J = 2.3Hz, 8.3Hz), 6.79 (1H, 4, I=7.TH;), 6.83 (IH, d, J =
1.6Hz), 6.84 (1H, dd, J = 1.6Hz, 7.7Hz), 7.07 (1H, dd, ] = 4.9Hz,

7.6Hz), 7.22 (1H, d, ] =8.3Hz), 7.25 (1H, d, J=7.6Hz), 8.39 (1H,
d, ] =4.9Hz)



RI1E:0.25(Merck 28 = %, B K 60Fx/—E F . 7B =3.
1) |
EHF 56
(5RS,6SR,7SR)-6-B &-7-[2-(I-FREEFREE)4-FE5£]-
5-(3,4- T F ZE X)X IFH1,2-b 1 e (F — DAt ik)

FELEH 55-(RFEHFE, LB 55-(2) P 5 2| 4zt 8k
& & gy 5 — 4 (38. 8mg,0. 0691mmol) H AT R K B E L€k EHE
EEHREAEWEHF — 3T RIE(L. 5mg).

Y5 & :94-102°C

& 4 # FAB-MS(m/e, A (CisHpyO:N+H) Tit) .

i+ & 18 .506. 1815

| 7 {8 :506. 1790

'H-NMR (300MHz, CDCl;, & ppm) :0.99 (3H, t, J =7.4Hz), 1.85-2.01
(2H, m), 3.22 (1H, t,  =10.0Hz), 3.71 (3H, s), 3.75 (3H, ), 4.61
(1H, t, ] =6.6Hz), 4.69 (1H, 4, J=10.0Hz), 5.09 (1K, 4, J=10.0
Hz), 5.94 (1H, d, J = 2.0Hz), 5.95 (1H, d, J=2.0Hz), 6.27 (1H,
d, ] =2.1Hz), 6.50 (1H, dd, ] =2.1Hz, 8.3Hz), 6.71 (1H, s), 6.77
(2H, s), 7.04 (1H, d, J =8.3Hz), 7.13 (14, dd, J =5.1Hz, 7.4Hz),
7.33 (1H, d, ] =7.4Hz2), 848 (1H, d, J =5.1Hz)

Rf {8.0. 26 (Merck A8 &, B K 60F s/ R F K : A =4
1)
LA 57
(5RS,6SR,7SR)-6-% &£-7-[2-(1- R A A E)-4- FEXE]-5-3.4-
PR -_EFXDFEEFO2-bIHEE P H—IXRE)




KT EEY 30-(OFEREFE, BS54 55 1% 2l (5RS,
6SR, TSR)-G—m%-?*[Z-(l-?i%%ﬁi?&)"‘i-?}ﬂ.ﬁ%] 5-(3,4-
TR _EERBIFRRBEHLL,2-b ]tz (x 5 N — IR TR
ML EAFRELAY,

¥ £ :151-154C

& 4 # FAB-MS(m/e, I/ (CrHxsON+H) *17) .

it H {5 .492. 1658

W % 2 :492. 1646

'H-NMR (300MHz, CDCL, 6 ppm) :1.02 (3H, t, ] =7.4Hz), 1.92-2.08
(2H, m), 378 (3K, 5), 381 (1H, dd, J=9.$Hz, 11.4Hz), 472 (11
d. J=9.9Hz), 4.90 (1H, dd, J =5.8Hz, 6.3Hz), 5.24 (14, d T =
11.4Hz), 6.00 (2H, 5, 6.51 (1H, dd, ] =2.3Hz, 8.6Hz), 6.58 (1H,
¢, J=23Hz), 6.70 (1H. d, J = 1.7Hz), 6.77 (IH, dd, J = 1.7Hz,
T.9Hz), 6.84 (1H, ¢, J =7.8Hz), 7.20 (1H, dd, J =4.8Hz, 75Hz)
7.23 (1H, d, J=8.6Hz), 7.38 (1H, d, ] =75Hz), 8.24 (1H. d J =
4. 8Hz)

RE{E:0.32(Merck A8 &, B K 60F, ./ _EF K. F8. 72
B=10:1.1)
L5 58
(SRS,6SR,7SR)-6-% £&-7-[2-(1-% & £ &£ )-4- FEFRE]5-(3,4-
TSR REH[1,2-b] 0ok (B — A afBeih)

HEEZRP STABRNF LK,

BB .141-144C

& 4 % FAB-MS(m/e, L (CoyH,sO.N+H) * 1)




i 4H . 492. 1658
M {E .492. 1639

'H-NMR (300MHz, CDCl;, 6 ppm) :0.88 (3H, t, J=7.5Hz), 1.51-1.83
(2H. m), 3.33 (1H, t, J=10.8Hz), 3.76 (3H, s), 4.62 (1H, 4, T =
10.8Hz), 4.68 (1H, dd, J = 5.4Hz, 6.9Hz), 4.96 (1H, d, J = 10.8Hz),
595 (1H, ¢, J = 1.6Hz), 5.97 (1H, d, ] =16Hz), 6.38 (1H, 4, I =
9 0Hz). 6.52 (1H, dd, J = 2.0Hz, 8'4Hz), 6.64 (1H, d, J = L.THz),
673 (1H. dd, ] =1.7Hz, 7.9Hz), 6.79 (1H, d, J =7.9Hz), 7.09 (1H,
d ] =84Hz), 7.18 (1H, dd, ] =4.8Hz, 7.7H2), 7.36 (1H, d, I =

RE{E.0.25(Merck A8 &, K 60Fs/ — A FiR. FEBE. Z
%=10:1:1)
5E 76 % 59
(5SRS,6SR,7SR)-7-[2-(1-Z Ak X L EFE)-4-FEX AL -6- K £-
5-(3,4-F ¥ _EEXE)F RH#1,2-b]%

RELRFA S ARG T ERIAMNREKLY 2.1 A X 6 EHEKH
RANEY.

% 2 # FAB-MS(m/e, b (CoeHxON+H)"11)

T E . 506. 1815

A E 18 :506. 1817




'H-NMR (300MHz, CDCL, & ppm) : 1.01, 1.53 (3H, 24, ] = 6,51z
J=6.8Hz), 1.18 (3H, t, J = 7.3Hz), 3.24, 3.93 (1H, 2t, J = 1002z
J=10.5Hz), 3.74 (3H, ), 4.08-4.24 (2H, m), 4.52-4.78, 5.08 (2H,
m, d, ] =10.0Hz), 5.85 (2H, s), 6.30 (1H, d, J = 2.1Hz2), 6,50 (1%
d¢, J = 2.1Hz, 8.2Hz), 6.69-6.90 (3H, m), 6.97-7.38 (3H, ),
8.37, 847 (1H, 2d, ] =5.1Hz, J = 4.6Hz)

RE{E:0. 36 (Merck 22 8] & & , 3 B 60F /845 : FEE=10.1)
£ 7% 1 60
(SRS,6SR,7SR)-6- R #-7-(2-(I- S R L E£)-4-FE £ £]-5-(3,
T FEERBIFRFEH(1,2-b] %

R &mH 59 4 K 89 (5RS,65R,7SR)-7-[2-(1- 248 £ 7.5
B)4-FERRET6CRES-Ge-TF _EXDTAE 1. 2-b]
R (2] BB AU S THA 57 BT EA R s
v 2l WA ERNEREL AW,

4 # FAB-MS(m/e, Bl (CosHpuO:N+H) T i)

& {H .478. 1502

Wz 1H . 478. 1521

'‘H-NMR (300MHz, CDClL, 6 ppm) : 1.26, 1.62 (3H, 2d, ] = 7.0Ez),
3.38, 3.75 (1H, t+dd. J=10.5Hz, J =09.9Hz, 11.2Hz), 3.75, 3.77
(3H. 2s), 4.60, 4.71 (1H, 2d, J =10.5Hz, J = 9.9Hz), 4.83, 5.03
(1H, 2q, ] = 7.0Hz), 4.92, 5.25 (1H, 2d, ] = 10.5Hz, ] =11.2H2),
.95, 5.96, 6.00 (2H, d, J=1.9Hz, d, J = 1.9Hz, s), 6.38-6.87 (5H,
m), 7.08-7.41 (3H, m), 8.40, 8.28 (1H, 2d. ] = 4.9H2)



Ri{€:0.27,0.17(Merck 2 8] * & , B K 60F,./ 815 . F&. 7,
#®=10:1:1)

L 61—63
(5RS,6SR,7SR)-6-# #-7-[2- (- E LA E)-4-FE % £]-5-(3,
4T F —EAXB)VFREHLL,2-b]tk = (E#H 61)
(5RS,6SR,7SR)-6-#H &-7-[2-[2- Q- $ X L 45 X)L S -4- 7
AXRE]S-G4-TF _ERRIFEFFLL,2-b ] (Ll 62)
(SRS, 6SR, 7SR)-6-%& A&-7\|[2-[2-[2-Q- B X ZE 5 X)) £ 4
EIZEE A FEERE]S-Ca-TF - EXLFAFE#[1,2-b]
7 (K 3Bl 63)

WIMAYTHESTHEASS-(D. QBN T, Ad4T
#AF 50-(5) 7 1% 2| 8§ (5RS, 6SR, 7SR)-7-(2- 8 £-4-F 4 % &£ )-6-
RTREES-C4-TF _EXBRKFEH(L.2-b]UE 5 BFE
BRANBERM ARG ERHELEE BN Merck 28 &, 2K
60F 5/ 87 FEE. LB =20 1. DETLELE T U4 &,
EHEF 61

& 7 % FAB-MS(m/e, L (CysH;ON+H) T 11) .

i E 18 .478. 1502

W {H . 478. 1491

‘H-NMR (300MHz, CDCl,, 6 ppm) : 2.53-2.77 (2H, m), 3.23 (1H,
t J=9.6Hz), 377 (3H, s), 4.10-4.21 (2H, m), 4.63, 5.08 (IH x 2,
dx 2, J=9.6Hz), 5.91-5.96 (2H, m), 6.42-6.52 (2H, m), 6.63-
6.80 (34, m), 6.94 (1H, d, ] =8.8Hz), 7.14 (1H, dd, ] =4.8Hz,
7.7Hz), 7.3¢ (1H, d, ] =7.7Hz), 8.46 (1H, d, ] =4.8Hz2)

— 14 —



RE{E:0.44(Merck N8 * &, 8K 60F /8 . FE. 28 =
20:1:1)
k| 62

% 4% FAB-MS(m/e, P4 (C,oHpn O N+H) T 1) .

i+ & {8 .550. 1713

M % 18 :550. 1696

‘H-NMR (300MHz, CDCls, § ppm) : 2.45-2.76 (4H, m), 3.16 (14,
t, J =8.4Hz), 3.77 (3H, s), 4.08-4.31 (3H, m), 4.533-4.70 (1H,
m), 4.66, 5.16 (1H x 2, d x 2, ] =9.4Hz), 5.92-5.96 (2H, m), 6.43-
6.51 (2H, m), 6.65-6.81 (3H, m), 6.84 .(1H, d, ] =8.9Hz), 7.18
(1H, dd, J =5.0Hz, 7.6Hz), 7.38 (1H, d, ] =7.6Hz), 8.44 (1H, 4,
J =5.0Hz) |

RE{H:0.47(Merck A 8] = & B K 60F /85 . FE. L H =
20:1:1)
SE 6 4] 63

%4 # FAB-MS(m/e, b} (C:HyOuN+H)Tit) .

it E1E.622.1925

A % 1H:622. 1938



'H-NMR (300MHz, CDCl;, & ppm) : 2.50-2.90 (6H, m), 3.03 (1H,
t, J=98.3Hz), 3.78 (3H. s), 4.09-4.54 (6H, m), 4.63, 5.16 (IH x 2,
dx 2, I =83Hz), 5.92-5.96 (2H, m), 644-6.53 (2H, m), 6.64
(1H, s), 6.66-6.80 (2H, m), 6.91 (1H, d, ] =9.2Hz), 7.15 (1H,
dd, J =4.9Hz, 7.6Hz), 7.33 (1H, d, ] =7.6Hz2), 8533 (1H. d 1=
4.9Hz)

RIME:0.54(Merck A& &, 2K 60F s,/ 87 . FE.L% =
20:1:1)
L H 64
(5RS,6SR,7SR)-6-% &-7-[2-(2-F A &-1-FEH A £ %)-4-F
AFRES-GCe-EF_EFBFXREHF.2-b]g (L FH—4
BRI
(1)(5RS,6SR,7SR)-7-[2-(2-F £ &E-1-FHAHECLEE)-4-FEX
E1-6-HTEHKA-5-C4-FTF A= FXKFEH[1,2-b]o %

B5Z%E SS-(ORBHFZE, BB S0-(5)FF I H
(SRS,6SR,7SR)-7-(2-£ E-4-FEFE]-6-R T AHK£-5-(3,4-F
FoExE)RREH[1,2-b]HEEHZXMIELHF % (J. Med.
Chem. ,28,1447—1453,(1985)) & O— ¥ £ L B B 4] & & 2-2-3-
FEAABRFERR, B4 4 &4 #1382 KAEE T (Merck 2 8
B ERK /TR LB LE=3:1~2:1~1.D#TH T &, & &
(5RS,6SR,7SR)-7-[2-(2- ¥ A £-1-FEHF X LA H)-+-FEX
EI-6-HTEHRS-GL-TEF _EXBTAFEH(1,2-b] g
% 7t gk 7 (SRS, 6SR,7SR)-7-[2-(1-FAHE LHFEE)-4-F L
EEI6HMTEEES-QA4-TF _EAXB)XRFALL 2-bIoteg,




(2)H (5RS,6SR,7SR)-7-[2-(2-F £ &-1-FERELEE)4-FE
FEI6RTARES-GeTF_EX5)FAH 1, 2-b]ms
HEPH—NFRE, ZE5ERFA SS-(DERHNFEE&RFTINL
.,

Y55 .73-76C

'H-NMR (300MHz, CDCl,, 6 ppm) : 3.37 (1H, t, J = 10.0Hz), 3.69
(3H, s), 3.75 (3H, s), 3.87 (2H, d, I =5.0Hz), 4.5] (1H. d, J =

12.1Hz), 4.56 (1H, d, J =12.1Hz), 4.65 (1H, d, J =10.0Hz), 4.88
(1H, t, ] =5.0Hz), 5.04 (1H, d, J=10.0H2), 5.2 (1H, d, ] =13
Hz), 5.94 (1H, d, ] =1.3Hz), 6.36 (1H, d, ] = 2.3Hz), 6.53 (1H,
dd, J =2.3Hz, 84Hz), 6.72-6.80 (3H, m), 7.07 (1H, 4, ] =84Hz),
7.10 (1H, dd, ] =4.5Hz, 7.THz), 7.18-7.40 (6H, m), 8.46 (1H,

d, J =4.5Hz) .

Rf1E.0.35(Merck 2 8 = &, # K 60F 5,/ 8 : FE=10:1)
553 65
- (5RS,6SR,7SR)-6-% #-7-[2- - FEE-1-FEEEL LE£)4-F
AXRES-CA-TF X FAEFLL2-b]UhE(F —~A 3tk
%)

ZELERW 64-CQIRBEH FE, B LR 64-(1)F & & &
(5RS,6SR, 7SR)-7-[2-(2- ¥ £ £-1- FAB L LA L)+ F LXK
A]6RTEEES- Q4R _EAXBIRAFEH[L,2-b]4t g &
AN REERTFANES.

& & .75-78°C




'H-NMR (300MHz, CDCls, & ppm) . 3.37 (1H, dd, J = 3.6Hz, 8.5H2),
355 (1H, dd, J =5.4Hz, 9.8H2), 3.70 (1H, t, J =10.4Hz), 3.70
(3H, s), 3.75 (3H, 9, 4.35 (1H, d, J = 12.2Hz), 4.42 (AL, d J=
12.2Hz), 4.59 (1H, d, ] =10.4H2), 4.77 (1H, dd, ] =3.6Hz, 5.4Hz),
485 (1H, d, J =10.4Hz), 5.82 (2H, s), 6.32 (1H, ¢, ] = 2.3Hz,
6.52 (1K, dd, J = 2.3Hz, 8.5Hz), 6.72 (1H, ¢, ] =7.9Hz), 6.83 (1H,
d, ] =7.9Hz), 6.88 (1H, s), 7.03 (1H, dd, ] =4.8Hz, 7.5Hz), 7.17-
7.38 (TH, m), 8.36 (1H, d, ] =4.8Hz)

Rf 1€:0.39(Merck 28 & &, K 60F 5./ 41 : FE=10:1)
L 66
(5RS,6SR, 7SR)-6-R £-7-[2-(I-FEH A LHF £ L)+ FE =
A1-5-G4- TR _FFREVFXF AL 2-b%%

BRELHF 4-(DDFR BB FE, B LZRHA 64-(1)F &4 K &
(5RS,6SR,7SR)-7-(2-(I-F A HE L FES)4-FARET-6-KT
EHES-CL-ITF_EXLTREHL2-b] o RFAMLE
0 o

¥ & .147-150°C




'H-NMR (300MHz, CDCl, & ppm)-: 3.80 (1H, t, ] = 10.0Hz), 3.67
(3H, 5), 372 (3H, s), 4.57 (1H, d, ] = 10.0H2), 4.80 (1H, d. J =
10.0Hz), 5.01 (1H, d, J = 2.1Hz), 5.66 (1H, d, J = 2.1Hz) 5.94
(1H, d, I =1.4Hz), 5.95 (1H, d, J = 1.4Hz), 647 (1H, ¢, J= 2.5
Hz), 6.65 (1H, dd, T =2.5Hz, 8.5H2), 6.71-6.79 (3K, m), 7.09 (1K,
dd, J=49Hz, 7.6Hz), 7.21 (1H, d, J =8.5Hz), 7.95 (14 d J =
7.6Hz), 840 (1H, d, J = 4.9Hz)

Rf 18 :0. 22(Merck 8] * % , B K 60F /&7 . F8 =95.5)

TREIEHG 67.68 Lo THAIEALEEARLF, K4
P TR A ERT LA A,
34 67
(5RS,6SR,7SR)-6-% £-7-[2- - £ E-1-FEAHBELEAE)-4+FE
E£]5-G4-FF —AEE)FABFL2-bI% % (& oy — A3t
BR&E)

5 5 .108-110C

&4 % FAB-MS(m/e, BA (CorHusOsN+H) T i)

1T H 18 . 508. 1607

M| 7% {# .508. 1602




'H-NMR (300MHz, CDCl;, é ppm) :3.31 (1K, &, J=9.6Hz), 3.75 (3H,
s), 3.76 (3H, s), 3.99 (1H, dd, J =4.2Hz, 12.3Hz), 4.10 (1H, dd,
J=2.2Hz, 12.3Hz), 4.63 (1H, d, J=9.6Hz), 479 (1H, dd, I =2.2
Hz, 4.2Hz), 5.29 (1H, d, J =98.6Hz), 5.96 (2H, s), 6.28 (1H, d,

[ = 92.3Hz), 6.52 (1H, dd, J = 2.3Hz, 8.5Hz), 6.70 (1H, s), 6.74
(1H. d, ] = 7.9Hz), 6.78 (1H, d, J =7.8Hz), 7.07 (1H, d, ] =85
Hz). 7.14 (1H, dd, J = 4.9Hz, 7.6Hz), 7.35 (1H, d, ] =7.6Hz), 8.43

(1H, d, ] =4.9Hz)

RE{E:0.47(Merck 2 8 = & , B & 60F o/ &t : F8E=10:1)
£ 76l 68
(5RS,6SR,7SR)-6-% #%-7-[2-(2-BH4-1-FEAHE X LA H)-4-F 4
AE]S-QG4-FF _AFXB)TRRFEHLL2-bDIUE(E —xt sk
&)

A A :113-115C

&4 # FAB-MS(m/e, P (CyHy;ON+H) + 1) :
& {8 .508. 1608

M 7 {6 :508. 1579

‘H-NMR (300MHz, CDCl,, & ppm) : 3.48 (1H t, J=9.9Hz), 3.66-3.80
(2H, m), 3.69 (3H, s), 3.75 (3H, s), 4.55 (1H, d, J = 9.94z), 4.77
(1H, dd, J =3.0Hz, 6.3H2), 5.07 (1H, d, J =9.9Hz), 5.54 (2H, s),
6.31 (1H, d, J=2.0Hz), 6.52 (1H, dd, J = 2.0Hz, 8.5Hz), 6.73-6.76
(3H, m), 7.10 (1H, d, ] =8.5Hz), 7.13 (1H, dd, ] =5.0Hz, 7.7Hz),
7.29 (1H. d, J = 7.7THz), 8.45 (1H, d, ] =5.0Hz)



Ri {8 :0. 41(Merck 2 8 * & , 2K 60F 5./ &5 . FE=10:1)

TRERG 69-T1 e TEIREL N FRLSDBAL
T3 A LA B
5% 7 #) 69 |
(5RS,6SR,7SR)-6-F Z-7-[2-(1-BE-2-ZTLEHE)4+-FEFL]-
5-B, - TR _EAEXIFAB AL, 2-b ]z (HE P sy — s i)

¥ & :158-163C

B % FAB-MS(m/e, LA (CyHuON+H) Ti7)

i {8 . 494. 1451

) 7 15 :494. 1452

'H-NMR (300MHz, 7+ k »-ds, & ppm) : 3.79 (3H, s), 3.898 (1H,
dd, J = 10.2Hz, 11.3Hz), 3.900 (1H, dd, J =4.6Hz, 12.0Hz), 3.99
(1H, dd, = 3.0Hz, 12.0Hz), 4.68 (14, 4, ] = 10.2Hz), 5.03 (1H,
dd, J = 3.0Hz, 4.6Hz), 5.28 (1H, d, J = 11.3Hz), 6.03 (2H, s), 6.58
(1H, dd, ] = 2.3Hz, 8.4Hz), 6.62 (IH. d, | = 2.3Hz), 6.86-6.92
(3H, m), 7.31 (1H, dd, J =5.0Hz, 7.6Hz), 7.39~7.42 (2H, m), 8.24
(1H, d, ] = 5.0Hz)

Rf{E:0.25(Merck A& F & , EK 60F .,/ R GF . FH. L8 =
10:1:1)
kA 70
(5RS,6SR,7SR)-6-% £-7-[2-(1- B X-2-E LA H)-+ FAFRE]
S-GCA-FF_AEXBORKFEHLL,2-b = (F — A IREK)




¥ .139-142°C

& 4 # FAB-MS(m/e, bl (CosHuON+H) T 1) .
HHE{E . 494. 1451

M 2 1H . 494. 1454

‘H-NMR (300MHz, 7 b »-ds, 6 ppm) : 3.58 (1H, t, J = 9.7Hz),
3.75-3.81 (1H, dd, J =5.6Hz, 11.9Hz), 3.78 (3H, s), 3.97 (1H,
dd, J =3.0Hz, 11.9Hz), 4.67 (1H, d, ] =9.7Hz), 5.03 (1H, dd, | =
3.0Hz, 5.6Hz), 5.17 (1H, d, ] = 9.THz), 6.01 (2H, s), 6.55 (1H,
dd, ] = 2.4Hz, 8.4Hz), 6.61 (1H, d, ] =2.4Hz), 6.82-6.89 (3H, m),
7.18 (1H, d, J=8.4Hz), 7.25 (1H. dd, ] =5.0Hz, 7.6Hz), 7.39 (1H,
d, 1=T6Hz), 8.32 (1K, d. J = 5.0Hz) |

RffH.:0. 20(Merck A8 F &, % K 60F s/ 8 . FE. 7% =
10:1:1)
ERE 71
(5RS,6SR,7SR)-6-#% %-7-[2-(1- B L HEF)-4-FHE X £ ]-5-(3,
T F EEB)FAEH#[1,2-b] %%

B 144-147°C

& o # FAB-MS(m/e, LA (C;H OsN+H) T 17) .

iHE{E .476. 1345

i % { :476. 1360




'H-NMR (300MHz, CDCl,, 6 ppm) : 3.72 (1H. t, J =10.4Hz), 3.75
(3H, ), 4.68 (1H, 4, J =104Hz), 523 (IH, d, J=104Hz), 541
(1H, s), 5.99 (2H, s), 6.09 (1H, s), 6.58 (1H, 4, J.= 2.4Hz), 6.61
(1H, dd, ] = 2.4Hz, 8.1Hz), 6.70 (1H, d, ] =1.6H2), 6.76 (1H, dd,
] =1.6Hz 7.9H2), 6.82 (1H, d, ] =7.8Hz), 7.216 (IH, 4, ] = 8.1
Hz) 7.225 (1H, dd, I =5.1Hz, 7.7Hz), 741 (1H, d, ] =7.TH2),

8.31 (1H, d, I =5.1Hz)

REE:0. 46(Merck 28] * &, B K 60F /41 FE. 2.5 =
10:1:1)
EH A 72
(SRS,6SR,7SR)-6-# #-2- B F X-5-(3,4- T F ZH K #)-7-(4-=
FEXRBTREH[1,2-b]ok g
(DE6-F%-3-B.4-FF _EAXAEHDUE-2- B8 T
EEEAHCI-FBEEEZRA - (DRSS F 24547 4
B9 6-F&-3-C4-ZF _AREHRL)-2- AR A FH.
(26-F#-3-C - FTHF_EEXHL)-2-FEHE 4% N-At iy
KRT 2 6-FEIC4EF_aFE2H L) t-2-4 BT
B (1. 75g, 5. 85mmol) & = 4 F ¥ (20ml) & & % # # #v A\ mCPBA
(1.73), ZRT . HBBREW 20 NHE, ERRGRHAERE -
Bh. RUERFBREHAERFRRAN REFA _LFEER. &
ANEREREAHABRALAE REE TR BAETALEA,
FEGFEIGCL-TF_ERERL)2-FAELE LT N-E1L Y
(1.57g),
(D6-EFAE-3-G4-TF_AFAEHE)UE-2-L % F &




KAT  E6-FEIGCALTF_AXEHE)-2-T 5524
e N-41¢ 4 (1. 56g,4. 95mmol) & DMF (15ml) ® gy 7 &= o A\ =
ARRFRUmD, ZRET . HELBAY B K, BET.E£544
CAERK AREBEAAK- LB LEIE. REAUEBES XS
AT AN EARETNE EARBETEE . RETA S
EREE 6CRFEIQATF_AREEIL)UE-2-5 5 Z 5
(1.72g).
(6-C-ZFERX7ZEFAEL)-FCLIEF_EFE5 T
e-2-A B F B

ER T Z6-RFEFQL-EF_AREHL Nw-2-5%
FEE (1. 71g,4. 50mmol) £ — 4 FHE OmD P AR I AT £ =
FREG MDA 2-ZFAR L AF 24 Q. 4amD, TR T, 8
BEWIT M., BRNBARAR IR LELIRE . AFROREHE
HRKBEAT AR ENRARBREAFNE  BARRATERE . AL
T.&ZERN., EEREET MPLC Merck 228 & & ,Lobar B # 4%,
ER60/CH . LHELE=3.1~1. DH#TENX,BE 6-(2-ZF &5
ELEFEFE)-Q-ITF_EXEHL)NrE-2-4 5 F8 (L
44g),
(5)6-(-ZFEABERAEFRAFRL)--G4+TF_ERXHE L)
F--R B

A EFEFS6-QZFEBRLELATFEAFL)3-(3,4-F F
TEREHRBIUE-- KB FERAR AR C-Q-ZFRBEECE
FEFE)-3-CL-EF-_AEREHZLIRE-2-BE.
(6)6-Z 2B E-7T-FR-C-ZFEHEEZEFEFA)S5-G.+TF
ZEAREITRR-1,3-ZF#[1,2-b )%

KET,Z6-Q-ZFEERXELEAFLAFE)--GL-ITF_L
REHL)hoz-2-% 8 (1. 27g,2. 94mmol) & THF (10ml) ¥ 8935 &




A CDI(950mg) , EB T, HEBEWS N, KA T, EZRL
MEWANLER _REQ.6g), TRTHAZRAY 63 MeHE, %k
BT, AN ZERAOmD, EET . HERAHW 3044, Fo4@
RERBEY REAUPELEABAAEENE HBA TR,
BRETEZERN BRBHREBERE_LAFKEQOmD F, w A&
& Wako C—200(10g)  ER FTHRHEBAM ¢ MK, BAREK,E
BRLERE. ¢HBRAMER  RETEA:EH BESATEEL
B (Merck N8] = & K 60/ 08 2R LB =3 1)#Fa44,4
IR EERC-LERE-T-SK-2-Q-ZFHEBREF LT 4)-
5-(3,4-F F ZHXE)IRR-1,3- 2% #[1,2-b]# % (556mg).
(7)(5RS,6RS,7SR)-6-Z 8 H E-2-C-Z FEE R ZEFHF £)-
5-,4-FFAKA)-T-W-FEXE)FKRH[1,2-b]d %
®5ER S0-(DDEHNTZE, B 6-LERRE-T-£8-(2-
CHEABEELEAFEAFE)S-C4-TEF A X E)FK-1,3-2 88
[1,2-b]otk#€ & & (5RS,6RS,7SR)-6- L E £-2-(2-Z H E R £ 7
AFEAFE)S-G4IEF_ERE)-7T-UWFEARD TR #(1,
2-b]tez,
(8)(5RS,6RS,7SR)-6-ZE#H E-2-BFX-5-3.4-TF _E X £)-
--BFEEEYTFRFHL1,2-b]theg
EiaT,E(RS,6RS,7SR)-6-ZAH#-2-(-Z FHEH L 4H
FEFRE)-S-GLe-FF_EAXE)-T-G-FEAELFRE#[1,2-
b ] *% (34mg, 0. 059mmol) & 10%HCI—MeOH & 4 % i 5 # 15
M EEBENE RRBERAEFALHARER-LRILE IR, RE
R ReB KERTRR AL HRKERAAETNE RBHT
B, RETEZERN BRERIH LM EE BN Merck A8~
B, B 60F/Clk: 2R IE=1. D# T4, % 2 (SRS, 6RS,
TSR)-6-ZEHE-2-BF £5-3, 4T F _EXE)T-(+FAK




AR HL1,2-b]k g (17mg).
(D5 EHM 2 BHEMF %, 3 (5RS,6RS,7SR)-6-Z.f 8 £-2-8
FES-QU-TF _ERE)-T-W-FEAEBOTXRFH(1,2-b]etkg
e RFAN Y.

