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BR— R —EEAERN, k. FB., 28, FH. T¥. ¥
78, WEskd. 5. M. NN-—FEEER. N N-—HE L
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B, K. ZRTERAS Y REL, T S TR £ FncAd oy B
2% o 3B A H o BT

BREBMBE—BY-I18CT—-80TC, e bkdH— EiE
B. REBHETE, EAMTRIQH— e —RERSET.

MRS R RNBAERPENA T 5 iR R EERPEE N TH
e

XA EHBN AW BB ELERPERREEERARP LR
PRETHAER() RFRAZRLEH T K. REEXEPERE
FHETRARGEA B F EHEAT, FRYE IESE PR TA L.

b) Hl# B

TR(T) kFthittdp

o
I

R> S
PRy
CH-,OC
0” \i:/_ 20cCC1 (7)
R

(ER*FoRS S k) 3BT o e
ETR(12) R

5

R I/.s

O/EN\‘/)_‘ CH,OH (12)
R4

(R RRERE L) Bt 5 E KB AT AR E THATK
Ko R, EHANSNE FRERKALAY:
R?—
%;Hf'ﬁ

‘\\ ?j
R
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(PR 2 mt) REERE, AWHHTR(S) RFwitd
-

5
R Y o)
\
):( | _Rr2
A—N__J—CHjooN (8)
(0 R
R4

2

R
R ¥R, R3, R% R”ﬁﬁn—n< FEXmk.
R
IR RN BN TFHRLERB L RN AR LR
#, wAAMLH. ARLH. AELU. AL, ERY. ERE
. KBMYE,;, KK, TR TR -9k bse. FERE.
Z R Er g fuN, N- — R E .
HKEAMMEDAPTFHZAFRELATREPR (ZQAFE) BRE.
BR—RAE—FWHER, BNN-—FXEEE. HWH. 0. O
Acd. —AFR. AR IR PHT; 0T UE_FR S XA
WA AR BESERNPIHfT. REBE—#A-10C-1T,
HEy—18T-0TC,
RAXAFERBHA DR RERPAXNRPEAIRETEA
FREERPHRXTRERN() EFRHXZVALW P EK. IR
HRFRPFTHERBAGR A m T ERAT, FRF R CENE IFHTH
4@,
o) Wk C
N, N — BE sk 5TA(13) krxfeth
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R3a S
T

LN
o” - CH,OH (13)

(e, GREREPHER) REXBRE, WEpEk

A TERTES. EAFEUTEDBES TRAERN LAY

R
NH/

RB

RZ

(ﬁ*f,ﬁﬁw<3ixwl)ﬁ£ﬁﬁﬁo%§Wﬁ,££Wﬂﬁ
R

P, ATRETR(S) RFNLEY:

R5 o

S
[ [ I Rr2
o 4 —CH0CN (8)

R4 R
/RL
#wrZ, 15 4 n%—n\ % U dm k.
R’

BB — A — RN, k. PR, 28, TH. HH. F
W, WEskw, —vf. . NN-—FXERRE, NN-—WRZE
B, X, —RAFRRAHFHAT; BT UAERRR L XA E AR
b 4T

Ry Ew Bt spidREEMEASH / KREMAp R
BREZERAFRIEEFEETRAER) FTFHERZAL SN FH
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e TRAXGHKC T EBARY, IR R £WE 1 PH T4
d) w3k D
TR(U) Zxe 4 4%:

XCH-,COCH-CONH s 0
2 2
N CH,OCN 14
/ 2
o NR3

R4

2

R
(ﬁ*ﬁ,N,Wﬁﬂ<3ixwk,ﬂxﬁimﬁ?)ﬂﬁﬁﬂ?ﬁ
R
EH A BR(1) EFRAANREEETREFRLAY
XCH, COCH, COOH
(S8 NRE) R HE R IR R BT By K
RRMATE W R AR, DREAFRL, X BE TR
b 340 e 84 5 T 3 40 B G
VR R — M — T R, Jik. WR. 7B, WE. NN-—F
ETRE, N N-CPRLEE. WM. WAk, B, R TR
ZRZE. ZRFE. ZH. . FERERVR GTUERHR
SRR BRABRNPH#IT. REBE—BI-11T-—NT, L&D
KA H— E o
B EARAH G R(1) RN WRLER S, THETFR
(1) RFHALWRIE:

