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.44 X EUYR: SR BRPE (%)
1. &4 17 1.0

.24 C 7 4.5
ft.&-40D 11 10,4
W14 34 3.2
SERAI 46 12.0

ey 2L 14 20.0

F IPHAAEC B DI T

A b 1- ((1)-2-(1— EEE-1- X)- - BT EXTBRE

J--EAFHAXETE- - LAF-1 - FRIFABELETR

ety C: 1- ((2)-1-(1- EHEw-4— X)-1-BEER B E
J-I-AXTFREXFR-I- LHB-- TR |I-(RHEEBER) T
B

et D: 1- ((1)-1-(1— REErd-- X-1- FERTEX R
B -3 - EEAFREXETR- - LB - PRTABAL TR

C) FRERANBINIBITER

KR HENATERBERNBRY, RELE | B D R—#
ARAXAYTOR- N EHE TR EIH, XY AWRAKFLATY,
EAMEHERNRFEKATE. EELUINRE, SHEAERRAS
FHEEEK. TARRT AR

Log CFU/ fifi=1.48

HEHCFU BRHER LA

RAETEEES, HAWEHRBKTE Loy CFU/FitHY 1.
BERRTX P 4

_20_



% )
Wk W R AFREEN2013, BRKR T 1 4 x103CFU/ R

.44 MIC & A ERR HXE
(pg/nl) (mg/kg) (Log CFU/JH) (%
20 0.1 10 .66 %1.02 50
&4 HE 0.2 1 £.26%0.62 0
t. - HyF 0.2 10 6.25 +0. 74 0
B - - 131 20.13 0

F 1Pttty ER FIn T

a4 E: 1- ((I)-2-(1— HAEd-{— X)-)-FRXTEELKR
] - WEETE-I- LAF--FR - RRRAAREX)
B

e F: 1- [(2)-1-(1— BEES-1- X)-1- BT EX R
Sl THXE-I - LAE-1- FR.

x |

HRHIATHEIS 147, BRERT: 43x1°CFU/ B
&4 Ml C & BRI
(ug/nl) (mg /kg) (Log CFU//)

R0 0.1 40 351 20,31
R 0.2 40 §.86 20,60
fa4C 0.8 i 5.50 £0.61
.6 ¥ 0.8 {0 5.16£0.13
¢ BR - - 5.73 %0, 53
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RAFPRUEY CHR IVRME, R iFHto F5R 390
G

WA ERFTR, RRXAKLSWRARRE D RAEER 4
o

ARANRAWHEHRELD (DR, p.0) g /R
E.

MNTRAZLAKRARENREALRE, ENTULERE—#
H100mg-Sg. FEHI ROBRBAALHE, SHERELNERTE
RN S

BImERBAT TR B k. RE. B, W%, g
o —MTHLRPR AN T %, FC W BIH EEH,

UWTRERPI#— S EERAEL N EREE, KREATRT
BT St

RTRERL Aoy R4 UUH &0 ¥ 7 R v SR B

EEAZEH P,  Te” RE(CHI; C- &, “BI” K%
(Colls)2 CH-, Me Rk 7 £,

W& |

- A TN N- —FREEFRALFE - LA
- FROEFER-1- 144

” H\/CONH (s c")
S _CH3
N OCN
0” ' ~
CH3
CO,BH

ERRHT, H1-EH9X 7 BEE-I - BFE-1- LARE-(— T8
TERFEE(I0g; 0.058mel) BYMUZEkrE(600ml) BERASTHEE, B



AN, N — B3 = wkult( 11,255 0. 069m01 ), SREEKAH THERE 34
ite REBRASHFTMATRIE(1), FAARSHAAIN) #. &
PLEZEKRBH TR, KREMAIS Z FRAEE12g; ¢.075m0l)
FEER 1 . REBRGWALARRE TR, RERE, ATHE
T- X T BBEE-I-NN- _FEBREPREEFE - LkAH-(- 7
Mo ENA -SSR -N N —FREETRER L1~
(BH-1- FROKXFEAWARAW(24g) -
ERARAHTHE KW 400nl) PHERY, 2/LKMNRRLT
FKER(20g; 0. 116mol) By Eek@(100nl) EH, REEXRLHTH
1.5 AMote RERSRAY, RLWAIRFER. ERETH IR
B2, REWREERRRIT RSN, ATAAGFALELH(T.5; ; &
1%,
NMR (CDCl,, §):
2.84(3H,s), 2.92(3H,s), 3.23,3.88(2H,ABq,J=18Hz),
3.88(2H,s), 4.48(2H,d,J=4Hz), 4.78,5.34 (2H,ABq,
J=8Hz), 6.15(1H,dd,J=4Hz,8Hz), 6.90-7.10(2H,m),

6.97(1H,s), 7.2-7.6(11H,m)

#HE&H 2
-G ETBEHEE-I-NN- —FRAXFHAXFR-I- HH-4
- R KPR

“\ IL\/CC)NH “

S _CH3
N P \M//OCN



ERSHT, H1-EQEZBREE-I-NN- _FREETHRELYT
FE-3- KBH- - FROXTFER-1- Aty (5g; 8. 2omol) (#TH
B BN N-—H X FBERR(50n] ) By HIATHE, REMANZHAR
(2.5g ; 8mmol) o YPRABAMHAI LA MNTRTE(S000])
Frid B A R At fo M KERKK L&, ARERANTKRBRE.
BERGBENEZE, RRYWATRTCRTREARABNER. B
RKEFBER, ATAIFELEH. 6 ; FE: 1%,

NMR (CDCly, 6):

2.82(3H,s), 2.90(3H,s), 3.40,3.55(2H,ABq,J=18Hz),

3.84(2H,s), 4.81,5.06(2H,ABq,J=12Hz), 4.98 (1H,d,

J=4Hz), 5.84(1H,dd,J=4Hz,8Hz), 6.27(1H,d,J=8Hz),

6.94(1H,s), 6.98-7.02(2H,m), 7.25-7.43(11H,m)

LE- K
T-R&-3-NN- —WEEXTHRAXTE-I- LFBH-1- FR-X
FEARLIRD
HHEA(2. 8 ; Domol) Foakwg(1. 04g; Damol) W_H T
($0ml) AAAHE- T, EHAEAPIN -EPHZBEL-I-N,
N-—FEEETBRERTFTE-I- LA - FROKFHAR(L. 6y ;
}.7mmol) (| &H DPRIBM), RET- ICHE | Aot HHABER
AHE-0T, REWANL,I-F_®(lnl) . F-27T, #ELHHE
L B REREHMFRNFE (00l), FEHFEREDMAEER,
ZJEmsinl KBHEATHE k. FIERATARBRETR. REREE, A4
MR IR FARER, ATEEFELAIHE(1. 05 ; FE: 4%,
HC1-H,N 5 o
;:Lr};%;:L\v/,ogn‘/CHa
0 ™S CH3

CO,B
2BH -4 -



NMR (CDCl,, §):
2.83(3H,s), 2.90(3H,s), 3.43,3.58(2H,ABq,J=18Hz),
4.80,5.06(2H,ABq,J=12Hz), 4.8(1H,m), 4.97(1H,d,

J=4Hz), 6.98(1H,s), 7.25-7.50(10H,m)

HIRIBATENA2GERE(L. 05) Fo IREAPIAKR
LHXBRUP AR AIERAR, HERAEPELAKERR
%, BEAIARBRETRABERSE, AHHFI-BE-I1-NN-_F
EEXFRELEFE-I- LRF- - FROKFERERE(0.97),

B

IR EIEIES 3:F 3 €1 L REE SRS 3P 5 3%-F 2
CBRBEE) 3 -NN- _FREEFHREXFE)- LFH-1- FR-X
L 3.

C CONH

TeN” s ;J:?i;r]\\/,ocnf'

CO,BH

B(1)-1-(1- ZXFRELEA-(— X)- - ZFFRXEATHET
BB(1.9g ; 2.8mmol). |-BE-1H-KF={0.4g ; 2.9mm0l ) 3T
ERM_TR(0.65 ; 2. 9mmol ) By P A FEERE( 20wl ) WA T Z BRI
NWase BREBERFTMATHES JHE S P HBHT-EE-3-NN
- —HEAETHREXETRE-I- LBH-(- FROKXFER(1. 11 ;
2.8mmol), KRB 3. RNBEHFMANTR TE(3000l), 72|
WREHAAFT AP AR RERLE, REATARRETR. BE
REGE, WREWERRE LHTEN, ATFAFALEH(1 45 ;

- 25 -



R 459,
NMR (CDCl,, §):
2.82(3H,s), 2.91(3H,s), 3.36,3.48(2H,ABq,J=18Hz),
4.81,5.14 (2H,ABq,J=12Hz), 5.05(1H,d,J=4Hz),
6.08 (1H,dd,J=4Hz,8Hz), 6.43(1H,s), 6.80(1H,s),

6.97(1H,s), 7.18-7.50(42H,m)

wEH S
T-ER L CBRE-I-N- ZE-N- FEEXPRALTE- - kB
M- FROKFER-1- 54

o
“ /u CONH
s A’[jr/ ,CH,
ocu\
CoHg
CO,BH

wHAH RO E, RERECSY (FE: 9

NMR (CDCl;, §):
1.0-1.18(3H,m), 3.80(3/2H,s), 3.86(3/2H,s), 3.16-
3.5(3H,m), 3.80~3.90(2H,m), 3.85(2H,s); 4.44-
4.46(1H,m), 4.74(1H,d,J=13Hz), 5.24—5.3a(iu,m),
6.07(1H,dd,J=5Hz,8Hz), 6.9-7.02(4H,m), 7.23~-

7.50(11H,m)

&7 6
1- 7 B3 -N- ZE-N- FE- £EFHEETFR-I- L

Ffi-i— FR_EXFXE
-6 - ///////



N .
= N
CO,BH

BH A0 1AM %, BIAFELSY (TR 664

NMR (CDCl,, §):
1.0-1.15(3H,m), 2.8(3/2H,s), 2.87(3/2H,s), 3.18-
3.35(2H,m), 3.40-3.55(2H,ABq,J=18Hz), 3.86(2H,s),
4.8(1H,d,J=14Hz), 4.97(1H,d,J=5Hz), 5.05-5.15
(1H,m), 5.87(1H,dd,J=5Hz,8Hz), 6.2a(iﬂ,d,J=suz),

6.93(1H,s), 6.95-7.02(2H,m), 7.2-7.5(11H,m)

-
T-FH-3-N— - N- FEAXFHREEFR- - LAK-1—- FR
ZERFERERE
HC1-H,N

0 Colg
CO,BH

N I e,

;Ng\/ OCN\

LA IR E, BERENAY (FE: L%,
1.0-1.15(3H,m), 2.78(3/2H,s), 2.85(3/2H,s), 3.1-
3.35(2H,m), 3.40—3.52(2H,AB§,J=18H2), 4.87(1H,d,
J=12Hz), 4.92(1H,d,J=5Hz), 4.98(1H,m), 5.17-

5.23(1H,m), 6.93(1H,s), 7.15-7.40(10H,m)

_27_



LB
1- Q-(1- ZXFELREL— X)--ZXFERETAXTH

B -1-N— Z&-N- FE- EXFRAETFTE-) - LA/F-- FRZ
F P9
-CONH 0
et ?" b Q\/"
0 CoHg

CO,BH
Tr -

B AN AERNFR, BEFELEY (FR: 1%,

NMR (CDCl,, §):

1.1-1.2(3H,m), 2.79(3/2H,s), 2.87(3/2H,s), 3.18-
3.35(3H,m), 3.48(1H,d,J=18Hz), 4.82(1H,d,J=12Hz),
5.06(1H,d,J=5Hz), 5.07-5.15 (1H,m), 6.07(1H,dd,
J=5Hz,8Hz), 6.43(1H,s), 6.83(1H,s), 6.95 (1lH,s),

7.1-7.4(40H,m), 7.47(1H,d,J=8Hz)

HED |
RTS I8 32 SRIRCUER B2 E 3P SREE T A

BoFFER-1- ALY

() com B N\j\/ i

c025H

HHREH | XRF R, BEARECEH (FF: 1%

- 2% -



NMR (DMSO-dg,$)
3.3-3.4(4H,m), 3.5-3.6(4H,m), 3.64,4.03(2H,

ABq,J=19Hz), 4.62,5.17(2H,ABq,J=12Hz), 4.95-
5.00(1H,m), 5.95-6.00(1H,m), 6.98-7.05(3H,m), 7
7.6(11H,m), 8.47(1H,d,J=8Hz)

Rl
T-E o TR - (- Dok X) - RREFEL- - LHF-- FR

- 3::F 3
OCN

COZBH

CONH

BwH AP 1 RRF A, REGECE (FR: 1Y

NMR (CDCl,, §):
3.3-3.5(4H,m), 3.55-3.70(4H,m), 3.40,3.58(2H,

ABq,J=19Hz), 3.87(2H,s), 4.82,5.09(2H,ABq,J=13Hz},
4.97(1H,d,J=5Hz), 5.87(1H,d,J=5Hz,BHz),

6.25(1H,d,J=8Hz), 6.94(1H,s), 6.95-7.05(2H,m),

7.25-7.45(11H,m)

AL
-2 (- ) -REXEFE- - LAF-1- FROKFER

R

_29-



HC1-HyN _ s 0
4 I

=@y

CO,BH

o

FHEY VX0, RAKELSY (FE: (1%,
NMR (CDCls, §):
3.3-3.5(5H,m), 3.5-3.8(5H,m), 4.98,5.24(2H,
ABq,J=12Hz), 5.0-5.1(1H,m), §.14-5.17(1H,m),

6.94(1H,s), 7.2-7.5(10H,m)

&1
T- ((I)-1-(1— =X FELEER- (- H))-—XFREXTEE
CBEEA] -1-(1-"Dof ) -KEX TR - LB - FROXFER
N C-CONH
BN R v W
| o 7 _/

0 CO,BH
Tr

¥H AT (XD FR, REFELEY (FE: 9%,

NMR (CDCl,, §):
3.26,3.50(2H,ABq,J=19Hz), 3.3-3.7(8H,m),
4.82,5.11(2H,ABq,J=13Hz), 5.05(1H,d,J=5Hz),
6.2(1H,dd,J=5Hz,8Hz), 6.44(1H,s), 6.85(1H,br.s),

6.96 (1H,s), 7.15-7.5(41H,m)

Hl&H1
T- UI)-1-(1—- ZXFXREXEL-{- 2)-)-FRETEXTEREK

- 30 -



] -I-NN- —HFEFEFRAEFE-)- LAH-1- FROKFER

EXRAHT, BEAARE(I. 4g) Folrg(1.3g) K Fr(100nl)
AP N -EN 7B EE-1-N N- — A EPRER TR &
FF-—- FROKFER(L1y) FNN-—FEFHBE(nl) P_RER
(100ml) WHER, FUFAERERRERE TR, RE, &
Frk— FHB(-50T) BHT, ERERAHF WAL I-TZH(4nl),
REERFERETHH 4%, ERARBRETERNRA Y PR FH
(4nl) ZJ5, BFThk- P8RS, A UBAHBE, ZZHEFEAS
iR REREGWF AT _EFEK, REUE_LFRE, REAZ
LFRANERKE. AR TRE, KARAKPEMHRFAER
hik, REARRETER. 25, REA#ERN. ZLUETLRT
WY, HAEAARREANNFRAER (41, YEERESH, UESR
W %k#k, RERARRETR. 25, REAEEN. BAWETFNN-
“REEHREY(15al) . BRAEEF AL -(-ZFFEELEL
-4— B) - -FERXBETR(L.53g) . 1-BE-1H-KF=m(0.55g) F
C ZHREERA TR0 18), RETERMEE 2 LN, KEBRE
PEWANTRIERA. KETLRIBEZE, AER—FALRLE
FH. AHLRLEE, RARAAREHEPABEEEE, TR
BTh. 25, REANERN. R4 REREEN, ATHET- (L
J-1-(2- ZXWEEEEY- - H) - - FEAXTEEZBBEE) -1-NN
- “HERETHRAELEFE - LAH-1- FROFFER(L 4y,
i3.2% .
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NMR (CDCly, §):
2.83(3H,s), 2.89(3H,s), 3.36-3.50(2H,ABq,J=18.8Hz),

4.04(3H,s), 4.84,5.10(2H,ABq,J=13.7Hz), 5.04(1H,d,

J=4.9Hz), 5.92-5.96 (1H,m), 6.76{(1H,s), 6.94(1H,s),

7.20-7.45(25H,m)

Wl Ao 14
1- C(2)-2-(S— ZHXFHEL-, 2 - B3 - H)-)-FEETR

BB -1 -(NN-—FEEREFRELTE-I- X/ FR-
KPAR

N —q— C~CONH s
TNH/J‘SN'" :I:g’ gNFH3
r N P 0
0 CO,BH

EHEFAD XRFT R, BAGALEE (FR: 1IN,
NMR (CD50D, §):
2.65-2.87 (6H,m), 3.47,3.72(2H,ABq,J=18.5Hz),

4.07(3H,s), 5.18(1H,d,J=5.1Hz), 5.94(1H,d,

J=5.1Hz), 6.93(1H,s), 7.25-7.45(25H,m)

G E-glE
- ((1)-1-(1- ZFFRELEEY - X)) - —RFRETRXL

BERKED -3-(N N-—FREXEPRAXFE- - LHH-1- FR-OXYF
9.