&4 # FAB-MS(m/e, B (CoHaOsN+H) Tit) ;

i E 18 :420. 1447

W Z 1H . 420. 1457

'H-NMR (300MHz, CDCls, 6 ppm) :3.30 (1H, t, ] =8.5Hz), 3.81 (3H,
s), 4.60 (1H, d, ] =9.5Hz), 4.70 (2H, s), 471 (1H, d, ] =9.5Hz),
5.97 (2H, s), 6.70 (1H, brs), 6.75 (1H, d, J =7.9Hz), 6.80 (1H,
d, J=79Hz), 6.89 (2H, d, ] =8.7Hz), 7.05 (1H, d, J = 7.8Hz),
7.17 (2H, d, J =8.7THz), 7.31 (1H, d, ] =7.8Hz)

CREAE:0.28(Merck A8 F &, K 60F 5/ A5 : FE=10:1)
L 73 |
(5RS,6RS,7SR)-6-Z. H F &£-6-H £ 7- - LA FHRE - FEHAXK
)53, 4-FF - AAEL)TAS (1, 2-b]%%
(1)(5RS,6RS,7SR)-6-Z EH K-2- B FA-7-(2- B A 4-FHAX
#)-5-(3,4-FF —EEFB)RAR#[1,2-bT0%

FEwEE 72-(6) o 6-CEHKET-AK-2-Q2-ZF A F ot
MELEEFEREFIL)S-GC4-EF _EE2RXBOTK-1,3-25F#
[1,2-b]threfm 4-FEE2-FEEFEERER L ZHH 72-
(7)., (BB F%,4 KT (5RS,6RS,7SR)-6-L A% A-2-EF &
7-(2-BH-4- P EEEE)S-GQ-TF_EEXB)TKFE#H(1,2-
b]Hkez .




(2)(5RS,6RS,7SR)-6-Z A E-T-QC- LB EFEE--F4 &
EE)--EEFES5-G4TE-_AERIOFEEF,2-b]os

B (1) ¥ % 8| 4 (5RS,6RS,7SR)-6-Z. G 3k £-2- B F £-7-(2-
REA-FHEERE)S-GALTF _EEFXFB)RKEH#[1,2-b]4#
K G EHF 30-)AH N F %, 4K T (5RS,6RS,7SR)-6- 7.4,
RE-T-C- LA EF AR FEEFRE)-2-BFH£5-(3,4-T F
ZEERBIRAKFALL.2-b ] E
(3) (SRS, 6RS,7SR)-6-Z Ak #-7-(2-ZEKEFE AL FHH
RE)-2-FFE-5-G4- TR AR TAFHL,2-b]deg

E2)+%EF #(5RS,6RS,7SR)-6- L $&£E-7-2- L E £ &
A LFREXRE)-2-RFAS-QL-TF_AEXBOFREEH
[1,2-b]k#Z (17mg,0. 031mmol) & tF (ImDE K F, Fok 4 T in
ANTRGERCOLD B EAHWEZETHRH#E2AH., BREEXEFER
B, % ERE T .8 (SRS, 6RS,7SR)-6-Z A8 £-7-(2- L4 %
EFEEAFARERLD2-EFESGGTF_E4E2FXE)NA
B 3#(1,2-b 4% (14mg).

(4)4 (3) F Fr 18 89 (5RS,6RS,7SR)-6-Z @ % &£-7-(2- L4 %
EFERELFEERE)-2AFES-GL-TRF_AERAHIFA
B #[1,2-b] "% (14mg,0. 025mmol ) A F L EH— T E 5 (1.
IM, 10mD ¥ , Bk BRATFERTHRHL L6 AH. EXRMA P A
Cm), hBEHWBEEZRTHERE BARE EREAFMA IN
HCLLEZ % ZEB#®R K., ¥AHINE R i8f NaCl A% & ¥k % ,Na, SO,
THRE BREZXZERN, BHRANLEH 8. 4mg),

54 # FAB-MS(m/e, U (CosHuNO+H) T 1) .

HEE 522. 1764

W E 18 522. 1785




H-NMR (300MHz,  ®®-d, 6 ppm) : 1.18 (3H, t, J = 7.1Hz)
354 (2H, q, J=T.1Hz), 368 (1H, t, J = 100Hz), 3.79 (3H, ),
4.45-4.55 (3H, m), 4.63 (1H, d, J = 10.0Hz), 474 (1H, ¢, J=16.2
Hz), 4.95 (1K, d, J = 10.0Hz), 6.00 (2H, s), 657 (1H, cd, J = 2.4
Hz, 8.3Hz), 6.61 (1H, d, J = 2.4H2), 6.82-6.93 (3K, m), 7.22 (1K
d, 7 =8.3Hz), 7.34-7.40 (2H, m)

Rf{E:0. 60(Merck A 8 FlBEK 60F ../ %0 : FEE : ZH =10
:1:1)
Ll 74
(5RS,6SR,7SR)-7-(2- LA E R X FHX-4-FEERE)-2-T 4
EPE-6-BE-S-G4-TF _AEFBFAHH[L,2-b]7E

(D4 L HH 73-(3) F 15 3| 85 (SRS, 6RS,7SR)-6- T £ 3 &-7-
(-L4BEFAE4GFEEFRE)-2-AFES-GCLEF_AF
FEIF X E#[1,2-b] % % (30mg, 0. 053mmol) & F Z -THF &
W (21%,4mD), ERTH#BL AT E . ZEEEH, ¥R EA pTLC
(Merck 2 3 #| % & 60F/8 % : FE=10: Do & H#,1
(SRS,SRSJSR)-?-(Z-Zﬁi’Eﬁ%Eﬁii-*l-f?i%mi’é)-&&%
EPE-G-CAHKE-S-GQ-TF _AEFXBOXXFEFL1,2-b]R
(17. lmg) 7 (5RS,6RS,7SR)-2- LA B F £-6- L £ % &-7-(2- T4
EH AT ERL L FHEEFE)S-QAL-EF_EEXB)RREH
[1,2-b]#k=£ (1. 2mg),

(2)F (1) f #% 2| # (SRS, 6RS, 7SR)-7- (2- LEEREFEE
G FEEEE) L AETEGCLARE G AT R AR
BORKFEH,2-b ] R EERFRARNFT 24 AFANLE




.
B 43 FAB-MS(m/e, P (Co)HuolN, O3 +H) T 11) .
HHEAE 548. 2397
W & 18 548. 2396

'‘H-NMR (300MHz, CD.0OD, &6 ppm) : 1.13 (3H, t, ] =7.3Hz), 1.23
(3H, t, J=T7.2Hz), 3.04 (2H, q, ] =7.2Hz), 3.17 (1H, t, J=9.8Hz,
3.23-3.33 (2H, m), 3.76 (3H, s), 4.23 (2H, s), 436 (1H, d, I =
14.6Hz), 4.44 (1H, d, J = 14.6Hz), 4.60 (1H, d, ] =9.9Hz), 5.04
(1H, d, ] =9.9Hz), 5.90 (2H, s), 6.48 (1H, d, J=2.3H2), 6.55 (1H,
dd, J=2.3Hz, 8.1Hz), 6.70 (1H, s), 6.74-6.80 (2H, m), 6.98 (1H,
d, ] =8.1Hz), 7.24 (1H, d, ] =7.SHz), 7.35-7.40 (1H, m)

Rf {&:0. 43(Merck 2 & #{ % i 60F s/ &5 : F8 : 7% =10
:1:1)

L HAH 75
(5RS,6SR,7SR)-2-ZEEFE-6- B E-T-C-RFEE L FEEF
#)-5-(3,4-FTF —EEAFXL)F ARG AL, 2-b k%

B EH A 74-(1) Fr % 89 (5RS,6RS,7SR)-2- LA X F £-6- 7.4
BAE-T-(-LARKEFARELGFEREERE)S-Q4-EF 4%
AEORKFEH[L,2-b g  ZELHF 2ARHFTEEAFALL
X

&4 # FAB-MS(m/e, PL(CyuHzN,Os+H)*it) .

T EE 521. 1924

M <& 521.1939




'H-NMR (300MHz, CD:OD, & ppm) : 1.25 (3H, t, J = 7.2Hz). 3.06
(2H, q, I =T.2Hz), 356 (1H, t, ] = 10.0Hz), 3.75 (31, ) 417
(1H, d, J=154Hz), 4.19 (2H, s), 4.28 (1H, d. ] = 15.4Hz). 4.56
(1H. d, J =10.0Hz), 471 (1H, d, J = 10.0Hz), 5.92 (2H. s) 6.49
(1H, d, J = 2.2Hz), 6.49 (1H, dd, J=2.2Hz, 8.2Hz), 6.71 (1H, ),
6.75-6.81 (2H, m), 7.13 (1H, d, J = 8.2Hz), 7.17 (1H, d. ] = 7.8
Hz), 7.27-7.31 (1H, m)

RE{E:0. 22(Merck 2 & | 5 B 60F 50/ &5 + FE : B =10
t1:1) |
K H 76
(5RS,65R,7SR)-6-Z £-7- - R EFHREG-FEEER)2-FE
#-5-(3,4-F F - ERRIOF KB H[1,2-b]th et

Jl6-FREME-2,3-K B, %5 LHEH 30-(1).50- (1)—(6)
fo 30-(DOEI B F i, & REHELLSY.

B4 # FAB-MS(m/e, b (CsHxNOs+H) T i) .

T EE 522.1764

W 7 1 522. 1769
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'H-NMR (300MHz, CDCl,, 6 ppm) : 0.87 (3H. t, ] =7.2Hz), 1.72 (2H,
sext, I =7.2Hz), 2.96 (1H, t, J =9.6Hz), 3.81 (3H, s), 4.02-4.22
(2H, m), 452 (1H, d, J = 16.1Hz), 4.61 (1H, d, ] =9.6Hz), 4.67
(1H, d, ] =16.1H2), 5.22 (1H, d, ] =9.6Hz), 5.92, 5.94 (1H x 2,
dx 2, J=18Hz), 6.37 (1H, d, ] =2.3Hz), 6.53 (1H, dd, ] =2.3Hz,
8.6Hz), 6.58 (1H, ¢, J =8.4Hz), 6.63-6.79 (3H, m), 7.06 (1H,
d, J=84Hz), 7.20 (1H, d, ] = 8 6Hz)

Rf 18 :0. 31 (Merck A 8 #| 5 & 60F ./ 85 + FE : 78 =20
:1:1)
LR 77
(5RS,6SR,7SR)-2-Z. %-6- % %£-5-3,4- T F S EKE)-7-(4-F
FEFREF R HLL,2-b]utE
(D6-KF A% E-2,3-Z KB~ ¥ B

7 K.CO;(8.29g) 5 £k DMF B & 7, FTEAA THAER
B (3.08mD), ER THE 10204, EhBEWF N 6- G 0hrE-2,3-
— %%~ T (6. 89, 30. Ommol) B F &k DMF (10ml) ¥ #, ¥ B 4
YT 80CTHH 30 24, I00CTHHE 1 M. AT, ¥ K &MU
K- LBUBHATAR.AINEAKE, U MgSO, TH., BEELE
FEHRERTEREREN Merck AFFHERK 60/THK . —4F
F=1:'1—_4FRIZTHEH . ELEHR - RAEHRE-2,3-
ZHEEZFE(6.07g),
(2)5-BE-2-FZRAE-6-RTEKES-Q.4-TF —EXFE)-7-(4-
FEEXERE)FK-1,3- 2% #[2,1-b]HE

BB 6-ERENZ-2,3- AR _FREEAF EH




BRATN WREFE, #1755 LR 30-(1).50-(D.(OFENE R,
RES-BE2-ERE--RTAEESG LT HF_GLEL)-7-
G-FEEXELITK-1,3- 28 #[2,1-b 1=,
G- -ZFEFRGRECEETFEE)-2-FRA R TS E
-G 4-FTF - FERE)-T-U-FEREELFR-1,3- 28 #[2,1-
EQPRIES-BE-2-FRE-6RTEHEL5-G,4-EF =
FEXRE)-T-L-FEAEXE)FK-1,3-Z %302, 1-b] o =
(647mg,]1. 4mmoD XA K — A F L (ImDERAF WA LR _BRH
B0.99mD , R BAAAF TAR L HEFFAZFRFRKL
LAEFELQ6ImD , $REMEZTETHRE 2 A, ERH L
RV RAHEE 0 NaHCO, A B # % &5, F MgSO, T4, #E
KEBER TERBERAEEN Merck A B S ERK60/CK : —4F
H=1:3—1: 10K BRECIRYS-C-ZFRFRERH
LAEFEE)-2-FHE-6-RNTERES-QLTF_EEKE)-
7T-(4-EFREREXE-1,3-2F#[2,1-b]#"E 594mg.
WDSC-ZFEFHEACERFEAE)-2-ZHHE--RT A £-
5-(3,4-FT ¥ —REXRK)7-L-FEFEERKL-1,3-ZF #(2,1-b]
o 5E
EQOFRENS-Q-ZFREFHERELEAEFEE)-2-RuL
6-RTRHEES-C-TF_AEFE)-T-UW-FELERERK-1,
3- 2@ #[2,1-b]uk 5% (593mg, 0. 850mmol) &y §.4F (40ml) & % + ,
WA mCPBA(323mg) , ER THHE 12 /0. ¥R M AHEHF—5%
NaHCO, # 74 &, & HL B At f0 NaHCO, X BE# k% FE, B Mg-
SO, F&. MEZEEF FrERER THEBEEH Merck A 8 4
RO/ AFROEH BREELRS-Q-ZFEFHERELE
EFEE)-2-FHBERE6-RNTEHKES-GL-ITF_FAEXE)-T-
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4-FAEREIFR-1,3- 28 #[2,1-b] % (554mg),
(5)2-Z&-5-Q2-ZF RXFRGETAEXFER)-6-H T E# L-5-
B 4-THF _FEXE)-T-UW-FHREXLRK-1,3- 2% #[2,1-b]
Wt 5

EWOFPFEAS-QFEAFERECAEFES)2-Fit g
E-6-NTERES-QU-TF_AXRE)-7-L-FEEXL)FRE-
1, 3-:%#[2-,1-b]%“zﬂi(100mg,0. 137mmol) 5 THF (2. Sml) & %
b, F—78CTHANLEE -THF £ # (0. 10M,1. 64ml),—78CF
EHLSAAE. E—TBCT . ERERFWNIONTER,ALEL
BERR. AULERS NaCl KER K%, A MgSO, TH.BEE £
BR,PFEEER pTLC (Merck 2 8] 8| # & 60F,./C 8 : 28 2
B=3: DFH. B2-2&5-Q-ZFRAFHEFEEZELFEL-6-
T EHES-GA-TF_AEXE)-T-WBFEEFXELOTKX-1,3-
Z 4 FH(2,1-b]th " (25. 6mg).,
(6)2-Z&-5-FX-6-RTEHES-Q4-TF _FEXHE)-7-U-F
SEFEFE-1,3- 2% #(2,1-b]wrE

EGPHEN2-CES-QZFEFRFEACARFER)-
6-HTEKES-CL-IEF _EEXE)-T-G-FEEAXRLIFX-1,
3-= % 3#[2,1-b]* "% (52mg, 0. 084mmol) 89 ¥ B 2ml) % & + , F
KEAH TRHMIOBHCI—F B Q. 2mD) BB W EZTIE FH# 2
e ER MK E AR NaHCO, A&, H L% LERK. H4i
E AW NaCl KB K%k %,.MgSO, TH. REAZER . B 2-2.%
S5-BECRTEEES-CE-IF_EE2XE)-T-CFEEEL
¥ &-1,3-2%#(2,1-b]# % (45mg).

(MAWFIRN2-LE-S5-BE-6-HTRHKE-5-(3,4-TF
CEEEE)-T-U-FEERBORKR-L.3-ZFF2,1-b]w,. %5
EHF 50-(D (D (DEFHEE, & RFRLE.,




B 4 # FAB-MS(m/e, B (CpsHy;sNOy+H) T i) .
HEE 418.1654
A E 1 418. 1636

‘H-NMR (300MHz, CDCls, 6 ppm) : 1.21 (3H, t, ] =7.6Hz), 2.65-2.86
(2H, m), 3.15 (1H, t, J=9.2Hz), 3.73 (3H, s), 4.52, 4.75 (1H x 2,
a X 2, ] =9.2Hz), 5.94 (2H, s), 6.71 (1H, s), 6.64-6.87 (2H, m),
6.81 (2H, d, ] =8.4Hz), 701 (1H, d, ] =78Hz), 7.13 (2H, d, I =
8.4Hz), 7.24 (1H, 4, J =7.9Hz)

Rf{E:0. 26(Merck /8] #] 22 fX 60F 5/ 805 : FE=20: 1)

T oL d 78-81l P AL AW AR Z R 7T ARHF E4
&, o
EHHF 78
(5RS,6SR,7SR)-6-R E-2-F A A-5-3.4-TF S A X E)-7-(4-
EEAFE)VRAFH 1. 2-b]eE

98~100C

& 7 # FAB-MS(m/e, U (CosHusNOs+H) 7 11) .

it E 18 430. 1654

A Z 15 430. 1640




'H-NMR (300MHz, CDCl, & ppm) : 0.75-0.85 (4H. m), 1.95-2.05
(IH, m), 3.19 (1H, t, J=95Hz), 3.80 (3H, s), 453 (1H, 4 J =
9.5Hz), 4.67 (1H, d, J=9.5Hz), 5.95 (2H, ABq, I = 1.5Hz) £.69
(1H, d, I =16Hz), 6.73 (1H. dd, ] = 1.6Hz, 7.8Hz), 6.78 (14, d.
I=178Hz), 6.86 (2H, d, ] =9.1Hz), 6.89 (I1H, d, J = 8.0Hz) 715
(1H, d, ] =8.0Hz), 7.16 (2H, d, J = 9.1Hz)

RE A :0. 51(Merck 2 &] #| % & 60F /815 : FE=10:1)
LHAF 79
5RS,6SR,7SR)-6- K &E-2- K £-5-3,4-F F — G X F&£)-7-(4-F
SAREFAFEFALL,2-b]%eE

= 4% FAB-MS(m/e, PL(CpHpyyNOs+H) T11) .

i E {8 460. 2124

W = 18 460. 2127

'H-NMR (300MHz, CDCl;, 8 ppm) :0.86 (3H, t, J =6.8Hz), 1.24-1.38
(4H, m), 1.57-1.70 (2H, m), 2.69-2.77 (2H, m), 3.17 (1H, ¢, J =
94Hz), 3.78 (3H. s), 4.54 (1H, d, ] =94Hz), 4.73 (IH 4. J =
9.4Hz), 5.95 (2H, ABq, ] = 1.4Hz), 6.69 (1H. d, J = 1.5Hz), 6.75
(1H. dd, J = 1.5Hz, 7.8Hz). 6.78 (1H, d, ] = 7.8Hz), 6.85 (24, d,
J=8.7Hz), 6.99 (1H, d, I =7.7Hz), 7.14 (2H, d, ] =8.7Hz), 7.21
(1H, d, ] =7.7H2)

REAE :0. 47(Merck A F 41 E K 60F /&5 : FE=10:1)
5 #e ) 80



R E-S-BE-2-G-THEH)S-QU-FTF_FREERE)-7T-(L-F 5
AEXDOFK-1,3- 2% #[2,1-b &
Eé};ﬁ FAB-MS(m/e y u (C37H33N05+H)+ﬁ—) H

1H & {8 458. 1604
R Z {8 458.1618

'H-NMR (300MHz, CDCly, & ppm) : 247 (2H, q, ] =7.3Hz), 2.86 (2H,
t J=7.3Hz), 3.88 (3H, s), 4.90-5.10 (2K, mJ, 5.75-6.00 GGH,
m), 671 (1H, d, I = 7.6Hz), 6.89-7.10 (5H, m), 745 (1H, d, J =

N
i)
7.6Hz), 7.76 (2H, d, J =7.8H2)

Rf {8 :0. 42(Merck 2 8 ##E fL 60F /87 : FEE=10:1)
L4 81
(5RS,6SR,7SR)-6- #X-2-(3-TH £)-5-G,4- T F _ S XX K)-
-U-FEEFE)FREALL,2-b]#E

% 4 3 FAB-MS(m/e, ML (CyHysNOs+H) T11) .

it E (& 444. 1811

A {E 444.1805

‘H-NMR (300MHz, CDClL, & ppm) : 2.34-2.48 (2H, m), 2.74-2.93
(2H, m), 3.19 (1H, t, J=9.6Hz), 453, 473 (1Hx 2, dx 2, J=
9.6Hz), 3.79 (3H, s), 4.90-5.06 (2H, m), 5.71-5.80 (1H, m), 5.91-
6.00 (2H, m), 6.69 (1H, s), 6.71-6.81 (ZH, m), 6.86 (2H, d, J =
8.6Hz), 6.99 (1H, d, ] =8.0Hz2), 7.15 (2H, d, ] =8.6Hz), 7.24 (1H,

d, J = 8.0Hz)



RE1E:0. 25(Merck /2 8] $| B B 60F s/ 805 : B8 =20: 1)
£ 7 % 82
(SRS,65R,7SR)-6- R & -2-FH i &£-5-(3,4-T B Z 2 £ £)-7- (4
FREREFRBEH(,2-b ]k
D ZF R R AL EEFER) 2 AR e RTES L.
(8, 4-F R - EERE)-T-U-FREEDRR-1,3- 2B #[2,1-
bt %

HERE 1TT-(OFFAGS-(CZFRFREL L ELTE
B)-2-RRRECRTEHE S G a-TF_FEER)7-L-F 4
EXRBIXK-1,3- 25 3#[2,1-b]ot 5% (100mg, 0. 14mmol) . 18- 7 B
ST Im IR QmDBEA P E A EAH T 3m) FHRE QD E
HYRREZHE(QnDBET EARAT T, SR THEL 19 4
B, EREEF AR NaHCO; ABER A LB LEER, 5 E
Fitam NaCl X &R itk MgSO, TRE . REXA LB, RbFr
FRAE B AT (Merck A 8§l 60/0% : LB ZE=9:1—3:1)
B RREERS-C P EFHRELAEFAE)2-Fam -
6-MT A KE-S-B,4¢-TF _EREEL)-7-U-FEEELFE-1,
3-=# 3#[2,1-b]% % (19mg).

(DAMTRANS-Q-ZFERFREEELELFEE)-2F
MECRTERES-QULETF_REXL)-7-CFEEXELT
K-1,3- 28 # 02, 1-b ], i 5 L H 77-(5) () F R ¢ F £ o
RAFE A,

mp62~65C

B4 # FAB-MS(m/e, B (CiHpsNOs+H) H31) .

T E{E 464.1532

W € {8 464. 1541




‘H-NMR (300MHz, CDCl;, 6 ppm) : 0.84 (3H, t, ] =74Hz), 1.55 (2K,
sext, ] =T7.4Hz), 2.80 (1H, dt, ] =13.7Hz, 7.4Hz), 3.08 (1H, dt,

J=137Hz, 7.4Hz), 3.27 (14, t, 1 =88Hz), 379 3K, 5), 453 (151
d. J=88H2), 485 (1H, d, ] =8.8Hz), 5.84 (%H, brs), 668 (11
), 6.73 (1H, d, ] = 7.8H2), 6.77 (1H, d, ] =T8Hz), 685 (21
¢ J=83Hz), 6.99 (1H. d, ] =8.2Hz), 707 (1H, d, ] = 8,26
7.18 (2H, d, J = 8.3H2)

Rf 1 .0. 32 (Merck 4 7] *’J%FK 60F /L3t TH LB =1
1 |

AT X 83.84 YL oW FAERXNEREKEE 5
B TTERNTER AR,
E 76 83
(SRS,6SR,7SR)-6-% #-2-F A &-5-(3,4-F F = S8 % £)-7-(4-
FREREVR K H(1,2-b]oh %

mp92~100C

% 7 # FAB-MS(m/e, Ll (CosHpN,Os +H) *11) .

T EE 447. 1920

W = 18 447. 1902

‘H-NMR (300MHz, CDCl,, & ppm) :0.94 (3H, ¢, ] =7.2Hz), 1.61 (2H,
sext, J =7.2Hz), 2.97 (1H, t, J = 8.3Hz), 3.08 (2H, t, ] = 7.9Hz),
3.64 (3H, s), 4.33 (lH, d, ] =8.3Hz), 4.63 (1H, d, J = 8.3Hz),
.93 (2H, s), 6.33 (1H, d, ] =8.7Hz), 6.63-6.76 (3K, m), 6.79 (2H,
d, J=8.5Hz), 7.15 (2H, d, ] =8.5Hz), 7.21 (1H, d, J = 8.7Hz)



RE{E:0.56(Merck 7 8] # # B 60F /845 : BEE=10: 1)
LR 84
(5RS,6SR, 7SR)-6-R #-2- R B K £-5-B 4T F - & £ % £)-7-
U-FEERBFRFHF[1,2-b]tkwz

mp48~50C

B4 # FAB-MS(m/e, b (CouHysN,Os+H)* 1)

HEE 473. 2077

W 1E 473. 2078

'H-NMR (300MHz, CDCls, ¢ ppm) : 1.50-1.70 (6H, m), 3.15 (1H,
dd, J =9.1Hz, 9.5Hz), 3.30-3.50 (4H, m), 3.81 (3H, s), 4.48 (1H,
d, ] =9.1Hz), 4.60 (1H, d, ] =9.5H2), 5.9¢4 (2H, ABRq, J =1.4Hz2),
6.59 (1H, d, ] =8.6Hz), 6.71 (1H, s), 6.76 (2H, s), 7.07 (1H, d,
] =86Hz), 7.21 (2H, d, ] =8.8Hz), 6.87 (2H, d, ] = 8.8Hz)

Rf18:0. 23(Merck 4 8 #] & 5 60F . /807 : FE=20: 1)

MTXmP 85.86 a4, XA 6- L4 2-5-(2-2 85T
ERELEEFEE)-2-ARBE7-Q-F 42 FH AL E)-5-
God-TF ZREXREIFK-1,3 ZH#[2,1-b ]tz k& 5-(2-= &
APERALEEFRE) - FRBRE 6N TEAER 5 (3,4-F F
CEREER)T-U-FEERBIRK-1,3-2F#2.1-b ]2, 5 5
KA 77-(4.(5) LA 50-(3)—(6)F LA 30-(A) AR 8 F
EWLAE K.
¥ 85
(5RS,6SR,7SR)-6- % H-7-(2- B E FARX-4- WE LK £)-2-T -




5-(3,4- T ¥ - AEREFKEF[1,2-b]okez
mp : 123~128C
% 4 % FAB-MS(m/e, B (CooHoNO,+H) *i1) ;
T ®1E 520. 1971
A £ E 520. 1968

'H-NMR (300MHz, CD;OD, & ppm) : 0.91 (3H, t. J = 7.3Hz), 1.98-
1.40 (2H, m), 1.55-1.65 (2H, m), 2.78 (2H, dd, ] =7.7Hz, 7.8Hz),
3.53 (1H, t, J =9.9Hz), 377 (3K, s), 4.33 (1H, d, J = 16.0Hz),
453 (1H, d, J =16.0H2), ¢.55 (1H, d, J = 9.9Hz), 4¢.91 (1H, d,
] =9.9Hz), 5.92 (2H, s), 6.50 (1H, ¢, J =24Hz), 656 (1H, dd.
] = 2.4Hz, 8.4Hz), 6.76-6.83 (3H, m), 7.13 (1H, d, ] = 8.4Hz),
7.21 (1H d, J =7.9H2), 740 (1H. d, J = 7.9Hz)

Rf {8:0. 18(Merck /2 & #| B2 &K 60F /&5 : F8 : ZH =20
:1:1)
5% 7] 86
(SRS, 6SR,7SR)-6-K #-7- - A EFEEL-FEEER)-2-F 4
#-5-3,4-TF —_AXXL)F A HLL,2-b]theg

mp : 166~168.5C

&4 # FAB-MS(m/e, U (CosHsN,Os +H) Tt ) .