XCH,COC~CONH __ o

s
1!|1 —r i =2
P CH-OCN
I o” = 27 g3 (4)
OH

rd
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2z

R
HR2, B, R4 xaﬁn-n< Xk,
R

TRAH G TFH ERBREETEY, whb R AR, LT
R ERARY, TRREER, HIRARTEH. TARRRAEAR
EE. YGEHAHARTABRL, WIRBARERRIM, RAE—
AENREANR (WHR, %R, FTRIACR) FETHTERLE
Fi.

BR B — M — MW AR, k. TH. 2. HEB. NN-ZF
EFRRE. AW, WEswW. IRk — AP EP#T, WTUERH
B & P AR 1 AR A R R A P 34T, R RE —RHA—-13C—
10T, EREDKSHT— Tk

¢e) i K

TR(11) ZFH A

R3 S o)
N___! cH,oco (17)
o
R%a

(2Pl REFEPHBRE, VT VELLE) REBTRUTFAH
ERAR: EREET, ETR(15) RN LEH

RS (s
OIN\)-CHZOCH (15)
R%a

(R Ar® g m k) RItHh5TR16) RFHLAY
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o

262
XC (16)

(H¥ X YEXmL) KB
g5, ARttt REREGIE, AW/BTRO) k78

té4:
R> S o
— Y
;N( \fl CHZO(I:O—Q/ (9)
© COOH

(HFFf v Xmtl) RiE. TRAHEZ: A SR ERBRER
PR,

R(15) ZFHALUN LRERATFHRRLARE (W8, #E, %
%) . mieRH (5E S4 %% . g#. HNEE (ZFE
%, ZZHE, %% . AURE (FRE, ZRRHE, ¥aRi,
%4) PRANBRE (HRE, mRdE %% .

RN BN TARSEE PRI RE, HERLH. Z41%
@, SALY. AANE. KRN, KRR, FREH. EREH, &
NBRBELAERRLIERE, WMOBRH. LRH. ZRAFLRE; NE
BB, MR ST PRk, dbw. TR —WERRP
N, N- — @R,

BR— A —AHERAN, N N-—_PEXPRR,. WM. 0. W
Sk, TR, —ATR. Af. CROE. LRYE. ¥. TER
B EAT, W DAL PR £ P UURE B R A R RS R e
7o

BRRBBE—SA— 11T 0T, EhEhkeH- ik,
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P EEASHHZEA-E b, AR ERTEHRELEBLEWI),
(12), (13), (M) F(15), REEKXREZEHHTERLTHIEH
am4) , (1) F(9) .

BT LR PRk, TR(6) RFtytétH

RS (S le)
|| R2a
~
IN CH,OCN
o' \/\L 2 NR3a (6)
R4

(PR FRITHERTE, BHHREEEEL. AT BENEE
Ra
ﬁxﬁmﬁ7i£WMﬁﬁg,ﬁﬁm< ETHEAETE LR
R%
FH-6 ¥ RFRDHAR, Pk R R DR TR — AR SRR
B, BE. RATEENKRIELABRA, RIRERERREIL
RPTHWRE, HVRZFEEEREPNEL) . R(4) 2THLLY
FR(Y) RFRHLAWEBEFEN,
HTEREZHAAWRESY, T UTERABENERRE
M A 2R B JOEE SR RGBT R BE(MIC) 3t 1 RS 75 JR o 0 e o
B, THMAXERAE S WIHT T 67 TR R B2 B S WK R
%,
)& IFRBTMC XERR AN ELEE,
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E 1
MIC( 9/mt)