_32_



FHEPARFT X, BAFRECSH (FH: 4%

NMR (CDCl3, 8):

2.82(3H,s), 2.86(3H,s), 3.43,3.56(2H,ABq,J=18.7Hz) ,
4.82,5.09(2H,ABq,J=13.9Hz), 5.05(1H,d,J=4.9Hz),
5.72,5.86(2H,ABq,d,J=3.6Hz, 55Hz), 5.94'(1H,dd,
J=4.9Hz,8.4Hz), 6.81(1H,s), 6.93(1H,s),

7.03(1H,d,J=8.4Hz),7.28~7.45 (25H,m)

& B 6
1- WA - (- ) - RRE X1 KRR - FROXW

; Q\/ o@

CO,BH

OHCNH

EXRSHT, H#1-FHEX-1- 291 LBH-1- FRXVF
AW 24g) B kW(0ml ) B AN, N — B k(1. 62g),
REERBEBETRE | DS a8, 28, EHRAERTMKE
(0.85g) Y& wembi(l0nl) M, FFRAAERETHIE 1 DEIL4
EERTHEHES A, BRERAWFRNKR(.17g) , RETER
RN, REBREREFRREEBREW. RRABTLRLT

_33_



B, FIAEREAAINER., KA ALHuPKERLEE AERAR
BRETHR. RE, RERXEEN, BRWAREREENAEL, ATRE
T-FEER - -(1 - ) REETE- - XHH-1- FROXFER
(2.3, 43.0% .
NMR (CDCly, 6):
1.20-1.40(6H,m), 3.30-3.40(4H,m), 4.57,4.66(2H,
ABq,J=12.8Hz), 5.13(1H,s), 5.22(1H,d,J=4.0Hz),
5.70-5.75(1H,m), 6.44(1H,s), 5.89(1H;s), 7.25-

7.40(10H,m), 8.23(1H,s)

wl&H1T
- EREREE-Y (- ) - R TR - k- FROXF

XEw-1- Kty

COzBH

OHCNH

XA T, H#1-FRBE-I-(1-Rrs) FRAXFR-1- KA
- FR_XEXRI ) WZRTE(00l) BAP AN EIETR
(1.533), RETFEREERB S 44, BREBESHFRANARIXTF
B(0.155) , RETRATHBIS 24, BESREUENTBHEER K
Em%ﬁﬁoﬁ%%mﬁﬁﬁ§ﬁ%m,Mmﬁﬁ%%&ﬁ —RFE-
PRRE--(-ed) RAXEFR-I- LARH- - FROEFER-
— A k41,53, 43.1% .
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NMR (DMSO-dg, §):
1.35~1.55(6H,m), 3.23-3.30(4H,m), 3.65,4.01(2H,ABq,
J=18.7Hz), 4.58,5.11(2H,ABq,J=13.6Hz), 4.98(1H,
d,J=3.7Hz), 6.05(1H,m), 6.93(1H,s), 7.25-

7.55(10H,m), 8.15(1H,s), 8.43(1H,d,J=9.5Hz)

&L
- FRERRE-I-(1-or H) RAXFE-I- LFE-1- FRKY

AEw
OHCNH\T:: ﬁ
N //\\v/,ocni :

0,BH

ETR— THBFAH(-60T) T, #1- FREE-1-(1-%EX)
BRELTR-I— KF-- FROKFER-1- EAP(2.07g) &N N-
“HREFRE S0l ) BRPMAZRLRE 10l) , RERSHH. £
Fh- ZHAHT, EREBAYPRAMCR ZERA, KRE, #H
REAWHEEAINER. WEIRIKE, XEH#—FPRIRIEH
Bo £HLRIRE, RARAAPAPEAMHAERRE, REAKR
ETH. 25, REAHEN. A4t REBRAEZN&L, ATHE-
HRERER-I-( - X)) -RAEFE- - LHH- - FROKXFER

(1.87e. 93.0% .
NMR (CDCl,, §):

1.35-1.55(6H,m), 3.20-3.35(4H,m), 3.35,3.46(2H,
ABq,J=18.7Hz), 4.76,5.03(2H,ABq,J=13.9Hz),
4.90(1H,d,J=3.5Hz), 5.80-5.85(1H,m), 6.86(1H,s),

7.14-7.40(10H,m), 7.84(1H,d,J=9.2Hz), 8.15(1lH,s)
_35_



#l&H19 »
1- ((2)-1-(1—- X FREREER-(— X)-1-ZXXEXTFHIET
BEREAD -1-(1-Re k) BEXTFE- - LBB-I- FROKFER

T /EQ\/ O

l
0 CO,BH

Tr

- FRBE-)-( - X) REXTFE-- XAH-1- FR-X
FAR MR- TR, 20n) BEPRAICH RR(20l), FH
FrafuTEREMEL 1 094, RE, REAXFEEN. RLYF v
ANAFTRIE. KELRIEE, AUXEFNMATCRIBER. &
HTLRIRE, AELHMPAAEALE, REARRETER. 2R,
REAEARN. RR/UETNN-—FXFBRE(18al) F. BHF/ERY
MN(Z)-2-(1- ZXFHEREEW-— X)-)-ZFFXER- TEXT
B(2.35g)  [-BE-IH-KF=n(0.56g) F_IROERAL_ER
(0.79g) , RETEEMH | H 28, EREBAHTMATLRE
Bfk. URIRIKE, KEHX-FPRAIRIUBER. 4FLRTEK
E, REARAAFEAHEfAERE REARRETR. 25, RE
AEBH. AeWABREEN L, AHEH- (I)-1-(1- ZX¥F
REXE- - ) - -CXKFRRETEETBILED -1-(1- R )
BEXFE- - LFH-1- FROXFER(1. 45, 33.7%.

NMR (CDCl,, §):
1.42-1.64 (6H,m), 3.25-3.43(4H,m), 3.26,3.48

(2H,ABq,J=18.6Hz), 4.82,5.12(2H,ABq,J=13.9Hz),
5.05(1H,d,J=4.9Hz), 6.05-6.12(1H,m), 6.44(1H,s),

6.96(1H,s), 7.15-7.43 (40H,m)
- )¢ -



#4120
- FRARAE-I-(1 - AARTRE) BREEFE-I- XBH-- FR

= L F 3.

S 0 |
OHCNH (\) OEN ‘
N
O;: ~_
CO,BH

SaAR R R, BIARELAN (FE: SIY

NMR (CDCls, §):
5.15-2.25(2H,m), 3.90-4.00(4H,m), 4.55,4.61

(2H,ABq,J=12.7Hz), 5.13(1H,s), 5.21 (1H,d,J=4.0Hz),
5.69 (1H,dd,J=4.0Hz,9.2Hz), 6.44(1H,s), 6.82(1H,d,

J=9.2Hz), 6.90(1H,s), 7.28-7.40(10H,m), B8.22(1H,s)

-
1- PRI -(1-AARTRE) BATE-I- LAH-1- TR

FERW-1- B

0
_ 1
OHCNH r,S ﬁ
/l:ju\f;]\\/,ocnii::>
0
Co,BH

SHAH R R, REEELLY (R 1%,

NMR (CDCl,, 6):
2.15-2.25(2H,m), 3.20,3.82(2H,ABq,J=18.9Hz),

3.90-4.05(4H,m), 4.45(1H,d,J=4.8Hz); 4.72,5.24
(2H,ABq,J=14.3Hz), 6.07(1H,m), 6.93(1H,s), 7.20-

7.50(10H,m), 8.21(1H,s) _37_



&1
T- PR - -(1-ARFTiRE) KEXEFE-I- LHRK-1- FR

b -3
Irs i
N OCN

OHCNH
CO,BH

o

HHEAI KB FT R, FEFEALSY (FE: IT%
NMR (CDCl,, §):
2.15-2.25(2H,m), 3.44,3.57(2H,ABq,J=18.7Hz), 3.85-

4.10(4H,m), 4.83,5.06(2H,ABq,J=13.9Hz),
4.99(1H,d,J=4.9Hz), 5.93(1H,dd,J=4.9Hz,9.2HzZ),

6.39(1H,d,J=9.2Hz), 6.95(1H,s), 7.25-7.45(10H,m),

8.25(1H,s)

4413

T- (7)-2-(1- ZXFREXE (- X)) -ZXFEFRXTEE
CEBEBER) -3-(1-ARFTHRE) RAXFE-I- XFH/-1- FR-X
FAR

- 13 -



C-CONH

LTI

CO,BH

BHEF KRBT R, RIABECLY (FF: 1%
'NMR (CDClj, §):
2.15-2.27(2H,m), 3.26,3.50(2H,ABq,J=18.5Hz), 3.85-
4.10(4H,m), 4.82,5.08(2H,ABq,J=13.8Hz),
5,05(1H,d,J=4.9Hz), 6.11(1H,dd,J=4.9Hz,8.8Hz),

6.47(1H,s), 6.99(1H,s), 7.15-7.53(40H,m)

#5424

T-FREE-1- (N-(1- 27X -N-FEEEFTRAFTE) -1- X
BRH-- FROEFERM-FREE-I- (N-(1- BZH)-N-FEE
RFBRAXLFL) -1- LFH- - FROZFERMRARL Y

OHCNH (
\/ Me

cozan

B EHLRUF R, REFACEE (FH: 51N,

NMR (CDCl,, 6):
5.90-2.97 (3H,m), 3.24-3.35(2H,m), 3.49,3.59(10/12H,

ABq,J=19Hz), 3.61-3.70(2H,m), 4. 57-4.76(14/12H,m),

4.86-4.90,5.09-5.18(10/12H,m), 4.99(5/12H,d d,J=5Hz),
5.18(7/12H,s), 5.24(7/12H,d,J=5Hz), 5.65-5.68

(7/12H,m), 5.93(5/12H,dd,J=5Hz,9Hz), 6.47-6.50
(7/12H,m), 6.91(7/12H,s), 6.99(5/12H,s), 7.15-7.20

(10H,m), 8.22(1H,s) _24_



il &2
- FREREA-3-(N-(2- BZE)-N-FREAXFREETFE-I- L&

- PROKVFER-|- |ty

]
OHCNH S 0
T ||
N OCN-"™— OH
0 Me
CO,BH

B A ERNF R, REAFALEY (S %,
NMR (CDCls, §):
2.87(3/2H,s), 2.90(3/2H,s), 3.22-3.29(1H,m),3.36-
3.41(1H,m), 3.59-3.62(1H,m), 3.69,3.71(1H,m),
3.94,4.09(2H,ABq,J=20Hz), 4.46-4.56(1H,m), 4.77-
4.81(1H,m), 5.23-5.29(1H,m), 6.08-6.10(1H,m),

6.94(1H,s), 8.22(1H,s)

#] &2 6
- Q-ZFXPHEETFHE--(1-ZXKFEEAE-4— X) 7Bk
BE] -1— IN-(2—-BZE) -N-FEEXFREXFHE) -3- LR

- FR-KFER

HHAA XPF R, REGEACEY (FH: 119,

_40_



NMR (CDCl,, 6):
2-94-2.97(31'[,111), 3-24-3-30(3H'm), 3.43-3-52(3}1,1“),

4.80-4.83(1H,m), 5.06(1H,d,J=5Hz),5.10-5.15(1H,m),

6.11(1H,dd,J=5Hz,9Hz), 6.44(1H,s), 6.96(1H,s), 7.2~

7.4 (40H,m)

&2

T-FEEE-I-N- REFREFLEN- FRAEETREALE TR
KRH-1- FR-X EFSEﬁ-l - it

OHCNH

1
S
K - Me
O/I N\‘/ OCN ~ CONH,

COOBH

0
|

BT-FEREEAE-I-( -k ¥) BRAEFE-1- LFF-1- FR_F¥
RERE-1— Fthp(5. 4g) WP EkmE(0nl ) Fok(18al) HARELY
FRANERBEARERE( L. 9g) Fotb(1. Dol ), RETEEHEEIS A
iy, FASTHRN . KEBRSWRAEZE, REYPAATT
RIH. ZRIUBEKAFAINER., A€t f kB Rk, A%
RETHR, AEKRE. RESWARBREEN LML, ATHIAFALE
B (150mg ; . 15.0%,

NMR (CDCl,, §):
2.78(3H,m), 3.78(2H,m), 3.5-4.1(2H,m), 4.95(1H,m),
4.5-5.1(2H,m), 6.03(1H,m), 6.9(1H,m), 7.2~

7.5(10H,m), 8.14(1H,s), B8.42(1H,d,J=8Hz)

- 4] -



il &418
- PRI -N- P E-N- PREEFRELFE-I- KRB

-HFR_FFER

OHCNH r/S o)
" - Me
N OCN_-
0 7 ~o-
COOBH

#EHEP B EQFT R, REAFECSH (FR: (6%,

NMR (CDCl,, §):
2.94(3H,s), 3.4-4.3(4H,m),
4.87,5.15(2H,ABq,J=18Hz), 5.08(1H,d,J=4Hz),

5.96 (1H,dd,J=4Hz,8Hz), 6.45(1H,br.s), 6.94(1H,s),

7.2-7.45(10H,m), B.26(1H,s)

i &H19

- UD)-1-ZXFEARETEE--(1-ZXFREHEY-4— X
LB E] -1-N— RFE-N- FRXAXFRERX TR - LAH-1-
FR_KXFXR

S N

ERAHT, £1- FRREX-)-N- £FE-N- FEAEFRERX
FE-I- kFF-1- FROKFEM(OIng) HFR(Inl) FAPEL
%E(6nl) RAWHMRER tol) , AETEERMEH 1M RE
KR BAY, MATLRLE, FRAAK. ZREHEFIAFLFRMA