T {E 521. 1924

W18 521. 1945
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'H-NMR (300MHz,  ®®-d,, 6 ppm) : 0.91 (3H, t, J = 7.4Hz),
1.58 (2H, sept, J = 7.4Hz), 3.00-3.32 (1H, br), 3.18 (24, brt.
di-like, ] =7.4Hz), 3.51 (1H, t, ] =9.0Hz), 3.77 (3H, 3), 4.52
(1H, d, ] =9.0Hz), 4.67 (2H, ABq, ] = 16.1Hz, A v = 54.0Hz),
5.03 (1H, d, J =9.0Hz), 5.99 (2H, ), 6.50 (1H, d, J = 8.4Hz),
6.54 (1H, dd, J = 2.3Hz, 8.5Hz), 6.61 (1H, d, ] = 2.3Hz), 6.82 (2H,
s), 6.84 (1H, s), 7.17 (1H, d, J =8.4H2), 7.15 (1H, d, J = 8.5Hz)
RI{E:0. 68(Merck /2 8] # % % 60F 50/ 865 + BB : 8B =

:1:1)

£ 36 4] 87
(5RS,65R,7SR)-6-# £-7-Q2- R X F AL -4+ FELF £)-5-(3, 4-
TF_EEXEOFKRE (L, 2-b]oex
(D6-ZEKE-T-ER-5-G - FF —H 2 FR)TEK-1,3-2 5 3
[1,2-b]% 7% |

F3-G4-FTR _GEFEER)UE- 258,55 T#49 72-
(OFFHFTE ER6-LEHKET-EK5-GL-EF_S£55)
F&-1,3-2% #[1,2-b]k g
(2)6-ZAHKE-7-Q-BHE- - FAEER)-7-BL-5-C,4-FTF-4
EREIFK-1,3-Z (1. 2-bIeg

T—10CT, & ¢-F & %£-3-% £ X £ % (472mg) # THF
CimDERFEERANREENFCHE-Z8AH 7+ 3) (1. 8M,
LllmD, F-10CT EhBERFRAD FHEH N 6-Z 85 £
AR - T R A AR LR K-1,3-2 % £ (1, 2-b ] %
(500mg, 1. 55mmol)  THF 24mD) B &, R R &K LZ 1 Nt FHEE
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—BC, A ATLRLERR., AHERET NaCl K ER L EE,
MgSO, T  BEZBEN . 5% &R 2 KA BT (Merck 2 3] #l & &
60/ K : LBZLE=1:1—2:3—1: D)%% 25 6-724%
ET-QHELTRARL)T-BESGLTF_AEERRAE
-1,3-Z % 3#[1,2-b ] 52 (758g) ,
(D7-LEHEE-6-LERE-T-Q-HE4LFEHEEXE)5- B4 T H
ZEEFETE, 2B FL,2-bIeE
EQDPEHN6-CLERE-T-Q-HELFEEESL)-7- 845
5-(3.4-T W — G £ FEZ)F/K-1,3- 2% 3#[1,2-b] %% (715mg, 1.
50mmol) 8 AcOEt(2mD & F# #,F 0C F i A TEA(L 25ml).
Ac,0(0.85ml) & DMAP(110mg), £ i TH# 15 44,50 CH # 2
N R BRAAFERE AR AEpHL LB A ACOEt RE . &
PLE A a0 NaHCO; AE k% ,MgSOs TR, BB thik ik
BT EiEsE N Merck 2 8 8K 60/ :AcOEt=2: ] —>
1:1—2:DHH, BB 7T-TBEAE-C-LEKE-T-2-HE-¢-F
AERE)S-GQ4- ¥ _REXLIFRK-1,3-2F#1,2-b ]t g
(753mg),
(WD7-C-8 X4 FRAEFL)-6-TLEEES-GQLTF _EEEXE)
FK-1,3-ZfF F[1.2-b 4t %%
ERQFHREN71-LHBEAR-6-LEHET-C-HELFEEX
E)5-(3¢-FF _HAEXE)F KL -2 FHF L1, 2-b]okk v
(750mg, 1. 45mmol) . &£ (1. 43g) 8 THF (25ml) —EtOH(25mD) &
BT, F—78C TR 4N HCl- Z & (10. 9ml) , F — 78 C Tt £
148, ¥RERHE2PHABREER, WA NaHCO, K &
W, BEF B4 A AcOEr £k, ¥R AN %A K—AcOEr 2 K,
FHERWA NaCl XKBERKEZF A MgSO T, ZEBAEH
REREKEREN Merck AF #HEK 60/T 5K : AcOEt=2:1
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—1: 1 —2: DHFH . BH-7T-QC-EEL-FAEXE)6-24%
E5-(3, 4T F ZHEARXREIFRK-L,3-2H #F[1, 2-b o =
(355mg),
(5)6-ZEHE-T-C-RTEHEFEERE) 5S-G+ EF 42
EEHAFHLL 2-b ]

EWOTPREG 7-C-E4E4-FEERECTAHAE-5-(3, 4
TFRF_AEFXE)>XK-1.3-=% #[1,2-b] % % (150mg, 0.
35mmol) 8 THF GmDE# ¥, ;v N\ TEAW. 75m)fe 2 Z B4 T B
(1.75mD), R E g 16 NE, A E RRMEBEAAFHE , FELBA
EHBEE A AOE R, FHEAW® NaCl XKER KK E,F
MgSO, T 8. #x B M E &K EA pTLC (Merck 2 8 #| # &
60F s/ &% ¢+ AcOEt=2: )4 B # %, % 2/ (SRS, 7SR)-6- 7 & %
AT CRTEEEFEERD)S-QC4TF _EEXDTKRE
#(1,2-b]ut 2 (33mg) 1 (SRS, 7TRS)-6-Z &% £-7-(2-R T4 H# £
FEEXE)S-QGe-ZF_EE2FXBOXRKREFEHF (1. 2-b]tk
(20mg).

()£ (5)F % 5| #5(SRS,7SR)-6- LA E-7-Q-RTAHE LT
EERE)S-Gd-TF _EEXBFRFHHLL,2-b]o 7% (33mg,
0. 06mmol ) &) B # (0. 4m1)- —E 4w (0. dmDBER F, FRkAH F A
6N NaOH(0. 1ml), Eig FHAL 16 M, ZEEFNEHREBERK—
AcOEt 4 R, KEFE®ABE PH4, A ZH AcOEt £, FH 2
Fi 46 % NaCl K& H % MgSL, T8, Z£EF 5 9 & A AcOEr
— R HELE . FE L EBERFENLS QS 3me),

mp : 152~155C

& 4% FAB-MS(m/e, M (C;sHpNO,+H) T it) .

i E1E 463. 1506

W Z & 463.1512
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'H-NMR (300MHz, CDCl, + CD:OD, & ppm) : 3.47 (1H, t, J = 9.4Hy),
3.78 (3H, s), 3.80-3.95 (2H, m), 4.62 (1H, d. J =9.4Hz), 4.92 (14,
d, ] =8.4Hz), 5.95 (2H, s), 6.16 (1H, d, ] = 2.2Hz), 6.32 (1H.
dd, J =2.2Hz, 8.4Hz), 6.78-6.82 (3H, m), 6.88 (1H, d, J = 8.4Hz).
7.22 (1H, dd, J =5.0Hz, 7.8Hz), 7.42 (1H, d, ] =7.8Hz), 8.36 (14,
d, J = 5.0Hz) |

RE {8 :0. 68(Merck 2 8 %% K 60F s/ Rf7 : FB : L% =10
:1:1)
£ #l 88
(5RS,7RS)-6-Z &K E-7- Q- B FEE-L-FEAEXE)-5-3,4-F
FoAEREIFNEFLL 2-b]drE

WA 87-(5) FFT 3 B (SRS, TRS)-6-Z &% £-7-(2-R T
AHREFEERE)S-G¢-EF_EEXBTRFHL1,2-b]o
L LR 8T-(ORARN TR EABLN T AL#, 4K
Bfed,

mp : 113-117°C

'H- NMR (300MHz, CDCl,, 6 ppm) : 1.04 (3H. t, J =7.2Hz), 3.69-3.92

(1H m), 3.76 (3H, 5), 3.86 (2H, q, ] =7.2Hz), 3.94-4.89 (2H,

m), 4.86 (1H, d, ] =98.6Hz), 5.21 (1H, d, ] =9.9Hz), 5.92-5.93
(2H, m), 6.22 (1H, d. J=2.5Hz), 6.32 (1H, dd, ] =2.5Hz, 8.5H2),
6.47 (1H, d, ] =1.8Hz), 6.54 (1H, dd, ] = 1.8Hz, 8.0Hz), 6.72 (1K,
d, J=8.0Hz), 6.84 (1H, d, ] =8.5H2), 7.21 (1H, dd, J =5.0Hz,
7.3Hz), 7.52 (1H, d, J =7.3Hz), 8.43 (1H, d-like, J = 5.0Hz2)

- 104 —



RE {8 :0. 44 (Merck /A 8] #| B K 60F 50/ £fF : BFE=5:1)

| AT LHEH 89-93 1AM AR hZ-2,3- “ R BEF, 5
Gl 76 Fl RN T AR,

£ 89

(5RS,6SR,7SR)-6- % A&-7-(2- g E)-5-G, 4 T F S £ £ 25

B L, 2-b otk o

'H-NMR (300MHz, CDCl,;, 6 ppm) :3.48 (1H, t, J =9.4Hz), 4.88 (1H,
d, ] =9.4Hz), 5.04 (1H, d, J =9.4Hz), 591 (1H, d, J = 1.4Hz),
591 (1H, d, J=14Hz), 6.67 (1H, d, J=1.7H2), 6.74 (1H, d, I =
8.0Hz), 6.80 (1H, dd, J = 1.7Hz, 8.0Hz), 7.24 (1K, dd, J =4.9Hz,
7.8Hz), 7.37 (1H, dd, J =5.2Hz, 7.8Hz), 742 (1H, d, J =7.8Hz),
7.89 (1H, t, ] =7.8Hz), 8.54 (1H, d, J=78Hz), 8.56 (1H, d, I =
5.2Hz), 8.62 (1H, d, ] =4.9Hz)

RE{E:0. 25(Merck 2 8] # 2 K 60F /805 + FEBE=10: 1)
E## 90
(SRS,6SR,7SR)-6-F &-5-B-AEXE)-T-U-FEEFRE)K K #
[1,2-b]e 5% |

mp:211~212C

% 4+ #% FAB-MS(m/e, [ (CoHsFNO;+H) *it)

it 18 364. 1350 |

W % {E 364. 1347
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‘H-NMR (300MHz, CD;0OD, 6 ppm) : 3.21 (1H, t, ] =9.9H2), 3.78
(3H, s), 4.69 (2H, d, J = 9.9Hz), 6.92 (2H, d, ] = 8.8Hz). T.00-

7.45 (4H, m), 7.12 (1H, td, ] =1.3Hz, 7.9Hz), 7.16 (2H, 4, ] =
8.8Hz), 7.28 (1H, dd, ] =4.8Hz, 7.5Hz), 8.34 (1H, d, ] = 4.8H2)

RE{E:0. 51(Merck 2 8] #| B i 60F /R4 : FH=10:1)
5 F 91 |
(5RS,6SR,7SR)-6-% &£-5-(3-F A ERL)-T-U-FEE X)X A
#3#01,2-b]h %

mp;193~195C

B 4 # FAB-MS(m/e, B (C;HuNO,+H) *it) .

i+ E {E 376. 1550

Al % {5 376. 1541

'H-NMR (300MHz, CDCl,, & ppm) :3.36 (1H, t, ] =9.6Hz), 3.77 (3H,
s), 3.79 (3H, s), 4.65 (1H, d, J = 9.6Hz), 4.72 (1H, d, ] =9.6H2),
6.80-6.90 (3H, m), 6.88 (2H, d, ] =8.8Hz), 7.11-7.15 (1H, m),
7.17 (2H, d. ] =8.8Hz), 7.23-7.33 (2H, m), 8.47 (1H, td, J=1.3
Hz, 4.8Hz)

RI{#.0. 54(Merck /2 8 #| 8 & 60F s/ 85 : FE#=10: 1)
L H A 92 |
(5RS,6SR,7SR)-6-% %-7-(4- B EXE)-5-GB4-FF A EFH)RX
K% 3 01,2-b]k %

mp:234~236C
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%ﬁ;ﬁ FAB-MS(m/e, BL (C32H15FNO4 +H)+'H') :
i+ E {8 378. 1142
M Z1E 378.1139

'H-NMR (300MHz, CDClL,, & ppm) :3.29 (IH, ¢, J = 10.0Hz), 4.62

(IH, d, J =10.0H2), 4.75 (1H, d, ] =10.0Hz), 5.98 (2H. s), 6.71
(1H, d, ] =1.3Hz), 6.77 (1H, dd, ] = 1.3Hz, 7.8Hz), 6.81 (1H, ¢

J=78Hz), 7.03-7.25 (5H, m), 733 (1H, d, J = 7.6Hz), 8.49 (1H,
d-like, J = 4.7Hz)

Rf{H : 0. 42(Merck /A 8 $ 8 f 60F /815 : FE=10: 1)
a4 93
(5RS,6RS,7RS)-6-HK £-5-Q-FHAERE)-7- UG- FEEF L F A
W (1,2-blskE

mp:194~197°C

B 4 % FAB-MS(m/e, Bl (CoaHy NO,+H) *31) .

i+ 1E 376.1549

A £ 1E 376. 1547

'H-NMR (300MHz, CDCl, & ppm) : 348 (1H, t, J = 9.6Hz), 3.67 (3H,
s), 3.75 (3H, s), 4.73 (1H, d, J =9.6H2), 4.94 (1H, d, ] =9.6H2),
6.82-6.97 (4H, m), 7.06-7.19 (4H, m), 7.24-7.31 (2H, m), 843
(1H, d-like, J = 5.0Hz)

Rf {8 :0. 38 (Merck /8] #|5£ J& 60F 5,/ 85+ FE=10:1)
EHH 94
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(5RS,6SR,7SR)-7-[2-(5-E K -4H-1,2,4-E —wh 3- L EHF £ -4-=
AEFRE]CRES- QI TF_SEELTEB#L,2-bT %
mp:161~163C
& 4 # FAB-MS(m/e, Y (C;HuN;Oy+H) *it)
i+ E {8 504. 1407
M % {E 504. 1380

‘H-NMR (300MHz, DMSO-ds, 8 ppm) : 3.28 (1H, t, J=10.1Hz), 3.76
(3H, s), 4.51 (1H, d, J=10.1Hz), 4.79 (1H, d, J = 13.1Hz), 4.85
(1H, d, ] =10.1Hz), 5.09 (1H, d, ] =13.1Hz), 6.00 (2H, s), 6.58
(1H. dd, ] = 2.4Hz, 8.4Hz), 6.69 (1H, dd. ] = 1.7Hz, 8.0Hz), 6.75
(1H, d, J=2.4Hz), 6.79 (1H, d, ] = 1.7Hz), 6.85 (14, d, J=8.10
Hz), 7.11 (1H, d. ] = 8.4Hz), 7.15 (1H. dd, ] =4.9Hz, 7.3Hz), 7.21
(1H, d, J = 7.3Hz), 8.29 (1H, d, J = 4.9Hz2)

Rf f8:0.18(Merck 2 8] #{ B K 60F ./ — 8 F it : FE=10:
1)
L f 95
6-RE-5-BE-5-C4-TF_HEXL)-T-UW-FEEFRITA-L,
-ZHHACI-DFEE
(D4+-U-FREXREF LT ZE-S-BRTE

¥ 3% X #t 10 % 8 ¥ # (Chem. Pharm. Bull., 1972,20,1513—
1521) # & 69 "% *%-4,5-— % % — Z B (1. 46g, 6. 52mmol) 8§ THF
(BOmDARF, F—TBCTHAN4L-FREXLE R B8 THF B #&
(1.25M,5.47mD) H R B K F—78CTHH# 044 E, T—78CT
A IN HCL, B AcOEt £ 5. AHEE#HF NaCl kB R AZE,
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B MgSO, T%., MEZREHM, 88 & F KA E 4 (Merck 2
A HEK 6O/CHCIOR# , BE K F R4+ L-FEEX Ly
B)ER-5-RRTE)(1.57g),
(D¢ U-FEERERL)FRT5- 4B
EMTFRIAGLU-FELEFEE LT 558 L8
(1. 63g,5. 70mmol) 8 ¥ &8 (15ml) & #& F v A\ 4N NaOH (4ml), =
BmTHE ISP, EEREAFIX EHENERELEE 57
B.KEM AOE: #t4 5, 2N HCI # Z pH2, B AcOEt 88 . &
WEREF NaCl X B AAE A NaSO, FH ., REE 57, %
FiERENAOE/ CE=1/1 74 & . BHFEEK+-L-FEL
EEHRZ)FZ-5-K B (1. 06g),
(D6-ZEHAS-ER-7T-U-FEEXRLIFK-1,3- 2% 5£2,1-d]
g
BOPHAHGU-FEERERB)TRS-RR.EZ5L %
Bl 72-(OORBAFTE,ART 6-LAHE-S-ER-T-W-FEXR)
HR-1,3-2% #[2,1-d]%"% |
DA FRE S 6-TEEES-AR-T-(L-FEAERLIFKK-1,3-
“HEH(2,1d]R S IR - (DR ETEF 20 AR T EARK
THRELEY.
B4 # FAB-MS(m/e, Bl (CsHuNOs+H) T 1)
i+ E{E 405. 1087
W £ 18 405. 1083
- 'H-NMR (300MHz, CDCl,, § ppm) : 3.89 (3H, s), 5.95 (1H, d, J =
1.4Hz), 5.96 (1H, d, J =1.4Hz), 6.76 (1H, d, J =8.1Hz), 6.99 (1H,
d, J=17Hz), 7.02 (1H, dd, ] = 1.7Hz, 8.1Hz), 7.05 (2H, d, J =
8.8Hz), 7.72 (2H, d, ] = 8.8Hz), 8.58 (1H, s), 9.18 (1H, s)
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Rf{8:0. 86 (Merck 2 8] $l B K 60F /45 : BB : 2% =10
:1:1) )
L #4596
6-RE-5-HE-TES G4 TR _FERI-71-UL-FHAEEL)
RE-1,3-Z % F02,1-d]%E =

BA2-TEEE45-Z RSB -8 . B5 £k 95 AR &
HATE A

B 4 # FAB-MS(m/e, LA (CosHoN,Os+H) *it)

i E{E 461.1713

M E1E 461.1709

'‘H-NMR (300MHz, CDCl,, 6 ppm) :0.91 (3H, t, ] =7.3Hz), 1.36 (2H,
sext, ] =7.3Hz), 1.74 (2H, quint, J =7.3Hz), 293 (2H, t, ] =7.3
Hz), 3.89 (3H, s), 5.94 (2H, d, ] =2.2Hz), 6.74 (1H, d, J =8.0Hz),
6.97 (1H, s), 7.00 (1H, d, ] =8.0Hz), 7.02 (2H, d, J = 8.9H2),
7.76 (2H, d, J = 8.9Hz), 8.48 (lH, s)

Rf{E:0. 82(Merck /A 8] $| B K 60F 5. /85 : 8/ : 2% =10
:1:1)
UT LR 97.98 &4 . 5 XERFISTRRH T EH#TA
B o
st i #l 97
(5RS,6SR,7SR)-6-% &£-7-[2-(1-B A X EE)4- FE A X £ ]-5-
G-FTF_FEXKEOFRRFEHLL,2-b]HFEMBRBEHE L —)
mp:135~138C
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'"H-NMR (300MHz, CDCl,, & ppm) :0.84 (3H, t, J =7.2Hz), 1.20-1.53
(4H, m), 1.82-2.07 (2H, m), 3.77 (3H, s), 3.81 (1H, t J=109
Hz), 4.73 (1H, d, J = 10.9Hz), 4.93 (1H, dd, J =5.3Hz, 6.7Hz),
5.23 (1H, d, J =10.9Hz), 6.00 (2H, s), 6.51 (1H, dd, J = 2.3Hz,
8.6Hz), 6.58 (1H, d, J=2.3Hz), 6.71 (1H, d, ] =1.6Hz2), 6.77 (1H,
dd, J = 1.6Hz, 7.9Hz), 6.84 (1H, d, I=7.9Hz), 7.21 (1H, dd, J =
4.9Hz, 7.THz), 7.24 (1H, d, J =8.6Hz), 7.39 (1H, d, J = 7.7Hz),
8.26 (1H, d, ] = 4.9Hz)

R 8 :0. 67(Merck / 5] $1 & & 60F.s /865 + T8 ¢ 7B =10
1 1)
5 76 4 98
(5RS,6SR,7SR)-6-% E-7-[2-(1- B X R E X))+ FEEF £ ]-5-
(G, 4-F ¥ _SEFREIRKBEH#LL2-bIhE(F —EHBREHE)
mp:130~133C

‘H-NMR (300MHz, CDCl,, 6 ppm):0.83 (3H, t, ] =6.7Hz), 1.10-1.80
(6H, m), 3.36 (1H, t, ] =10.4Hz), 3.74 (3H, s), 4.61 (1H, g, ] =
10.4Hz), 4.71 (1H, dd, ] =4.THz, 7.1Hz), 4.96 (1H, d, ] = 10.4Hz2),
5.95-6.05 (2H, m), 6.39 (1H, s), 6.50 (1H, d, ] =8.0Hz), 6.65 (1H,
s), 6.73 (1H, d, J =8.8Hz), 6.79 (lH, d, ] =8.8Hz), 7.09 (1H,
d, J=8.0Hz), 7.17-7.27 (1H, m), 740 (1H, d, J=7.3Hz), 8.38-
8.43 (1H, m)

Rfﬁ:@. 45(Meer ’ﬁ‘ﬂ*‘]%ﬂf 60F254/ﬁﬁ]- : $§ : Z,@=10
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:1:1)

E# 4 99

(5RS,6SR, 7SR)-6-% £-7-[2-[((E)-2- 4 ZHA R4+ FE £ 5 £ -
-3, 4-TF _AEXEFAEH[1,2-b]shog
(1)5RS,6SR,7SR)-7-(2-Z R FH B A AL FERA X B)-6-H T
fHES-G4-TF - EAEFAFF,2-b] %

#EE#H 50-(5) F B 15 # (SRS, 6SR, 7SR)-7-(2-B £ -4-F &,
ERE-HMTEBES-Qe-TF_AXERFRE#[1,2-b]
o, 7€ (299mg, 0. 650mmol) \DMAP (7. 9mg) #8 TEA (0. 45ml) &5 = -
AP R Q. mDERF, FTAAF THFAN-FE -G FHETI B
(695mg) W — A F R CmDER . AL BE THE S 24, BE
THRHFLINE., BREAREREE, R EFEREEH Merck 2
AR ER 60/CK: TRLE=2: DEH . SHXELERELE
(5RS,6SR,7SR)-7T-(2-Z A FH B EE-4-FAERL)-6-H T4
PRAE-5-(3,4-TF ZEFEKE)TEE H[1,2-b]tt "% (410mg),

(2) (SRS, 65R, 7SR)-6- T A K %&-5-(3,4-F F ~ E XK #)-7-[2-
(E)-2-FRAKLHE4L-FEXEIFRFH[1,2-b]% g

#Q) ¥ FF## 8 (5RS,6SR,7SR)-7-(2-ZE BB EE-4-F &
EXRE)6-RTERES-CALEF_AEXZLITEFE#1,2-b]
" 7€ (411mg, 0. 650mmol), Z B4 (II) (15mg) . 1, -X (Z KB £)
W %% (28mg) %0 7 % 8 ¥ B8 (1. 8ml) # DMF (6ml) — TEA (8ml) i #
ERAAETHRAER 24 Mef, AREARTREGEUHN. AR
BEAFEAN. BRASRALH REER . REREREEREN
(Merck #|# K 60/04 : ZHZB=2: DFEHR . BB LT
Bl & (5RS,6SR, 7SR)-6-8 T Ak £-5-(3,4- T F ZHE K £)-
7-[2-[(E)-2-FE#H LIH A4+ FREREIX A HEH#[1,2-b]tkwe
(147mg). |

- 112 —



(3)& (2) ¥ % 3| 8 (5RS,6SR, 7SR)-6-W T & % £-5-(3,4-F
FoREFRD-T-[2-[(E)-2-FEBLHFE - FEEEL T AR
#[1,2-b] "€ (107mg, 0. 202mmol) ¥, F ik 4 # T v A\ TFA
GCmD,Em TH#AZ MK, BEEEAREE, RBEETF 0.5N
NaOH, F Z® % %. XE ¥4 IN HCl, ¥ % pH Z 5-6, F 7. & 2
B, HILEREF NaCl AE R %% ,NaSO, TRE.KEE £5%
FLRIXEERRAEASH (77 5mg),

mp:180°C (4#)

'H-NMR (300;\’/[1-12, CDCl,, 6-ppm) : 3.03 (1H, t, J =10.2H2), 3.83
(3H, s), 477 (1H, d, J=10.2Hz), 5.27 (1H, d, J =10.2Hz), 5.95
(I1H. d, J=1.9Hz), 596 (1H, d, ] =1.9Hz), 6.29 (1H, d, ] =154
Hz), 6.68 (1H, d, J=1.8Hz), 6.76 (1H, dd, ] = 1.8Hz, 7.9Hz), 6.79
(1H, d. ] =7.9H2), 7.00 (1H, dd, J = 2.3Hz, 8.9Hz), 7.03 (1H, d,
J=8.9Hz), 7.12 (1H, d, ] =2.3Hz), 7.20 (1H, dd, ] =4.9Hz, 7.9
Hz), 7.38 (1H, d, I =7.8Hz), 8.32 (1H, d, ] = 15.4Hz), 8.54 (1H,
d, ] =4.9Hz)

Rf 18:0.37(Merck A 8 #l & K 60F,;/ Z B F it : FE : L&
=10:1:1)
SE#E #1100
(5RS,6SR,7SR)-6-R #-5-(3,4-T F — A EXE)-7-[2-(2-FE %
LAE)-4-FEERL R AH 1, 2-b]%
(1)(5RS,6SR,7SR)-6-A T L £-5- G 4- T F —_EAFE£)-7-[2-
(-FREELE)-4-FREXEFAREALL,2-b o %E

# 57 4 99-(2) ¥ F7 48 89 (SRS, 6SR, 7SR)-6-# T 4 3 &-5-
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Gud-ZF —FEXE)-T-[2-[((E)-2-FAHLEE 4 FE L%
& )57 KR 31, 2-d ] %% (60mg, 0. 11mmol) 8 2. 8% Z. B (1. 5mD) &
HFWAN10%Pd—C(6lmg) AL AR EFTETHE, FR& %
BoORBREAR AR IEEE. S BEPER BRE RS, 25|
R #&E L KR E K (SRS, 6SR,7SR)-6-R T &5 #£-5-(3,4-F F =
RERET-(-Q-FERR L) FEEXLIX KB #01,2-b]
% (59mg),