®
.64 staphvlococcus Escherichia Klsbsiella serratia  Meruanelld Haewophilus
2095-P mj'm %&n W IID601 in:%%g%}%!
53 0.2 0.1 0.05 0.05 0.025 0.1
52 #5192 0.2 0.4 0.2 0.2 0.05 0.1
3 6,04 0.8 0.2 0.1 0.025 0.025 0.012
M 6 0.8 0.2 0.2 §.025 0.012 0.012
5L B8 0.2 0.1 0.1 0.05 0.025 0.1
52 M9 0.2 0.05 0.05 .05 0.025 0.1
32 #6453 8 0.1 0.025 0.025 0.05 0.65 0.2
52 #4703 9 0.2 0.05 0.025 0.65 0.05 0.2
52 HE 54 0 0.2 0.0 0.05 0.1 0. 05 0.2
LR 9.2 0.2 9.2 0.1 0.1 0.2
1t 4A 0.1 0.05 0.025 0.05 0.0 0.4
F I Pt ARUTRAW.
A4 A:

T- H(Z)-1-(1— KA ) 1-RFRE— ZBERE) -1- &
AXFBRBETR-I- LA 1-F R,
Bk |0, XRANASSRARBENREZE WAKNER
1E 3t R o i AT B B A TR My DU R M 1At

b) &4 Fl R

WA R AR RS W5 BITLECMC- N B . AT
HWmg /e M EA DR OB KL 6/ ok iE R 5
o F IFWT R P oy 204 4 F | &,



Fx 2
=Y X YR
.44 4 K (%) b E (%)

1.2 4y 11 11.0

1.6 4m€ 7 4.5

1. 44D 17 10,4

LR 18 3.2

#1120 46 22,0

LR 14 20.0

F* 1P A W8, C o DI T:

A4 B: 1- ((I)-2-(2— EHE-4— X)-1- BT HE B
JI-RAEPHREETFTEI- LHR-( - FREABEXTR

ity C: 1- ((I)-2-(2— EEER- - H) - BT AR 7TEBREX
I EAXPHRARTE-I- XFH-1—- FR |-(FREAXREAE) T
o

foédp D: 1- UL)-2-(2— BEESY-4—- E-) - FTHERXTRETH
B -1-REAPBRAXTEI- LAF-1- FRIEKBEAXTR.

OFRERLNPRBETER

U AdEIEREERAREY, REAE | AeE o R—F
ARAMAW TFCMC-Na BEAFPHEFA, HFPAERARFLATE, €
EASSEHERM R T KATE. I E, ZITHHANARF
FaRk. TRERTHR:

Log CFU/ Mi=1.438

K PCFU B H# ¥ & L.

WNELBEEN, FEWEERHERKTH Log CFU/MitHEN 1.
BRRTH I &,
32



% 3
Bk wEATEE203), MR 1.4 x103CFU/ R

&4 MIC H & MW AFEER HRKE
(pg/ul) (mg /kg) (Log CFU/J¥) (%)
SEHEHI0 0.1 10 1.66%1.02 50
1.4 6.1 19 .26 %0.62 0
1k, 44 F 0.2 19 6.25£0.74 0
x4 PR - — 1.31%0.1) 0

FIFPHAY B FimF:

&ty E: 1- ((I)-2-(1— RAER-— X)-1-FHRAETHEXEH
X -1—- FREFE - LAB-1— FRR I-(REEXHKERD
LD

fédp F: 1- ((1)-2-(1— R¥EEw-1— ) 1- LT RAEXTEED
Sl TR - KRB TR,

F&
FRRE M ATEEIS 147, BMKRAE: 4.3 x10°CFU/ &

1.6 4 M C F & M RIFIE AR

(ug/ml) (mg /kg) (Log CFU/JA¥)
SE #4720 0.1 40 3.51+0.37
S 1.2 ) 4.36+0.60
1t.4-4C 0.4 ) 5.50 £0.61
1.6 4F 0.3 40 5.16+0.173
Pyl ~ - 5.73 %0.58
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FAFHIAY CH5% 1P ME, R IPHLEH FEER IPH
A