Tk BR A, FARRETR REKRE.
EhRAHRRY(ing) BN N-—FEFBRE(I0l) BEHP,
AN -2-(1— ZXF XA EL- - X)) - KFREFRATEXT
R(610mg) « ZIRTERAL R 19Tng) Fol-BEEF=vd(123mg),
RETERBBOIN, ERERAYPIKFLRIE. ZRLEE
HARAAK. INER, HPRREAAEATRPRLAAERKEE, A
RBRETR, RERE. R{WREREEN 4L, AWHEIFAL
Al (d6dmg ; PR 44.5%,
NMR (CDCly, 6):
2.87(0.6H,br.s), 2.96(0.4H,br.s), 3.08-3.48(2H,m),
3.8-4.3(2H,m), 4.7-5.2(2H,m), 5.04(1H,d,J=5Hz),
6.10(1H,dd,J=5Hz,8Hz), 6.45(1H,s), 6.96(1H,s), 7.1-

7.5(40H,m)

i E- kL
- FRLARE-3-(1-2%-1— gl ) HEEFX-I- XHm@-1-
FROKFPERRK - XARATED

OHCNH S 0 :
¢ I OH
TR o
0
CO,BH

HHARCEMUTR, BRIAFECLSY (FF: 1Y
NMR (CDClsy, §6)°
1.9(2H,m), 3.2-3.6(4H,m), 4.4-4.8(3H,m),

5.01(0.3H,d,J=5Hz), 5.17(0.7H,s), 5.23(0.7H,s),
5.70(0.7H,m), 5.94(0.3H,m), 6.48(1H,m),
6.91(0.7H,s), 6.95(0.3H,s), 7.25-7.45(10H,m),

8.25(1H,m) - 43 -



431
- FEEREE-I-(3-BE- 1 - g iE) RREFE-I- %E‘E% -

HEk i?%ﬁl—ﬁﬁ%

OHCNH «_ 5 0
- !|<:::Y'_‘OH
AN OCN
0
CO, BH

BBV DT R, GEFANES (FF: (8%,
NMR (DMSO-dg, §6):
1.6-1.95(2H,m), 3.1-3.4(4H,m), 3.84(2H,m),

4.86(2H,m), 4.98(2H,m), 6.05(1H,dd,J=9.8Hz,5Hz),
6.93(1H,s), 7.24-7.53(10H,m), 8.15(1H,s),

8.42(1H,d,J=9.8Hz)

BTN
1- FBREA-I-(3- A - g H) REAEFR-I- KR -

HE XK AR

OHCNH
CO,BH

BRI RUT X, REAGELeY (FR: 119

NMR (CDCls, §):
2.16(2H,m), 3.3-3.7(6H,m), 4.99(1H,d,J=5Hz), 4.8-
5.2(2H,m), 5.48(1H,br.s), 5.93(1H,dd,J=9Hz,SHz)
6.48(1H,d,J=9Hz), 6.95(1H,s), 7.2-7.4(1H,s),

8.24(1H,s) S -



L
- U -1-ZXFEREFRE--(-ZXFEELE-1- X
CBLERAD -3-(3-8-1— b e ) HEETFE-I- LRF-1- 7R
“EFER
C —CONH

:]:j OH
TENH °°N<::I//’

OTr CO,BH

ERERERFT X, BAFECLY (FR: ) .

NMR (CDCl;, §):
1.97(2H,m), 3.1-3.5(6H,m), 4.26(1H,b),
4.98(1H,d,J=5Hz), 4.7-5.2(2H,m), 6.05(1H,dd,

J=9Hz,5Hz), 6.46(1H,s), 6.94(1H,s), 7.1-7.5(40H,m)

Hl A3 4
T-FRRE-I— (((8)-(+)-21-BFE- |- ki) BHEXPH
J4—%&%4—?&:%?%#&#4—%ﬂﬁﬁ&%

OHCNH
II{ }
C02BH

EE AR RUT R, BAFRALEY (FR: 16%.

NMR (CDCl;, §5):
1.7-2.1(4H,m), 3.2-4.0(4.4H,m), 4.65(1H,m), 4.6-
5.3(1.2H,m), 4.86,5.15(0.8H,ABq,J=14Hz),
5.01(0.4H,d,J=5Hz), 5.18(0.6H,s), 5.25(0.6H,m),
5.72(0.6H,m), 5.94(0.4H,dd, J=0Hz, 5Hz) ,

_45..



6.45(0.6H,m), 6.91(1H,s), 7.2-7.5(10H,m),

8.25(1H,s8)

il &3 5
T-BERBEE-I- (((§)-(+)-1-BFE- - gfx) REXFE)-

3-kFE-1- FR-1- Ay
o)
t |
5 0
OHCNH (- “
. N~ OCN
© CO,BH OH
RS EUFT R, BEFECESE (TR I,
NMR (CDC13, §):
1.5-2.1(4H,m), 3.2-4.0(6H,m), 4.53(1H,m),
4.80,5.34(2H,ABq,J=14HZ), 5.25(1H,m), 6.15(1H,dd,

J=9Hz,15Hz), 7.97(1H,s), 7.2~7.5(10H,m), 8.27(1H,s)

il &6
T-FEREA-I- C((8)-(+)-1-BFE- - dgieX) REEFE

J-1— kFH-1- FROEFER

OHCNH (
CO,BH OH

HEHEFS RO TR, BEAFACEY (FE: 149,
NMR (CDCl,, §):
1.80-2.10(4H,m), 3.27-3.56(6H,m), 3.90(1H,m),
4.97(1H,d ,J=4.8Hz), 5.01(2H,ABq,J= 14Hz),

5.90(1H,dd,J=4.8Hz,8.9Hz), 6.94(1H,s), 7.23-

7.44(10H,m), 8.18(1H,s)

s



il 443 7
- UD-1-(1- ZXFEEREE- - X)) -ZFFREXTHA

THREED -3— C(5)-(+)-1-BPEmp ) SEXFH-I- L7
Wi-i— FROKFER
]

N—F— | ————C~CONH ¢
AT A0
OH

I
OTr COZBH

HH B RMF R, B BIR A Y
»mzmmh,n: BRI (FH: (%) .

1.80-2.00(4H,m), 3.21-3.60(6H,m), 3.90(1H,m),
5.02(1H,d,J=4.8Hz), 5.08(2H,ABq,J=14Hz),

6.07(1H,ad,J=4.8Hz,8.8Hz), 6.45(1H,s), 6.95(1H,s),
7.20-7.40 (40H,m)

w&p38

1= UI)-1-ZXKFERETFEE-1-(1-ZF PR 3
CRUBEED -3-(1-hokle ) BREXPR-I— kABH-- FR_EFx
Bfl- Q-ZXFRRETEE--(1-ZXPREL R - ) 7B
BERY -1-(1-as ) BERFR-1- LHHE-- FR_FPRRN

B H A
N —]— G-Con
T A J_ IK J\/ OCN

cozan

EWArKH(200nl) FENI-(1- ZHFREER-— #)-1-=
FEXEXTELTR(2g) . -BEFF=w(6y) KO EBH—

- 47 -



TREY.2g) o W ABE TR /oS24 (HHA) o

B-FE, #-FX-3- BRI LBHE-- FR(10.)y) &7
FTOHEGWnl) , RETERTMAN-FE-N-(ZFRAFRKEX) =&
BERE( 4. 8ml) . HTAEERTE R 58 (KD,

A ARG, REAARN. HABIANBRLYRAICEMSR
ARARCENELE R, ATHRBAREAR HEXERAEFHAK
(500l ), HFTERTHRABERWIMME P, REWE 1AL
4o

ZE, SRR BAY, RAFTWMA_EEETRAFK(I1.65) foHF
B(L.65), METERHEH 1 . RERHRERGWHERN, H#d
HBRENAREE TOERE(1200l) , FTERTHHERP AN,

— A k(4 9y), REERBERE TS 1/,

ZjE, ERMBEWF NSRRI ) , REHEE 2PEIS
e MEZRRNBAWHAN. HhBRINRLYAEENESO,,
250g; &K ZRZE=11)44, ATHIAKELEY (6.945; F&:
20% .

NMR (CDCls, 5):

1.80-1.95(4H,m), 3.25-3.30(4H,m), 4.60(6/5H,s),
4.82,5.10(2H,ABq,J=13Hz), 5.05(2/5H,d,J=5Hz),
5-18(3/5H,s), 5.25(3/5H,d,J=5Hz), 5.85(3/5H,dd,
J=5Hz,9Hz), 6€.15(2/5H,dd,J=5Hz,9Hz), 6.22(3/5H, s),
€-42(3/5H,s), 6.44(2/5H,s), 7.01,7.03(1H,s), 7.25-

7.40(40H, m)

E R
1- U)-1-ZRFEFETRE-1-(1-ZXFEREER- - &)

_48_



ZEERE) 3-( - ) BEXFR- - LFBH-- FROKFER
B-1— &

1
N-—:H_—C—CONH\\ .8 0]
T N’/Q\S ﬂ L:gf Og‘i:]
r e N
H | o 7
OTr CO,BH

EXRBHT, R4 FAIAHRAM(3. 1) WHEkw(40n])
EHEMANFA- REFR(140l) . HHABATERMH S o
PR R M R o R B B R A PR A AT (81 0z, 50,
¥ LRZE=61) Mk, ATAIFELAY (14 FE: 319,

NMR (CDCl,, &):
1.83-1.90(4H,m), 3.00-3.62(2H,ABq,J=18Hz), 3.21-

3.25(2H,m), 3.35-3.39(2H,m), 4.41-4.43(1H,m),
4.72,5.32(2H,ABq,J=13Hz), 6.30(1H,dd,J=5Hz,9Hz),

6.42(1H,s), 6.93(1H,s), 7.35-7.40(40H,m)

wA&FI40
- (1)-1-ZXFERETPEE--(1-ZKFEREEY-1- X

BRI -(1-g ) BEEFE- - LFHF-I- FROFFER
1)
I

N C-CONH S

H
OTr OZBH

E-NTT, EHEF HBALEH1 14g) BN N-ZFXFEK
Be(15ml) BF A Z KA. 43n01) o AR GERERTERE TH

- 40 -



#3004,

WREBAYENITRELEEAHE-1ICHIRZEY, HREMWN
Ao WKEZBRIEE, AAPELARTAER LR, AKAIAR
RETH. 28, REAHEHN. KhbGEARARRUET LRI,
HUF BRI RERY. B RREAGIEY, HARTRE
¥, ATEEFELEY (895mg , 7R (3%,

NMR (CDCly, 6):

1.84-1.87(4H,m), 3.28—3.50(2H,ABq,J=18Hz), 3.20-
3.24(2H,m), 3.35-3.38(2H,m), 4.82,5.10(2H,ABq,
J=13Hz), 5.05(1H,d,J=5Hz), 6.09(1H,dd,J=5Hz,9Hz),

6.42(1H,s), 6.94(1H,s), 7.35-7.40(40H,m)

LHH| |
T- UZ)-2-(1— EA&E-4— H)-1-FETRECBREE) -1-N N
- ZFRXREFRAE TR - XFH-1— FRY

C CONH

" :J:jt:{]\\vf,ocnf

CozNa

EZRCR(Inl) FXFE(2ol) HHREEESDFINREE 4§
BEyl- ((I)-1-ZXKPEEEEL- (- B)-1-ZXFEERTEX
BRED -3-NN- —FEAEFBEXL TR - XFH-1- FROXEFX
B, WA REHE M. REBAWPARER(1000l) , 38
HARKERBFTEY. FRBWEFR(100l) P, RETSHERH !
Mite BEXEFR, REMACE, BIXRUERBTNED. I
EMBRETHREHKAARBRNAER, FriEdd A Kae
ﬁﬁ,%ﬁ%ﬂﬁﬁ%%%@@ﬁ%_F$:”%L



NMR (D50, §):
2.7(6H,br.s), 3.42,3.69(2H,ABq,J=19Hz),

4.67,4.91(2H,ABq,J=12.6Hz), 5.22(1H,d,J=4.8Hz),

5.85(1H,d,J=4.8Hz), 7.00(1H,s)

SEHEf 2
T- ((Z1)-1-(2— KEE-{— X)-1-BATHEXZBHEXE]) -3-N-

CE-N- FEREFRALEFE- - XAH-1— FRHY

q——j]—-C—CONH\\ s 0

H N/l\ S lli | E—t‘: oil:n /3

oz

2 I o™ p e e
OH Co,Na

WA L RN LAE TR | BRI RETAE, B3k
AMeth (FHR: 15%.

NMR (D50, 6):
1.05-1.15(27/10H,m), 1.25-1.35(3/10H,m),

2.72(3/10H,br.s), 2.90(27/10H,br.s), 3.05-
3.15(2/10Hm), 3.25-3.40(18/10H,m),3.4-3.5(1H,m),
3.7-3.78(1H,m), 4.70-4.78(1H,m), 4.90-5.00 (1H,m),

5.24 - 5.27(1H,m), 5.85-5.90(1H,m), 7.02(1H,s)

LR 3
T- Q2)-21-(1— EAES-4—X)-1-BEFEETHEH- I -1
- Do) -HEERFE-I— LARE-1— FRY
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C-CONH_ 0
/U' 1 o %
/

#ﬁ%ﬂ”ﬁﬂﬁ%A%&ﬁﬁﬂl%%ﬂﬁﬂﬁﬁkﬂ R
BAAm (£ 15%,

NMR (D20, 5):
3.42,3.72(2H,ABq,J=18Hz), 3.45-3.60(4H,m), 3.70-
3.80(4H,m), 4.75,4.95(2H,ABq,J=13Hz),

5.23(1H,d,J=4.5Hz), 5.86 (1H,d,J=4.5Hz), 7.01

(1H,s)

ERH
T- ((I)-2-(1— BAEES-4- X)) -FERTAETHEE] -1—

-ZRAREFHRALFE-I - LT - FRY

AEXRSHT, HZRIBRUEAFBINHEFIFBWT- (2)-2-
CSEPEEEEY - - ) - -FEE TR THRERD -I-NN- ZFX
FEFHREREFE- - LHTHF-(- FROKXFR (1.463%) AEER

_52_



(10%EF) BRP, FAANEREAFRETRE 1 0H0 04, K
EREEPRAY. RWHETFH, H5RWHN5HE 2 0 EI0P BT
K. LRURTEHERANIETIE, MEANRRA(IE
%) o AURRRMNFBAGERPUTRER. TRKETRYE
o, URTARRE REZATR. WRANERAREEENAL
B, BRE1- ((1)-1-(1— AAEs-1- X)) -FEETEXE TR -
NN-ZFXQAFBREREFE-I- LFM-— FRY (11 EF,
8.5% o

NMR (D50, §):
2.65-2.80(6H,m), 3.26,3.52(2H,ABq,J=18.1Hz),

3.83(3H,s), 4.52,4.75(2H,ABqg,J=12.6Hz),

5.05(1H,d,J=4.8Hz), 5.66(1H,d,J=4.8Hz), 6.85(1H,s)

LW S
T- C(2)-2-(5- #&E-1,2,4—Eu-3— X)) -FEXTHEX 7B
) -I-NN-—FEFATREXTFE- - LHE-(— FREY

N-——T——C CONH r,
r‘ H
H,N
\T:l\w// \CH3

OMe CO,Na

HHE ERURB AW EHH R UFRLE, BAFEL
24 (FE: 11%.
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NMR (D,0, §):
2.68(6H,s), 3.21,3.46(2H,ABq,J=18.0Hz),3.89(3H,s),
4.50,4.72(2H,ABq,J=12.3Hz), 5.01(1H,d,J=4.7Hz),

5.67(1H,d,J=4.7Hz)