(DR SFERF S0-(DEARK T, AR FRLAY.

mp:95~103'C

'‘H-NMR (300MHz, CDCl, 6 ppm) : 2.52-2.80 (2H, m), 2.83-3.99
(2H, m), 3.38 (1H, t, J=9.9Hz), 3.63 (3H, s), 3.77 (3H, s), 4.62
(1H, d, J=9.9Hz), 4.96 (1H, d, J =9.9Hz), 5.97 (1H. d, J =24
Hz), 5.98 (1H, d, J =2.4Hz), 6.74-6.80 (5H, m), 6.84-7.00 (1H,
m), 7.11 <1H, dd, J=4.7Hz, 7.6Hz), 7.30 (1H, d, J =7.6Hz), 8.43
(1H, d, ] =4.7H2)

REAH :0. 36 (Merck /A 8] #| & & 60F /2% : @B =10: 1)
4| 101
(5RS,6SR,7SR)-6- %R #-7-[2-(2-R L H)-4-FE XX £]-5-(3,4-
TE-RERET R #[1,2-bIh%

Fi £ #4100 ¥ fif 4% 8 (5RS, 6SR, 7SR)-6-% #-5-(3,4-F &
TRERE)-T--Q-FEBECR)G-FAEFRIT B #1,
-b]MR RS ERY 2 ARG RSRERLEY.

mp:130~139C
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'H-NMR (300MHz, CDClL, & ppm) : 2.60-2.80 (2H, m), 2.98-3.25
(ZH, m), 3.43 (1H, t, I = 9.9Hz), 3.76 (3H, s), 4.64 (1H d, J=
$.9Hz), 5.04 (1H, d, J =9.9Hz), 5.98 (1H, d, ] =2.3Hz), 5.99 (1H,
d, J =2.3Hz), 6.72-6.83 (5H. m), 6.90 (I1H, d, J = 8.2Hz), 7.19
(1H, dd, J =5.0Hz, 8.1Hz), 7.39 (1H, dt, J = 1.9Hz, 8.1Hz), 8.38

REAE:0. 43(Merck 2 8| #{BE MK 60F s/ —HF i : F¥e: L8
=10:1:1)
E#F 102
(5RS,6SR,7SR)-6-#% E-5-(3,4- T F XX E)-7-[2-(2-F 4 %
ERE)-4-FAEXE IR RFEH(L2-b R E(FENREMEL —)
(1)(5RS,65R,7SR)-6-R T A #k £-5-(3,.4- T F — F XK X-7-[2-
Q-FEHEFRHFR)-FEEXRE I RAFH(1,2-b] %

FFEAGRFBEREARRIE L5 LR 99-(F#Y

=15 2| (5RS,6SR,7SR)-6-H T A HEE-5-G4-EF 4 £ 5%

T-[2-2-FEEERFEE)--FEEREDRKEH (L1, 2-b ] %,
A1-AHERHAET -EHRERBEGESY.
(2)(SRS,6SR,7SR)-6- T A £-5-3, 4T ¥ — FAEFKE-7-[2-
Q-FEHERR)-AL-FEEXRE|FAFH(L,2-bIE

A (1) #4532 8 (5RS,6SR,7SR)-6-M T A # £-5-(3,¢-F ¥ =
RERE7-[-Q-FERERFE)--FEERE IR RFH(1,2-
bl I-FRERMAER -FRERHENRAY. B S LA
100- (1) E1 B 8 F 3 4 5 (5RS,6SR,7SR)-6-M T & 85 £-5-(3,4-F
FoAEXET-(2-(-FEREEFE)-4-FAERE XK F 1,
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2-b]®7E ,

(A (2)# 15 5| # (5RS,6SR, 7SR)-6-8 T £.% #£-5-(3,4-F
o AERE-T-[2--FEEEAR)L-FREXREIREE#]1,
2-b1otvE , 5 LHHA 100-QEABN T E4RFE L LY,

mp:86~88C

5 4 # FAB-MS(m/e, I (CosHyNO, +H) T it) .

i+ ¥ 18 490. 1866

A % {8 490. 1856

'‘H-NMR (300MHz, CDCl;, § ppm) : 1.16 (3H, d, J =6.3Hz), 2.73-
2.86 (2H, m), 3.03-3.17 (1H, m), 3.32 (IH, t, J = 9.9Hz), 3.59
(3H, s), 3.74 (3H, s), 4.60 (1H, d, I =9.9Hz), 4.95 (1H, d, I =
9.9Hz), 5.96 (1H, d, ] =1.4Hz), 597 (1H, d, ] = 1.4Hz), 6.72-6.81
(SH, m), 6.90 (1H, d, J =7.5Hz), 7.12 (1H, dd, ] =4.9Hz, 7.6H2),
7.31 (1H, d, ] =7.6Hz), 845 (1H, d, ] =4.9Hz)

Rf 5 :0. 38(Merck 2 8] | # B 60F /A fF : FE=10:1)
LR 103
(5RS,6SR,7SR)-6-% £-7-[2-2-F A A )¢ FEE K XE]-5-(3,4-
FR_GERBFEHEH[1,2-6 0k (EBEHNGEZ —)

A £ H 102-(3) ¥ 45 2| # (5RS, 6SR, 7SR )-6- & #£-5-(3,4-T
FoAAXE-T-[-Q-FEEEFRA)LFEREREHRRFH
(1,2-b ], A 5 sLietl 2 AR F o RAFA LAY .

mp :138~141C

&4 # FAB-MS(m/e, A (CoHisNO; +H) T 1)

T HEE 476. 1709

— 116 —



B E1E 476.1717

'H-NMR (300MHz, CDCh, & ppm) : 130 3K, ¢, I =6.152), 2,68 (111
dd, J=122Hz, 13.2H2), 293 (1H, ddq, J=5.7Hz, 12.2Hz, 6.1Hz),
3.29 (1H. dd. J =5.7Hz, 13.2Hz), 365 (IH, t, J = §.7H), 376
(3H. ). 465 (1H, 4, J=0.TH2), 5.02 (14, d. J=9.752), 6,01 (211
), 6.73-6.84 (SH, m), 6.95 (1K, d, J = 8.6H2), 7.93 (1 dd ]
5.1Hz, 7.7Ha), T44 (IH, d. J=7.7H2), 830 (1H, q, ] = 5,15

Rf{E:0. 59(Merck 42 8] #l B BX 60F s, /807 : 8 : 2% =10
:1:1)

L H 104
(5RS,6SR,7SR)-6-% #&-5-(3,4- T ¥ _ A X EH)-7-[2-(2-F &5
E2-AHE)--PEREFEFREE A1, 2-b]o%

Fi £ # A 102-(1) F fr 4% 85 (SRS, 6SR, 7SR)-6-# T & 3 £-5-
G- F _FERE-7-[2-Q-FREEFHFE)L-FELF LT
RFEALL-DIRE(-ARERMER -AAERHAEGELY)
CBAEERRAE B AT (Merck 2 8] R 60/ M7 : ZHRZEB=97: D4
ERFA SN -THRERME, LLEA 100-(ORBEHFELA
HENXEY.

mp :97~100C

& 4 # FAB-MS(m/e, Bl (CsHsNO:+H) * 1) .

it {2 488. 1710

M % 18 488.1717
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'‘H-NMR (300MHz, CDCl, & ppm) : 3.27-3.42 (1H, m), 3.65-3.85
| (2H, m), 3.65 (3H, s), 3.75 (3H, s), 4.58 (1H, d, J = 10.0Hz),
4.86 (1H, d, J = 10.0Hz), 545 (1H, s), 5.96 (2H, s), 6.23 (1H,
s), 6.68-7.01 (6H, m), 7.12 (1H, dd, J =4.7Hz, 7.6Hz), 7.30 (1H,
d, ] =7.6Hz), 8.44 (1H, d, J] =4.7THz)

RI{E:0. 12(Merck 2 8 #{ £ B 60F s/ 85 : FE=95:5)
5236 | 105
(5RS,6SR,7SR)-6-% £-7-[2-(2-BE£-2-FHE)4-FTHRLEL]-
-G 4-TF _EEXA)FRFEH[1,2-b]tk &

B S H A 104 & F7 4% #4 (SRS, 6SR, 7SR)-6-% £-5-(3,4-TF &
CEERE)T-(2-C-FEEECFEE)AFEAEAREINAE
FLL,2-b] g, A5 LHH 2 ABENF R4 RABLEY.

mp :150~153°C

B 4 # FAB-MS(m/e, WL (C;yHiNO,+H) T 11D .

i+ & 1{E 474. 1553

M E1E 474. 1538

'H-NMR (300MHz. CDCL, & ppm) : 3.28 (1H, t, J = 9.6Hz), 3.65 (1H,
d, J=17.2Hz), 3.75 (3H, s), 3.93 (1H, d, J = 17.2Hz), 456 (1H,
d, J =9.6Hz), 5.06 (1H, d, J = 9.6Hz), 546 (1H, s, 5.96 (2H.
$), 6.24 (1H, ), 6.65-6.94 (6H, m), 7.16 (18, dd, J = 4.9Hz, 7.6
Hz), 7.36 (1H, d, J =7.6Hz), 8.50 (1H, d, J = 4.9Hz)

Rf {8:0. 58(Merck 2 8 #| 8B K 60F /417 : F8 : 7% =10
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:1:1)

SC 7 ] 106

(SRS,6RS,7SR)-6-% X-7-[2-(1,2- — B E-2-FEH E 7 £)-4-5
AAERE]S-GCA-TF - FEFIOFKBEF[1,2-b ] or (FExtn
RHEZ—)

(1) (5RS,6SR,7SR)-7-[2-(1,2-— B X-2-FEH L 7 5)-4-F 4
EXE]6CRTRHEES-G¢-FF _FEXL)FRBE#[1,2-b]
ol

7 R H 99-(2) F BT 4 85 (SRS, 6SR, 7SR)-6-4 T 4. % #t-5-
(3, 4-TF _EEFE)-T-[2-[(E)-2-FEEKLERL 4 FEA%E
A5 R & #[1,2-b]wk 5E (108mg, 0. 204mmol) & & & (1. Oml)- %
(0. 5SmD B 7, i A N-F Dok N-£ 4 (45mg) Fo 10 E 1L & &
AT B R 079mmol/ml, 0. 50mD) . EE A A B =8 T4 &
22.5 /MBE . WANL.SN EHBMAKER . FTERTHHE O 445, F
K BRMEA AOEt RE, AHNER 10U KB KB R4
NaCl£ % E Na,SO, TR . B BEREBENEFBRERF £ TLC
(Merck 2 8 #l % K 60F /815 : FH=95:5)0EH 4,52
(5RS,6SR,7SR)-7-[2-(1,2-Z £ X-2-FAH XL H)-+-FEEX
E]6-RTEARES-GL-TF _AEXREIXRFH#(1,2-b]wk %
BN REMEZ —(TSmg) T 7 —EFBREHEK(2Img).

() ) ¥ fr1% # (SRS, 6SR , 7SR)-7-[2-(1,2- B #£-2-F &
HRELE) - FEERET6CRTEEES-GLIP_FE£EXL)
FRFEH(L,2-b]e v xR pMHEZ— A5 ZTHHF 50-(D A
FHFEaeRFALed.

mp:133~136TC

B 4 # FAB-MS(m/e, A (CoyHosNOo+H) T17)

i+ 1 508. 1607
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7 & {5 508. 1602

'H-NMR (300MHz, CDCl, +CD.0D, & pom) :3.52 (14, t, J=9.5H2),
3.82 (6H, s), 4.54 (1H, brs), 4.67 (1H, 4q, J =8.5Hz), 5.15 (1H,
d, ] =9.5Hz), 550 (1H, brs), 5.99 (2H, s), 6.77 (1H, s), 6.78-
6.87 (3H, m), 6.97 (1H, d, J=8.5Hz), 7.17 (1H, dq, J =5.0Hz,
7.6Hz), 7.37 (1H, d, ] = 2.7H2), 7.39 (1H, d, J=76Hz), 8.27 (1H,
d, ] =5.0Hz)

Rf {8 0. 53(Merck 2 &) %) # & 60F s/ &5 ¢ F&E ¢ L8 =10
:1:1)
L F 107
(5RS,65R,7SR)-6-HF E-7-[2-(1,2-Z £ ZX-2-FEH L L £)-4-F
AAXRE]S-Ge- TR _SEFBTFAF L. 2-b]0w (5 — 3
T Bk F A 1K)

RIEME 106-(DFFHED —ExBRFMEE,E5 T H# 6| 106
ity zeREALEHY.

'mp:134~137C

& 4 # FAB-MS(m/e, b (CxHsNOo+H) " it) .

i+ H & 508. 1607

Al % {8 508.1590
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'H- NMR (300MHz, CDCl;+ CD,0D, & ppm) :3.35 (1H, t, J =9.9Hz),

3.81 (3H, s), 3.83 (3H, s), 4.53 (1H, d. ] =2.0Hz), 4.65 (1H, <,

J = 9.9Hz), 5.03 (1H, d, ] =9.9Hz), 5.63 (1H, brs), 5.98 (1H, d,

= 1.4Hz), 5.99 (1H, d, ] = 1.4Hz), 6.76 (1H, 3), 6.78-6.86 (3H,

m), 6.89 (1H, d, ] =8.6Hz), 7.20 (1H, dd, J =4.9Hz, 7.7Hz), 7.21

(1H, d, J=2.6Hz), 740 (1H, 4, ] =T7.7Hz), 8.30 (1H, d, I =4.9
Hz)

Rf 15 :0. 41 (Merck /A 8 #| B K 60F /87 : F 8 ¢ LB =10
t1:1)

LTS 4 108 #7109 #9{L-& 44 5| A L3 F 106 2 107 891
Lty 5 R 2 BRNF EHRITEK,
5L #4108
(5RS,6SR.7SR)-6- 4 &-7-[2-(2-B £-1.2-Z X L H)-4- FEE
¥HE]5-G4-FTF _EEFRFEFEHL bR (ENREM
&z —) |

mp:189~191C

%= 3% FAB-MS(m/e, B (CoeHzsNOs+H) F11)

i EE 494. 1451

M E 8 494. 1440
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'H-NMR (300MHz, DMSO-de, & ppm) : 3.47 (1H, t, I =10.1Hz), 3.74
(3H, ), 4.22 (1H, brs), 455 (1H, d, ] = 10.1Hz), 4.93 (14, d
I=10.1Hz), 541 (1H, brs), 6.02 (2H, s), 6.76 (1E, dd, ] = 2.9Hz.
8.6Hz), 6.83 (1H, dd, ] = 1.5Hz, 8.0Hz), 6.86-6.97 (2H, m). 7.03
(1H, d, J=86Hz), 7.14-7.20 (2H, m), 7.24 (1K, d, ] = 7.3Hz),
8.27 (1H, d, ] = 4.9Hz)

Rf{E:0. 07(Merck 22 8] # 2 K 60F /87 : FE : 28 =10
:1:1)
E 4 109
(5RS,6SR,7SR)-6-% £-7-[2-(2- B £-1.2-Z LA HE)4-FE £
AE]S-QGA-TRF_EERXBIFARFH L, 2-b] g (F —Extuk
7))

mp:168~170C

B 4 # FAB-MS(m/e, BL(CysHoNOy+H) 711D .

i {E 494. 1451

W E B 494. 1446

‘H-NMR (300MHz, CDCl, + CD:OD, & ppm) : 3.36 (1H, :, J = 9.9Hz),
3.84 (3H. s), 4.46 (1H. d, ] = 2.dHz), 4.65 (1H. d, J = 9.9Hz)
5.05 (1H, d, J = 9.9Hz), 5.68 (1H, brs), 5.98 (1H, d, J = 1.4Hz),
5.99 (1H. d, J =1.4H2), 6.75 (1H, s), 6.80 (1H, d, J = 8.6Hz),
6.83 (1H, d, J =8.6Hz), 6.84 (1H, dd, J =2.9Hz, 8.6Hz), 6.89 (1H.
d, ] =8.6Hz), 7.23 (1H, dd, ] =5.3Hz, 7.8Hz), 7.26 (1H. d, ] =
2.9Hz), 742 (1H, d, ] =7.8Hz), 8.30 (1H, d, J = 5.3Hz)
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Ri{E:0. 03(Merck /A & %] # K 60F.s,/ 847 : Fa& : L8 =10
t1:1)
SEH 110
(5RS,6SR,7SR)-6-# #&-7-[2-(3-BX-1- FHRE)-4-FH L% £]-
5-(3,4-FF ZFAKXI VR KB H[1,2-b]% %

D (WEHFEE)-I-ZTEFELEE-1-F

E#H XL d 8% % (J. Chem. Soc. Perkin I, 1089(1992) ) #
F By 3- (0 & o A A-1-F 5 (2. 00g,14. 3mmol) 85 Z & (20ml) &
e, F—T8CT AT £4E-CHEK (1. 66M,8. 60ml), £ Bl &2
ETHH 04, EhEAY  FT-BCTENZTEAFSELS
(3.87mD)., HEEHERFBRE THE LK, E—78CThil
REEE (AENAAREZEZR. 2 EHAIE Ff NaCl £ 45,
FAMgSO, TH.Z£8H . B 3-(DERFAE-1-ZTEES 5L
-1-F %R (6. 13g),
(2)(5RS,6SR,7SR)-7-[2-(3-WE " H A E-1- A L)1 FE 2 %
ZI6-RTEHE-S-GC 4 TF_EEXDTEEH[1,2-b)skrs

% Schlenk & &, £ £ # 4] 99-(1) 57 4 ¢ (5RS, 6SR, 7SR )-7-
(- ZAFPRBREE A FAERE) R TEASE 53,4 F =
FAERE) R FE #[1,2-b] v (30mg, 0. 0505 mmol ) Fu (1) & F
FH-(HERFEE)-1-ZTEFHEL-1-FH 6 DMF(ImD &
B, TRARARMEET WAERME Tng) MEME(T )N £ 1
BeHCmg) HBEEATI00CTH#E2NHE AHELE, BE
AZEDMF, ###EE T AcOEL, £ B A F 7 A 40%KF 4 & &
(ImD, B TERTHHE 024, FHEF Celite) T Bl £ 4
ROZTEFGREAR. SFABAMER BEHF NaCl %%, Mg-
SO, T®. BREEEEH, FEZEA % TLCMerck A 5 &l & &
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60F ./ LB LB Cie=1+: L # .4 2| (SRS,6SR,7SR)-7-[2- (3-
OESFAE-I-ARB) 4L FEAERE]6-RTEEE-5-(3,4-F
FEEXEBIFRF AL, 2-b]HE(17. 2mg).
(3)(5RS,6SR,7SR)-7-[2-(3-# XE-1-A R E)-¢-FE XXX 1-6-K
TEHEE5-G4-TF _AXKXEOFRAEH,2-b]dk

7 (2)F 4% 2 87 (5RS,6SR, 7SR)-7-[2-3-W & #H & &-1-F
RE)-4-FARERE]6-RTEBRES-GCLIF _HAEXLFK
% 3#1,2-b]ot "€ (31. Omg, 0. 0532mmol) By Z B (0. Sml) B # , fv
ANt FRFERE(3mg) , FREMEEZRTRE, % B (SRS,
6SR,7SR)-7-[2-(3-# &-1-A R B)-4-FAERE]-6-R T A% -
5-(4-EF —HAERA)FKFEH[1,2-b]HE (18. dmg),

(O3 F Fr 48 45 (5RS,6SR,7SR)-7-[2-(3-B £-1-F % £)-
¢-FEERECRTAKESGLIEF_E4E2XB)TFKFHA
[1,2-b]okeg % 5 L6 50-(DRARHFELRTHREMNLSY.

mp: ~200°C (4 #%)

B4 ¥ FAB-MS(m/e, Ml (CiHy NOs+H) T 11) .

i EE 444. 1447

Al 18 444. 1458

'H-NMR (300MHz, CD;OD, & ppm) : 3.30 (1H, t, J = 9.9Hz), 3.79
(3H, s), 4.19 (2H, s), 4.62 (1H, d, ] =9.9Hz), 5.08 (1H, d, J =
9.9Hz), 5.94 (2H, ), 6.77-6.82 (3H, m), 6.92 (1H, dd, J = 2.6Hz,
8.6Hz), 7.02 (1H, d, J = 2.6Hz), 7.07 (1H, d, ] = 8.6Hz), 7.25 (1H,
dd, J = 4.9Hz, 7.5Hz), 7.38 (1H, dt, J = 1.9Hz, 7.5Hz), 8.29 (1H,

dt, J = 1.9Hz, 4.9Hz)

Rf{ﬁo 1(Merck ’ﬁ‘ﬂﬁq%}]& 60F254/L@Z.|E§ : Z;f]t[a:l ‘ 1)
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LA 111
(SRS, 6SR,7SR)-6-% #-7-[2-(2)-G-BE- 1 FHEE)-¢- T 54 %
£]5-G - TEF - EEFRRAEH[1,2-b]:
(1D(5RS,6SR,78R)-7-[2--WEA#HFLAE- - FEL)-¢-FE 5%
ECRTERE-S-QGATF_EEFEFASE#1,2-b] o

¥k XL 6 F % (. Org. Chem., 40. 2265(1975))% &
7y -(HEAFaE-1-FHEE)Z T H5(320mg) TR 99-(1) =
Fife 89 (SRS, 6SR,7SR)-7-(2-Z 4 PR B E £ S £ 4 F a2 %
)6 RTEHKES-GCE-EF XX TRE#[1,2-b e
(264mg, 0. 445mmol) \ Z R A (I IR Z AR E A 4 (25. 8mg). 4
- LE(S7. 0mg) 2,6-Z A T £-4-F £ X 5 (20mg) 1 DMF (2. 2ml)
X Schlenk %, F NG5 ,£ 110CH® oo AR 17 e, %
BEBHAERERE, EREF PN LE (AmDf 40% B4 4 X
BERCmD, EREHTEB TR0 44, E Celite 1t ER £ 7 &
W& A RE KRR B A0%KF, kF a5 NaCl 4 E B Na,SO.
TR REREGREREREEA Merck 231 815 5 60/ 2%
LB LE=2: Do EH# %2 (5RS,6SR,7SR)-7-[2-(3-W &
WA E- - AR FRERE]6RTEHAL-5-(3,4-F 8 -
FEXRFIRKFF[1,2-b]H & 65 (2)-1-T# F 41K (42. 8mg) .
(ED)-1-AH 2 mE (57. Tmg) & Z/E=1/2. 4 5384 #(150. 5mg),

(2)F (1) F 7 % 8 (SRS, 6SR, 7SR)-7-[2-(3- 0 &, v &, &-1-
ARZE)4-FAERE]6RTEARESCULTEF _SEFZLF
KWL, 2-b]HR 9 (2)-FHEFME RS L4 110-(3)F (4)
RO ek THRELEH,

=4 # FAB-MS(m/e, UL (CosHpuaNOs+H) Tt

THE1E 446. 1604

W £ {E 446. 1581
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'H-NMR (300MHz, DMSO-ds, & ppm) : 3.10 (1H, t, J = 10.0Hz), 3.73
(3H. 5), 3.97 (1H, ddd, J = 1.2Hz, 6.5Hz, 13.3Hz), 4.03 (1H, ddd,
J = 1.2Hz, 6.5Hz, 13.3H2), 4.50 (1H, d, ] = 10.0Hz), 4.74 (1H, 4
J=10.0Hz), 5.78 (1H, td, J =6.5Hz, 11.3Hz), 6.00 (2H, s), 6.44-
6.5¢ (1H, m), 6.65 (1H, d, J = 2.7Hz), 6.74 (1H, dd, J = 1.6Hz,
8.0Hz), 6.79 (1H, d, ] = 16Hz), 6.80 (1Y, dd, ] = 2.7Hz, 8.5Hz),
6.88 (1H, d, J=8.0Hz), 6.99 (1H, d, J =8.5Hz), 7.16 (1H, dd,
J=46Hz, T.THz), 7.23 (1K, d, J =7.7Hz), 8.29 (1H, d, J = 4.6H2)

RE{&:0. 24 (Merck 4 8] #] 8 & 60F s /&5 : F8=15: 1)
EHH 112
(5RS,6SR,7SR)-6-# £-7-[2-[(E)-(3-£ £-1- A L)+ FE &£
EE]S-GA-FF_FEDTREH[1,2-b] %

A (1) F B 4% 85 (5RS,6SR, 7SR)-7-[2-(3- W & i & Z-1-F
FE)L-FEEFE]ICRTEAKES- G 4T F_ALEH)TK
w1, 2-b]H g 5 (E)-AH FAE, B E ZHS 110-(3) F (4) B
BHF &R THRALEY,

mp: ~218~221C

% 4 # FAB-MS(m/e, I (CosHiNOs+H) *i1) .

THE1E 446. 1604

W E 18 446. 1621
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'‘H-NMR (300MHz, CDCl,, & ppm) :3.18 (1H, t, ] =5.5Hz), 3.76 (3K,
s), 4.12-4.26 (2H, m), 4.54 (1H, 4. J=90Hz), 510 (1H, 4, J =
9.5Hz), 5.94 (1H, d, J =1.4Hz), 5.95 (1H, d, J =1.4Hz), 6.07 (1H, |
td, ] =5.7Hz, 15.5Hz), 6.67 (1H, brs), 6.71 (1H, d, J = 8.0Hz),
6.76 (1H, d, ] =8.0Hz), 6.66-6.86 (1H, m), 6.81 (1H, dd, ] =2.7
Hz, 8.5Hz), 6.91 (1H, d. ] =2.7H2), 6.93 (1H, d, J =8.5Hz), 7.15
(1H, dd, ] =4.8Hz, 7.7Hz), 7.33 (1H, d, I=7.7THz), 8.47 (1H, d,
] = 4.8Hz)

Rf {8 :0. 33(Merck /8] #| # & 60F s/ 17+ FE=10:1)
S 113
(5RS,6SR,7SR)-6-#% %-7-[2-3-BEFE)-4-FEE X £7T-5-(3,
&P _EEXBOIFRFEHL,2-6]4F

R = 111-(1) F BT 1% 85 (SRS, 6SR, 7SR)-7-[2- (3-8 4 %
AE-1-ARE) - FEAEREICRTEFEES-GB4-TF_§4
KEOVFKFEAHALL,2-bItk gty Z/E BE&H, UAE B A4 {07 #4T
PEARKEE B LHA 110-QRWEARNF %, &Rt HLE
</

mp:222~226°C

% 4% FAB-MS(m/e, B (CosHpsNOs+H) T 31)

i+ E E 448. 1760

A % {H 448.1770

- 127 —



'H-NMR (300MHz, DMSO-ds, & ppm) : 1.62-1.78 (2H, m), 2.48-2.86
(2H, m), 3.19 (1H, t, J = 10.2Hz), 3.33-3.50 (2H, m), 3.72 (3H.
s). 4.53 (1H. d. J=10.2Hz), 4.83 (1H, d, I =10.2Hz), 6.01 (2K,
s). 670 (1H, dd, ] = 2.7Hz, 8.4Hz), 6.74 (1H, d, ] =2.7Hz), 6.78
(1H. dd, J = 1.6Hz, 8.0Hz), 6.86 (1H, d, ] = 1.6Hz), 6.90 (1H, 4,
] =80Hz), 6.95 (1H, d, ] =8.4Hz), 7.16 (1H, dd, ] =4.6Hz, 7.4
Hz), 7.23 (1H, td, ] = 1.4Hz, T4Hz), 8.30 (1H, td, J = 1 4Hz, 4.6

Hz) |

RE{E.0. 12(Merck /2 &) #| 8 & 60F 5/ 87 + FE=15: 1)
WT XS 114 f0 115 e, RA LA X TG . A5
el 111-(DF EHE4H 106 Bl RS F Em LA K.
ERF 114 |
(SRS, 6SR, 7SR)-6-% #-7-[2-(1,2-Z B L E)-4-FH L X £]-5-
(3, 4-FT ¥ ZFXXI)FRFEH(1,2-b ] FGEMBREME 2 —)
mp:140~144C
& 7 #% FAB-MS(m/e, Bl (CssHauNO, +H) *31) .
T+ ®1E 450. 1553
M % 1E 450. 1558

'H-NMR (300MHz, . #®-~ds, d ppm) :3.47 (1H, t, ] = 9.9Hz),
3.56 (1H, dd, ] =8.0Hz, 11.6Hz), 3.79 (3H, s), 3.89 (1H, dd, J =
4.4Hz, 11.6Hz), 4.64 (1H, d, ] =9.9Hz2), 5.09 (1H, 4, ] =9.9Hz),
5.26 (1H, brs), 6.02 (2H, s), 6.79 (1H, dd, ] = 2.5Hz, 8.6Hz),
6.85-6.93 (3H, m), 7.04 (1H, d. J =8.6Hz), 7.20-7.26 (2H, m),
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Rf {#.0. 30(Merck 8 4| & & 60F ., /845 : F@=10: 1)
E#F 115
(5RS, 6SR,7SR)-6-% %&-7-[2-(1,2-Z £ L H)-4-FEE K L ]-5-
G 4-FTF - FEXIOF KA H[1,2-b]h"E(F —EXBREHE)

mp:132~1357C

B 4 # FAB-MS(m/e, B, (C;sHuNO, +H) *it) .