MU ERPTR, RIANLASWRAML RS O RIuEE A 4
M,

ERAKA W RETRLD (AR, p.0.)  FAHg /kg R
ko

MNFRARXZHANCASWEIREAS KK, ENTUEBHE—&
H100mg-5g FHI-A KOBRKRBEN AT, IFRNEREFHFRFE
K F F T & e

e ABRAE A B, K. KE. B, BE%E. x4
Flpsg—MHTBLERFEE A b k. A EmRPF KBS,

MTHERAS —FHARAEXR A, ENEE, XXAFTRT
LT EHH .

F T 142K & 0 1b 6 Hy iy A2 36y DA 80 A1) ol o ot AR B

TEEANERBA T,  “Tr” RE(C4H9; C— &, “BH” K%
(CoHs)2 CH-3E, Me R %W,

#%&H 1

T- AR BEHE-3-N N— —FEREFHRAXLFR-I— LHH-
- FROKXWPER-1- 1t

J T
CONH S o
S ( | _CH3
= N > OCN
0 ~cHj

CO,BH

AT, &1- g BHE-I—- BFE-I- XFH-1- FR
S FERR(I0g; ¢ 058mol) VA kv 600ml) ARIATHIE, HE
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AN, N' — BRAE —eknft(11.255;0.069mol ), REAKSH T HHH 34
e REBEGHFMNZRIE(1), FRERAHAKMI) %o A
HLELKARH TR, REMASIN R AEK(12g; 0.075m01)
EHEE 1o, RERAWHAARRE TR, RERSE, ATE3I
- RO HEE-I-NN- _ AR EFRARE TR LA (-7
B XX - B R-I-N N~ — W R PR
JHH- - FROKFRRGEARAH(24:) .

BEHARGH TWAKW(4000]) FHBFRP, SILKWARRQDT
KER(20g; 0.116mol) HyWIAskwbi(100ml) A&, KREAWRSH TH
#H1.5 Mite RERERAY, RLeWALRER. ERETH PR
Wi, Rt REN RSt AWEIGFELSW(T.5; ; &
I,

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)

# &4 2
- X BRI -NN—- — PR TRAR TR LFE-4
- TR _KXHEER

“ q CONH __ |

_CH3
/E Nﬁ/J\/ OCN 7~

CH3
CO4 BH
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HERAHT, HT1-ERHCBERE-I-NN- —FREXFRERY
H-1— KRH-—- FR_FXFER-1— |44 (5g; 8. 2amel) ( #F#)
HH1) BN N- R IR S0ml ) By BB, REMNZR st
(2.5g ; 18mmol) o ¥PTBHERBRHANLHFMANTRZE(500n) .
FifRadmAff o @ AHAEBRAEE, REMATARBRE,
BERFEENEZE, RAAYAVTHMRAERNBESANE R, B
R EFREER, AWRIAFELSH(. 65 ; 7 1%,

NMR (CDCl,, §):

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=8BHz),

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

# &5 3

T-BA-3-NN- —HXEXTRELFH-I- LBH-1—- FR-oX
HRmERE

HHRAE(2. 85 ;5 13mmol) Foekse(l. 04g; 1lmmol) MY R P
(30ml ) WMABHIE - 10T, EHFERP N -2 T BEREH—1-N,
N-—HFXBRAFRERXPTE-I- LR — FROXFRm(1. 61 ;
2.7mmol) (#)44 2 HBE), RET- 10THPE 1w, HHEER
AHBE-0T, KEMWALI-FH_®(Inl) « F-20T, ¥EBSWHEH
I Bt REBRAHFMANFE(I0), FEHHERESHIZER,
ZEmsoml AT H k. AVEREARBRETHR. MEKLEGF, AL
WRIBRRRARER, NTHEIAFRELAGH(1. 05 5 FF: 4%,