LR 6
- ((I)-2-(2- HAEE-I- X)- - —RKFEXTEXTREE)
“I-NN—- —HEEXPRERTE-I- LAR-1 - FRY

N C-CONH 0
] o r I cH
| _~-"3
H,N” "8~ N ~A—N__ OCN
| 0 “NCHj,

HR AP RE ML HRERT (HRUTALE, BIFAL
& (R 1%,

NMR (D,0, 6):
2.62-2.73(6H,m), 3.22,3.48(2H,ABq,J=18.0Hz),
4.49,4.72(2H,ABq,d,J=12.8Hz,1.6Hz), 5.02-

5.04 (1H,m), 5.63-5.66(1H,m), 5.61(2H,d,J=55.2H2),

6.95(1H,s)

KRB 1

T- C(1)-2-(1— R - %) -1-ZXTRETREED -3-(1-
W) - R AL E-I - LFE-1- TRHY
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C -CONH
(
HZN OCN

COzNa

HH &AL BB R dR LR AN T ALE, BEFEL
&4 (F$ 28%) o

NMR (D50, §):
1.25-1.47(6H,m), 3.17-3.29(4H,m),
3.25,3.51(2H,ABq,J=17.9Hz), 4.55,4.78(2H,ABq,

J=12.5Hz), 5.07(1H,d,J=4.6Hz), 5.70(1H,d,J=4.6Hz),
6.82(1H, s)

SEHH 8
- UD)-2-(1- AAEY- - X)) -BETEXZHRERE) -3-(1-

ARATH) -BALFE-I- LHH-1— FRY

HH AR NAA PR | RO FTALE, BEREL
A% (}ﬁ:$' 25%)0
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NMR (D,0, §):
2.00-2.10(2H,m), 3.21,3.47(2H,ABq,J=17.9Hz),
3.75-3.87(4H,m), 4.51,4.70(2H,ABq,J=17.6Hz),

5.05(1H,d,J=4.8Hz), 5.68(1H,d,J=4.8Hz), 6.78(1H,s)

LR 9
- U2)-2-(1— |- X)) -BRTEXZBEL) -1- C
N-(1- BZX)-N-FEEXFREXEFX] -1- LHGF-1— FRRH

| C-CONH\ S (o]
")l T | — .
H l;' o N~ OCN

2 OH

Me

AP RE WA DI ERT | WEUFRAE, BEFEL
A4 (FFE: 11 .

NMR (Dzo, §):
2.79-2.82(3H,m), 3.28-3.30(3H,m), 3.56-3.58
(3H,m), 4.57,4.75(2H,m), 5.09(1H,d,J=5Hz),

5.73(1H,d,J=5Hz), 6.84(1H,s)

SR
T- UI)-2-(1— FEES-4— ) -BETRAEBERHE] -3 N-
MFR-N- FXETFRELTE -1 - LRRE-1- TR

- 54 -



/‘k—,r?f . ;Q\/ I e

H,N oCN{__- CN

OH . COONa

HHEND RA LA PR EER | WEAGY XLE, #AKAL
A4 (FE: 1%,
NMR (D50, 6):
2.85(3H,br.s), 3.28,3.55(2H,ABq,J=18Hz),
4.1-4.25(2H,m), 4.5-4.9(2H,m), 5.06(1H,

d,J=5Hz), 5.70(1H,d,J=5Hz), 6.77(1H,s)

R |
1- C(2)-2-(2— FAEd-{— X)) -BETFHETHEE) -3-(3-
BE-1 - heiird) REXFE-I- LHE-1- FRHY

HZN,,J:_:H_-C conn::[j(;;:l\v//OCN:::],ﬂ- OH

OH COONa

R &P B bt Ly | AN TRAE, FAKREL
A4 (FE: 1T,
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NMR (D0, §):
2.05(2H,m), 3.25-3.8(6H,m), 4.4-4.5(1H,

m), 4.6-4.95(2H,m), 5.20(1H,d,J=5Hz),

5.83(1H,d,J=5Hz), 6.96(1H,s)

SR 12
T- U2)-1-(1— EEE-1— X)) -BXTEECRRER) -3 -
((S)-(+)-1-2WH-1— g i) REEFE-I- LHH-1- FRY

N—i:[——C—CONH\\__ s 0
A ——gif;l\w/,ogu<;;)
OH

OH Co,Na

¥ ol &0 B R LA WRERA | HRUTRLE, REARAL
Ao

NMR (D,0, §):
1.70-1.84 (4H,m), 3.19-3.82(7H,m), 4.67

(2H,ABq,J=13Hz), 5.08(1H,d,J=4.8Hz), 5.70

(14,d,J=4.8Hz), 6.83(1H,s)

SEHHL 3
1- C(2)-2-(1- REEY-1- X)-1-BETRETHREL -1-(1-
v E ) - A -1 KFH-- TR
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CO,Na

VH AP RARLA BT IRD | RN FTRALE, BAKENL
a4 (FE: 1TW.

NMR (D,0, §):
1.68-1.73(4H,m), 3.15-3.23(4H,m), 3.25,
3.52(2H,ABq,J=18Hz), 4.52,4.75(2H,ABq,J=
12Hz), 5.15(1H,d,J=4Hz), 5.68(1H,d,J=4Hz),
6.81(1H,s)

LR
- QI)-2-(21— mAEAE- - X)) -BETEXTHEE] -3-),
N-— P EEXFRAXTE- - LB - PREABRAL PR

C—-CONH
,1 ﬂ|| j:K ||/
\CH3 ’
OH COZCHZOFC(CH3)3

o

K RRER TR (VTER; 1. EER) mEANLHER | HEK
1- Q(Z)-2-(1— S AEE-i— &) )-BETFHXTHEE) -3-N N~ =
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ERERAFHEAR TR I- kFHE-(— FRY (WEX; 0. 162 EER)
WoFETRE(IEA) BIHFP, RERE 1A, ERERAS T
ANTRZEIVWER) &, REBAWEAAKE, FRAMAHEMLHAK
Ak, UEAMBETRE, BRERS. RGP\ ATRELE
f, RERELAY (NER, FE: %,
NMR (CDCls, §):
1.24(9H,s), 2.92(6H,br,s), 3.50,3.61(2H, ABq,
J=19Hz), 4.89,5.17(2H,ABq,J=13Hz), 5.07(1H,d,

J=5Hz), 5.85,5.97(1H,ABq,J=5.5Hz2), 5.93(1H,dd,
J=5Hz,8Hz), 7.08(1H,s), 7.26(2H,s)

EHHS
T- Q2)-2-(1— EXEEY-4- X)- - B R T EXTBEKE -1-NN

- —FEEEFHRAETE-I- XRH-1- TR 1-(ZETHRER) ¥
L

HyN

N C-CONH S '
AT ok
S T o N “SCH3

oH c02CH20ﬁCH(C2H5)2

0

HRELES 1R ed5- ZETRIKFEATEN, [ERF
A (PR 1%
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NMR (CDCl,, §):
0.9(6H,t,J=7.4Hz), 1.5-1.7(4H,m), 2.25-2.35(1H,m),
2.93(6H,br.s), 3.49,3.60(2H,ABq,J=18Hz), 4.91,5.15
(2H,ABq,J=14Hz), 5.07(1H,d,J=5.0Hz), 5;84~5.95

(3H,m), 7.07(1H,s)

SEHH1 6
- [(I)-2-(1— AEE-I— X)) -ZXTEXTHREE) -3-N,
“REAETRARFE-I- LRF-(- PR I(RTRAE) LH

C—-CONH
l. ]l :j:fr’ \L\// CH3
N A OCN

cozcn O-ECH(CH3)2

I
CHy -0

HRELES WL ERTR-RRTEHTREY, REFL
et (FE: 1%,
NMR (CDCly, §):
1.18(6H,d,J=7Hz), 1.56(3H,d,J=5.5Hz), 2.55-
2.65(1H,m), 2.92(6H,s), 3.50,3.51(together,
1H,d,J=18Hz), 3.61,3.62(together, 1H,d,J=18Hz)},
4.90,4.95(together, 1H,d,J=14Hz), 5.05,5.07
(together, 1H,d,J=5Hz), 5.12,5.18(together,
1H,d,J=14Hz), 5.88-5.95(1H,m), 7.00,7.10(together,

1H,q,J=5.5Hz), 7.09(1H,s)
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9 20l

- UI)-2-(1— BEEd-1- R)-1-BEPEXTHREE) -3-NN
—HEERETRAEFE- - KFHE-1- FRI-(1- ZRLRAX)
LH

-CONH
/‘k j “ ;:K\Q\/OCN\CH

OH CO,CHO- -CCH(C5Hg) 2

|
CH4 ©

WREEES | ALeHE- TETRI-BR LRATRY, ﬁﬁ
RS (7R 1%,
NMR (CDCl,, 6):
0.90(3H,t,J=7Hz), 0.91(3H,t,J=7Hz), 1.5-1.75
(7H,m), 2.2-2.3(1H,m), 2.92(6H,s), 3.48,3.53
(1H,d,J=18Hz), 3.60,3.61(1H,d,J=18Hz), 4.90,
4.97(1H,d,J=14Hz), 5.07(d,J=5Hz), 5.14,5.15

(1H,d,J=14Hz), 5.88-5.95(1H,m), 7.00-7.10(1H,m},

7.08(1H,s)

£ 9 2%

1- C(I)-1-(1— SEER-i— X)-1-BXTEXTHEE] -3-N, N
- ZHRFETBRALTE-I- LARF-1- FR |-(XTELRED)
4.
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N C-CONH S
U RN P S

M- OCN
H,N S N O¢¢ N _~# ¢ 53
OH CDZ?HD fCHZC(CH3)3
CHy O

KA LRG| WA H SR TELRI-RRZBHTRE, #
ety (PR 4LSW .

NMR (CDCl,, §):
1.04(9H,s), 1.56(3H,d,J=5.5Hz), 2.2-2.3
(2H,nm), 2.93(6H,s), 3.48,3.50(together,1H,d,
J=18Hz), 3.60,3.61(together, 1H,d,J=18Hz)
4.91,4.98(together, 1H,d,J=12Hz), 5.03-5.10
(1H,m), 5.12,5.17(together, 1H,d,J=12Hz),

5.86-5.93 (1H,m), 6.97-7.12(1H,m), 7.12
(1H,s)

KM

- 2)-2-(1— EEEY-i- X)-1-BXTEXTRER] -1-N N
- FEAEFREEFE-I- XkBfH-1- TR |-( ZEREHREE) T

B
Lj_:“-—“-CONH¢%[fr:T:l\¢/ f,

OCN\CH3

|
CHy O

Qe



HREERS | et s TERRI -RATHITRE, A2
Ao
NMR (CDCly, §):
1.33(3H,t,J=7Hz), 1.58-1.63(3H,m), 2.93(3H,br.s),
3.51(1H,d,J=18Hz), 3.61,3.62(together, 1H,d,
J=18Hz), 4.2-4.32(2H,m), 4.91,5.17(1H,ABq,J=14Hz), .
4.99,5.22(1H,ABq,J=14Hz), 5.05(0.5H,d,J=4.5Hz),
5.10(0.5H,d,J=4,5Hz), 5.9-5.98(1H,m), 6.92(0.5H,q,
J=5.5Hz), 7.04(0.5H,q,J=5.5Hz),7.08(1H,s)
SE#H20
1- Q1)-2-(1— BEE-4— X)) -BXTEXTHRKEE -3-N N
- HREXTREXEFRE-I- LHH-I- FR I-( RREXKED
L

C-CONH S 0
A g \\ gf OEN’/CHB
- L

OH C02CHO-WFOCH(CH3)2

I
CH; O

HEEERY | WEAH 5 -RRZERTERREITRA, #
HAuAfem (FE: 0%,
NMR (CDClj, §):
1.26-1.37(6H,m), 1.58-1.62(3H,m), 2.93(6H,s),
3.50(1H,d,J=19Hz), 3.60,3.61(together,1H,d,J=19Hz),

4.9-5.24(3H,m), 5.04,5.07(together, 1H,d,J=5Hz),
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5.93(1H,dd,J=5Hz,8Hz), 6.92,7.02(together,1H,q,

J=5.5Hz), 7.08(1H,s)
£y AN
- U2)-1-(1- AEE - E)-)- B AT EXCHREE) -3-N, )

- _FXARXTHRARFEI- LHHE- - FR -(FROERER)

L
N C- CONH
P | ] r /3
HoN~" 8 ocnxca
| » cozcno c-o

CH3

WG EERY LAY SRDAER-RE ZRFTRES, 53
LA (FF: 9%,
“NMR (CDCl,, 6):

1.1-1.6(6H,m), 1.58~1.63(3H,m), 1.66-2.00(4H,m),

2.93(6H,s), 3.52,3.40(2H,ABq,J=18Hz), 4.6-4.7

(1H,m), 4.89,4.97(together,lH,d,J=12Hz), 5.05-

5.10(1H,m), 5.12, 5.17 (together, 1H,d,J=12Hz2),

6.83-6.94 (1H,m), 6.89,6.98 (together, 1H,q,J=5.5Hz) ,

7.15(1H, s)

4122
- U()-1-(1- R H) - BET RECRBED 3N
LE-N- FEEEFRALTE - Hp-1— FREARALTH
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H _CH3
OCN -
CoHs
ou COZCHQOEC(CH3)3
o)

KR E LR (el S HARBRFRETRE, RARALE
o (FHR: W,

NMR (CDCl,, §):
1.12(3H,t,J=7Hz), 1.24(9H,s), 2.89(6/3H,s),2.90

(3/3H,s), 3.25~3.35(28,m), 3.47,3.48 (together,
1H,d4,J=18Hz), 3.61(1H,d,J=18Hz),4.89(1H,d,J=13Hz),
5.06(1H,d,J=5Hz), 5.1-5.2(1H,m), 5.82,5.97

(1H,ABq,J=5Hz), 5.92(1H,dd,J=5Hz,8Hz), 7.07(1H,s)

LRI
T- Q(2)-1-{1— EAE-{- H)-1-BXTAEBREHE) -3-(1-

X)) BRREFE-I- LRE- - FRIFABKEXLTR

O

~—— C=CONH
HoN
2 0 /
OH COZCH2OFC(CH3)3
o)

BEE LR SR AW 5T ARRA FRAGFRN, BEREL
(P 1Y,
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NMR (CDCl,, §):
3.45-3.50(5H,m), 3.58-3.70(5H,m),4.89,5.18

(2H,ABq,J=12Hz), 5.07(1H,d,J=5Hz), 5.84,5.97

(2H,ABg,J=5Hz), 5.93(1H,dd,J=5Hz,8Hz), 7.08(1H,s)

LR
- UD-1-(0- BREEY- - X)) -FRXTEXTHELE) -1-
-CHEEEEFREATFE- - AR - FTRIEABRELTR

HzN,/ij—:I—-c CONH;:[:ELT;l\W/OCN H3

N CH
0CH3 COZCHzoﬁC(CH3?

o

HEBLRY (R SFARBRFRHATEN, FEAFREL
A4 (FH: 5%

1.23(9H,s), 2.92(6H,s), 3.50,3.60(2H,ABq,J=18.7Hz),

4.09(3H,s), 4.84,5.16(2H,ABq,J=14Hz), 5.09(1H,d,
J=4.8Hz), 5.85-5.95(2H,m), 5.99-6.03 (1H,m),
6.92(1H,s), 7.49(1H,d,J=7.5Hz)
25
1- C(2)-2-(5— 81,0, 4— -3 — H)--FEXTHETHRK
HEI-I-NN-—_FEEXFRAXETFTE-) - LABH-1—- FRFLRAE
¥ B
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———,|—-C ~CONH ‘Izl’
CH
3
]: ocN?