& {8 450. 1553

ol = 1 450. 1563

'H-NMR (300MHz,  ®®-ds 6 ppm) : 3.50-3.80 (3H, m), 3.78
(3H, s), 4.67 (1H, d, ] =9.2Hz), 5.05-5.20 (2H, m), 6.01 (2H,
s), 6.80 (1H, dd, J =3.1Hz, 8.5Hz), 6.87 (3H, s), 7.05-7.16 (2H,
m), 7.1 (1H, dd, J =4.8Hz, 7.5Hz>, 7.33 (1H, d, J =7.5Hz), 8.32
(1H, d, ] = 4.8Hz)

Ri{E:0. 27(Merck /2 8] #| 8 K 60F ./ 817 : FE=10:1)

EXAAHEERGBET.E THF . A ZH K o5 — ¥ %-
THF & # 2 £ #H 11-(1) F 7 4% 89 (SRS, 6SR, 7SR)-7-[2-(3- W &
Y EE- - HRE) - FEERE]CRTEKE-S-(3,4-TF =
SEXBTEFH1,2-b] g Z/E RAMETHAE.ER 35%
HALELE  BEHELRHARSYR S THEA 110-EAH
BHER =A% mEE, A # 4% TLC(Merck 2 3 % 5 & 60/ 4
F:LBLE=5: 2. LBRIB)2 B4 RUE.RE. 20 AE5LHk
Bl LI-(DERH F EZHALE ULRFEZLRUTEHH 116-
119 85t &4,
L H 116
(5RS,6SR,7SR)-6-% X-7-[2-(1,3-— £ FHE)-4- FREFX L -5-
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G A4-FTF _EEXB)FAFHL,2-b] U R (FNREMEZ —)
mp:115~120°C
B 2 3 FAB-MS(m/e, Y (CyHisNO, +H) 1) .
T8 {E 464.1709
W 18 464.1716

‘H-NMR (300MHz, CD,OD, 6 ppm) : 1.88-2.17 (2H, m), 3.27 (1H,
t. J=9.8Hz), 3.65-3.75 (2H, m), 3.79 (3H, s), 459 (1H, d, J =
9.8Hz), 5.09 (1H, d, ] = 9.8Hz), 5.28-5.40 (1H, m), 5.9¢ (2H,
s), 6.74-6.84 (¢H, m), 6.89 (1H, d, I =85Hz), 7.15 (1H. d, ] =
¢.7Hz), 7.25 (1H, dd, ] = 4.8Hz, 7.5Hz), 7.38 (IH, d, ] =7.5H2),
8.29 (1H, d, ] =4.8Hz)

Rf 15 :0. 07 (Merck /& #| # K 60F /817 + FE=10: 1)
LR 117
(5RS,6SR.7SR)-6-% &-7-[2-(1,3-Z £ FHH)-¢- F ALK E]-5-
(G.4-FF_EEFRIFRFALL2-b IR (F — R B )

mp : 104~108°C

& 4~ FAB-MS(m/e, W (CoHpisNO- +H) 71i1)

T E{E 464.1709

W £ {8 464.1725

'‘H-NMR (300MHz, CDCly, 6 ppm) : 1.78-1.94 (1H, m), 1.94-2.13
(1H, m), 345 (1H, t, J =9.3Hz), 3.67-3.52 (2H, m), 3.76 (3H,
s), 4.67 (1H, d, J =9.3Hz), 5.36 (1H, m), 547 (1H, ¢, ] =8.3H2),
5.97 (2H, s), 6.63-6.84 (5H, m), 7.04 (1H, brs), 7.41 (1H, dd,
J=5.5Hz, 7.4Hz), 7.68 (1H, d, J =7.4Hz), 841 (1H, d, ] =5.5Hz)
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RE{E:0. 10(Merck 2 8] #| B A& 60F 5./ 85 : FEE=10: 1)
% 118
(5RS,6SR,7SR)-6-% £-7-[2-(2,3-—EFH)-4-FE E X £]-5-
G 4-TF_EXFXPOFEFEHL,2-bIg EMBRFEHEZ —)

mp:115~120C

% 4 # FAB-MS(m/e, Bl (CosHosNO, +H) " it)

T H B 464.1709

M 1 464. 1699

'H-NMR (300MHz, CDCl,, § ppm) : 2.73 (1H, m), 3.06 (1H, dd, J =
9.5Hz, 13.3Hz), 3.30 (1H, t, J = 9.4Hz), 3.44-3.76 (2H, m), 3.72
(3H, s), 3.80-3.97 (1H, m), 4.52 (1H, d, J = 9.4Hz), 5.20 (14
d, J =9.4Hz), 5.96 (2H, s), 6.66-6.80 (5H, m), 6.84 (1H, d, ] =
8.3Hz), 7.21 (1H, dd, J =5.3Hz, 7.6Hz), 7.39 (1H, d, J = 7.6H2),
8.3¢ (1H, d, J =5.3Hz)

Rf1E.0. 13(Merck /A 8] #l B B 60F o/ {7 + B =10:1)
S 119
(5RS,6SR,7SR)-6-#% &-7-[2-(2,3-Z £ FE)-4+-F R EXKE]-5-
Ga-TR - EEXLFAFEH,2-b] 02 (5 —ExBEMHE)

mp:208~212C

B 4 # FAB-MS(m/e, B (CyHysNO,+H) T it)

& 1E 464. 1709

W 18 464.1722
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\H-NMR (300MHz, CDCls + CD:OD, & ppm) : 2.40-2.75 (1H, m), 3.18
(1H dd. ] =4.2Hz 13.8Hz), 3.34 (LH, t, ] = 8.7Hz), 8.57 (1K
dé. ] =6.7Hz, 11.3Hz), 3.67 (1H, dd, J=3.8Hz, 11.3Hz), 3.80 (3K,
$). 3.89-4.00 (1H, m), 4.62 (1H, d, ] = 9.7Hz), 485 (1H, ¢, ] =
0.7Hz). 5.7 (1H, d, T=14Hz), 5.98 (1H, d, ] = 1.4Hz), 675 (1H,
brs), 6.76-6.84 (4H, m), 6.88 (1H, d. ] =8.2Hz), 7.17 (1H, dd,
] =5.0Hz, T.6Hz), 7.38 (1H, d, ] =7.6Hz), 831 (1H, d, J =5.0Hz)

Rf {€:0. 13(Merck 2 8] #|8£ & 60F 5./ 817 : FE=10: 1)

LT R 120~123 YL &4 ER EHF 111-(1)F iz oy
(5RS,6SR,7SR)-7-[2-(3-W & ' A E-1-AHE E)-4-FEEK
E16-RTEH£5-Ge-TF _EEFRE)TAFH(1,2-b] %
HE)-FHELERHECEHEA 120,120 D)-FHEEFHE(LE
# 122,123), 8 5 £ #E#H 106-(DF LRl 111-(3), (D E# O F %
e R,
S 120
(5RS.6SR,7SR)-6-% £-7-[2-(1,2,3-Z B XA H)-4+-FHAEAX
£2]5-GaTF_AXEXEOFREH[1,2-6 R EREEIHR
ERMEHENREMEZ —)

mp:127~129°C

& 4 3 FAB-MS(m/e, LA (CosHpsNOs+H) 7 i1)

i+ {E 480. 1658 |

M £ {8 480. 1652

— 132 —



'H-NMR (300MHz, CDCls, § ppm) : 3.32 (1H, dd, ] =9.2Hz, 10.6Hz),
3.40-3.55 (2H, m), 3.64 (3H, s), 3.95-4.05 (1H, m), 448 (1H,
d, ] =9.2Hz), 5.02-5.11 (1H, m), 5.25 (1H, d, J =10.6Hz), 5.94
(2H, s), 6.61-6.68 (2H, m), 6.72-6.81 (2H, m), 6.88 (1H, 4, J =
8.9Hz), 6.97 (1H, d, ] =2.0Hz), 7.06 (1H, dd, J =5.3Hz, 7.6Hz),
7.32 (1H, d, ] = 7.6Hz), 8.22 (1H, d, ] =5.3H2)

Rf12:0. 19(Merck 2 & #| B & 60F 5/ 817 : FE : 2% =10
:1:1)
LA 121
(SRS, 6SR, 7SR)-6-% #&-7-[2-(1,2,3-Z £ E AR -FEH L %
ES5-G4-FF _FEXBTREHL,2-6] 02 (REE)FSE
EFHENE —FAREHE)

mp :143~146°C

B 4 # FAB-MS(m/e, M (CseHysNOs+H) T it)

T E {E 480. 1658

W = 18 480. 1660
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'H-NMR (300MHz, CDCL +CD,OD, & ppm) : 3.34 (1H, t, ] = 8.8Hz),
3.63 (1H, dd, J =5.3Hz, 11.6Hz), 3.70 (1H, dd, ] =4.7Hz, 11.6Hz),
3.83 (34, s), 3.91 (1H, ddd, J =4.7THz, 5.2Hz, 5.3Hz), 4.63 (1H,
d. J=9.8Hz), 5.11 (1H, d, J = 9.8Hz), 5.21 (1H, 4, J =5.2Hz),
598 (1H, d, J = 1.4Hz), 5.99 (1H, ¢, J=1.4Hz), 6.76 (IH, o,
6.77-6.88 (3H, m), 6.89 (1H, d, J =8.6Hz), 713 (1H, d, J = 2.6
Hz), 7.20 (1H, dd, J=5.1Hz, 7.7Hz), 740 (1H, td, J=14Hz, 7.7
Hz), 8.30 (1H, td, J = 1.4Hz, 5.1Hz)

Rf {8 :0. 19(Merck /2 2] #| B & 60F /&7 : FE : L% =10
:1: 1)
LA 122
(5RS.6SR, 7SR)-6-# #%-7-[2-(1,2,3-Z B X F X )-4- B HEX
£]5-CATF-_EEXNRKFHL,2-b]mE(REDAR
ERWENETREREZ —)

B 4 # FAB-MS(m/e, LA (CyHpsNOs +H) 711

i E {E 480. 1658

A % 18 480.1630

'"H-NMR (300MHz, CD;OD, & ppm) : 3.49 (1H, t, J = 10.0Hz), 3.72-
3.94 (3H, m), 3.82 (3H, s), 4.69 (1H, d. J= 10.0Hz), 5.22 (1H,
4. ] =6.3Hz), 5.38 (1H, d, ] = 10.0Hz), 5.86 (2H, s), 6.80-6.88
(3. m), 6.89 (1H, dd, ] =2.8Hz, 8.6Hz), 7.04 (1H, 4, ] =8.6Hz),
7.95 (1E, d, J = 2.8Hz), 7.53 (1H, dd, ] =5.5Hz, 7.THz), 7.72 (1H,

d J=77Hz), 8.37 (1H, d, J =5.5Hz)
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REE:0. 23(Merck 2 8 #1 B X 60F /805 « ¥ 8 : 7.8 =10
t1:1)
L 123
(SRS, 6SR, 7SR)-6- % #-7-[2-(1,2,3-Z B R K £ )-4-F A%
E5-Gua-TF R FROFABHLL2b] (ke g (DAE
ERWANE — BB HE) |

B4 % FAB-MS(m/e, Bl (CoHasNOs+H) *if) .

& {E 480. 1658

A & 480. 1667

'H-NMR (300MHz, CDCl, + CD,0D, & ppm) : .54 (15, t, J = 8.6Hz),
3.75-3.95 (3H. m), 3.82 (3H. s), 4.73 (1H, d, I = 9.6Hz), 5.05 (14,
d, J=7.6Hz), 543 (1H, d, J = 8.6H2), 6.00 (2H, &), 6.78 (1H,
brs), 6.81 (1H, dd, J = 1.5Hz, 8.0Hz), 685 (1H, ¢, J = 8.0Hz),
6.87 (1H, dd. J =2.7Hz, 8.6Hz), 6.95 (1H, d, ] =8.6Hz). 7.15 (14
d, J=27Hz), 745 (1, dd, I = 5.5Hz, T.6Hz), 7.67 (1H. d. J =
7.6Hz), 8.42 (1H, d, J = 5.5Hz)

RE {8 :0. 26 (Merck /2 & #| & & 60F 0/ 865 : TR : 7B =10
11+ 1)
L H 124
(SRS,6SR,7SR)-6- % &-7-[2-(1- B X -2-BE L) 4-FHL ¥
E12-AAES-G4TF R XE)FAMH[1,2-b 1o (G at
b 7 MK 2 —)
(1)(SRS,6SR,7SR)-6-# T F B #-7-2- ¥ H A -4-FHLF £)-5-
Gud-FF _EEFEOTRHEH[1,2-b]HE N-E 1%
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¥ £ # ) 50-(4) F F7 12 9 (5RS,6SR, 7SR)-6-# T £ & £-7-
(-FEE4-FEEXRE)S-CLTF_EEFLFREE 21,0
b]#k 5% (386mg, 0. 70mmol) 8§ ~ A F . Uml) BH E F 0CF £ 5
GewAH CPBA(190mg)., ¥EAH T OCTHE L5 8, BEL
ERTHBPANE, A_QFRAHEBEB A M, AHEF NaHCO, 4
f1NaCl %% MgSO, TR B BEEREFBHREA T ECELE
#r (Merck 2 8 ¥ 2 & 60/FfF : FBE=50:1—-30: 1) %,
(5RS,6SR,7SR)-6-H T E# £-7-Q-F £ £-+-FEHZ K £)-5-(3,
T B _EEXLTRFEH[1,2-b]4 % N-S 44 (345mg).
(2)(5RS,6SR,7SR-6-# T AP £-7-C-F LR+ FHREF £)-2-
[N-EFBEAEES-GC4-FF _FEFEFRE #(1.2-b]
o

¥ (5RS,6SR,7SR)-6- T Ak £-7-(2-F A X 4-FE £ X
E)-5-(3,4-TF _HAXE)FKFE HF (1. 2-b]H g N-S 14
(224mg,0. 395mmol) fo CsF(1. 82g) W E TR . E LA A E Tir A
ZAERU.OmD), EREAPHAEEENARFE N-TF LKA
FPHREAFFIN-FETELAFEEQCIome), EW A E K T A 7l
LT, EREAFMAER NaHCO, BA.ZRBTHRAWH
BRAGERE A _EFRBE. A4 2 A ANaClit %, MgSO,
T . B E 3% 45 B 1% 5% i | MPL (Merck /4 8] #] 5 & 60 lobar &/ =
EFK: H=100:1->50: 130 : 1)# #|,% 2| (5RS, 6SR,
TSR)-6-B T EHA-7-Q2-FRE-4-FEEFE)-2-{IN-XF & L)
HEE-S-GLEF_LERBFAFEHFLL,2-b]% & 138mg,
(3)(5RS,6SR.7SR)-6-R T Ak £-7-[2- Q- ¥ E&£-1-FEH LT
FE)-4-FREXE-I(N-FFHE)FEE]-5-GB4TFTF_4
EXE)RRFH[1,2-b]wE

B (2)F & 65 (5RS,6SR, 7SR)-6-M T A4 £-7-(2-¥ £ %-
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CFAERE)-2-IN-FFHEOFELESQB4TF_H25K)
XA FH[L,2-b]E, 5 T Hl 64- (DB R 8% 2,4 3 (GRS,
6SR,7SR)-6-R T E K &-7-(2- - FEA-1- FER L LA L) -4- &
FEREF-IIN-FABRDFEE] S G- TF A E£Z )5
KO L1, 2-b] o 7% o9 7 A 4 34 B B4 4K 70 (SRS, 6SR, 7SR )-6- %
TREE2-[((N-KFBRA)FEL]S5-G LT B L% 58)7-
[2-Q-FERELHF AR FEEERIFAEH# 1. 2-b] oz

(O )+ % 2 # (SRS, 6SR,7SR)-6-8 T £ 3k £-7-[2-(2-%
AL FERE AR L FEERLE I [((N-ZFBA)F &
EISQGu-IF _fEFBTRBA[1,2-b]H B HE R B4
Wz — HTERBUAEFERN, A TFAS#TERTERR,
FIANNaOH # T FREEPERXFHERN AR THEL L
4

mp:183~188°C

& 4 % FAB-MS(m/e, Bl (CyH3yoN,Os+H) T 1) .

i E & 551. 2030

A % 1B 551. 2057

'H-NMR (300MHz, CDCl,, & ppm) : 0.86 (3H, t, J =7.3Hz), 1.54 (2K,
sext, J =7.3Hz), 2.99-3.13 (2H, m), 3.62 (1H, t, J=8.7Hz), 3.67
(3H, s), 3.93-4.07 (2H, m), 4.63 (1H, d, ] =8.7THz), 4.83-4.93
(1H, m), 543 (1H, 4. T =8.7Hz), 5.97 (2H, s), 6.36-6.52 (2H,
m), 6.62-6.72 (2H, m), 6.78 (1H, d, ] =8.4Hz), 708 (1H, d, J =
8.6Hz), 7.36 (1H, d, ] =8.9Hz), 7.74 (1H, brs)

RE1E:0. 47(Merck 2 5] #{ 88 JK 60F /85 ¢+ F&E : 2% =10
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1 1:1)

L 125

(SRS, 6SR,7SR)-6- % %&-7-[2-U- B E-2-BE AR+ Féx %
E-REES-GU-TF - SEFLDFRBE A, 2-b ] (5 —
1F 3T Bk B A 1K)

i X H1 124-(3) F % B % (SRS, 6SR , 7TSR)-6-& T 4.3 £-7-
[2-C-FEE1-FERE AR PAERE] 2 [(N-F @ 1)
FAES-QUE-TF _SEFLR)RRF#[1,2b]0km ey 2 — 4
O MREME, R LRG 124-(ORBA T2, 4K THELSY,
mp :165~175C
%14 #% FAB-MS(m/e, L (CoHzoN,Os +H) * 1) ,
1T # {E 551. 2030
M % {E 551. 2046

'H-NMR (300MHz. M -ds, 6 ppm) : 0.90 (3H, t, I = 7.4Hz),
1.56 (2H, sext, ] =74Hz), 3.11-3.2]1 (2H, m), 326 (1H. t, J =
8.2Hz), 3.76 (3H, ), 3.83-4.04 (2H, m), 447 (1H, d, J = 8.2Hz).
4.91-4.99 (1, m), 5.06 (1H, d, ] =8.2Hz), 5.97 (2H, s), 6.41 (1H,
d, ] =8.5Hz), 6.48-6.58 (2H, m), 6.80 (3H, s), 7.08 (1H, d, J =
7.8Hz), 7.10 (1H, d, ] =7.6Hz)

REE 0. 27(Merck 2 8 #| B & 60F /£ 05 : F &8 : 28 =10
:1:1)
S 126
(5RS,65R,7SR)-6- R &-7-[2-(1-RE L HER) - FELEF L]
-ARHES-B.4-FF _FEEXLIFAH 1. 2-b]ok g

R £ A 124-(3) &+ 18 5| 89 (5RS,6SR, 7SR)-6-5 T 4.5 £-2-
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[((N-EFBEDOFEE]5-GB4-FF_EE2FH)-7-[2-(1-F &2
ELRAE)--FRERLIFRFEHL,2-b]0E, A TFA #4172
MTERE AANNOHH T2 FERBEAEEFBRERL & 4
THRELES.

mp:165~169°C

B4 # FAB-MS(m/e, Bl (CeHuN Qs +H) T it)

HE{F 533.1924

B % {8 533.1940

'H-NMR (300MHz, CDCls, 6 ppm) : 0.86 (3H, t, ] =7.4Hz), 1.55 (24,
sext, ] = 7.4Hz), 3.03-3.17 (2H, m), 3.89 (3H, s), 3.70 (1H, ¢,
J = 8.0Hz), 4.59 (1H, d, J =8.0Hz), 5.31 (18, brs), 5.34 (1H. d
J = 8.0Hz), 5.98 (2H, ), 6.06 (1H. brs), 6.42-6.52 (2H. m), 6.59
(1H, d. ] = 2.2Hz), 6.69-6.83 (3H. m). .11 (1H, d, ] = 8.6Hz),
7.33 (1H, d, J = 8.9Hz), 7.63 (1H, brs) |

Rf {#:0. 35(Merck 2 & # 8 K 60F s/ 87 : F 8B : ZE =10
:1:1)
E#H 127
(5SRS,6SR,7SR)-7-(2-Z A X FEE-4-FEEXHE)-6- B &£-2-
(N-FAE-N-FEEX)5-G,4-TF - FEXEIXRRE A#[1.2-b]
d
(1)(5RS,6SR, 7SR)-6-R T A H-2-FEE-7-[2-F A £+ F &
AEES-G4-FTR _EEEZBOFREH L, 2-b]t=

£ LR 124-(2) F BT 15 #9 (SRS, 6SR,7SR)-6-# T 4.5 %-7-
(2-F 4 A4 FEEFRE)2-I(N-FFHAE)AEE-S-B,4-EF =
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EEXBIFTRFEH[L,2- bl % (215mg. 0. 301mmol) #§ = =& %
BmD)F A+, WA 4N NaOHBmD f 84 I T %4 (97mg), 100°C
THEH2Z2AH. AINHCIUENAAZRYE, A LR RIBERK. A
YL.& F K 487 NaHCO, fo i #0 NaCl #% %, B Na,SO, F4& . 5/ %
% FEMNEERTERES BN Merck 2 3 # 2 & 60/ %+ Z
BRZE=1: DFH, %2 (GRS,6SR,7SR)-6-R TEE Z-2-F 4 &
(- FREALFEAERE]S- G 4T F _AE5 20K 5
[:l,Z—b:l"kt"';f(l(i?mg)o
(2)(5RS,6SR,7SR)-6-4 T &3k £-2-(N-F£-N-B & &£).7-[2-%
AE-4-FAEKXE]S-G.4-F FoAEFEOREAEH[1,2-b]%
4

E (D F 452 85 (5RS.6SR,7SR)-6- T 4.8 #£-2- 7 £ 2£-7-
(- FHEE4-FEERE]S-GCe-TF S E2FL)T KB H#1,2-
b1t #% (163mg, 0. 267mmol) 8 THF (3ml) % #& & , F- 78'CT)bu)\
IMAFEZHEEEEH THF B Q0. BRAMAHREE
TERHEGH EEZRTHREN A2, EZETHhARTE
Q8ul) RN A EERTHRE 1B, BREAAHF 0C, 3N
HCl % ERE . RB#& A AcOEt 5, % HLE B .4 7 NaHCO,.
5 fm NaCl %% ,Na,SO, TH., BEAEFEREEFLE b ERE
B(Merek A H K 60/C K : ZHZLE=2: 1)84&, 4583
(5RS,6SR,7SR)-6-H T £ &k £-2-(N-F£-N-F £ £)-7-[2-£ &
E-4-FEEXE]S-QeEF_EEFXBFREH1,2-b] o
(152mg).

(DF ()P %5 85 (SRS,6SR,7SR)-6-# T €8 &-2-(N-77 &-
N-FEE)-7T-[-FEE24-FEEFRE]S-GATF_FA4KD
HEKFH (L, 2-b]teg, BEEHH 50-G) (. (MDERYF &4
BRIRALEY.
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mp:55~57C

5 4 # FAB-MS(m/e, B (CyHaN,Os +H) "1t
i+ E {8 563. 2393

A % {8 563. 2417

'H-~NMR (300MHz, CDCl;, § ppm) :0.82 (3H, t, ] =7.4Hz), 1.21 (3H,
t, ] =T.1Hz), 1.46-1.59 (2H, m), 2.95 3H. s), 3.15 (1H, t, ] =
9.2Hz), 3.15-3.27 (1H, m), 3.50-3.58 (1H, m), 3.77 (3H, s), 4.18
(2H, q, ] = 7.1Hz), 446 (1H, d, J = 15.9Hz), 453 (1H, d, ] =9.2
Hz), 457 (1H, d, J =15.9Hz), 4.90 (1H, d, ] =9.2Hz), 5.51-5.92
(2H. m), 6.29 (1H, d, J = 8.6Hz), 6.35 (1H. d, J = 2.3Hz), 6.50
(1H, dd. J = 2.3Hz. 84Hz), 6.71-6.77 (3H, m), 7.06 (1H, d, J =
8.6Hz), 7.11 (1H. d, J = 8.4H2)

Rf18:0. 66(Merck /2 8] §{ & &K 60F /&7 - F8=10:1)
Ll 128
(5RS,6SR,7SR)-6-% %-7T-C- A FRE-4-FREXE)-2-(N-F A
N-FEEE)S-GC4-FF _FEFRIOTKF AL, 2-b]h s

JA LR 127 $ 45 2 #(5RS,6SR,7SR)-7-(2- L4 X FE £
A-FEERE)-6-BE-2-(N-FE-N-FEEH)-5-G.4+TF 4
BEERIOFRFH(L,2-b]0g, B S5 ERFA 2RARHFEMUS A,

mp:120~123C

& 4 # FAB-MS(m/e, Bl (CosH3oN,Og +H) *i1) .

i+ H {8 535. 2080

B % {& 535. 2110
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‘H-NMR (300MHz, CDCl;, 6 ppm) : 0.83 (3H, t, ] =7.4Hz), 1.49-1.61
(2H, m), 2.92 (1H, t, J =9.0Hz), 2.99 (3H, s), 3.19-3.29 (1H,
m), 3.50-3.60 (1H, m), 3.77 (3H, s), 4.45-4.60 (3H, m), 5.17 (1H,
d, J=9.0Hz), 5.90-5.51 (2H, m), 6.35-6.37 (2H, m), 6.47 (1H,
d, J=2.3Hz), 6.66 (1K, s), 6.68-6.74 (ZH, m), 7.05 (IH, 4, J =
8.6Hz), 7.11 (1H, d, ] =8.6Hz)

Rf {E:0. 30(Merck /2 8] #| # K 60F /85 : FE : 2% =10
:1:1) |

AT EmE 129,130 9440, A 5w 127,128 B oy 7
EA R
Ll 129
(5RS,6SR,7SR)-6-#% %-7- (- FRE-4-FEEFRE)-2-FEHA-
-3, 4-FF - EEXE)VFKAEH[L,2-b]hE

mp:194~196C

% 4 # FAB-MS(m/e, Bl (CsHzNOs +H) " i1)

i EAE 493. 1611

A % 1H 493. 1622

'H-NMR (300MHz, DMSO-de, § ppm) : 2.62 (3H, d, J = 4.8Hz), 3.04
(1H, t, ] =85Hz), 3.71 (3H, s), 4.30 (1H, d, ] = 85Hz), 4.36 (14,
d, ] =16.4Hz), 4.56 (1H, d, ] = 16.4Hz), 461 (1H. d, ] = 8.5Hz),
5.96 (2H, s), 6.21 (1H. d. J = 8.3Hz), 6.34 (1H. d, ] = 4.8H2),
6.46-6.49 (2H, m), 6.68 (1H, d, ] =8.2Hz), 6.71 (1H, s), 6.82 (LH,
d, J =7.6Hz), 6.90-6.96 (2H, m)

— 142 —



RE {8 :0. 46 (Merck /) 8] #| & & 60F,s./ .17 FE: LEBE=10
t1:1)
X F| 130
(SRS, 6SR, 7SR)-6- R &-7-(2- % ¥ . %-4-F E £ X &£)-2-(N,N-
CFEAA -G TR EAEERIRAE AL, 2-b ot et
mp:153~156C
® 4 # FAB-MS(m/e, L (CyHzsN,Os +H) T it)
i EAE 507. 1767
W % 18 507. 1759