HC1l 'H2N S O
[ { | _cu3
P z OCN
o) SCH3
CO,BH
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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)

HZRZEETEWNANGERE(. ) P, FIAERPAER
EHABRUFFEEN. FILERAR, REARPEAHAEREE
%, BERAEARRE THRAOBERE, ATHEH-EX-3-NN- ¥
HAAXFHAEFE-I- LTH- - FTROFKPTERIRIE(0.91).

& 4

T- ((I)-2-(2— ZXKPHERXE - M) 1-ZFFRERTHE
CEBEREAE] -3-NN— —HXBEREPREXTR-1- LBH-1—- ¥R X
B

c CONH
H I/
TrN~ ocn €

CO,BH

CH3

Tr

BHI)-2-(1— ZXPHEE (- H) - XFREXTFEET
BR(1.9g ; 2.8mmol) . 1-¥#-1H-XHFH=m(0.4g ; 2.9mmol ) P30T
HBEA TR0 65 ; 2. 9mmol ) Y ZF R PR 200l ) AT ERME
4. HEFBERFMATHEN JBE P HBUYT-AE-3-N,N
— —HERAXTRERXPTE-I- LA FROKXFHER(.3g ;

2. 8mmol ), REHWH IP-H. REBEYFMANTRTE(I00]), FEH
RS WA AT A AN KERLEE, RERLARRE TR BE
REE, Wik A BAa EHTEN, ATGREFALSM(1. 43 ;



FE: 45% .
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)

# &5 5
T-RH BRIV THE-N- FEEXFHRAXFE-I- LR
B-i— FROKFER-1- At

8]

1
h “ CONH S 0
~" ~ ( " CH
7 3
N P OCN

S O‘J:'

#HEH | R E, REAGFELSE (FF: 1%

NMR (CDCl,, 6):

“c,Hg
CO,BH

1.0-1.18(3H,m), 3.80(3/2H,s), 3.86(3/2H,s), 3.18-
3.5(3H,m), 3.80-3.90(2H,m), 3.85(2H,s), 4.44-
4.46(1H,m), 4.74(1H,d,J3=13Hz), 5.24-5.38(1H,m),
6.07 (1H,dd,J=5Hz,8Hz), 6.9-7.02(4H,m), 7.23-

7.50(11H,m)

LB
AR BRI -N- 2N FE- ARXTFBREXETFRI- X

- B X ERE
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u\ “ CONH o
N I _cHu

S L— s 3

—N___ ocN [

o CpHg
CO,BH

Wl AP 1 KB T &, BEFACLSY (FHR: 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), 6.28(1H,d,J=8Hz),

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

w&H T
-8 A&-1-N— ZHE-N- PEEXFPRERXFRI- LFHF-1- FR

ZEREREHRE

HC1 -H,N S o
2% ~ ( “ /CH3
N __~ OCN\
o C2Hs

CO,BH

w0 IR K%, BEFEALEY (FF: 3%,
1.0-1.15(3H,m), 2.78(3/2H,s), 2.85(3/2H,s), 3.1-
3.35(2H,m), 3.40-3.62(2H,ABq,J=18Hz), 4.87(1H,d,
J=12Hz), 4.92(1H,d,J=5Hz), 4.98(1H,m), 5.17-

5 21/i¥F.m}. 5.93(1H,s}, 7.15-7.4G(10H,m)



L E-

- Q-(1— ZFFREXER-— B)- - XFRERXTHEXLB
JEX] -1-N— ZH-N—- FR— AEFHRAXFE-I- LAH-— FRR_
XFXR

N C-CONH S @)
H J il I _cH,
TrN S N //[:N _ OCN _
0 CO,BH
Tr

R AP QTR BERELEY (FR: 11N,
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 (1H,s),
7.1-7.4(40H,m), 7.47(1H,d,J=8Hz)