QCH3 cozcnzoﬁc(CH3)3

0 .

YR S a SRR TR, AEFEML
A4 (FFE: 1%,

NMR (CDCl,, 6):
1.13(9H,s), 2.92(6H,s),
4.84,5.19 (2H,ABq,J=13.7Hz), 5.10(1H,d,

3.50,3.59(2H,ABq,J=18.6Hz),

4.12(3H,s),

J=4.8Hz), 5.85-5.94(2H,m), 6.12-6.16(1H,m),

6.42(1H,s)

LR 6
1- C(2)-1-(1— EEEw-1— X)) - —RFEELETHEE) )

N N- —EEEAFBRAE TR - LARE-- FRIEABREETR

N—~:W——C CONH.__
A _JJ:T ocu o
l NCHj

OCH,F cozcnzocl'I:C(cn3)3

o .

HBE LR RLAY L HRRRK FRBTRE, REFAL
a4 (FH: 1N,
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NMR (CDCl,, &):
1.14(9H,s), 2.91(6H,s), 3.50,3.60(2H,ABq,J=18.4Hz),

4.85,5.16 (2H,ABq,J=14.2Hz), 5.10(1H,d,J=4.8Hz),

5.65-6.00(3H,m),5.86,5.93(2H,ABg,J=5.5Hz),

6.98 (1H, s)

ERHILT
1~ ((1)-2-(1— REEA-1- X)-1-BXTHLTHREL -1-(1-

oK) - R FE- - kFuf-- FREABEEFH

c CONH S 0
/l l s I
/——N OCN

o
OH COZCHzoic(CH3)3
0

KBEEKN 1Rt SHARBRFRATRE, FIFAL
A4 (& 9%

NMR (CD,0OD, §):
1.13(9H,s), 1.48-1.66(6H,m), 3.37-3.46(4H,m),

3.54,3.69 (2H,ABq,J=18.4Hz), 4.77,5.13(2H,ABq,

J=13.4Hz), 5.20(1H,d,J=4.9Hz), 5.84,5.93(2H,ABq,

J=6Hz), 5.92(1H,d,J=4.9Hz), 6.76(1H,s)

iﬁwjzs
- [(2)-1-(21— FEES-{— F)-1-BETELTBEH -1-(1-

AEFTE) -BRELFE- - KB - FRIEARELETH
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/H\—TC ~CONH 5 (l?
[: N OCN
OH 002CHZOEC(CH3)3

¢

W3 LR S A S ERRRR FRETRE, #EAFAL
A (R 5%
NMR (CDCly, §):
2.24-2.30(2H,m), 3.47,3.60(2H,ABq,J=18.4Hz), 3.95-
4.10(4H,m), 4.87,5.12(2H,ABq,J=14.1Hz), 5.06(1H,
d,J=5.1Hz), 5.91(2H,ABq,J=5.6Hz), 5.90-5.93(1H,m),

7.07(1H,s)

%ﬁﬁn
QI)-2-(2—~ BEEw-{— X)-1-BXTEE CBEE -
ﬁ%%T%)ﬁﬁ£$§4—%m%4—$ﬁl(%ﬁﬁ§ﬁﬁ£)Z
B

~———— C—-CONH

D b fgwoc@

] 0
OH CO,CHO-COCH (CH3) 2

|
CH, O

HEELEA LAY S RAEARBRAR ZRFETRE, /AR
s (FH: 210
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NMR (CDCl,, §):
1.30-1.35(6H,m), 2.22-2.31(2H,m), 3.45-3.65(2H,m),
4.00-4.06(4H,m), 4.89-5.20(4H,m), 5.90-5.93(1H,m},
6.9;(1/2H,q,J=5.5Hz), 7.03(1/2H,§,J=5.5Hz), 7.08
(1H,s)
A0
- C(1)-2-(1— BER-1— X)-1-BEXFEETHREE -3-N-
i;%£L§PW$£££$ﬁﬁ£$£4—%&ﬁ4—?&ﬁmﬁﬁ
il

N C~CONH __
H N/'L sJ 1|!1 N( OEN/CHB
y
2 l o \/\OH

OH cozcnzoﬁC(CH3)3

o

HAEERD Wil EHRREA FRFTRE, RARAL
A4 (FHE: ST,
NMR (CDCl,, §):
1.21—1.25(9H,m), 2.97(3H,s), 3.41-3.45(2H,m),‘3.46—
3.60(2H,m), 3.71-3.77(2H,m), 4.82-4.95(2H,n), 5.05-

5.08(1H,m),5.86,5.95(2H,ABq,J=6Hz), 5.88-5.91(1H,

m), 7.00(1H,s)

LM
T- C(2)-1-(2— EAEY-i— X)-1-BXPEXTHEKE) -1-N-
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(1— BZE)-N-FREXPREETE- - LRF-1- FRI-FLER
EHRRELH

HoN S N OCN
2 . N Z ol
OH
cocho-co—<C::>
L
CHy O

W K ) B At 53R E BRI - AR BT R, A3
A E (FE: 1%,
NMR (CDCl,y, 6):
1.4—1.6(6H,m),1.62—1.72(3H,m), 1.83-1.92(4H,m),
2.93(3H,s), 3.38-3.41(2H,m),3.42-3.50(2H,m), 3.70-
3.75(2H,m), 4.57-4.61(1H,m), 4.99(1H,q,J=5Hz),
5.05-5.14 (2H,m), 5.82-5.86(1H,m), 6.85,6.96(1H,ABq,

J=SHz), 6.99(1H,s)

LR
- [(1)-1-(1— BEEw-1- X)) -BXTRETBRELE) -3-N-
FEEN- PREXTREXTE- LHE-1- FREXGEEFH
N -C-CONH S o)
. l.l O)Q\/o&gﬁﬁa
OH C02CHzoﬁC(CH3)3

O
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HRE LA A S RRAR FRATRE, RAFAL
A4 (RN .

NMR (CDCl,, 6):
1.1-1.25(9H,m),3.01(3H,s), 3.4-3.65(2H, m),

4.3(2H,m), 4.8-5.25(3H,m),5.8~ 6.0(3H,m), 6.90(1H,

br.s), 7.30(2H,s)

5L M3 3

S D1 BEE- - X)) -BXTEETEREE) -1-
($)-(+)-1-BFH-1— kg ) BAXEFE-I- LHBH-1— FRE
KA P B

)LTC Tr j}/?

C02CH20CC(CH3)3

0

Ry LR WA Y S R PR AT RN, REFEL
&4

NMR (CD,0D, §):
1.83-2.00(4H,m), 3.30-3.87(7H,m), 5.01(2H,ABq,

J=14Hz), 5.20(1H,d,J=4.8Hz), 5.84 (1H,d,J=4.8Hz),

5.91-5.94 (2H,m), 6.76(1H,s)

SEHe 173 4
1- ((2)-2-(1— EREA-1— X)-1-BXTFTEXTHBEE -3-(1-
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Mg R) - RAER T E- - KHE- - FREARAL TR

C-CONH 0
ﬂ !
/lL “ \(\l\/ OCN
0

WEELZHEAI RS SH AR FRITRE, BEHFAL
a4 (R 11%,
NMR (CDCl;, 6):
1.16-1.21(9H,m), 1.80-1.85(4H,m), 3.30-3.39(4H,m),
3.50-3.60(2H,m), 4.80-4.90,5.05,5.13(2H,m), 5.02-

5.04(1H,m),5.75-5.80(2H,m), 5.85-5.91(1H,m), 6.98
'(1H,s)
SEHH S
T- ((I)-2-(21— -1 — %] -1- BETEXTBEE -3-
- CFREEBEETE-I- LHH - FRI-CRAELE

C -CONH
“ /CH3

C02 "CH"O C"‘CH3

I
CHy ©O

qu

KB W5 LR -RRTERN, #AFELESY
(F®R: 4%,
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NMR (CDClg, §8):

1,55-1.58(3H,m), 2. 11 (3H,d,J=4.6H2), 2.92-2.95

(3H,s), 3.47-3.65(2H,m), 4.83- -5.24(3H,m), 5.83-

5.94 (1H,m), 6.98-7.15(2H,m)

LKt 6
1- [(2)-2-(2— ArEn-4— H)--ZXTFAXTEEKE] -3-(1-
LRFTH) BRETE-I- KHH-(—- TR I-(FRLREREL) T

L
—-jH—~c -CORH
HZN”L‘ ;J:r \T;l\/,ocﬁ:>>
Coz?HO ﬁoﬂ<::j>

CH; O

HAREERA SN SR EERR-RR TRATRM, B2
wRAAY (SR 119,

NMR (CDCly, §):
1.24(3H,d,J=7.2Hz), 1.75-1.80(10H,m),2.25-
2.32(2H,m), 3.45-3.65(2H,m), 4.00-4.06(4H,m),
4.91,4.98(1H,ABq,J=13.8Hz), 5.03~5.07(1H,m), 5.10-
5.13(1H,m), 5.09,5.18(1H,ABg,J=13.8Hz), 5.90-
5.93(1H,m), 6.93(1/2H,q,J=5.5Hz), 7.03(1/2H,q,J=5.5

Hz), 7.08(1H,s)

KRBT
%EU)2U—ﬁ§§%4—£)2ﬁiﬂi§1&%§3J(F

_']5..



AEKTE) BEEFR-I- XRH-1- FRI-CHEETH

WREEEG st s R - RR TRIATRM, BEFAL
Ao

NMR (CDCly, §):
1.54-1.56(3H,m), 2.10-2.21(3H,m), 2.20-2.35(2H,m),

3.45-3.65(2H,m), 3.95-4.08(4H,m), 4.85-4.95(1H,m),

5.05-5.1(2H,m), 5.87-5.95(1H,m), 6.97-7.17(2H,m)

il &4 |
I-EKELREE- - - HEXEERRETE-I- LFH-— F

R_XHH

EWRRHT, ok (1.40%; 0 01ER) FN-KETREE

_16_



- BRI KRB - FROEER (1513 0.0 ER) R
FRx- HEXR (6. 195 0031 BR) HEEkm(160EA) %A
FHF, REERBFRE THA 24,

HRERAWENTRZEAAN RSN FH KL LR K E.
FARINNIRIRERNPEARHABNEL RN EARBRE TR, £
B, BEREEK. WARFRTRE NP HFH2. TRIBHRL
YUKEBK, HEZOFTREEK B1-FROBRBRE-- - A2
Kﬁ%ﬁi£$£3—%ﬂﬁ4*$&—iﬁﬁluBE P
90.2% o

NMR (CDCly, §):
3.40,3.60(2H,ABq,J=18.5Hz), 3.61,3.66(2H,ABq,
=13.6Hz), 4.97(1H,d,J=8.8Hz), 4.97,5.24
(2H,ABg,J=13.2Hz), 5.88(1H,dd,J=4.9Hz,8.8Hz),
6.30(1H,d,J=8.8Hz), 6.92(1H,s), 7.24-7.42(17H,m),

8.23-8.28(2H,m)

Wl &4
I-RETREL- - - AEXREREEFE- - LAH-1- 7

O Ppr@ Nt

CO,H

B®

BRRYT, KT (1TEA) BN -ERTREE - -

_1"_



AASEESERPTE- - KTH-1- FROKFE (6.195%, 1.01E
R) WoBERE (HER) BRE, RERHILH. HEEREYH
AEFRY, dREKRBHNTE, URFREARFEZRTTRE,
B-ER 7B - - HEXFEREETE- - LRF- - FR
(4.50 B, F%H: 81.1%,

NMR (DMSO, §):
3.49,3.57 (2H,ABq,J=14.0Hz), 3.60,3.71(2H,ABq,
=18.1Hz), 4.95,5.24 (2H,ABq,J=12.5Hz), 5.12(1ﬁ,d,
J=4.9Hz), 5.72(1H,dd,J=4.9,8.6Hz), 7.19-7.28(5H,m),
7.53-7.58(2H,m), 8.28-8.35(2H,m),

9.12(1H,d,J=8.6Hz)

CE UK
1-ER7BEE--NN- —PEEXFHRELFTR-I- LHH--

TR
i
@\)\NH\ 'rs c‘i /CH3
/EN_ z OCN cit,

8]
cozNa

ERGHT, #50% ZFRE(1.85; 0. 028FR) HABHRMMN-
FATBBE- - - ARFEARATE- - KHF-1- FR-XF
RN MERW (16 EA) Fok({EA) HBERP. ERREET, H#
BAR 4. BEEBRAWBENLRIHFINERABLH T, R
W EANLE. 428 AR RLAAEEERHIE, REREARS
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T, REXAEEN, REUHESTFEFFARTMANTRA(INE
F: 0 0IER) HPEERE. RERERBANER, L HAT K
WAL . AP RN -FRE, SRKRARFEZSTTR £
B-FXBEEI-NN- —FXAEFRREFR-I- LABH/--F
Hay (2158 FE: S1L0W.
NMR (D50, §):
2.74 (6H,s), 3.21,3.47(2H,ABq,J=17.9Hz), 3.51,3.57
(2H,ABq,J=14.8Hz), 4.51,4.74 (2H,ABq,J=12.6Hz),
4.92(1ﬁ,d,J=4.6Hz), 5.48(1H,d,J=4.6Hz), 7.18-
7.28(5H,m)
#&p
1-FRLBEE-NN- —FXEXFRALTE - XFEH-1-
PR I-( REAEKEL) R

o]
[EE:]\\//R\NH\ s 0
: ( “ /CHI!
%[:N 2 ocn\\cﬂ3

COZCHDEOCH(CH3)2

0
CH3

ERAHTF, (EHE - RRZERRE (1.D9%; SEEXR)
WE-T- KECHRBEEI-NN- —FEEXTFRALFE- - LHH-
~ ERA(. 15 SEER) W N-ZFEFRE (20 ER) WELT,
BHRMEE THENM . HAERAHEANTR B ANESY

_19..



PHABILRILEKE. HAUAFRRP ALK AREREE LR LR E,
REURBRETR. REXEEHN, AW UERERTEA, A2T-
FROBEBRE-I-NN- —FEAXFRAEFE-) - LFH-1- FRI-
(FHEREREEX) TR (1.0 FF: 11.1%.