'H-NMR (300MHz, CD,OD, 6 ppm) : 3.03 (6H, s), 3.19-3.25 (1H,
m), 3.76 (3H, s), 4.38-4.55 (3H, m), 4.86 (1H, m), 5.89 (2H,
s), 6.47 (1H, d. ] =2.1H2), 6.53 (lH, dd, ] = 2.1Hz, 8.5Hz), 6.61
(1H, d, I =8.9H2), 6.72 (1H, s), 6.75 (2H, s), 7.03 (1H, ¢, J =
8.5Hz), 7.19 (1H, d, ] = 8.9Hz)

REAE:0. 57(Merck 2 & # # K 60F /805 : 8 : 28 =5
:1:1) |
£ 7 % 131
(5RS,6SR,7SR)-6-H &A-7T-Q-RFEE- SR TE L FEEXL)-
2-FRAE-5-Q4-FTF - EXFHOREF A1, 2-b]th o

EERB 129 FT4% 85 (5SRS,6SR,7SR)-6-% £-7-(2-% B 4 & -
¢-FRERE-2-FEES-QU-RF_EE2FXLFRE #[1,2-b]
%€ (64. Img, 0. 13mmoD) 8§ Z B A T B (10mD) B F, I A 70%
AR HEAKAE pHI-2, B RAMEZETHE Mo, BN
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Y& Ji 48, fo NaHCO, ¥ %0, § AcOEt £ 5, A ALE B Na, SO, F&, 5%
B W 6 78 1 48 5 8 ) #1 & TLC (Merck /4 7 #15 60/ F 5 « &
BE=10: 1DE4,53 T--BFEESHRTELFELFEL 4
B2 KT B % 40mg.10mg. % = {1 F TFA ET=RTERERE, &%
HRELEY.

mp:190~192°C

4 # FAB-MS(m/e, B (CyoHaeN, 05 +H) i) ,

T ¥ 1E 549. 2237

W £ 18 545. 2253

‘H-NMR (400MHz, CD,OD, & ppm) : 1.27 (8H, s), 2.95 (3H. s). 3.57
(1H, t, J=84Hz), 3.84 (3H, s), 4.59 (1H, d, ] =84Hz), 4.64 (14,
d, ] =164Hz), 4.80 (1H, d, J = 16.4Hz2), 5.17 (1H, d, ] = 8.4Hz),
5.95 (2H, ), 6.62 (1H, s), 6.75-6.84 (4H, m), 7.09 (1H, s5), 7.55
(1H, d, J = 8.8Hz)

RIE:0. 55(Merck /2 5] 4] 8 J 60F /505 : F&8 : 7,8 =10
:1:1)
i 132
(CRS,6SR,7SR)-2-B & -6- B X-7-Q- L FHEE - FEL X £-5-
Gd-FF - REXB)FRFEH[1,2-b]otk ez
(1)(5RS,6SR,7SR)-6-H T £ H X-7-C- R TEH LTS £-4- &
REFE)S-CATF_FEXLRABE#[1,2-b]H 5 N-G
" |

——

ABTLBRRTE.JAS ERM 50-(6)F# ¥ % 4 & # (SRS,
6SR,7SR)-6-R T EHKE-T-C- R TE S EFEE L FELE X -
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-B,4-EF _AERKEORKRAEF(1,2-b], B LHHA 12¢- (1) [F &2
7 %, &K (SRS, 6SR,TSR)-6- R T A B RA-7- Q- R TEE LTS
EAFEERE)S-GURF_EEXBFEEH[1,2-b ]
N-£14f .
(2) (SRS, 6SR, 7SR)-6-R T & 3%-7-C- R TR A P4 L-4-F 5
EEE) - ((N-EFGA)FEX S G4 TF A EHFAE
F#[1,2-b]ek=t

BAN-FTEFRTREHEON-FRETEFZE ) =23
# (SRS,6SR,7SR)-6-R T & H £-7-C- R TEBEFEE-4-F &
ERE)S-QA-TF _AEFXLFRKBFEH#01,2-b]% s N-F 1k 4
#AT 5 KM 124- (D B % 89 K B, %5 5| (SRS, 6SR, 7SR)-6-% T &
RE-T-CRTEFEFAE LG FAREERL)- - [(N-FFHBE)XE
BES-CU4-TF_EEFRRKBEH(1,2-b]tez
(3)(5RS,6SR,7SR)-6 M T A E-7- Q- R TEH AT L4+ F 4
ERE)-FIHEES-G¢+TF _EEEB)FKE#[1,2-b]
o

#(2) P H 2 69(5RS,6SR,7SR)-6-HTEH 2-7-(RTAL £
FRE-4-FREEFRE)-2-[(N-ZFBR)FEL]5-GBA-EF-4
HFREIT R 1, 2-b] % & 50-60psi AEAET, & 2 44
e F #4784, 4 H (5RS,6SR,7SR)-6- B T &8 £-7-(2-& T
AHREFEE 4 FEAERE-(RPBHEAR) 5S-G LTF -4 £
EEOTKRFEH1,2-b]H g, |

(A (3) F %1% 8 (5RS,6SR, TSR)-6- R T & H £-7-2-® T
EHREF AL FPERFE - (FPFHER)S5-CL-FTE -4 4
REVFKBFALL2-bIHR 5 ZRA 12¢-(OEAR M F i #H7
BN, & RiFANEY.,

mp:204~206C
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B a3 FAB-MS(m/e, L (CosHzN,Os +H) Y it) .
1+ ®{H 479. 1454
W E 1 479. 1458

'"H-NMR (300MHz, CD,OD, & ppm) : 3.70 (1H, t, J = 9.2Hz), 3.77
(3H, s), 4.55 (1H, d, J =9.2Hz), 4.61 (lH, d, ] = 16.2Hz), 4.78
(1H, d, ] = 16.2Hz), 5.22 (1H, d, ] = 9.2Hz), 5.95 (2H, s), 6.54
(1H, dd, J = 2.2Hz, 8.4Hz), 6.58 (1H, d, ] =2.2Hz), 6.72-6.78
(3H, m), 6.83 (1H, d, ] =8.4Hz), 7.23 (1H, d, J = 8.3Hz), 7.40
(1H, d, J = 8.9Hz)

RE 1 :0. 48(Merck 4 8 $| B K 60F /&5 : FE : ZH =10
113 1)

FIN-G-FERE)-HN--FERLE)-TEFELE . K5L#
Pl I2 FIHBFE, ERUTERF 133~135 652 4.
LA 133
(SRS, 6SR,7SR)-6-& &-7-(2-& F R &-4-F HAE K L)-2-[(N-%
PHE)-SEREAL5- G- FF _FEFXEVRAF#1,2-b]%
"E

mp:127~132C
% 2 # FAB-MS(m/e, bl (C3sH3N,Os +H) T3t
T E{E 641. 2135
M = 1 641. 2131
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'‘H-NMR (300MHz, CD:OD, & ppm) : 1.71-1.89 (2H, m), 3.52 (1H,
i J=96Hz), 3.52-3.58 (2H, m), 3.79 (3H, &), 400 (2H, t. J=
§.0Hz) 4.42 (1H, d, ] = 16.2Hz), 4.48 (1H, d, J = 9.6Hz), 4.58
(1H. d, ] = 16.2Hz), 4.77 (1H, d. J = 9.6Hz), 5.85 (2H, s), 6.46
(1H. d, J = 2.3H2), 6.53 (1H, dd, J =2.3Hz, 84Hz), 6.68 (1H. 4,

REE:0. 39(Merck 2 & # B & 60F 5 /815 ¢ F8 : 78 =10
:1:1)
£ 134
(5RS,6SR,7SR)-6-# E-7-(2- B FE X4+ FEEXE)-2-G-£F
BRE)S-C4-FTF_FEFBOFKHHFLL,2-b]otk g

mp:166~169°C

& 4+ # FAB-MS(m/e, Bl (CoeHzsN.Os +H) T i1) .

& {E 537.1873

M = {8 537. 1864

'H-NMR (300MHz, CD:OD, & ppm) : 1.81 (2H, quint, J = 6.3Hz),
3.39 (2H, t, J =6.3Hz), 3.60-3.70 (3H, m), 3.78 (3H, s), 4.56 (1H,
d, I =0.2Hz), 4.61 (1H, d, J = 13.8Hz), 4.76 (1H, d, J = 13.8Hz),
5.20 (1H, d, J = 10.0Hz), 5.96 (2H, s), 6.53-6.57 (2H, m), 6.78~
6.86 (4K, m), 7.22 (1H, d, J = 8.5Hz), 747 (1K d. J =8.9Hz)

Rf {8 :0. 33(Merck A 8 #| B K 60F 5,/ 8.7 + FE : L& =30
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$1:1)
E P 135
(SRS,6SR,7SR)-6- R #-7-2- R FEX - FHEXE L) 2-(2- 8%
LEFE)-5-GB.4- TR _SEXAFTKHFEH[1,2-b]z
mp; 200( 4 #&)
% 4 # FAB-MS(m/e, Bl (C;Hy;sN,O +H) T it ) .
HE1E 523.1717
A £ 18 523. 1687

'H-NMR (300MHz, CD;OD, & ppm) : 3.35 (2H, t, J = 5.2Hz), 3.43
(1H. t, ] =9.6Hz), 3.67 (2H, t, ] =5.2Hz), 3.75 (3H, s), 4.48 (1H,
d, J =9.6Hz), 4.49 (1H, d. J =15.8Hz), 4.61 (iH, d, J = 15.8Hz).

5.08 (IH. d, ] =9.6Hz), 5.91 (2H, s), 6.51 (1K, dd, J = 2.4Hz,
8.3Hz), 6.53 (1H, d, J=2.4Hz), 6.67 (1H, d, ] =8.6Hz), 6.74-6.77
(3H, m), 7.19 (lH, d, J =8.3Hz), 7.31 (lH, d, ] = 8.6Hz)

RE{E ;0. 53(Merck 2 5] #l B & 60F 50/ & fh : FBE=3:1)

LT SER ] 136~144 B 4p, AR 69 F 2B R XA R F £
SEM I EEF 89 R F E vl 45K,
53 136
(5RS,6SR,7SR)-6-% &-5-(3,5- “ B A EEL)-7-U-FE £ F L)
R OE L, 2-b 1

mp:212~214C

& 43 FAB-MS(m/e, A (C2JHuNO:+H) *11)

i+ E {8 406. 1654

W 7 {E 406. 1658
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'H-NMR (300MHz, CDCl,;, & ppm) :3.35 (1H, t, J =9.5Hz), 3.76 (3H,
s), 3.77 (6H, s), 4.61 (1H, d, T =9.5Hz), 4.70 (1H. d, J =9.5Hz),
6.40 (3H, s), 6.87 (2H, d, ] =8.THz), 7.14 (IH, dd, ] =4.8Hz,
7.7THz), 7.16 (2H, d, J =8.7Hz), 7.35 (1K, td, J =14Hz, 7.7THz),
8.47 (1H, td, J = 1.4Hz, 4.9Hz)

Rf {E:0.33(Merck N8 #l 5 &K 60F /217 : FEB : =15: 1)
LRl 137
(5RS,6SR,7SR)-6- K &£-5-G-FEAES-FEAFEL)-7-4-FE A
AEVFRFHLL,2-b 1otk e

mp : 205~ 206C

B4 3 FAB-MS(m/e, B (CosHyNOs+HH) *i1)

T E{E 434.1968

W = {E 434. 1953

'H- NMR (300MHz, CDCly, & ppm) :1.02 (3H, t, J=T7.2Hz). 1.78 (2H,
sixt, ] =7.2Hz), 3.37 (1H. t, I = 9.7Hz), 3.77 (3H. s), 3.78 (3H,

s), 3.87 (2H, t, ] =7.2H2), 461 (1H, d, J =9.7H2), 4.70 (1H. d,

] = 9.7Hz), 6.40 (3H, s), 6.88 (2H. 4, ] =84Hz), 7.13 (1H, dd4,

] =49Hz, 7.7Hz), 7.18 (2H. d, ] =8.4Hz), 7.35 (1H, d, ] =7.THz),

847 (1H, d, ] =4.9H2)

Rfl‘[ﬁ;O. 42(Merck 2 8 %K 60F /A5 - F#E=10: 1)

5 7,47 138
(5RS,6SR,7SR)-6-F £-5-(3,4-F #F — A £-S-FEEXE)-T-(4-
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FEERE)FKIEHL1,2-b 1%

mp:220( 4 ##)

% 4% FAB-MS(m/e, Bl (C,HuNO+H) Ti1)
WA 420. 1447 |

W {E 420. 1466

'H-NMR (300MHz, CDClL,, & ppm) :3.32 (1H, t, ] =9.6Hz), 3.80 (3H,
s). 3.89 (3H. s5), 4.60 (1H, d, J =9.6Hz), 469 (1H, d, J =9.6Hz),
5.08 (9H, s) 6.42 (1H, d, J =1.1Hz), 646 (1H, d, J = 1.1Hz),
6.90 (?H, d, J =8.6Hz), 7.14 (1H, dd, J =4.5Hz, T.4Hz), 7.19 (2H,
4 J=86Hz), 7.33 (1H, d, ] = 7.4Hz), 848 (1H, d, J = 4.5Hz)

Rf {8 :0. 47(Merck A 8 #| % & 60F 5./ %17 : FE=10:1)
L H 139
(5RS,6SR,7SR)-6-B E-5-G-FEE- - FEAERE)-7-L-FRE
KEIVFK A1, 2-b ] %

mp:79~80°C

&4 # FAB-MS(m/e, LA (CooHxyNOs+H) T11)

i+ H{E 482.1967

Wl £ 18 482. 1989

‘H-NMR (300MHz, CDCL, & ppm) : 3.22 (1H, t, ] =9.3Hz), 3.75 (3H,
$). 389 (3H, s), 455 (1H. d, J =0.3Hz), 471 (1H, d, J = 9.3Hz),
507 (1H, d, ] = 13.1Hz), 5.12 (1H, d, ] = 13.1Hz), 6.68 (1H, d,
J=19Hz), 6.77-6.88 (2H, m), 7.10 (2H, d, J = 8.6Hz), 7.12-7.37
(9H, m), 847 (1H, d, J =4.8Hz)
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Ri{&:0. 21 (Merck 2 8 #1 B B 60F s,/ R F : FE=20: 1)
SEHE 4 140
(5RS,6SR,7SR)-6-H £-5-(3-BE 4 FEEFL)-T-W-FELEE
AV R L, 2-b]HE

mp.:127~129°C

B 4 # FAB-MS(m/e, A (CoHaNOs+H) *i1) .

i 18 392. 1498

M Z 1 392. 1520

'H-NMR (300MHz, CDCL, & ppm) : 3.31 (1H, t, ] = 9.8Hz), 3.77 3K,
$), 389 (3H, s), 4.57 (1H. d, J =9.8Hz), 4.70 (1H, d, J = 9.8H2),
6.77 (1H, dd, ] = 2.0Hz, 8.1Hz), 6.80 (1H, d, J = 2.0Hz), 6.84 (1H,
d, 7 =8.1Hz), 6.87 (2H, d, ] =8.8Hz), T.12 (1H, dd, J = 4.9Hz,
70Hz), 7.16 (28, d, ] = 8.8Hz), 7.30 (1H, td, J = 1.3Hz, 7.0Hz),
8.45 (1H, td, J = 1.3Hz, 4.9Hz)

Rf & :0. 30(Merck 7 & #| 82 B 60F s/ R 17 - F8E=10: 1)
A 141
(5RS,6SR,7SR)-5-(4-%| % #)-6- R E-7--FAEFRLIRRFEH*
[1,2-b]ek %

mp;144~148°C

% 4% FAB-MS(m/e, b (C2HzoN,Os +H) "1

i+ E{E 385.1552

R % {8 385. 1540
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'‘H-NMR (300MHz, CD,OD, & ppm) : 3.51 (1H, t, J =10.1Hz), 3.7
(3H, s), 475 (1H, 4, ] =10.1Hz), 5.04 (1H, d, J=10.1Hz), 6.12-
6.18 (1H, m), 6.90-6.96 (3H, m), 7.10 (1H, dd, ] =7.3Hz, 8.1Hz),
7.16-7.25 (4H, m), 7.30-7.34 (1H, m), 7.36 (1H, dd, J = 1.0Hz,
8.1Hz), 8.32-8.36 (1H, m)

RffH:0. 42(Merck 2 8] H| & & 60F 5/ : FE=10: 1)
LAl 142
(5RS,6SR,7SR)-5-(6-"8| "k H&)-6- KA EX-T-L-FEEFK LI OFKE#
[1,2-b]kE

mp;128~134C

B4 3 FAB-MS(m/e, B (CpHpoNOs+H) T17) .

i+ E 18 385.1552

Al % {8 385. 1570

'H-NMR (300MHz, CD;OD, &§ ppm) : 3.27-3.35 (1H, m), 3.79 (3H,
s), 4.69 (1H, d, ] =9.8Hz), 4.73 (1H, d, ] = 9.6Hz), 643 (1H,
dd, ] =0.8Hz, 3.2Hz), 6.90 (1H, dd, ] =1.6Hz, 8.1Hz), 6.85-6.96
(2H, m), 7.15-7.21 (2H, m), 7.22-7.28 (1H, m), 7.22 (1H, d,
J=3.2Hz), 7.37-743 (1H, m), 7.55 (1H, d, ] =8.1Hz), 8.30-8.34
(1H, m) |

Rf 1 :0. 29(Merck A 8 #| 5 & 60F ./ Rf7 : FB=10:1)

LA 143
(5RS,6SR,7SR)-7-(5-3| vk & )-6-% &£-5-(3,4- T F _FEXKE)HK
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R F#[1,2-b]" =%
mp:~250C (45-#)
&4 ¥ FAB-MS(m/e, U (CoHisN,O,+H) i) .
T HAE 399. 1345
M EE 399. 1330

'‘H-NMR (300MHz, F®-d., § ppm):3.26 (1H, t, J =9.9Hz),
4.60 (1H, d, J =9.9Hz), 4.77 (1H, d, J =9.9Hz), 5.9¢ (2H, s),
6.40 (1H, dd, J = 0.85Hz, 3.1Hz), 6.75 (lH, brs), 6.79 (1H, ¢,

=7.9Hz), 6.83 (1H, dd, ] =0.8Hz, 7.6Hz), 6.92 (1H, dd, ] =1.7
Hz. 8.4Hz), :f.Zl (1H, d, J=3.1Hz), 7.27 (1H, dd, ] =4.9Hz, 7.6

Hz), 7.36 (1H, d, ] =8.4Hz), 742 (1H, td, ] = 1.4Hz, 7.6Hz), 7.43
(1H, brs), 8.30 (1H, td, ] = 1.4Hz, 4.9Hz)

Rf{g:0. 42(Merck 2 8] | # K 60F s/ RF : F#E=10:1)
L F 144
(5RS,6SR,7SR)-7-(4-Z F # K %)-6- #ﬁ% 53,4 TF-FEE
) RAE#L,2 b]ﬂﬁ:%

mp:215~217C

& 4 # FAB-MS(m/e, WA (Co,HyNOs+H) T 17)

1T 1E 404. 1497

W Z 18 404. 1519
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'H-NMR (300MHz, CDClL, 6 ppm) :1.39 (3H, t, J =7.0Hz), 3.30 (1K,
t, 7=10.0Hz), 4.00 (2H, q, ] =7.0Hz), 4.60 (1H, d, ] = 10.0E2),
4.69 (1H. d, 7= 10.0Hz), 5.96 (1H, d, ] = 1.4Hz), 5.57 (1H, q,
J=14Hz), 6.71 (1H, 4, J=1.2Hz), 6.76 (IH, dd, ] = 1.2Hz, 8.2
Hz), 6.81 (1H, d, ] =8.2Hz), 6.88 (2H, d, ] =8.8Hz), 7.11-7.13
(1H, m), 7.16 (2H, d, I =8.8Hz), 7.31 (IH, 4, ] = 7.6Hz), 8.48
(1H, d, J =5.0Hz)

Rf {f:0. 80(Merck /A 5] #{ % k& 60Fs./ 87 : FE#E=10: 1)
SEH B 145
(5RS,6SR,7SR)-7-[2-(4-tk M ZFHE)-4- FEEX £)-6-5 &-
5-G.4-FF _ERAFHIFRFEH[1,2-b]th =

&4 50-(5) F #) 4% 8 (5RS,6SR,7SR)-7-(2-B £-4-F §
ERE)-6-RTAEES-G+-TF_EEXLFREEH(1,2-b]
MR 4-RFE-1-Z K P Ek ELHEA S0-O)EH I F =4 A
BmN-ZEXFERTES,FANHBCLZ 2R AL E 2K THA
ey 2%, |

mp:172~175TC

5 4 ¥ FAB-MS(m/e, YL (C;yHy:sN:Os+H) T11)

& 486. 1665

W 1 486.1678
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\H-NMR (300MHz, CD,OD, & ppm) : 3.59 (1H, t, ] = 10.3Hz), 3.86
(3H, ), 4.70 (1H, d. J =10.3Hz), 4.98 (1H, d, J = 11.9Hz), 5.14
(1H, d, J =10.3Hz), 5.23 (14, d. J = 11.9Hz), 5.98-6.03 (3H. m).
6.18 (1H, brs), 6.65 (1H, dd, J = 1.6Hz, 7.9Hz), 6.73 (1H, dd.
J=2.3Hz, 84Hz), 6.84 (1H, d, ] =7.9Hz), 685 (1H, d, J =2.3Hz),
7.35 (1H, d, ] = 8.4Hz), 7.50 (1H, brs), 7.80 (1H, dd, J = 5.7Hz,
7.6Hz), 7.88 (1H, d, J =7.6Hz), 8.55 (1H, d, J =5.7Hz), 8.96 (1H,
brs)

Roa-B-Y-THE  £X®EASSTS6RABENFE, 4R UTX
Al 146 fo 147 8924,
55 76 ] 146
(5RS,6SR, 7SR)-7-[2-(2- A R-4.5- B % A £)-4-FE 4 %
HE]6-RE-S-G4-TF _EERDFEFF,2-b 1ok og (dE stk
FHEZ—)

mp:172~175°C

- B4 ¥ FAB-MS(m/e, M (C;HuNO+H) 1) .
A AE 490. 1502
M 7 490. 1499
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'H-NMR (300MHz, = . ®¥-d, 6 ppm) : 1.80-1.96 (1H, m), 2.48-
2.60 (1H, m), 3.61 (1K, t, ] =10.2Hz), 3.80 (3H, s), 4.18-4.30
(2H, m), 463 (1H. d, I =10.2Hz), 4.87 (1K, ¢, ] =10.2Hz), 5.19
(1H, t, ] =8.3Hz), 6.00 (2H, s), 6.60 (1H, dd, J = 2.4Hz, 8.4Hz2),
6.83 (1H, d, ] =8.0Hz), 6.84 (1H, d, J = 2.4Hz), 6.90 (1H, dd,
I=1.7THz, 8.0Hz), 6.93 (1H, d, ] =1.7THz), 7.20 (1H, d, ] =8.4H2),
7.33 (1H, dd, ] =5.0Hz, 7.6Hz), 7.43 (1H, td, ] = 1.4Hz, 7.6H2),
8.42 (1H, td, J = 1.4Hz. 5.0Hz)

Rf {8 : 0. 34 (Merck 4 5 %] 2 K 60F /&7 : FE=10:1)
LG 147
(5RS, 6SR, 7SR)-7-[2-(2-A K-4,5-Z A AHEE)-4-FEE X

A-6-HA-5-G4-TF _EXXMIREFEHLL,2- b]ﬂH: (B —3%

X8R B 1K)

mp;170~173C

B4 # FAB-MS(m/e, B (CpyHsNOg+H) Tit) .

T # fH 490. 1502

W Z 8 490. 1500
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'H-NMR (300MHz,© P®-d,, § ppm):2.24-2.39 (I1H, m), 2.81-
2.92 (1H, m), 3.50 (1H, t, ] =10.2Hz), 3.79 (3H, s), 4.29-4.42
(2H, m), 4.67 (1H, d, J=10.2Hz), 501 (1H, d, ] =10.2H2}, 5.21
(1K, t, J=7T.9Hz), 6.01 (2H, s), 6.57 (1H, dd, ] = 2.4Hz, 8.4Hz),
6.79-6.87 (4H, m), 7.18 (1H, d, ] =84Hz), 7.39 (1H, dd, ] =5.2

Hz), 7.54 (1H, td, ] =1.3Hz, 7.7Hz), 8.43 (1H, td, J=1.3

Hz)

Hz 7.
Hz, 5.

o =1

R :0. 36 (Merck /2 8 #{ % K 60F /&7 : FE=10:1)

UTEMH 148 0 149 9k &4, B R SR F 146 Fn 147 8
& 4 B9 3 T K R 7T K
E R F 148
(5RS,6SR,7SR)-6-%K &-7-[2- (- R E-3-EEXFER)4-FEEX
A5G R REXRB)TFEF AL, 2-bIhE (AR BHE
z-)

B 4 # FAB-MS(m/e, Bl (C,H,;sNO,+H) "it) .

i+ H{E 508. 1608

M % {8 508.1613

Rf {f:0. 26 (Merck A & #| 2 &K 60F /817 : F8 : ZH =10
:1+:1)
557 | 149
(5RS,6SR,TSR)-6-% &-7-[2- - B E-3- B EFAL)4- FELEE
#£1-5-3,4-PF _ERAKXAOFRFELL,2-b]He (5 —ExkE
)

%2 # FAB-MS(m/e, b (C;/H;sNOy+H) *if) :
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'iJr:é;{ﬁ 508. 1608

M = 1& 508. 1602

REE:0.25(Merck A 5] #5 & 60F,/4 : BE# : 2% =10
:1:1)

EL# 4 150

(SRS, 6SR,7TSR)-7T-(2- LS A P X H EFE R L-FE AL FE £)-6-
AE-S-G4-TF _EEXDFREFH1,2-b]onE
(1)(5RS,6SR,7SR)-7-Q2-ER FE S FE L - FEEEH)-6-K
TEHES-G4-TF _FEFXBFRKFHL,2-b]otkeg

7 L # | 50-(5) F #| % # (SRS, 6SR,7SR)-7-(2-L #£-4-F 4,
ERE)-6-RTEEE-S-C4-TF _EAEXFERKRE[1,2-b]
o 7% (98. Omg, 0. 212mmol) fr C,CO,(79. 5mg) 8 DMF (2ml) £ % i&
F,F 0CT A% X# i€ & F % (Biochemistry, 16, 1964 —1970
(I977TNFEFRERFEEF EXH (43mg) & DMF(ImD) B &, ¥ &
EHMEOC~ZERTHHA 12, EREAFIN 10K IFH &, A
AcOEt BB, HHE A% NaCl %5, 8 Na,SO, F#&, BE %
EHEN ., REAHE TLCMerck A8 $ B8 60Fs/2% : 28 T
BE=2:3)# %, %% (5RS.6SR,7SR)-T-(-ER B £ % ¥ E £-4-
FEERL)-6-RTEHEES-CLTE_SEXE)TEE #[1,
2-b =% (64. 4mg),

() (1) P T 65 (5RS,6SR,7SR)-7-(2-E 4. F £ # & & 4-
G-FERERE)6-RTEEES-GEIEF _EEXE)RAS#
[1,2-b]# "€ (13. 5mg, 0. 0249mmol) B Z B (2. SmD £ Z & F 110C
WMHEHE 0, BEREARERE ZEF#E TLC(Merck 42
B R 60F,/C i : TR LE=1:2)#%,% % (5RS, 6SR,
TSR-7-2-LHEXEFERFEEL-FAERE)-6-M T EHEE-
5-(3,4-EF _AEXKIBOTKFHLL2-b] R (8 6mgd. A 4N &
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R-ZRRAEER, HERELEY.