A&

T-p X THBE-I-(1 DR - RRERETR-I - L/ - F

Ro_KFER-1- KLY

[com_ L o
IO A

o |
CO,BH

BHAP  ROUF R, REAFALSH (FE: SN



NMR (DMSO-dg,$)

3.3-3.4(4H,m), 3.5-3.6(4H,m), 3.64,4.03(2H,

4.62,5.17 (2H,ABq,J=12Hz), 4.95-
6.98-7.05(3H,m), 7.1-

ABq,J=19Hz),
5.00(1H,m), 5.95-6.00(1H,m),

7.6(11H,m), 8.47(1H,d,J=8Hz)

w10
T-MER A TR AR A~ (

K A
CONH;J:j(iT;l\V/,
OCN o
N/

CO,BH

|-hok ) -RARFR-I— XHH-— FR

BH &P 1 XN R, FERAEACAE (FE: 51%)

NMR (CDClj, §):
3.3-3.5(4H,m), 3.55-3.70(4H,m), 3.40,3.58(2H,
3.87(2H,s), 4.82,5.09(2H,ABq,J=13Hz)},

5.87(1H,d,J=5Hz,8Hz),
6.95-7.05(2H,m),

ABq,J=19Hz),
4.97(1H,d,J=5Hz),
6.25(1H,d,J=8Hz), 6.94(1H,s),

7.25-7.45(11H,m)

R
1-&3-3(1
e

— ok At -RMBEXFR-I- LB/ FROXFER



HC1 - H2N S (o}
Ljr/ I
N OCN
(o) _/

CO,BH

a0 I XM H R, BRFEELEY (FE: 2%,
NMR (CDCl,, §):
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), 5.14-5.17(1H,m),

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

# &5
1- ((I)-1-(1— ZFPREHLEd- - X) - XFXEARXTEHR
TEERRED -1-( - -BRE TR - LA - FR_KXFER

—/"— C—-CONH
TG

CO,BH

BWH AP A XBRFT R, FRAFRALLY (FFR: 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)

&1
1- ((I)-1-(1- ZFKBREHRA-— ) -- FEREREXL B

42



H) 3-NN- —HFEERXFHRELFHR-I- LFH-4— FROFKFEH

. gi;ﬂ—i CONH;'(S (“) e
r N_ _ OCN
| o i NcHj
OMe CO,BH

HERBHT, AR 4g) forlkrg(1.3g) R FHE(100n))
RPN -E R BRER-3-N N- W REXPRA R TR-I— L
FfE-i— PR KPR TNN-—F PR ) o FE
(100ml) FHER, HEFRAREAREE THS Q4. K5, &
Fok— FRAB(-S0T) YT, ERERAHF WAL I-T B ({al),
REERFRE TR (54, ERFEETERN R TR
(dnl) )G, BT F8EE, FLRAUBRE, EZHEFEAZ
Rl REBAHWP AT _QFiK, RERKE_SFRE, REH=
FERAENERALE. 2HEAFRE, KRAKFEMH R AER
vk, REARBRETR. 28, REXFEEN. ZRWETILRT
B, FEAARAKRENBAAER (1.1 YERREH, UREHR
H) &, REARRETE. 25, BREAFEBN. BLWBE TN N-
“HEEFSRRP(I50l) . EHAERPUNIL -2 -ZXFEEL
“A—E) -1 -FREFRXTR(L.53g)  1-BE-1HE-KF=(0.55y) F
ZHROERM IR 18g), RETEREH 1AL 4. KRS
WP MANTLRLERK. KEZLRILREZE, REX-FRLRLE
X, AHTLRIRE, KAXAKFEAHMRPAER L, HARR
BT8R, 25, BEANAN. Z/YARBREEN, AW&EAT- (L
)-1-(1- ZXFRFE-{— H)-1-FEXTHXTBEREH 3-8, N
— XTI BRRETE-I— LAE-(— PR _EWER(L. 46,
13.2% o
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NMR (CDCl,, §):
2.83(3H,s), 2.89(3H,s), 3.36-3.50(2H,ABq,J=18.8Hz),
4.84,5.10(2H,ABq,J=13.7Hz),