NMR (CDCly, §)

1.22-1 29(6H,m), 1.26(3H,d,J=5.5Hz), 2.85(6H,s),
3.35,3.48(1H,ABq,J=18.4Hz), 3.36,3.49(1H,ABq,

 J=18.4Hz), 3.55(2H,s), 4.75-4.88(3H,m), 5.04,5.10

(éH,ABq,J=13.9Hz), 5.71-5.76(1H,m), 6.77~6.82

(1H,m), 6.91(0.5H,q,J=5.5Hz), 6.94(0.5H,d,J=8.9Hz),

7.19-7.29 (5H,m)

LH 38
T-FRHEE--NN- —FAEAFREXFE-I- LFH-(- FR
oy 314

HCONH s 0
()
-
o7 ™S CH,
CO,BH

ERAHT, #1-FREL- - ZEFL-1- LR/ FROX
P (21035 S EEAR) Foobwe(0. 3953 S AER) WINERW (15%
A) BEWAZAFERATRE(0IEN ) SEER) tyEERW (10
EA) BHF NAHE, ARANBRRFBANXTERZFE (1.4
WS EER) WSk EA) BR, FRHAVLIH. EREREY
FWANTRLE (SOEA), DAREHAIE, HFURRETRERER

- 80 -



%o R Y URERAEEN ML, BIAEGHLELW(1. 13, FBR: 1N,

NMR (CDC13, §):
5.82(3H,s), 2.88(3H,s), 3.42,3.57(2H,ABq,J=18.4Hz),

4.82,5.09 (2H,ABq,J=13.9Hz), 4.97(1H,d,J=4.8Hz),
5.91(1H,dd,J=4.8Hz,9.3Hz), 6.66(1H,d,J=9.3Hz),

6.94 (1H,s), 7.25,7.45(10H,m), 8.20(1H,s)

=4 2 KE
T-FX-3-NN- —FEFETHRELFE-I- LRPH-1- FR

HoN

[ 0
nf EN"Cﬂa
e o]
0/ vl ~ CH,

CO,H

H-FHEE- - N —HFEEETHRAETE-)- kRH-- F
RS 0%; 4SEER) BTHEHE (SEA) F. £ZRT, wit
FRNBEARER (10ESA) HWEE SIEA) AR ®# IDEE,
BERERHBAY. A (SIEA) FREAP. EREHT, BN
FHHRAN BN I EE) . 1 . TRk EERENE, BEK
MAA (1.813%; 2%,

NMR (DMSO-dé, §):
2.81(3H,s), 2.82(3H,s), 3.45,3.58(2H,ABq,J=18.1Hz),
4.60,4.98 (2H,ABq,J=13.0Hz), 4.77-4.80(1H,m), 4.97-

5.00(1H,m)

- 3] -



EHRA

18— Q-(1— HEEE-{—H)-21-(1)- LREXTEX 7R R
J-1-NN- —FEAETHEELEFR- - LRH-1- ¥ (-(RAFAX
BEX-) o

N C-CONH s 0
| _cH
A ] 0;,( P2

OAc cozcnoiocn(cn3)2

HC1- HoN

)
CHj4

B-2E-I-NN- —HEFEFREEFRE-I- LAHF-1- ¥R |
(RAREFEE) ZRTHEARHEOES) F, FEIFWAN 0-
R-FXHRREETHRE (ISEH) .

EXRHT, WHRBERFESWANL-(1— R K- X)-1-(1
)-CHAXTAEZREERE (15.8%) .

WREREWMRAZRIFWHAI04, REWANTRTE6005E
)« A {WEFH) Foafof A KER (15EF) BREBLHTEH
AFUFIE. UEFRAAXERELRTIE, HIERARRE TR,
BEXLAR, BAFALEY I1.5F; &R 9%,

NMR (CD50D, §):
1.27-1.29(6H,m), 1.54(3H,d,J=5.5Hz), 2.23(3H,s),
2.92(6H,d,J=8.4Hz), 3.60(1H,d,J=18Hz), 3.74(1H,
dd,J=9Hz,18Hz), 4.81-5.16(3H,m), 5.22(1H,dd,
J=5Hz,12Hz), 5.97(1H,dd,SHz,15Hz), 6.85(0.5H,dd,
J=5Hz,10Hz), 6.94(0.5Hz,dd,J=5Hz,10Hz), 7.19(1H,s)
_82_



SR |

18— Q-(1— REES-1- X)-1-(1)- LT AXE THEL) -3
“NN-ZREAEFRAXETE- I - AREA-TFR |-(RERAEHRE
) TERmE

N————C~CONH . S 0
AT T e

*HaN S N
HCl 2 \ o CH3

OH COchOEOCH (CH3 ) 2

0
CH;

ARRHT, HREBRL CEA) FHwBALKAOEIY 18 -
-(2— FEEL-1- X)-1-(1)- ZHREXTEX BB E) -1-N N-
“HREXEXFREETE-I- XBE-1-FR -(RRRAERALLE
(10.83%; 1S.9EMER) WFR(IUA) BRY. Edvgi)E, BE
HHZER I . MRNEBEWFMATZRIESWER) . FHE
BAdHEk, ARBRSETRABERSE. AARATRNMNZEDF, dRK
KEK, BEFKMELAH(IT; FE: %,

AL RS YA WWIPLCRTLC RIS LHAN B o4 —
2

NMR (CD50D, §):
1.27 1.29(6H,m), 1.54(3H,d,J=5.5Hz), 2.91(3H,s),

2.93(3H,s), 3.57,3.67(1H,ABg,J=14.7Hz), 3.57,3.69
(1H,ABq,J=14.7Hz), 4.78 4.9(2H,m), 5.06(0.5H,d,
J=13.6Hz), 5.17(0.5Hz,d,J=13.4Hz), 5.19(0.5H,d,
J=5Hz), 5.22(0.5H,d,J=5Hz), 5.91(0.5H,d,J=5Hz),
5.95(0.5H,d,J=5Hz), 6.85(0.5H,q,J=5.5Hz),

6.94(0.5H,q,J=5.5Hz), 6.97(1H,s)
_83_



SEHH )
18— Q-(1—-EXEu-4— X)-1-(1)-LREXTEX B X
J-1-NN- — PR EAFRERXER- - LAH—(-FR

o CONHI Q\/ ¢

H-N

OAc CO,H

WI-BE-I-NN- —FEELEFRALFE-I- LA 1- 7R
(0.23; 0.66 ERER) EFFLRIKIER) . WEFHF A
NO-REZWXFREECERRE (0. OER) HEZHH

ERRHT, #1-(1- AL Ed-1- £)-1-(1)-LBHEXTEET
BLREME(0. 1095, 0. G4 EER) EFMNEFANBER T,

WEEBAMmBE T BAMEN04. WAFE.IER), RE
REBRE. FARUMURMER HL, BIARALLH1ES;
R A%,

EHH4

18— Q-(1— EXEER-{—X)-1-(1)-LHREETEE B L
J3NN—a$§ﬁ£$&ﬁ£$£3—%ﬂﬁ—4?&l(%ﬁﬁg
HEE) LH

,L_J_C CONHJ;F Wj\/ i o

COZCHOCOCH(CH3?2

0
CHj
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WAL RAEY 18— (-(1— KX ER-(~ X)-1-(])- LREAZE
TFEXTBEE) -1-N - —FREAXRTFHRERZFR-I- KRB -7
B (L1TE; LUEER) ETFIRIE (WEA) F. WEELF
AZIRCEE (1 3SEA), SRk EL RN AR. BFAAN_IFOKR
(1.1%; L ASEER) FNN-ZFXZRE (HWEA) P, HXAY
T, ARRET RN -RRZERHERRE(1S3ER; 194 EER),
RERE | . #ZRIBMIEEREAHT, URRERERRE
AaBe THh. REREE, HAKHTWARTR, RS RN
Bk, SE MY RLHENBENLEHHDLCRTIC RELE
M40 By A4 — 2.

c 5 ALY

18— (- (-fgEnd-i— X)-0-(1)-REXTEXTHED -3-

S—EEERXTFRAE TR - LHE--TRY

——J_ -CONH
HoN~~ L “ I (\;\/OCN

COzNa

#1-FE--NN- —FEEEXTFRALEFE-I- XBH-- FR
(0.5%; | 66ERER) BFTLRZE (HWEA) F. HEFHFA
NO-NEZWXFEREETERE (1. 1EFA) FEZER.

EWRAHT, #1-(1- FEER-1— X)-1-(1)- LHREAXETEET
BEERE (0.50%; | DERER BHWEZEERF.

RERAMMBEZE, FHL48. AF, HFHQ.SEA)
WLRLE (WEA) WEHRERAST, R kERNITE.
BEARETERSEN &, WANAREBR.SER) B, HIL2H.
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REE, URREAAETAY AN RAWMEIE 1, ARMERNE
f, BEFECEHOOER; 509

AT R WA B EMR, N MR . EPLCRTLC 3 5
LR | e — o

-

- (1)-1-(1- ZEFRELEE-1— X)-1-ZKFERXTEE
ZEEA) -3 -N- FEEAETRARTE- - LFF-1- FROETH

N C-CONH S
L j I g ONHCH
TrN-" S Negpr N__~ CH,0C 3
H o '

OOBH

HT-FRRR- - —FRERFRALETE - LRFH-1- TR
XER (304K WEEARHE (WEA) HFH (WEH) Fo B
B, EERTMAERO. (EAR) TEERY, BHERFEETHS
Ihete RERERBRAW, ULRILRABRFANNATY, &4
AR R EHAE AR ELHAEREEE, UTARRYTHRE, &
FBHo

EEET, £hkANNAY AT MANTRE M4 HER, FF
BEW-ZXFEAETERL-1-(1-ZXFEALE-1- X)) TR
(4.9%) . ZHERBAL_TR(1. 52 %) Ffol-BE-1H-FF Z (1.0
%) mE WAk (0EA) PHEHNIHHAN. ZRT, HRE
RARHARE, TRESRAN. ULRIHAEARBAR, FRA
KA BUNE B B R EHARRF ol RUAAXERESE, BHA
FARBET R AZEH, RTWUBEM(Si0,; X: ZRLE
=6:1) 4ft, BERELAWS. I 7K 6%,
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NMR (cnci3, §)
2.75(3H,d,J=5Hz), 3.25,3.52(2H,ABq,J=18Hz),
4.40(1H,d,J=5Hz), 4.77,5.07(2H,ABq,J=14Hz),
5.05(1H,d,J=5Hz), 6.10 (1H,dd,J=5Hz,9Hz),
6.43(1H,s), 6.97(1H,s), 7.21-7.39(40H,m)
Cry o
- ((I)-2-{1—- ZXF AL — X)-1-ZXFREXTHX
TR -3-N-(1-FEEE)-EEFHEERL T - LFHH-1-
FR-FFR

,/l:—:]*—c CONH:J::

|
TrN OTr

CH,OCONHCH,CH,OCH4

COOBH

REEPS B XUT ERAFALEY (FR: 539,

NMR (CDCly, §):
3.32-3.38(5H,m), 3.42(2H,t,J=5Hz), 3.25,3.49
(2H,ABq,J=18Hz), 4.78,5.05(2H,ABq,J=12Hz),
5.08 (1H,d,J=5Hz), 6.1(1H,dd,J=5Hz,9Hz), 6.42(1H,s),

6.94(1H,s), 7.3-7.4(40H,m)

& B4

1- (D) -1-(1—- ZXFEEEEd-— X)-)- =X PAEX B
) -I-N-(1-— KK -EEFRELEFE-I- LAH-1- FROKF
L5
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c ~CONH
H
TrN"l‘ N\OTr ;J:: CH,OCONHCH, CH, F

COOBH
A4S B 00 A B AR LA M.
NMR (CDCls, 8):
3.1-3.4(4H,m), 4.2-4.4(2H,m), 4.85(2H,ABq,J=14Hz),
4.92(1H,d,J=4.9Hz), 6.04(1H,dd,J=4.9Hz,8.9Hz),

6.44(1H,s), 6.95(1H,s), 7.1-7.5(40H,m)

448

- ((1)-2-(1- ZXFEAXEY-1- X)-1-ZXFERXTHRIEK
XY -3-N-(1, 0, -ZRTE) -EEFREXFE- - SHBF-1- FR-
XPH

C-CONH\ r S

H .
TrN”l‘ ‘OTr N._— CH,OCONHCH,CF4

COOBH

F B 045 By X000 23 BAR A
NMR (CDCl,):
3.21(2H,ABq,J=19Hz), 3.52-3.58(2H,m), 4.88(2H,ABq,
J=14Hz), 4.91(1H,d,J=4.9Hz), 6.03(1H,dd,J=4.9Hz,

8.8Hz), 6.45(1H,s), 6.95(1H,s), 7.13-7.47(40H,m)

- §8 -



SERHS
- C(Z)-2-(2— EEE-4— X)) - B X T HETHRKE) -3-N-

FEEXETRAEFL - XRAE-1- FRY

”E:—jﬁ——i-conua‘ ffS ‘
* N_— CH,OCONHCH;

-COONa

EXREHT, RZRTR (NWEH) WIAFHEACKANLLHN
WER (L5EF) ERT, BHRERARRETRS et BRERA
HPmARER, FTRARRAE. TERRBEGETFOANAFR (ISEA),
BHEZRBE | AH. RERZEANFUTFRRERE Y. BH LR
AT WAEERY, REFH. FARGYUZRLEAE, &
FEZARWRY £ R RY. BRRWAAMENEL, FREAFEL
AR ET; FHR: 1N,

NMR (D,0,8):
2.54(3H,s), 3.21,3.51(2H,ABq,J=18Hz), 4.60,4.70

(2H,ABq,J=18Hz), 5.06(1H,d,J=4.8Hz), 5.69(1H,d,

J=4.8Hz), 6.83(1H,s)

SEHH 6
- UI)-2-(1— REEE-1- X)-1-BXTFRETHEHEE -3-N-

u—?ﬁxag)ﬁi?&ﬁi?gs—%ﬁﬁ4—¥&%

N C CONH ___ (
N”L“ \T:l__ CHZOCONHCHZCHzocﬂa

2 COONa
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# 4P 0 B LA DUERHS R GUF RBFTAE, B2
it (2 46%),

NMR (D,0,8):
3.17(2H,t,J=5Hz), 3.20(3H,s), 3.26,3.53(2H,
ABq,J=18Hz), 3.40(2H,t,J=5Hz), 4.55,4.76(2H,

ABq,J=12Hz), 5.09(1H,d,J=5Hz), 5.71(1H,d,J=5Hz),

LB .

T- QI)-2-(1— EEER-I- X)) -BRXTFEXTBEED -3-N-
(1— —RZE)-EXFREXFE-1- LHRF-1— FRY

N — C-CONH

HZN”I‘S’

s
T
¢J:Tﬁ _/}— CHZO0CONHCH,CH,F

COONa

|
N
OH

FAPU TR LA U ERHS WXL XA, BIFELE
.

NMR (D,0,5):
3.2-3.5(4H,m), 4.2-4.4(2H,m), 4.65(2H,ABq,J=12Hz),

5;05(1H,d,J=4.8Hz), 5.68(1H,d,J=4.8Hz), 6.80(1H,s)

5 B4 8
T- UI)-2-(1— EEEd-4— X)- - BXTRETBEHE) -1-N-

(2,2,2- ZRZ¥) SLEFHREEFTE-I- LAH-1- FRH
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Non

N—T C~ CONH
,/L\ ’,[j \ﬁ;l__ CHOCONHCH,CF 5

COONa

B A TR A L ER A S AT XA E, RERALE
%o'
NMR (D,0,6):

3.39(2H,ABq,J=18Hz), 3.66-3.73(2H,m), 4.71(2H,

ABq,J=13Hz), 5.08(1H,d,J=4.8Hz), 5.70(1H,d,

J=4.8Hz), 6.81(1H,s)

SE R4
T- ((7)-2-(1— FAE-4—~ X)-1-BEXFHEXTHEE) -1-N-

PAELTRELFL- - LARK- - FREARRETH

’/l:—:ﬁ-“c ~CONH

,, CH,OCONHCH3

COOCH,0COC (CH3) 3

M ERH TR AH(106ES) BN, N- Z F R BB EF)
BHPWAFRARERTR (51 BX), BHERFRETREE | o,
FZEREREWFWANCRIEAKR, AEREIRIEE, il
LAAABRER, REULKRRA TR MEXZER, REHE
FLRZEATHPARTH, TEAEERNIE, FUFTRE
%, REFECLH (UWERE, FR: 5%,
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NMR (CDCl,,8):
1.13-1.15(9H,m), 2.70(3H,s), 3.42-3.59(2H,m), 4.72-

4.76(1H,m), 4.95-5.05(2H,m), 5.78-5.81(1H,m), 5.81-

5.89(2H,m), 6.93(1H,s)

EHHS 0

- ((2)-1-(2— BAEEd-i— X)-)-RETEXTBEE) -3-N-
FAEXPHELFE-I- LRl FR |- FHAEREAY) W

HoN

—ijT—-c ~CONH__
/“\ ):- \)_, CH20CONHCH3
0

COOCH (CH4) OCOOCH (CH3) 2

FERP R A BB (TR 5% .