'‘H-NMR (300MHz, WM -ds, ¢ ppm) : 2.08 (3H, s), 346 (1H, t,
J=10.1Hz), 3.79 (3H, s), 4.64 (1H, d, J =10.1Hz), 4.65 (1H, d,
J=16.6Hz), 4.80 (1H, d, ] =16.6Hz), 4.84 (2H, s), 4.97 (1H, d,.
J=10.1Hz), 5.99 (1H, d, J=1.5Hz), 6.00 (1H, d, J=1.5Hz). 6.56-
6.59 (2H, m), 6.81-6.87 (3H, m), 7.14 (IH, d, ] = 8.8Hz), 7.17
(1H, dd, ] =4.9Hz, 7.6Hz), 7.30 (1H, td, ] = 1.3Hz, 7.6Hz), 8.35
(1H, td, ] = 1.3Hz, 4.9Hz)

E#H 151
(5RS,6SR,7SR)-2- B H B E-6-B £-5-(3,4-FT F ZE ¥ &£)-7-(4-
FEEBFREH[1,2-b Ikrg

mp:100~101'C

B 4 # FAB-MS(m/e, 84 (C;sH N, Os+H) T i)

T EAE 447. 1919

W % E 447. 1927

‘H- NMR (300MHz, CDCl,, 6 ppm) : 1.17 (3H, d, J =6.3Hz), 1.20 (3H,
d, J =6.3Hz). 3.03 (1H, t, ] =8.6Hz), 3.64 (1H, sept, ] = 6.3Hz),
370 (3H, s), 4.40 (1H, d, ] = 8.6Hz), 459 (1H, d, ] = 8.6Hz),
4.62 (1H, brs), 5.93 (2H, ABq, ] = 1.4Hz, A v = 2.3Hz), 6.28 (1K,
d, J =84Hz), 6.717 (1H, d, J =6.1Hz), 6.723 (1H, d, ] = 6.1Hz),
6.74 (1H, s), 6.82 (2H, d, J = 8.6Hz), 7.14 (1H, d, ] = 8.4H2),

7.17 (2H, d, J = 8.6Hz)

RI{E:0. 30(Merck 2 8] #| & fX 60F /A5 : FE=20:1)
SE#H 152 -
6-RA-5-4-FF _HAE)-T-WFEELFR-1,2- % 3#[1,
2-b I - AR E-5-B - EF_EEE-T-U-FEXEIFR-1,
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-5 #(2,1-b (1.2 Ba4)

& 7 # FAB-MS(m/e, b (CoeHaN,Os+H) *11) .

T EAE 445.1763

W 1E 445. 1746

'H-NMR (300MHz, CDCL, & ppm): 1.17 (3H, d, ] =6.5Hz), 1.19 (3H,

d, J=6.5Hz), 3.72 (1H, sept, ] =6.5Hz), 3.76 + 3.86 (3H, s X 2),
4.62 +5.08 (1H, brsx 2), 4.79+5.90 (1H, s X 2), 6.02 (2H, ),
6.22+6.26 (1H, d x 2, J =87Hz, ] =8.6Hz), 6.79 (2H, ddd, J =
0.8Hz, 2.1Hz, 8.8Hz), 6.91 (1H, d, J = 8.6Hz), 6.88 (1H, dd, ] =
2.0Hz, 8.6Hz), 6.99 (1H, d, ] = 2.0Hz), 7.09 (24, ddd, J = 0.8Hz,
2.1Hz, 8.8Hz), 7.35 + 7.70 (1H, d x 2, ] =8.7Hz, ] = 8.6Hz)

Rf 0. 36,0. 33(Merck 2 8 #| B & 60F /85 : FHE=20
P 1)
5L R #1153
(5RS,6SR,7SR)-6-% &-2,7- ~ B #-5-(3,4-F F 4 % £)-7-(4-
FERE)FREFLL,2-b]H %

A= FEXELRAR TS5 XRATTRARHFEmUE
A .

mp:226~2277C

&4 # FAB-MS(m/e, M (CsHpaNOs+H) ¥ 31)

T E1E 418. 1654

M E{E 418. 1652
IH-NMR (300MHz, CDCl, + CD:OD, & ppm) : 1.66 (3H, s, 2.49 (3H,
$), 3.40 (1H, d, J = 10.3Hz), 3.81 (3H, s), 473 (1H, d, J = 10.3
Hz), 5.95 (2H, ), 6.72 (1H, ), 6.73-6.90 (2H, m), 6.89 (2H,
d, ] =8.4Hz), 7.06 (1H d, ] = 6.3Hz), 7.22 (2H, d, J = 8.4Hz).
731 (1H, d, ] = 6.3Hz) '

— 160 -



RE{E:0. 54 (Merck /8 # % k& 60F 5, /87 : F®=10: 1)
EHA 154
(SRS, 65R, 7SR)-6- & #-2-oth 25 Je #-5-(3,4-F ¥ = 4 % 2 )-7- (4-
FERARRE)TRFEH[1,2-b]H g o

BE LY 83 7 Em e K,

14 # FAB-MS(m/e, Bl (C,Hy;sN,Os+H) " 34)

i M 1E 459. 1920

M Z 18 459. 1910

'H-NMR (300MHz, CDCl, & ppm) : 1.84-2.03 (4K, m), 3.15 (1H.
dd, J =8.6Hz, 9.6Hz), 3.28-3.44 (4H, m), 3.80 (3H. s), 4.49 (1H.
d, ] =86Hz), 4.62 (1H, d, ] =9.6Hz), 595 (2H, ABq, J = 1.4Hz.
Av=33H2), 6.20 (IH. d. ] = 86Hz), 6.72 (IH, s5), 6.76 (2H,
s), 8.86 (2H, d, J =8.7Hz), 7.05 (1H, d, J = 8.6Hz), 7.24 (2H.
d. ] = 8.7Hz)

R {8 :0. 40(Merck 2 8] #| & B 60F 50/ B7 : FE=10: 1)
L3 4 155
(SRS,6SR,7SR)-6- R &-7-(2,3- Z B-5- K F kg £)-5-(3,4-F ¥
ZEXRBOFREALL,2-b]H

4% X #f38 # 8 7 3 (Synthsis, 950—953 (1988) )& & & 2,3-
TES-RARTEANE RASLRA I ERS T Em L
o

mp:235~237C

& 4 % FAB-MS(m/e, [ (Co,)Hi NOs+H) T i) .
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i E{E 402.1341
M = {E 402. 1325

'H-NMR (300MHz, DMSO-d,, ¢ ppm) : 3.08-3.21 (3H, m), 4.42-4.56
(4H, m), 6.01 (2H, s), 6.65-7.25 (8H, m), 8.33 (1H, d, ] =3.6Hz)
12.39 (1H, brs)

Rf {8 :0.41(Merck 2 8] # B K 60F /87 : FE=10: 1)
S 156
(5RS,6SR,7SR)-6-% &-7-[2- (- B EX L E E)-4-F A X E-2-(3-
BEFEE)-S-GA-TFF _4AXE)REHBA#LL,2-bI4E
(1)(5RS,6SR,7SR)-6-# T E K E-7-[2-2-FH LA E)-4-FEX
£]5-G 4+ TF _ERIIFEFEHALL2-b ] E

ECsCO, FET,EDMF #,H 2-FELERRLELHH 50-
(5) #2785 (5RS,6SR,7SR)-7-(2-BH-4-F AKX E)-6-R T 4%
£-5-3,4-FF —HRE)FKFEHL1.2-b]4 €, %2 (5RS,6SR,
TSR)-6-M T A B £-7-(2-(2-¥ 4 L5 X))+ FAFE]-5-(3,4-F
BoAREIRRFEALL 2-b]HE,

(2)A (1) =% 2| 8 (5RS,6SR, 7SR)-6-M T A4 £-7-[2-(2-F K Z

SR)4-FEEE]5-G¢-TF_EAERBFMKFH[1,2-b]stig,

BEEHA 124-(1), O WEARHFEERTHEALEY.
mp:168~173TC

B 4 % FAB-MS(m/e, M (C;aHyoN.Os +H) ¥ 1)

i+ & {E 523. 2080

A %15 523. 2084
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'"H-NMR (300MHz, CD:0D, & ppm) : 1.70 (2H, quint, ] = 6.2H2),
3.07 (1H, t, J=8.7Hz), 3.20-3.37 (2H, m), 3.55 (2H, ¢, J =5.0Hz),
3.65-3.80 (2H, m), 3.76 (3H, s), 3.91 (1H, td, J=5.0Hz, 10.0Hz),
4.06 (1H, td, ] =5.0Hz, 10.0H2), 440 (1H, d, ] =8.7Hz), ¢.83
(1H, d. J=8.7THz), 5.88 (2H, s), 6.37 (1H, dd. ] =0.9Hz, 8.5Hz),
6.48 (1H, dd, J =2.4Hz, 8.3Hz), 6.53 (1H, d, ] =2.4Hz), 6.70-6.78
(3H, m), 6.98 (1H, d, ] =8.3H2), 7.05 (1K, &, ] =8.5Hz)

Rf {8 :0. 32(Merck 2 8] #Z IK 60F;5./ 17 + FE=10: 1)
LR H 157
(5RS,6SR,7SR)-6-# %-7-[2-(2-B A LR E)-¢+-FH X FE]-2-(N-
FAE--ZEERERE)-S-G4-TF _EXEOFKAEALL,2-b]ww
AEELZHE 127-(DEHHF i, LHEF 156 854 & F @&
HITN-FEL, REASZRHM 156-(DEABNF =, 4K THEN
oM.
mp:92~95C
& 4 ¥ FAB-MS(m/e, bl (C3eHzN, O +H) Tit) .
i+ E & 537. 2237
M % {E 537. 2223
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'H-NMR (300MHz, CD:OD, & ppm) : 1.55-1.78 (2H, m). 2.95 (31
s), 8.13 (1H, t, J = 9.2Hz), 3.33-347 (3H, m), 3.60-3.72 (1H.
m), 3.67 (2H, t, J =5.1Hz), 3.78 (3H, s), 3.86 (1K, td, ] = 5.1Hz,
10.1Hz), 4.08 (1H, td, I =5.1Hz, 10.1Hz), 440 (1H, d, J = 9.2Hz),
4.78 (1H, d, J = 9.2Hz), 5.91 (2H, s), 6.49 (1H, dd, J = 1.0Hz,
8.7THz), 6.50 (1H, dd, J = 2.4Hz, 84Hz), 655 (1H, d, I = 2.4Hz).
6.72-6.77 (3H, m), 7.01 (1H, d, ] = 8.4Hz), 7.10 (14, dd. J = 0.9
Hz, 8.7Hz)
Rf {&:0. 49(Merck / 8 #| % & 60F /817 : F¥E=10: 1)
52 7% %] 158
(5RS,6SR,7SR)-6-#% A-2-F A A EE-5-3,4-FT F — A X #)-7-
4-BEREITFREH[1,2-b]kE
H5EHF 83 ARG FEMUEK,
mp:136~138.5C
o3 FAB-MS(m/e, B (CysHpN,Os+H) Tit) .
i HE 445.1763 |
W 18 445.1754

'H-NMR (300MHz, CDCl;, & ppm) : 0.48-0.56 (2H, m), 0.68-0.76
(2H, m), 2.37-2.46 (1H, m), 2.95 (1H, t, ] = 8.3Hz), 3.63 (3H,
s), 4.32 (1H, d, ] = 8.3Hz), 4.59 (1H, d, J = 8.3Hz), 5.93 (2H,
ABq, J = 1.5Hz, A v = 2.1Hz), 6.65-6.82 (4H, m), 6.77 (2H, d,
] =8.7Hz), 7.12 (2H, d, ] =8.THz), 7.22 (1H, dd, ] = 0.9Hz, 85
Hz)
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Rf {8 :0. 22(Merck /> 5] % 8 i 60F 5,/ 84 : FE=30: 1)
- E#A 159
(5RS,6SR, 7TSR)-6-# #&-2-(N-FEXFHRX-5-3,4-FF - & %
E)-T-UW-FEEBOFRKFH[1,2-b]H%
BEEd 14 NERTELETR-FREA S
10CH#AERFTN-FEM REFERTEHEALTHRELL Y,
mp:94~96°C
B4 # FAB-MS(m/e, LA (CoHpN,O5+H) T 31) .
T E1E 461. 2078
M % & 461. 2078

'H-NMR (300MHz. CDCl;, 6 ppm) : 1.05 (3H. d, J =6.7Hz), 1.11 (3H,
d, J =6.7THz), 2.77 (3H. s), 3.14 (1H, t, J = 9.2Hz), 3.81 (3H. ),
4.48 (1H, d, J = 8.2Hz), 4.60 (1H, d, ] = 9.2Hz), 4.69 (1H, sept,
] =6.THz), 5.94 (1H., d, J = 14Hz), 5.95 (1H, d, J = 1.4Hz), 6.34
(1H, d, ] =8.6Hz), 6.71-6.76 (3H, m), 6.86 (2H, d, J = 8.8Hz),
7.06 (1H, d, ] = 8.6H2), 7.23 (2H, d, J = 8.8Hz)

Rf {£:0. 14(Merck /4 8] #] 7 it 60F ./ 45 + FE=30:1)
A H 160
(5RS,6SR,7SR)-6-% E-2-(N-F XX F A E £-5-3,4-FTF - &
EE)-T-G-BFEXE )T RFEH (1, 2-b]ob % |

5 EmE 159 FENF E#TERK,

mp:94~98°C

& 4 % FAB-MS(m/e, B (CorHpN,Os +H) " 1)

== 165 —




HE{F 459.1920
A £ 4E 459.1934

'H-NMR (300MHz, CDCl, é ppm) : 0.53-0.70 (2H, m), 0.70-0.90
(2H, m), 2.38-2.47 (1H, m), 2.89 (3H, s), 3.17 (1H, dd, ] =8.9
Hz, 9.5Hz), 3.80 (3H, s), 448 (1H, d, ] =8.9Hz), 4.61 (1H, q,
J =9.5Hz), 5.94 (2H, ABq, ] =1.5Hz, A v =2.6Hz), 6.72 (1H, d,
J=1.1Hz}, 6.764 (1H, d, J =1.1Hz2), 6.768 (1H, s), 6.83 (1H, dd,
J =0.9Hz, 8.6Hz), 6.86 (2H, d, ] =8.7Hz), 7.09 (1H, dd, ] =0.9

Hz, 8.6Hz), 7.22 (2H, d, ] = 8.7Hz)

Rf 18 :0. 32(Merck 4 8 #| B K 60F 5/ 817 : FEE=30: 1)
5 76 4] 161
(5RS,6SR,7SR)-2-Z B &-6- K £-7-[2-2- L L E )4+ FERE -
5-(3,4-FF @ XA FE#[1,2-b] %

B #H 100-(1) 5 2 85 (5RS,6SR,7SR)-6-M T E.8 & —
5-(34-TF G AKE)-7T-[2-C-FEHRELE)L-FEEET-TAX
Fa(l.2-b]g, A5 £MA 124 (DFDERKFE, 4K
wRELEY.

mp:225~228C

&4 # FAB-MS(m/e, B (CosHyN,O;+H) T it) .

T & 505. 1975

M % & 505.1985
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'H-NMR (300MHz, DMSO-ds, 6 ppm) : 0.99 (3H, ¢, I=17.2Hz), 2.35-
3.43 (6H, m), 2.899 (1H, t, J =8.9Hz), 3.71 (8H, s), 4.32 (1H,
d, J =8.09Hz), 4.61 (1H, d, 7 =8.9Hz), 6.00 (2H, s), 6.22 (1H,
d, ] =83Hz), 6.35 (1H, t, ] =5.6Hz), 6.68-7.02 (7TH, m), 12.22
(2H, brs)

R {8 :0. 50(Merck 2 8] #{ ZE & 60F s,/ 81F : B8 : 78 =10
:1:1)

LA 162
(5RS,6SR,7SR)-6-% #-7-[2- - B E-2- AR ) 4-FE £ % £)-
ARE-5-G.4-TF _EEFE)XKBAEH[1,2-b]ok %

A ERF 102-(1) % % 2 85 (5RS,6SR,7SR)-6-H T 4.8 &£ —
5-(3,4-E ¥ —EFKA)-7-[2-C-FEREFTHF X)L+ FEFELT]-7
REFLL,2-b)Hgey 2-FHREMAH,. B 5 THH 124-(1), ) F
(DEBENF 2, GRFEALE.

mp;144~148C

5 4 ¥ FAB-MS(m/e, P (C3oHaN,O,+H) Tit) .

& 1E 531. 2131

A & 18 531. 2112

'H-NMR (300MHz, CD:OD, & ppm) : 0.91 (3H, t, J = 7.3Hz), 1.56
(2H. sext, ] =7.3Hz), 3.06-3.19 (3H, m), 3.44-3.94 (2H, m), 3.74
(3H. ), 442 (1H, d, ] =8.6Hz), 4.85 (1H, m), 544 (1H, brs),
592 (2H. ), 6.14 (1H, brs), 6.46 (1H, d, J = 8.4Hz), 6.73-6.80
(5H, m), 6.99 (1H, d, ] = 7.9Hz), 7.16 (1H, d, J = 8.6Hz)
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Rf {8 :0. 28(Merck A & #| B K 60F /817 : FE : 28 =10
:1:1)

BT 53 163 7 164 Byfb &4 B4 L M 162 42 5] &
(5RS,6SR, 7SR)-6-& #-7-[2-(2-B X-2-FRAR)-4-FELF &£ -
ARE-S-Ga-TF_EEREIFRFH[1,2-b]0

RAEEMERREHTEK,

SLHF 163
 (5RS,6SR,7SR)-6-% £-7-[2- - AE) 4 FAER)2-FAL-
5-(3,4-FF _EXBHERBH[1,2-b] e ExBREMEZ —)

mp:138~140TC

= a4 # FAB-MS(m/e, 8L (C3H::N,O,+H) " it) .

it E 1 533. 2288

A % 18 533. 2281

‘H-NMR (300MHz, CD;OD, & ppm) : 0.81 (3H. t, J = 7.3Hz), 1.22
(3H, d, J = 6.0Hz), 1.55 (2H, sext, J = 7.3Hz), 2.77-2.92 (2H.
m), 3.05-3.11 (1H, m), 3.13 (2H, t, J=7.3Hz), 3.15 (1H. ¢ J =
9.1Hz), 3.75 (3H. s), 4.44 (1H, d, J=9.1Hz), 4.86 (1H, ¢t ] = ¢
Hz), 5.93 (2H, s), 6.48 (1H. d. J = 8.6Hz), 6.73-6.80 (5H. m).

6.96 (1H, d, J = 8.5Hz), 7.18 (1H, d, ] = 8.6Hz)

RI {#:0. 50(Merck 2 8] #|Z &K 60F /8 : FB : LH=
:1:1)
L H 164
(5RS,6SR,7SR)-6-% &-7-[2- (- B A A )-4-FARE]2-F A £-
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5-(3,4-FF —AXEIRRFH[1,2-b]Hh (5 — xR EHK)
mp:93~96C
% 4 3 FAB-MS(m/e, Bl (C3H:N,O, +H) " 11) .
I+ H 1H 533. 2288
Al {8 533. 2314

'"H-NMR (300MHz, CD:OD, & ppm) : 0.81 (3H, t, J = 7.3Hz), 1.33
(3H, d, ] = 8.6Hz), 1.48 (2H, sext, J =7.3Hz), 2.56-2.70 (1H,
m), 2.74-2.90 (1H, m), 3.05-3.20 (¢H, m), 3.75 (3H, s), 4.44 (1H,
d, J=8.9Hz), 4.75-4.95 (1H, m), 592 (¢H, s), 646 (1H, d, J =
8.9Hz), 6.74-6.78 (5H, m), 6.93 (1H, d, J = 7.6Hz), 7.16 (1H,
d, ] =8.6Hz)

Rf 1€ .:0. 35(Merck A 8] #| # & 60F,, /4 : B8 : 28 =10
11 1)

&7 4 165
(5RS,6SR.7SR)-6-% %-7-[2- (- B F E)-4-FE 5 £]-5-(3,.4-T
FoEFXBTFREHA2-bIUR(E —ERREHE)

J R 102-(2) B+ 43 3] 85 (5RS,6SR,7SR)-6-K T £ 8 & —
5-(3,4- T A XE)-7-[2-C-FEEKERE)4-FEXE TR
l1,2-b]tre (F — et B M 4R), KA E# A 102-(3) 5 103
W& A BB E.

mp:125~127C

B 4 # FAB-MS(m/e, )L (C;HsNO, +H) *it)

T E{E 476.1709

M E {8 476.1719
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'H-NMR (300MHz, CDCl,, ¢ ppm) : 1.14 (3H, d, J =6.9Hz), 2.60 (1K
dd, ] =8.3Hz, 12.7Hz), 2.75-2.90 (1H, m), 3.18-3.26 (2H, m),
3.76 (3H, s), 4.64 (1H, d, J =9.5H2), 5.03 (1H, d, J = 9.5H2),
5.95 (1H, d, J=14Hz), 5.96 (1H, d, J =1.4Hz), 6.69-6.88 (8H,
m), 7.15 (1H, dd, ] =4.9Hz, 7.8Hz), 7.35 (1H, d, ] = 7.8Hz), 8.44
(1H, d, J = 4.9H2)

Rf {8 :0. 40(Merck /2 8] #l 5 & 60F s,/ 8 1F : B : 2% =10
11+:1)
E#EH 166
(SRS, 6SR, 7SR)-6-HR #-5-(3,4- T ¥ —E X £)-7-[2-B3-FE&F
E)-4-FAXEFRLAE AL 2-b]kE

RA3-FERE-1-E-TEG XFE XK 13BN FE M
A R .

mp:78~82°C

B4 # FAB-MS(m/e, L (C;H,NO+H) *it) .

T EE 462.1917

W F {E 462. 1924
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'H-NMR (300MHz, CDCl,, § ppm) : 1.80-2.00 (2K, m), 2.20-3.00
(2H, m), 3.20 (3H, s), 3.29-3.48 (3H, m), 3.79 (3H, s, 4.£3 (1K,
d, J=9.9Hz), 4.97 (1H, d, ] =9.5H2), 5.7 (1H, d, ] = 1.4H2),
5.98 (1H, d, ] = 1.4Hz), 6.74 (1H, brs), 6.75 (1K, d, J = 8.1Hz),
6.76 (1H, brs), 6.78 (1H, dd, J =1.6Hz, 7.9Hz), 6.80 (1H, d, J =
7.9Hz), 6.85-6.95 (1H, m), 7.11 (1H, dd, ] =4.9Hz, 7.6Hz), 7.30
(1H, d, ] =7.6Hz), 8.44 (1H, d, ] =4.9Hz)

Rf {8 :0. 40(Merck /a8 #lZ B 60F /& fF : FE=15: 1)
L fl 167
(5RS,6SR,7SR)-7-[2-(2-ZHAF EHR LX)+ FEEE -6- B &
-5-3,4-F B _EXE)FRFH#L1,2-b] %

(1)(5RS,68R,7SR)-7-[2-(2-KR T E)-4-FEX £ J-6-H T &
BE-5-3,4-FF _EXBIHAEH[L,2-b]H %

RS2 100-(1) 45 2| 89 (5RS,6SR,7SR)-6-41 T 4 5 ££-5-
CGHEFIARE)T-[-C-FREELE)LCFAXEIRAR
#{1,2-blokvg A 5 LY 2 B EF %, 4 K (5RS,65R,7SR)-7-
(2-C-BTE)4+FEREC-HRTEKES-G-TF K
K F AL, 2-bI%E

(2)(5RS,6SR,7SR)-7-[2-(2-BE R FEHK L H)-4- FEXRE]-
6-MT ABAE-S- Q4 FF _EXEEFRKFH[L,2-b]s g

% (1) % 43 2| 5 (SRS, 6SR, 7SR)-7-[2-(2- R L #)-4-F £ %
E]6RTERESGLIF_EFXBFRKFHA[L,2-b]otk ez
(151mg, 0. 292mmol) 8§ THF (1. 5ml) B & ¥, F-10C T, w A
TEA (45p1) ¢ THF (ImD B A& #EF A F R % 8 (39u1) & THF
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(ImDBE R HRERATFOCTHHLANAE ELERA TN 2% &
AFR-CHERUMD, R 10/ e, ERREE TN
SmD B R E K%, B A T ¥ %4 B AF Merck 25w B2 R 60/ E,
b:ZRTEE=2.1~1.1)##,%% 2 (5RS,6SR,7SR)-7-[2-(2-E &
FERCE)-4-FERETCRTERES-GATF 58K
R FE[1,2-b ] 7% (78. 3mg),

(YA 2) ¥ #% 2 85 (SRS, 6SR, 7SR)-7-[2-(2-E4 T & & 7,
B -FERETCATEHRESGCGIF X R)TAE#
(1,2-b]obeg , XA 5 L il 150- ()R 7 ik, & B AR H o4,

mp:94~100C

B4 # FAB-MS(m/e, M (CoeH;NOs+H) *31)

it & {E 518. 1815

A & A 518. 1837

‘H-NMR (300MHz,  ®ME-ds 6 ppm) : 2.06 (3H, s), 2.65-3.25
(4H, m), 342 (1H, t, J=9.8Hz), 3.77 (3H, s), 463 (IH. d. J =
9.8Hz), 4.69 (2H, s), 4.95 (1H, d, J = 9.8Hz), 6.01 (2H, s), 6.75
(1H, dd, ] = 2.6Hz, 8.5Hz), 6.83 (1H, d, J = 2.6Hz), 6.84-6.90
(3H, m), 7.05 (1H, d, J =8.5Hz), 7.18 (1H, dd, J =4.8Hz, 7.5Hz),
7.31 (1K, td, J = 1.6Hz, 7.5Hz2), 8.35 (1H, td, J = 1.6Hz, 4.8Hz)

Rf1E:0.55(Merck A 8 #E K 60F ;5 /£ + FE=10:1)
E i F 168
(SRS, 6SR,7SR)-6- R #-7-[2-(2- B F X H T £ )-4-FE X £ ]-5-
G-FTF _EFB)TAKFHH[1,2-b]k%

¥ H 167 4% 3 85 (5RS,6SR, 7SR)-7-[2-(2- LBt £ F &
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KUE)-&FEFRE]CRES-GCG-TF_EFXE)FRBEH#[1,
2-blHrE £ Z &R b B 4N K,CO; #THR B, AR RS A4,
mp:116~125C
& 4 #% FAB-MS(m/e, L (C;yH;sNO,+H) *44) .
1T EE 476. 1709
B % 1 476.1701

H-NMR (300MHz,  P%-d, & ppm) : 2.65-3.00 (3H, m), 2.05-
3.25 (1H m), 3.41 (1H, t, J=9.9Hz), 3.77 (3H, 5), 4.10 (1H.
d, ] =8.6Hz), 4.13 (1H, d, J = 8.6Hz), 4.63 (14, d, J = 9.9H2),
4.96 (1H, d. J = 9.9Hz), 6.02 (2H. ), 6.75 (1H, dd, J = 2.8Hz,
8.5Hz), 6.82 (1H, d, J = 2.8Hz), 6.84-6.90 (3K, m), 7.05 (1H..
d, J =8.5Hz), 7.20 (1H, dd, ] =4.7Hz, 7.7THz), 7.32 (1H, td, ] =
1.4Hz, 7.7Hz), 8.35 (1H, td. J = 1.4Hz, 4.THz)

RE{E:0. 29(Merck 2 8 #| % B 60F /845 : FE=10: 1)
L3 # 169
(5RS,6SR,7SR)-6-B &-7-[2-G- B HHE)-4-FEEF A ]-5-(3,4-
FF_EEXE)VFRFEH[L,2-b]o %

EEHEH 167-(2) + 1% B 9 ((5RS,6SR, 7SR)-7-[2-(2-E £ &
ARCE)L-FEERE R TAHES-GCLTF_EE£2FE)
FRFEHALL DR ENFBERY, TIOCTAAEFHRAH=
LEBR, tRHERYA TFARE REHTBEAE, 2 RK
Bhit.

mp:110~113C

B 4 # FAB-MS(m/e, b (CyHy NO, +H) *1it) .

i 18 490. 1866
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P =18 490. 1895

'H-NMR (300MHz, CDCL, & ppm) : 0.96 (3H,'d, J =6.3Hz), 2.12 (1H,
dd, J =9.4Hz, 13.8Hz), 2.37-2.42 (1H, m), 249 (IH dd. J = 10.2
Hz, 13.8Hz), 2.56 (IH, dd, ] =9.2Hz, 13.6Hz), 2.88 (1H. dd, J =
5.8Hz, 13.6H2), 344 (1H, d, ] = 9.8Hz), 3.77 (3H, s, 4.66 (1H.
d, J=9.8Hz), 501 (IH, d, J =9.8Hz), 5.98 (1H, d. J = 1.3H2),
5.894 (1H. d, ] = 1.3Hz), 6.69-6.96 (8H, m), 7.13 (1H, dd. J =
4.9Hz, 7.8Hz), 7.34 (1H, d, J = 7.8Hz), 842 (1K, ¢. ] = 4.9Hz)

Rf15:0. 47(Merck 2 8 F 2 I 60F /815 : FE : 78 =10
:1:1)
L HH 170
(5RS, 6SR, 7SR)-6-% H-7-[2-(3- B E-2-F AR A)-4- B H 4 %
E]5-G4-FF - EEREFEXEHAL1,2-b]ox

B SE#64] 102-(2) % 4% 2| 8 (SRS, 6SR, 7SR)-6-- 41 T 4. & %-5-
-ZTF _EEXE)-T-[2-2-FEHKEFE) 4 FEEFRE]-F
R 1, 2-b]m , A T 167-(1) (DB LA 169 B4 4
TEERFALEY.,

mp:98~101C

% 43 FAB-MS(m/e, I (CoHsNO,+H) i)

T EE 476.1709

M Z 18 476. 1707

— 174 —



‘H-NMR (300MHz, CDCl;, § ppm) : 1.84-2.10 (2H, m), 2.35-2.48
(2H, m), 270-2.91 (2H, m), 3.34 (1H, 4d, J=T.9Hz, 9.6Hz), 3.77
(3H, s), 4.84 (1H, d, 1=9.6Hz), 5.06 (1H, d, ] =9.9Hz), 5.97 (2H,
s), 6.71-6.88 (6H, m), 7.13 (1H, dd, J =4.9Hz, 7.7Hz), 7.33 (1H,
d, ] =7.7Hz), 8.45 (1H, d, J = 4.9Hz)

il

RE{E:0. 40(Merck A B B K 60F /815 : FE : 28 =10
11 1)

UTERF 171-175 i &4, XA 5 SR A 161 F & 6 F 3%
UL R
EHHF 171
(5RS,6SR,7SR)-2-F WA A-6- R E-7-[2-QC-BAE)4-FEAEX
Z£]5-G4-TR_EFERXB)RREHA[L,2-b]w%

mp:149~152TC

'H-NMR (300MHz, ®M-d;, ¢ ppm):1.10 (3H, d, J=6.3Hz), 1.13
(3H, d, ] = 6.3Hz), 1.22 (3H. d, ] = 6.5Hz), 2.80-3.00 (2H, m),
3.10-3.17 (1H, m), 3.29 (1H. dd, J = 8.9Hz, 9.5Hz), 3.75 (3H.
$), 3.75-3.87 (1H, m), 447 (1K, d, ] =8.9Hz), 4.90 (IH, d, J =
9.5Hz), 5.20 (1H, brs), 6.00 (2H, s), 6.38 (1H. d. J = 8.5Hz ),
6.72-6.88 (5H, m), 7.05 (1H. d, J = 8.3Hz), 7.08 (1H. d, J =

8.5Hz)

Rf 1€ :0. 40(Merck A &) #l £ K 60F s/ 8 F : FHE=10: 1)
EHAH 172
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(5RS,6SR,7SR)-6- #-7-[2-C-RE--BFR)4-FHEE 2 -
2-FAE-5-G4-T R —FXEFKI T REH[1,2-b]th e (Exi e i
&Rz —)

mp:176 C (4 #)

%4 # FAB-MS(m/e, M (C3oHuN,Os+H) T 1) .