NMR (CD40D,6):
1.25-1.35(9H,m), 1.51-1.57(3H,m), 2.70(3H,s), 3.48-

3.70(2H,m), 4.75-4.90(1H,m), 5.02-5.09(1H,ABq,
J=14Hz), 5.16-5.21(1H,m), 5.90-5.95(1H,m),

6.75(1H,s), 6.84-6.95(1H,m)

FEHHS |

- [(2)-2-(1— GAEE-1— X)-1-BRTEETHREED -1-N-
(1- FREZE)-REFREETE- - XHH-1- FREAREELF
L
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c CONH
N’/[‘ ~oH O;;[r- CH,OCONHCH,CH,0CH;

COOCH,0COC (CH4 )3

ARG RN LA DT ERA XD T R, F3FALE
#o
NMR (CDCls,5) :
1.26-1.28(9H,m), 3.36-3.40(5H,m), 3.47-3.50(3H,m),
3.62(1H,d,J=18Hz), 4.84,5.10(2H,ABq,J=13Hz),
5.04(1H,d,J=3.5Hz), 5.86,5.96(2H,ABq,J=5Hz), 5.91-
5.94(1H,m), 7.05(1H,s)
LR
- UI)-2-(1— BEEW-1- HK)-1-ZXTHEXETBEE) -3-N-
(- —RZE)-BEFHREXTFTE- - SHE- - FRFABKEX TR

N‘OH o//’ P
COOCH,0COC (CH3) 3

CH,OCONHCH,CH, F

FEG FTRH SR LEA RO T RAE, BARALE
.
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NMR (CD;0D,§): |
1.22(9H,s), 3.3-3.4(2H,m), 3.63(2H,ABg,J=18Hz) ,

4.35-4.50(2H,m), 4.96(2H, ABq,J=13Hz),

§.20(1H,d,J=4.8Hz), 5.83-5.94 (3H,m), 6.76(1H,s)

LRSI
T- L(1)-2-(2— HEE-{— X)) -BXTEETBBEHE] -1-N-

(2,2,1- ZHRTK) EXFRAEXLFH-I- LHH-1- FRFXBEL
e

N—-T “-CONH ~
/“\ E \‘)_———CHzOCONHCHZCFs

N\OH
COOCH,0COC (CH3) 3

HlEG TR AE P ERHA WRET ARE, BAFALE
o

NMR (CD40D,8):
1.21(9H,s), 3.61(2H,ABg,J=18Hz), 3.74-3.81(2H,m),

5.00(2H,ABq,J=14Hz), 5.19(1H,d,J=4.9Hz), 5.83-

5.94 (3H,m), 6.76(1H,s).

KRB
T-FREE-I-NN- P XFETREXFE - LHAR-(- F

#
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HCONH

;J:: \T:l OCN(CH3)2

COzNa

BI-FREE-I-NN- —FELXFRAEFE-I— LHPJ-1— F
BMoXFRIDRE FoAFR( A P, REEAPANEER
(69.5EA) FREZRKTZROBER) , EHUBNIY. KEE, BE
AEEH. FiBREWAETIEIRIE, URTRAMCREAHER
HAHH, dRKENRNER. RAEREAETER(SI0ER), WA
CBRY (M.5%) FREHGOER) . dRKEERNER, URWE
MkEH, EEAPTER RIAFALEY (3027, FE: §121%.
NMR (Dy0, 6): |

2.75(6H,s), 3.30,3.53(2H,ABq,J=18.1Hz),

4.53,4.81(2H,ABq,J=12.8Hz), 5.00(1H,d,J=4.8Hz),

5.61 (1H,d,J=4.8Hz), 8.08(1H,s)

MBS S
T-FREE-I-NN- —FRAEFBRAEFE- - XHH-- FR
(AR REREE) W

'HCONH _
4¢[:T:f;l\\\/,/'OCN(CH3)2

coch(CH3)OCOOCH(CH3)2

EXEGF/UAEY (U ToFEFRE(NER +,
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ERAHT, GHRAERTWAR-1- RRAEBRETE (61.7%),
R 1A . ERER, RREREWENAF LR UENRECF
P, KEEBAWHREANE, MK 0% RAEBRAXEK
Fomf A LA ABRAERAIE, FURRETR. BEXZHER, &
W D B AT A, BERECA (113 R 0%,

NMR (CDCls, §):
1.29-1.34(6H,m), 1.57-1.59(3H,m), 2.91(6H,s), 3.46-
3.62(2H,m), 4.86-5.22(4H,m), 5.88-5.95(1H,m),
6.39(0.5H,d,J=9.3Hz), 6.47(0.5H,d,J=9.2Hz), 6.88-
6.92(0.5H,m), 6.98-7.02(0.5H,m), B8.27(0.5H,s), .

8.28(0.5H,s)

LR 6
T-FE-I-NN- —FEEXFRELTR3- LFF-1— FR |-
RAREEFX) LHihmHE

S 0
I

HCl H,N
41:1;1;3\\\N//,OCN(CH3)2

0
CO,CH (CH4) OCOOCH (CH3) 5

B rREAY (125 TFRUOEH) MEARHE
(10 EA) WREAERNYZE, WARLER (SEH), EFEZEUH
SAE. REEREREZER, ZRTHENANLRIEREEN T,
RRREAAETHEAR A IERES. S , KEFIE, Uafdd
HEA LK. ANEURRATRE, WAZRNIRIHAER. BE
AZEN, REARECEY (TF; 7R 1009 .
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NMR (CDCl,, §):
1.23-1.30(6H,m), 1.54-1.57(3H,m), 2.90(6H,s),
3.49,3.81(1H,ABq,J=17.0Hz), 3.50,3.80(1H,ABq,

J=17.2Hz), 4.86-5.29(5H,m), 6.83-6.86(1H,m)

M
T-(4— H-1—- FARTERER) I -NN-—FEEXTFREXFX-)-
kHRE-- PR - FEEEREX) LW

BrCH,COCH,CONH, 5§ ﬁ

-~ N S OCN(CH3)2

.

D .
CO,CH (CH4) OCOOCH (CH3) 5

BWIHER (0LNER) T_AFK (WEA) P&, FAEHES
HE-NTHmUBH. HXEBEWTHMER (0. 6EH) H_§
X EA) BAEUM A - - AR THRA.

G0, HI-AE-I-NN- —FRXRFAXEFHREXEFE-I- LFAH--
AR -RHAXBAL 2K 5.00%) SN-VXFREXTRE
(5.8 —RETF_AFK (OVEH) F. A-NTCTHAFHAL
REFN- -1~ AR TREAN, BRSH TR 1o, KRR
AR UA TR QA BARTHE, UEARRETREREK
%o BREMARAIN mEEEHEMERTEL, HKIAKREALLSY
(4.8 68.9%,
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NMR (CDCl;, §):
1.28-1.34(6H,m), 1.59(3H,d,J=5Hz), 2.92(6H,s),
3.49,3.88(2H,ABg,J=19Hz), 3.51-3.75(2H,m), 4.03-
4.07(2H,m), 4.85-5.27(4H,m), 5.80-5.90(1H,m),

6.91(0.5Hg,J=5Hz)}, 7.00(0.5H,q,J=5Hz)

SEHYSH
1-(4— %-1- AR-1- ZETEETHRELL) -V N-—_FERE
FRAXFE-I- kFH-1- FRI-FHRLERLEX) TH

0
[

BrCHZCOﬁCONH\\ \i:]‘ﬁﬁ%”’
N_ ;N 7 OCN(CH4) 5

OH 0 |
CO,CH (CH4) OCOOCH (CHq) 5

WEROSTREAHI.ST) BTFLR (SEMH) FEKEHT
WANEHREY (1.53%) , REEERTHB . AREBSHT
WNTB W, AARFRR RN B R LR, LR TR
B, RERS. REWAER 100 EREKNENEHETHML, BEHFE
et (3763, & 79.6%.

NMR (CDCl,, 6):
1.30-1.34(6H,m), 1.56-1.61(3H,m), 2.93(6H,s), 3.50-

3.68(3H,m), 4.54(2H,s), 4.87-5.30(4H,m), 5.84-
5.90(1H,m), 6.92(0.5H,q,J=5.5Hz), 7.01(0.5H,q,

J=5.5Hz), 9.40~9.45(1H,m)

SEHHSY
1- (2)-2-(1— REEn-1- )1 -BXTEETBREX] -3-N,
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N-—FEEEAPHRALETFTE-I- XWH-—- PR -(RRAEKRE
[ |
O
|

S
—-—( .
LN - OCN(CHa) 2

CO,CH (CH4) OCOOCH (CH3) 5

N——1— C-CONH

A I

HoN 5 N~ on

N\

N\

0

HEREZHASIRCAH(103%) BT _FRXTHRE (15EHR) H#
MEBER P WAGIK(0. M), BHE SCTHHL N, FRRNE
AWFMANTRTE(20EA) o UKo fFo @048 R 2B,
REAXRRETRE, BERE. EREAETIRIE (1VEFA) ,
KEBRAEBRBTHARTRIIEA) P, dRKEFBARREE
Z T, GEFRBLEWO0. 65 FE: 62.3%.

NMR (CDClj, §):
1.26-1.37(6H,m), 1.58-1.62(3H,m), 2.93(6H,s),
3.50(1H,d,J=19Hz), 3.60,3.61(together, 1H,d,
J=19Hz), 4.9-5.24(3H,m), 5.04,5.8;(£ogether,
1H,d,J=5Hz), 5.93(1H,dd,J=5Hz,BHz), 6.92,7.02(to-

gether, 1H,q,J=5.5Hz), 7.08(1H,s)

SCH 560
T- U-R-I-BRTHREELE) -I-NN-—FREXFHREX FX-)

— kRH-- FR |I-(RHAERELE) TH
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ClCHZCOCHZCONH
;Q\/OCN (CHB) 2

CO,CH (CH4) OCOOCH (CH3) 2

ERHW (LEA) TEAFK (VEA) , 2HE-30TC, FK
SETUBRPEERREARNE, UAA%ZHEALA, HBEXE
“HRER, RAEAWY, B - ARKTRE, H 15-15T(8
B/ RHE) (1.1%) .

B4, B -REI-NN- —FREXEFHRELTFE-I- XRfH-4-
HR - AHAEREE) TROK T-AFR (SEH) ¥, £
RAHT, FWANN-ZFREXE (0 IEA) FHPFBIEAR. £
-NTC, HERBHM-A-I- ARTHRA(L.17) W_RFR (15%
F) BRAFWBAREBAYF. ERAHT, WHAAER | DG, H
B AR MAERRESE, EERULAKERE TR, BERE.
BRERNEA mRERWAERTEEY, BEFRELEY (0.59%; &
& 15.1% s
NMR (CDCly, §):

1.29-1.33(6H,m), 1.58(3H,d,J=5Hz), 1.58(1.5H,s),

1.59(1 5H,s), 2.92(6H,s), 3.46-4.26(6H,n), 4.85-

5.35(4H,m), 5.80-5.87(1H,m), 6.90(0.5H,q,J=5Hz),

6.95(0.5H,q,J=5Hz),'7.53(0.53,q,J=9Hz),

7.61(0.5H,q,J=9Hz)

SE A |
T-(4- 8- 1- BRI - BETHAXETHRELE) 3-N N-_HXEHE
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FRAXFE- - LRBFH-1- FR -(RRAERAE) LW

ClHCocCoN
N on \J:jr:f;1-\\,/’°CN(CH3)2

CO,CH (CH3) OCOOCH (CH3) 5

TR FANLAH.5E) RF-EFRSER , REEE
BB 02 EA) FEART AR 16TEA) WIAXEAF.
ERRBET, HERHE.S M. REBSHAATHFTHELS
RAAE, UEARRETR, AERERE. REWASRARTE
¥, BEFEEASY (0.0F; FE: 1139,

NMR (CDCl,, 6):
1.29-1.34(6H,m), 1.59(3H,d,J=5.5Hz), 2.93(3H,s),

3.51-3.66(2H,m), 4.78(2H,s), 4.82-4.98(1.5H,m),
5.14-5.31(1.5H,m), 5.05-5.08(1H,m), 5.84-

5.90(1H,m), 6.91(0.5H,q,J=5.5Hz),

7.00(0.5H,q,J=5.5Hz), 9.35-9.40(1H,m)

SEHH6!
- UI)-2-(1- AEEd-i— %) -1-BRTEXTHEE)-3-NN-
“REAETRRETE-I- LHHE- - FR I-(REREERE) T

L}
N C-CONH S o
J\ :‘ “ j:{ !':N CH4)
H,N S Neoy # N_~ OCN(CH3) 2

0
C02CH(CH3)0COOCH(CH3)2
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R AN LAYS 1L.OFK) BT_FXTRE(TER W+,
WABRR(D. 126%) , REE SCTHRAIAN, HEERSHF WAL
RZW (HWEA) . AATRLHAREEEREREY, UEARREY
Tk, REREAE. FAARBETIROHSEA) F, FHLEXR
ERHTHARTER (WED P RERTR, FE2THR, B3

AW 0. 2525, FB® S0 6%, KEEP RN LEHHINR
RPLCHE S8 8 EWMASI Ay —5,
SR 63

T-PREEE- - - HERAERRFE-I- KRH-- FR-X
7

HCONH |,,S ﬁ
FE Ak Qyes
0

cO,BH

ERAHT, WI-FREE-I-BRXIE-I1- LFBE-(- FR-
KER(06%) FEFR— HEXR (0.4%) ETHERHT00E
) bR £ SR, HEERRPRARE (19.8%) o 3
a8, RERGWEANTIRIBIF) FA(1H#) HBAEN Y. K
PLEAA(D. S BA) SREFHR, WA ERAABERE—K, BREUHR
BT#h BRERLZENELZHABRBNZLN (WVEFA. BAFTHEH
BAAREAROA) F, TRUELERNGER, BIRALLW(137;
FEIY
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NMR (DMSO-dg, §):
3.67,3.77(2H,ABq,J=18Hz), 4.91,5.11(2H,ABq,J=12Hz),"

5.21(1H,J=4.8Hz), 5.91(1H,dd,J=4.8Hz,8.5Hz),
6.91(1H,s), 7.2-7.5(12H,m), 8.14(2H,d,J=9Hz),
8.31(2H,d,J=9Hz), 9.11(1H,d,J=8.5Hz)

527 B 6 4
1-FRREX-I - - A EEEERERETR- - LR - R

S o

HCONH —_ i
RSO

o
CO,H

LEAGFEARLEW(13%) ERHETRET AFRGE
f) Fo  AXKAEY, EULSHARZRATROIVER) FBEETHA
Fo A8, HERFRBAARER(LA) F. TREBERNE
i, URFWRERSE R, RAFEMEW 0I5, 17.4%.

NMR (DMSO-dg, 6):

3.62,3.72(2H,ABq,J=18Hz), 4.94,5.23(2H, ABq,
$=12.6Hz), 5.15(1H,J=4.9Hz), 5.81(1H,dd,
Jj=4.9Hz,8.8Hz), 7.56(2H,d,J=9Hz), 8.13(1H,s),

8.30(2H,d,J=9Hz), 9.07(1H,d,J=8.8Hz)

SE 6,176 5
T-E R B ER- - - R EERXABELTR-I- LRE-1—
HR KR
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0

||
L S CONH._ ¢ S l]
/"Qv oco{0) s
CO,BH
LR AR AL E - ERE TR E-1 - BEFE-I- X
Fa-i- FROEXFR(. %) PATFRY- A EXR(0.65%) , %3
LAYy (P 1) & (LEtEEN) J.

NMR (CDCl,, 6):
3.43,3.62(2H,ABq,J=19Hz), 4.85(2H,s), 4.97,5.24

(2H,ABq,J=13Hz), 5.01(1H,d,J=4.5Hz), 5.91(1H,dd,

J=4.5Hz,9Hz), 6.93(1H,s), 6.97-7.02(2H,m), 7.24-

7.38(11H,m), 7.42(2H,d,J=8Hz), 8.26(2H,d,J=8Hz)

52 M6 176 6
T- 7 BRI~ - FEXEERAXETE-1 - KRR -

TR

=N
S com:) /IE \52\/ 0‘!"30 @Noz

COo,H
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LR AR AW AFE) « ZATRIESA) FEEFR(1E
F) ERSBHTRHNSH. HEERSWWEARER (SIER) 7,
HRRRTR, FARACLHOI0ETR,; S 15N,

NMR (CD30D, §):

' 3.57,3.73(2H,ABq,J=19Hz), 3.80(2H,s), 5.06,5.33
(2H,ABg,J=12Hz), 5.09(1H,d,J=4.5Hz), 5.77(1H,d,
J=4.5Hz), 6.9-7.0(2H,m), 7.23-7.28(1H,m),
7.46(2H,d,J=8Hz), 8.29(2H,d,J=8Hz)

6T \
- E B - FAABEXTFE- - kAH-1- FROEFPR

HCONH S (Ii
JA 40
o)

CO,BH

BT UAFRERREE TR BEXRA, HTHMO WX
FRABFFEAY (FE: 119,

NMR (DMSO-dg, §):
3.66,3.75(2H,ABg,J=19Hz), 4.85,5.05(2H,ABq,J=14Hz),
5.21(1H,d,J=4.5Hz), 5.91(1H,dd,J=4.8Hz,8Hz),

6.90 (1H,s), 7.17-7.50(15H,m), 8.14(1H,s),

9.11(1H,d,J=8Hz)

LR 6 8
- FEEREE- - XEEBAEFE- - LAH-1- PR



HCONH S (I?
FL &0
o
CO,H
L W67 43 B By 1A Hpdk EAT 6 RKAT RRATAE, RIAKE
e (FH: 908
NMR (DMSO-dg, §):

3.61,3.72(2H,ABq,J=18HZ) ’ 4.89,5.19(2H,ABq,J=12Hz) ’

5.14 (1H,d,J=4.5Hz,8Hz), 7.20-7.45(5H,m),

8.12 (1H,s), 9.06(1H,d,J=8Hz)

EHH69
1- FEBLEE-)-NN- —FEEEFRAEFL-I- LRE-- TR

#
HCONH EN/’CH3
- )
oﬁé s “cH,

BERFAABINAEP(10IR) TFHGO0EA) Po FEXkKR
HF, £ S9N HANE_FRAWARN ({1 EF) v EER
o —/ANEJE, BRATRY (UFE), REBERE. LmREH0.1
1) BARGHE, BRONBER1.5A) . dlkEXEHITR. B
BEATERO.5A) +, EBRBEE, WARTER(ISHA) , H#d
RAEH, BEFRBAAGY (17 FE: U,
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NMR (DMSO-dg, §):
2.79(6H,s), 3.22,3.46(2H,ABg,J=17.2Hz), 4.68,4.94
(2H,ABq, J=12.0Hz), 4.96(1H,d,J=4.8Hz), 5.55(1H,dd,
J=4.8Hz,9Hz), 8.10(1H,s), 8.93(1H,d,J=9Hz)
ey 2
T-HR X7 BB E-I-NN- —FEEEXTHELTFE-I- LHMH-4
- FR |

L . e
- CON
OCN
o N A \CH3

cO,H

BERCA N LB ERE) TN, N- = F 2 F BB EA)
B, ERAHT, H50% W (SIEX) ARRWEZERPE
BEISH4. MBERERAHFMANTRIE (SIEA) fok (OE
) - RE, KERRAVE, UARHRMEALAXRERLLE FAR
RETHRABERS. nRERTAEY, dRKEFRER 23
RALEY (0EE; FH: 15K,

NMR (DMSO-dg, §):

2.82(3H,s), 2.84(3H,s), 3.48,3.60(2H,ABq,J=19Hz) ,

3.78(2H,s), 4.48,4.99(2H,ABq,J=11Hz), 5.09(1H,

d,J=4.5Hz), 5.64 (1H,dd,J=4 .5Hz,8Hz), 6.92-

7.00(2H,m), 7.38(1H,d,J=3Hz), 9.12(1H,d,J=8Hz)
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LR
1-EB R X-I-NN- W EREXFRE T LHE-1— FRHA

S.
HC?ONH __l/ 0 P CH,
Yy N___ OCN'\_

LA 68 48 B i 1A Bk S 69 B R RAATRE, BERAE
et (£ 35%.

A BH WA ERFA N AECENER, BILC (WK
AARE#) . TIC(HEE M) FNR #5ES XRAORANaw—
.

&4

1-FETBBERE-I- BETFE-)- LAB-- FRETE-1- Rt

: o

0
@ 3.
NH ~_ S

co,C(CH3) 3

o

0

HZRZRBE (11.33%; 0.316ER) Foskfudh (23.6%; 0.158
CER) WE-ERCREE-- ARFE-I- XBH-I- FRETE-
— At (16130, ISUEER) MNN-—FEFRBEOSIEA) P, A
B, EXETHH. EREBSHWTAREAE, B3¢ DRI L4,
WANZRZBE (10.3F; 0019 ER) ; ARBFHALT 16 14
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#,mA*%%(HJ%NJH§$)aﬁiﬁ?%#ﬁﬁ&#ﬂ¢ﬁ
15404, WEEBEUENTRIBAKERAYFHLEHANE.
XERZRIRERFKR. 2FTRIWE, KAUAFHFELHK
ARARE, DARGETR. MEELEH, BH-XXTHREE-1-
BRWE-- LRHE-1- FRETE-1- | (63.5%; 7%
6. 1% o |
NMR (CDCl,, &):
1.58(9H,s), 3.00(1H,br.s), 3.17,3.94(2H,ABq,
J=18.7Hz), 3.62(2H,s), 4.13,4.47 (2H,ABqg,J=13.2Hz),

4.42(1H,d,J=4.8Hz), 6.02(1H,dd,J=4.8Hz,9.7Hz),

6.90(1H,d,J=9.7Hz), 7.24-7.30(5H,m)

# AR50
- ZBRE- N N —FEELFRAETE- - XARH-1-

RN TR-1— fhdh

@\)0\

0
NE~ | o
o’/ CH4

C02C (CH3) 3

th— O

AT, HN N — X vk (2453 0 USLER) WAT-
RECBRE-I- BEXPR- - LHH- - FRETE-1- A4
(63.53; 0. 1SUB/AR) WyMEskm(s00 &) By, R, ERHF
BERH 4. RERAHBANZRIRPAHRAY T, KRR
LEE. TRUBERK UAFGPEAHAABERAERE, URBRRT
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o BBRTRA, 2%AHT, SRAFMASIY ZFH(11.6 %;
OO ISLER) REH, FHXRE, REMRH IS H. HRER
AHENIRIBFINERABAHT, 2HIRIEE, KEULR
LRER. AHLRIRE, HAUAMEHHECARERLE, N
RRETHR REXEAH, RUHNEREEMFTHL, BHT-X
XTBBEE-I-NN- —FEREFREETE-I- XBH-(—- FRET
B O(15.0%; % 11.1%.,
NMR (5, CDClj):
1.13(9H,s), 2.88(3H,s), 2.89(3H,s), 3.17,3.80
(2H,ABq,J=19.0Hz) , 3.62(2H,s), 4.42(1H,d,J=4.8Hz),
4.70,5.31(2H,ABq,J=14.1Hz), 6.03(1H,dd,J=4.8Hz, f

9.9Hz), 6.77(1H,d,J=9.9Hz), 7.25-7.36(5H,m)

HA S|
- K TRBE-)N, - = F AR T RRE T A - kR
FRHTH

@\)0K
0
NH ® | P CHj

o)
CO,C(CH3) 3

ATrk- FHAHT, 41-EXTHBEE-I-NN- —FEEAETR
FEFTE-I- kHBH-1- FRETE-1- 648 (15.0%; 00312
R) BN N-—FEFBRE120EA) SWERTE SHHEARAZAL
WS AEA; VVIOER), FEBEREEAR-SCTUE, &R, T
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k- FHRAHT, EEBNL4. ERERLYUTLRIERRE,
EFwk— FMAYT, ENMKTRAYY, FEAKEEAZ-11T
Bl. WRZRZEE, XEUZRIBER, 434 ZRTIE, KRAU
Afoti o EANERRRSE, ARRETR REXZEHN. AES
BLEE A BAF AT AL, MET-KETHBR-I-NN- —FEEXWFE
FAFE-I- KHH-(— FRATEO. IR, FH: 60.1%.
NMR (5, CDCl,):
1.43&9H,s), 2.88(3H,s), 2.89(3H,s), 3.34,3.50
(2H,ABq,J=18.5Hz), 3.63(2H,ABq,J=13.6Hz),
4.92(1H,d,J=4.9Hz), 4.77,5.09(2H,ABq,J=13.6Hz),
5.81(1H,dd,J=4.9Hz,9.2Hz), 6.19(1H,d,J=9.2Hz),

7.24-7.36 (5H,m)

RS
T-FXZBBEE-I-NN- —FEAXFHREXTE-I- LRH-(-

TR
0
@\/kNH S (ﬁ /cH;,-‘
7;1:1:\%;L\~,°C“\\CH3

O
COzNa

EXRBHT, FZRTROIEAN) FN-KETHRBEE-I-NN-
FAREFPRAEFE-) - LAH/-(- FRATHO.2%X) NEER
(CSEA) RoKFK (SIEA) HERP. 45 ARLE, EFAFE
KT, BRMAZRZR (BEA) . EREFET, ABmFHEH
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BB AHNQH. RERKABRAY, RERANRTR. HAT
Bk b, BRWHETFN. kBRTOANTRY (1.05%) FH
#ABRYGKRE. 25, HEEM RTHR. TREENE, URE
BAKE, BETER. LLODS sifhiii, MB-XKEXZHREX-I-N N-
—EERETRAE TR - KRE-- FRA(L 1K, R
15.8% o

NMR (§, D,0):
2.74(6H,br.s), 3.21,3.47 (2H,ABq,J=17.9Hz),
3.51,3.57(2H,ABq,J=14.8Hz), 4.51,4.74(2H,ABq,
J=12.6Hz), 4.92(1H,d,J=4.6Hz), 5.48(1H,d,JT=4.6Hz),

7.18-7.28(5H,m)

A3
1-RELRBE--(1-FERE) RALFE - XRB-1- F
'mlﬁﬁﬁﬁiﬁﬁi)aﬁ

_E OCN

COZCHO?OCH(CH3)2

0
CH4

ERBHT, HRER-1- REZERBE KN -FXTRE
H-3-NN- —FXEXFRELTE- - LHH-1- FRHU(L. 15
0. 005 BEAR) WIN N-—WXERE (HEA) HERP, ERERK
T, #0904, RERAHBACRIEFAARSHFHULTR
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LEE. BAUKRERNALAARERERCRIRE, A5 URR
BTFR, REELEN, AWHUEREER#TAL RIAT-KEL
BRE- 3N N- —FEEETREXETE- - LHB-- FR I-(FF
FEBEXE) TR (LUK FF: 5119,
NMR (§, CDCl3):
'1.22-1.29(6H,m), 1.26(3H,d,J=4.9Hz), 2.85(6H,br.s),
©'3.35,3.48(1H,ABq,J=18.4Hz), 3.36,3.49(1H, ABq,
J=18:4Hz), 1.55(2H,s), 4.75-4.88(3H,m),
5.04,5.10(1H,ABq,J=13.9Hz), 5.71-5.76(1H,m), 6.77~
6.82(1H,m), 6.91(0.5Hq,J=5.5Hz),

6.94(0.5H,d,J=8.9Hz), 7.19-7.29(5H,n)

WA

Tﬁ—E%H—ﬁ%i&ﬂ—EPPU%ﬁﬁﬁﬁﬁlﬁﬁil4
N N-—EEEARFRAXTE - AHHE--FR (FEAEREE
) FRERE

N C-CONH.__. S 0
g Iy | cHs
HoNT ~87 N N~ O
. \ ©

“cH,
OH COZCHZOEOCH(CH3)2

0

LR AR SRFERFERRERKS, RAFAL
&4 (FFF: SN
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NMR (CD;0OD,5) :
 1.29(6H,m), 2.90(3H,s), 2.92(3H,s), 3.55,3.71

(2H,ABq,J=18Hz), 4.78,5.13(2H,ABq,J=14Hz),
5.20(1H,d,J=5Hz), 5.80(1H,d,J=5Hz), 5.90-
 5.97(1H,m), 6.84(1H,s)
LR
18— (-(1— REES-4— X)-1-(1)-BETEETHREE) -3
-NN- —FEAETREXLETE- - LFH— - FRS- FE-1- AR
-L3i- ZRRAAE-- X) FREARD

ERAGRIANMENS (5-FE-1- AR-1, - ZRRHRH-
- %) RRFREE, fEALEY (FE: 9%,

NMR (CD50D,§):
2.2(3H,s), 2.87(3H,s), 2.92(3H,s), 3.52,3.69

(2H,ABq,J=18Hz), 4.8-5.18(4H,m), 5.20(1H,d,J=5Hz)

SR 4
T-RE-I-NN- —FEEXFREAXFE- - LHH-1— FR 1
%Tﬁﬁ%&ﬁ&) ZE (B
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HCl-HyN S 0
PP G
N ocC
o” N cn,
COZCHOCECH(CH3)2

| e
CH4

 EEBT, AR(OITER; JEER) mEAERALBER; I
EER) H_AFRERY, BEXERRRETHM24. Dok
EREAMW, EXAXEREHMAT, H1- XX Z0EX-I-NN- -
ZRETHEETE-I- LHH-- FR I-(RRALREE) 2w

(SUER, |EER) W_QFIRK (10EA) BN, S8 1A
BI04, ETK- FREFEREBEHSHHFEE TN (-T=
BIES) PRI EA) , EHNL4. ERABEET, #AMEK
BERAWT. BB, UARBRERAWHAULRIHER. Uik
REAAKERAEAELDIRES S, UZRIHERKE. RE, 78
CREUAFAAARER LR URRETR. BRTRI, &R
HFWMANRREG TR, BEALERN, FH-£X-3-NN- =
FEAETFRAETE- - LAH-- TR 1-(RHAXBREY) H
MBI (J0EF, FH: 19.3%.

NMR (§, CD,O0D):
1.21-1.30(6H,m), 1.52~1.55(3H,m), 2.86-3.02(6H,m),
3.70,3.78 (1H,ABq,J=18.1Hz), 3.77,3.82(1H,ABq,
J=13.7Hz), 4.81-4.92(1H,m), 4.90,5.10(2H,ABq,
J=12.8Hz), 5.11-5.23(0.5,m), 5.28-5.33(0.5,m),

6.82-6.88(0.5,m), 6.91-6.97(0.5,m)
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