T E{E 549. 2237

W % {H 549. 2217

‘H-NMR (300MHz, CD;OD, & ppm) : 0.92 (3H, t, J = 7.2Hz), 1.57
(2H, sext, ] =7.2Hz), 2.58-3.38 (4H, m), 3.14 (2H, t, ] =7.2H2),
3.74 (3H, s), 3.66-3.88 (2H, m), 4.40-4.50 (1H, m), 4.91-5.04
(1H m), 5.91 (2H, s), 6.52 (1H, d, ] = T°8Hz), 5.68-6.83 (5H,
m), 6.8 (1H, d, J =8.4Hz), 7.25 (1H, d, ] =86Hz )

RE1E:0. 44(Merck 22 8 FlBE R 60F ;5 /85 : FEE=5:1)
LA 173 |
(5RS,6SR,7SR)-2-Z. B F-6-F £-7-[2-C- A A E)-4-FHEX
A5G 4-TF _EEFEOFAFEH[L,2-b g (EREHE
Zz=)
EwF 174
(5RS,6SR,7SR)-2-B T A E-6- R £-7-(2-C- B RE)-4+- FEAX
Z£]5-3.4-TF ZERAKEIRREFLL,2-b ]k oF (4 37 8 F 47 &
Z-—)
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'H-NMR (300MHz, CDCl,, & ppm): 0.91 (6H, d, J =6.6Hz), 1.31 (3H.
d, J=6.3Hz), 1.72-1.88 (1K, m), 2.62 (1H, t, ] = 12.5Hz), 2.87
(2H, d, J =6.6Hz), 2.88-3.02 (1H, m), 3.28-3.40 (14, m), 3.49
(1H. t, J=9.2Hz), 3.75 (3H, s), 449 (1H, d, J = 9.2Hz), 4.86 (1H,
d. J=9.2Hz), 5.99 (2H. 5), 6.28 (1H, d, J = 8.8Hz), 6.88 (1H,
d, I =25Hz), 6.75-6.87 (4H. m), 6.99 (1EL. d. ] =8.8Hz), 7.18
(1H, d, J = 8.8Hz)

Rf{5:0. 67(Merck 2 8] #1 B K 60F /85 : FE : 2% =10
t1:1)
L 175
(5RS,6SR,7SR)-6-8 &-7-[2- (- A E)-4-FEE XX ]-2- 7 &
EEAE5-CGATF_EELADTRFEHF L 2-bIE(EHBRE
HiEZ )

mp :154~156C

'H-NMR (300MHz, CDCl,, 6 ppm) : 1.30 (3H, d, ] =6.3Hz), 1.35-
2.03 (8H, m), 2.55-2.70 (1H, m), 2.85-3.01 (1H, m), 3.21-3.35
(1H, m), 3.47 (1H, t, ] =9.2Hz), 3.63-3.75 (1H, m), 3.75 (BH,
s), 4.48 (1H, d, J =9.2Hz), 4.85 (1H, d, ] =9.2Hz2), 5.98 (2H,
s), 6.32 (1H, d, ] =8.6Hz), 6.67 (1H, d, J=2.4Hz), 6.75-6.85 (4H,
m), 6.98 (1H, d, ] = 8.6Hz), 7.18 (1H, d, ] = 8.6Hz)

- R 1 :0. 48 (Merck 4 8] #| 5 & 60F 5./ 8 {F + F8 : 7.% =10
:1:1)
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Xk 176
(5RS,6SR, 7SR)-6-#& F-7-[2-(2-B H F)-4-F &4 £ ¥ £ ]-2-[N-
(FRRAFE5-G4-TF - AEXERREF[1.2-b] =z (4
MR FEHEZ )

¥ EH P 163 #1% 2| 85 (5RS,6SR,7SR)-6-% £-7-[2- (-4 F
E)4-FEREXE2-FEESGULTF _EEFXE)F L83
[L,2-bIh e F BT A EAF R A TR ELR —FBE . 5 1%
Pl160 Bl F 26 RARAL A,

mp: 30~95C

'H-NMR (300MHz, CDCL, & ppm) : 0.77 (3H, t, J = 7.4Hz), 1.22 (3H,
d, J=6.6Hz), 147 (2H, sext, ] = 7.4Hz), 2.80-3.13 (3H, m). 2.90

(3H, ), 3.18 (1H, t, ] =8.7Hz), 3.30 (2H, t, J = 7.4Hz), 3.76 (3H.
s), 4.53 (1H, d, J =8.7Hz), 4.97 (1H, d, ] = 8.THz), 504 (2H -
s), 6.29 (1H. d, J =8.6Hz), 6.69-6.80 (5H, m), 6.92 (1H, d, J =
9.2Hz), 7.06 (1H, d, J = 8.6Hz)

Rf {£:0. 54 (Merck /A 8 #] 5 & 60F s/ 815 : FE : L8 =20
:1:1)

UTEHEA 177179 A4 L5 THE 176 Bl 2655 &%
TERK.
L 177
(5RS,6SR,7SR)-6-# #-7-[2-(2-F A X )-4-F A X X £ J-2-[N- -
(FRAORHAEE]S-GAa-FTF _FEFEORREHL, 2-b]d®
(GEr B FEHEZ—)
L HF 178
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(5RS,6SR,7SR)-6-# #£-7-[2-(2-B A E)-¢+- FEE F £ 73-2-[N-
(FRZEE5-G4-FF_AEFDTABH[1,2-b]h o (3
AR B H 2 —) |
L H 179
(5RS,6SR,7SR)-6-% &-7-[2-(2- B £-2-BH £ )¢-F 4
ZIN-(FROABETS-G 4T FAEXDRASE F(1.2-b]w
R (M REHEZ )
mp:158~162C
'H-NMR (300MHz, CD,0D, é ppm) : 0.76 (3H, t, J =7.4Hz), 1.46

-H
iy
I
W
i

(2H, sext, ] =7.4Hz), 2.80 (3H, s), 2.80-3.80 (8H, m), 3.75 (3H,
s), 4.45 (1H, d, ] =8.0Hz), 4.68-5.02 (1H.m), 5.90 (2H, s), 6.38
(1H, d, ] =8.6Hz), 6.68-6.86 (5H, m), 6.50 (1H, d, J = 8.6Hz),
7.05 (1H, d, ] = 8.5Hz) |

Rf{E:0. 49(Merck 22 8] $| B 60F . /817 : FE=5:1)
£ 4l 180
(5RS,6SR,7SR)-6-B £-7-[2— Q-3 ZE)L-FEEF £ ]-2-(N,
N-ZZE8F)-5-G 4T FFEXEOF KA F[1,2-b]otkog

¥ L w161 & 4% 2 69 (SRS, 6SR, 7SR)-2- 7. & #-6-% F-7-
(2-C-H T HE) 4 FEEFE)S-GATF _EEXLFEEH#
(L2-b W EF B A EARR —CREAAE 8 _Fa ks
W R KU ELR TS LBPRELMEHNRE, 4 A4
Afead.

E 43 FAB-MS(m/e, Pl (C3Hu N, O, +H)*it) .

I EE 533. 2288
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M ZE{E 533. 2281

'H-NMR (300MHz, CDCl,, & ppm) : 1.05 (6H, t, ] =6.9Hz), 2.58-2.85
(2H, m), 3.06-3.22 (2H, m), 3.17 (IH, t, J =8.3Hz), 3.29-3.48
(4H, m), 3.78 (3H, s), 453 (1H, d, J =8.3Hz), 4.96 (1H, d J=
8.3Hz), 5.94 (2H, s), 6.31 (1Y, d, I=86Hz), 6.68-6.81 (5H, m),
6.83 (1H, d, J = 85H2), 7.07 (IH, d, ] =8.6Hz)

R {8 :0. 61(Merck 7 & #] 8 IS 60F /865 ¢ 2 - LE=10
:1:1)

AT SRaE % 181~183 91k, &4, 1 55 5 4] 180 [ 2 85 5 3£
Ua A .
w181
(SRS, 6SR, 7SR)-6- % #-7-[2-(2-% 7 % )-4-F & & & #& ]-2-[N-
(Z.%)ﬁﬁgj;s—(s,zl-ﬂiEﬁlﬁiﬁ:ﬁ)ﬂﬁ%#fl,z-b]“&%

% 4 #% FAB-MS(m/e, Il (CsiHiN,O, +H)*i+) .

T E1H 547, 2444

M EAE 547. 2463
‘H~NMR (300MHz, CDCly, 6 ppm) :0.78 (3H. t, ] =T.4Hz), 1.02 (234, -
t. J=6.9Hz), 1.48 (2H, sext, ] =7.4Hz), 2.57-2.86 (2H. m). 3.07-

3.47 (TH, m), 3.77 (3H, s), 4.53 (1H, d, J = 8.6Hz), 4.94 (1H,
d, J =8.6Hz), 5.94 (2H. s), 6.27 (1H, d, ] =8.6Hz), 6.67~6.82 (5H,
m), 6.93 (1H, d, ] =8.3Hz), 7.05 (1H, d, ] = 8.6Hz)

Rf{'é'_:O 66(Meer Qﬂ%’]&ﬁ 60F254/iﬁ7- : ?E : Z_.E’;_=10
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113 1)

L 182

(SRS, 6SR, 7SR)-6-# F-7-[2- - B A H)-4-F E£ £ X £ ]-2-[N,
N-ZZ8FE]-5-G4-T B _EEFIFRE 501, 2-b]heE (3¢
BRPMEZ—)

LR 183

(5RS, 6SR, 7SR)-6-% £-7-[2- (- A& )-¢- FH £ ¥ £ )-2-[N-
(CE)AEE]S-G4-TF_SEFL)RAE 01, 2-b]aho (4
Mk FEHEZ—)

SEH B 184

(5RS,6SR,7SR)-6-% Z-7-[2-(2-B A E)-4-FE £ F £ ]-2-0 %
BeAE-S--FF _AERXITRFFL1,2-bT8 % (=5t 1B 4y
&z —)

(1)(5RS,65R,7SR)-2-(4-Z T EX)-5-3, ¢ FF ZEE X H)-5-
FPEERET-(2-Q-FEESEFE) L FEEERIFRE #]1,
2-b ]k "E

¥ L] 102-(2) R 48 5 B (5RS,6SR,7SR)-6-# T & £ 5 5 -
-3 A-TF _EEXE)-7-[2-QC-FEAHEEFTE)L-EEHEE]-
FRFEH (L 2-bIee, XA 5 LHH 133 FARHF#,F N-(4-%
FRAZT R T EFEAHTRE REL BN _THE THDG
14 FIFFT 25 EAFRAK,% 2 (5RS,65R,7SR)-2-(4- B & T
BE)-5-GC4-THF _EFERE)-6-FAEHE-7-[2-C-FEEHE
WAE)-4-FREREIFRFEH#[1,2-bI% %

(2)¥ )+ 1% 3 4 (5RS,6SR, 7SR)-2-(4- £ £ T £ £)-5-(3,
TR ZEERE)-C-FAEHE-T-[2-QC-FHEEAHEFTE)4-F
SEFREIRREF L, 2-bIHE S AT (D Z(ZEB RA M
“HRBREET T T 150-200C mHhE 2| 87 2-oth ok i Ak A 4
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TRAE AR, & RFALER.

‘H-NMR (300MHz, CDCl,, § ppm) : 1.20-1.30 (3H, m), 1.82-1.95

(4H, m), 2.65 (1H, dd, J = 9.4Hz, 135Hz), 2.92-2.99 (15, m),
3.25 (1H, t, J = 9.1Hz), 3.24-3.37 (4H, m), 343 (1H dd. J =
6.3Hz, 135Hz), 8.75 (3H, s), 4.48 (1H, d, J = 9.1Hz), 4.98 (11
d, J=9.1Ez), 596 (2H, s), 6.29 (1H, d. ] = 8.6Hz), 6.67 (1K,
d, J =2.6Hz), 6.73-6.80 (4K, m), 6.94 (1H, d, J = 8.6Hz), 7.19

(1H, d, ] = 8.6Hz)
Rf{E:0. 50(Merck A 8 % # K 60F 5./ 87 : F#E=10:1)

5E 3 #] 185

(5RS,6SR,7SR)-2-% T £-6-5% £-7-[2-2- 2 A E)-¢-FH £ %
A]-5-G4- TR _FRAFEOFAFEALL2-b I FCEXBRFHE
Zz=)

FREEIRG S EARNFIERIN 2-RTE-6-LERHEE-7-(2-
FEEGFEEER)S-GATF_EEFXEERKEH(1,2-b]
g R R 102 0 103 BN F R #TAR,

'H-NMR (300MHz, CDCl;, & ppm) : 0.80 (3H, d, J =6.6Hz), 0.81 (3H,
d, ] =5.6Hz), 1.31 (3H, d, J =6.3Hz), 1.70-1.85 (1H, m), 2.55
(2H, d, ] =7.3Hz), 2.62 (1H, dd, J = 12.5Hz, 13.3Hz), 2.88-3.03
(1H, m), 3.37 (1H, dd, ] =5.7Hz, 13.3Hz), 3.61 (1H, t, ] =9.7H2),
376 (3H, s), 459 (1, d, ] = 9.7Hz), 4.99 (1H, d, J = 9.THz).
6.00 (2H, s), 6.71 (1H, d, J =2.THz), 6.76-6.87 (4H, m), 6.93 (1H.
d, ] =8.6Hz), 7.03 (lH. d, ] =7.9Hz), 7.33 (1H, dd, ] =1.1Hz,

7.9Hz)
Rf 1% .0. SO(Merck/A\']‘ﬂ%Bﬁ 60F ;s /BfF : FE=10:1)

LTS 186 7 187 &, R E L EP 185 BENF #*
ETEK.
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57 7] 186 -
(5RS,6SR,7SR)-6-# &X-7-[2-(2-8 F E)4-FERFEL]2-T£-
5-(3,4-T ¥ — A XE)KF KRB A1, 2-b ]k = (3 3¢ R

=)

mp:107~110C

'H-NMR (300MHz, CDCl;, & ppm) : 0.84 (3H, t, ] =T7.3Hz), 1.18-1.35
(2H, m), 1.31 (3H, d, J =6.3Hz), 1.40-1.56 (2K, m), 2.55-2.72
(3H, m), 2.88-3.02 (1H, m), 3.36 (1H, d¢, ] =56Hz, 13.1Hz),
3.60 (1H, t, ] =9.7Hz), 3.75 (3H, s), 4.58 (1H, d, J=9.7THz), 4.99
(1H, d, J =9.7Hz), 6.00 (2H, brs), 6.70 (1H, d, ] = 2.7H2), 6.775
(1H, d, I = 1.4Hz), 6.785 (1H, dd, 1 = 2.7Hz, 8.6Hz), 6.81 (1H,
dd, J =1.4Hz, 7.9Hz), 6.84 (I1H, d, I=79Hz), 6.94 (1H. d, I =
8.6Hz), 7.06 (1H, d, J = 7.9Hz), 7.33 (1H, d, J =7.9H2)

RE{H :0. 40(Merck 4 8] #1 % & 60F ;5. /4 (5 : BE=10: 1)
S 187 |
(SRS,65R, 7SR)-6-# %-7-[2-2-R A £)-4-F AL E R ] 2-F &
%-5-(3,4&l?:ﬁ%ﬁi%)%ﬁﬁ%#Ll,z-b]%t"i(ikzvfHﬁtﬁ-*@ﬁ#
zZ-=)
£ H 188
(SRS, 65R, 7SR)-6-% #-7-[2-(2-% & #£)-4-F £ % % # J-2-[N-
(FER)RHER]-5-(3,4-F FoRERLOTAAEH1,2-b]
(ExrEHEZ—)

REERA 176 ARGFT EmULK,
55 7| 189
(SRS, 6SR, 7SR)-6-% &-7-[2-(2- R A H)-4- FE L F &£ -2-[N-
CEORFEE]S-C AL FEF_EEEDFASE#[1,2-b]t =
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(FEXREHEZ —)

5 EMkG 180 B Em LA K,
£ #F 190
(SRS, 6SR,7SR)-7-[2-(2-H A ¥)-4- FEE X £]-5-(3,4-F F —
SEFL)CFEEFERKSEH 1. 2-b U CERt B RG>
-)

% £ 120-(2) + 45 3 %(SRg,GSR,T'SR)-G-a“yITiiEﬁ% -
S-(3 - F —F EXE)-T-[2--FLEZFERL) L PEEE
EIFRRFA LD AR EFEEREABREESE TR, &
RRFEAHKE RER TFAYHERTAESRE A CCO, ot g
REAFEERE REACRERIR S EFHELEY,

mp:85~87C

'H- NMR (300MHz, CDCl,, 6 ppm) : 1.32 (3H, d, ] =6.4Hz), 2.66 (1H,
t, ] =12.9Hz), 2.86-3.01 (1H, m), 3.32 (1H. dd, ] = 5.5Hz,
12.9Hz), 3.62 (1H, t, J =9.8Hz), 3.65 (3H, s), 3.77 (3H, s), 4.63
(1H, d, ] = 9.8Hz), 5.03 (1H, d, J = 9.8Hz), 6.01 (2H, s), 6.73-
6.96 (6H, m), 7.23 (1H, dd, ] = 5.0Hz, 7.7Hz), 744 (1H td, J =
1.3Hz, 7.7Hz), 8.28 (lH, d, J = 5.0Hz)

RE{E:0. 72(Merck /2 8] %1% K 60F /465 : F&8=10+1)
L4 191
(SRS, 6SR, 7SR)-6- % #-7-[2-(2- B £-3-BHE)-+ FEEE L]
- HAES-G4e-TF - FERIOFTRAEAL,2-b]H%E(F —Fx
B B 1K) |

REEZRPITZERN T EHTEA.
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mp:192°C (4 #)
&4 % FAB-MS(m/e, B (C3oHauN,O3+H) " 41)
& 1E 549. 2237
W %8 549. 2252

'‘H-NMR (300MHz, CD:0D, & ppm) : 0.92 (3H, t, I=72Hz), 158

(2H, sext, ] =7.2Hz), 2.68-14.38 (4H, m), 3.06-3.15 (2H, m), 3.74
(3H, s), 3.51-3.90 (2H. m), 4.40-4.52 (I1H, m), 4.69-505 (1H

m), 5.90 (2H, s), 6.36-6.51 (1H, m), 6.66-7.00 (6E, m), 7.12-
7.23 (1H, m)

RE{E :0. 42(Merck 2 8 # % K 60F s/ &l + FE=5:1)
SR Al 192
(5RS,6SR,7SR)-6-# &-7-[2- Q- K £-3-BAK)4-FHEEL]-
ZIN-(FRREA]IS-Ca4-FF XD FRE#[1,2-b]n
" (F — xR R HE)

BEEERF 176 ARG F EHRTEK.
LA 193
(SRS, 6SR, 7SR)-6-8 £-7-[2-(2-% L £)-4-FE L % £]-2-[N-
(FRIZEE]S-GA-FF _AERLFRFA1.2-b]% %

RAEE®RP 176 BIEHF E2HTAK.

mp:119~124C

B 2 # FAB-MS(m/e, B (CysHioN,O,+H) *iF) .

T {E 519. 2131

B 18 519. 2122
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'H-NMR (300MHz, CDCls, 6 ppm) : 1.01 (3H, t. ] =7.0Hz), 2.58-2 g7
(2H, m), 2.91 (3H, ), 3.01-3.24 (2H, m), 317 (1H, ¢, J = 8.6Hz)
3.42 (2H, q, J =T.0Hz), 3.77 (3H, s), 433 (1H, d, J = 8.6Hz),
4.96 (1H, d, J =8.6Hz), 5.94 (2H, ), 6.32 (1H, d, J = 8.6Hz),
6.68-6.80 (5H, m), 6.91 (1K, d, ] = 8.6Hz), 7.08 (1K, d, ] = 8.6Hz)

Rf {8 .0. 23(Merck 2 8] $| B K 60F /817 : ¥ 8 : 78 =20
:1:1)
e B 194
(5RS,6SR,7SR)-2-th T A %-6- K £-7-[2-C- B A E)-4-FEEX
£1-5-G 4 TF _EEFXBFRFHL2-bJUE(REARAREH
ERREMEZ )
FoTRMNHEER ZASERG 161 FFOF ELTEA,
mp:147~153C

'H-NMR (300MHz,  P®-d,, & ppm): 082+ 087 (3H, tx 2, J =
75Hz), 106+ 1.10 (3H, d X 2, T =T.4Hz), 1.21 (3H, d, J = 6.3H2),
1.13-161 (2H, m), 2.82-3.01 (2H, m), 3.08-3.16 (1H, m), 3.275
+3.284 (1H, tx 2, ] =9.2Hz), 3.58-3.70 (1H, m), 8.75 (3H, s),
247 (1H, d, 7= 9.2Hz), 4.89 (1H, d, J = 9.2Hz), 5.23 (1K, bre),
6.00 (2H, s), 6.40 (1H, d, ] =8.2Hz), 6.73-6.89 (SH. m), 7.05 (LK,
d, I =T7.5Hz), 7.08 (1H, d, J = 8.2Hz)

RE1E.0. 45(Merck A 8 # B 60F /R 7 : FEE=10: 1
EHH 195
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(SRS, 65K, 7SR)-6-# &-7-[2-3- L E-2-F AR HE )4 FEE %
E2-HEES-GCA-TF _EEFHFREF[L,2-bIk = (7t
REHEZ )

(1)(SRS,6SR, 7SR)-7-[2-(3- B W& )-4-FE X £ -2-[N-(F*
FEBIDFEE]6-HTERESGCLIF_EaEFB )R REH#
(1,2-b] 7

AL H#EF 102-(2)F % 3| # (5RS,6SR, 7SR)-6-4 T £, 4 £ -5-
G-TF ZEEXE)-7-[2-Q-FEHEEFE)4-FEEXE T
R (L, 2-b]R, X A5 THA 124- (DA QORABHF LK
N-KFEBRE B $HUANE_RREHNFEZTETS «N
NaOH K i, %% 5| (5RS,6SR,7SR)-7-[2-(3- % F&)-4- B X £ -
IN-(KFBRE)FEE 6N TEKES-CLIF 5D
BRI AL, 2-b]keg, (2D (1) 4% 2| 87 (5RS,6SR, 7SR)-7-[ 2-
-BRE)G-FEHEERE - IN(EFBREFTEL) - R TAE
E5-GANEF _EERXIOFRFEH 1, 2-b]kox, ik 5 £ #4
169 F & 6y 7 %A AR AL &4 .

EH#F| 196
(5RS,6SR,7SR)-6-4 T A sk E-7-[2-C-FAHA-2-HHE)-4-F
SEFRE]S-G4-TB - AFEFIFRFEH1,2-bubwg

¥ Ll 99-(1) 4% | 5 (5RS, 6SR,7SR)-7-[2-(2-= & F 3
BEE-4L-FERE)6-RNTEAEES-GL-EF_AEXE TR
%3 [1,2-b ] *% (100mg, 0. 169mmol) # LiCl (21mg) & & & % T
oA Schlenk # ., M BAWE w AEXHF E (. Chem. Soc.
Chem. Commun., 1339 — 1340 (1986), Tetrahedron, 47, 5901
(TN FEFHC-FERE-2-FHE)ZT £4 (131mg) ¥ DMF
Q.5mDBEA, BEMAEQLEND Z-Z EBTE &4 (6mg) , B RS
FL00C Tt 15/ 8t. BEME P WA AcOEt(3ml) F1 40%
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KF ABR(AmD B BEHH AR L0904, AESLERERY
ME, &7 REFERA A AREER MgSO, T, HEZ£EH
G2 B 5 it B B A B AT (Merck A8 %1 B K 60/ 2% . AcOEt=
2: DR, & mATA L A4 (85. Tmg),
KR 197
(5RS,6SR,7SR)-2-(1-Z X H A #F)-6-H E-7-[2-C- L F£)-4-&
FXAES-CA-TF - EEFLTKE AL, 2-b) vk ow (FExd
FHEZ—)

REEmel 171 BN Em AR,

AT SE 3 ) 198-200 B9 fh &4, 1 5 L ] 162 %0 163 [ £ &y
F LA A,
SE 198
(5RS,6SR, 7SR)-6-B #-7-[2- (- B AA)-4-FEEFE]2-5 T
BE5-GA4-TF _EEXBRRFEH[1.2-b]H % CERREM
Tz —)
4 199
(5RS,6SR,7SR)-6-% %-7-[2-(2- % K- 2- AR A)- 4 FEEEE]
2FRAAES-Q TR _SEXIOFRBEHF 1. 2-b g (FEx
AMEZ—)
52 % 200
(5RS,6SR, 7SR)-6-% £-7-[2- - B R A)4-F A X £ ]-2-5% &
ZEES-CA-TFTFEERBFKFE#H[L.2b] s (Extm i
HEZ—)
Tk st

ERXANFTEARBREA KRBT EDNAB LY ERRAEE
AFRNERER BRENAREIMARET IR EUE
MXRERERAABREANEYRAEAN. TEAA AN EL
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REFRLEE EERR . XAEER IRFLE L1 B
T2 NMERECERE ERE R EEE ERGPERR 2
TERORAAW Fo A BREE NABREAE AR ERK
R AERNENSRENRTL IR BR L TR ED, B E57
THEBRANE SRR ELEE N T L EHF &,
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