6.76(1H,s), 6.94(1H,s),

4.04(3H,s), 5.04 (1H,d,

J=4.9Hz), 5.92-5.96 (1H,m),

7.20-7.45(25H,m)

WA
T- I)-1-(5— =ZXPEEHE-1,0,4— ¥ - H) - FEETE

ATEBRERE] I-(NN-—F AR IRAERLETFR-I - LHH-I—- TR
KPR

N —— C-CONH s 0
T A :szg/ b 13
r - OCN
? CO,BH
CH,

BRI RQT R, BEAGANSY (FE: 119,

NMR (CD,0D, §):

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)

W1
- QI)-1-(1— ZXPREAL K- H)-1- —RFEXTEAXT

BEREE] -I-(NN-— R ARFHRARXTFRE-I- LFH-1—- FR_XKYF
Am



TN s N N___ OCN]
o CH3
o CO,BH

{

CH,F

N C-CONH __ S
H J //I « Iy
I

HEEF RBFT K, REGECEY (7R 4%

NMR (cDCly, §):

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)

LB - j
1- PR (- KR ) -BAE TR - LAR/-1- FROXF

.

OHCNH r,S ﬁ
;: N\'/j\/ OCN: ;
o
CO,BH

HEXRSHT, #1- FREX-1- BHEE-I—- LBH-1- FR_XVF
(4. 24g) B Ekm(80al ) BA P MANN, N — FeF —knd(1.62g),
RELERHRE TS 142504, 25, BAMEBRTmNRE
wwu)%w%%wnhnﬁﬁ,%%ﬁ#ﬁ&?ﬁ#!$%nﬁ#i
ZRTHEHE k. BEERAWTMAREN.1T;) , RAETFER
BN 8, REBRERGEHBARHEBAW. RRUETILRL
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M. IAERAKRAAINGER. K@ MAEFRBERER, BRE K
RETH. AE, BEABREN. RLWAERAENEL, ATED
T- FRERRE-3-(1-Roe ) BREXTX-I- LAB-1- FROFXFER
(2.3g , 43.0% .
NMR (CDCl,, §):
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), 6.89(1H,s), 7.25-

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

LB
T- FRERRE-I- (- ) -REXEFE I - LAB-I- FR_X¥
Ag-1— 81ty

OHCNH

v
.S (o)
4
1) /INJ\/ Og@

CO,BH

KRR, F1- FRER-I-(1-koeX) HRXEFHE-I- LFH-4
- FR_KTERC. ) WZRZE(20ol) BRF AR AR TR
(1.53g), RETFRHFREMAS S 08 BEREREHFMNALLXF
BR(0.15g) , RETRRXTRHIS 4. BRARUENHAORE. B
EREREK. RRAWARBEENEN, AT S5 H0RE— &7 27-
FRBA-3-(1-mREH) BREXRFR-I- KRB - FROKWFER-
— R fedm(1.53g, 43.1%.,



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)

il &18
T- FRER-I-(1-EX) BREXTFE-I- XFAH-1— FR_XW
.3

OHCNH i

s
;1::5///*\v/’OCN

0,BH

o

ETR— ZEBFRH(-600T) T, #7- FRAKE-I-(1- kX
BEXFE-I- KBH-— FROXFTER-1—- Rh(2.075) BN N-
ZHREFBE(25el ) BB AN (1al) , A HH. &
Foh— CHAHT, BERERSHYRAM LRI A, RE, WH
REAYHNBREAINER. KEZBRIRE, XEH—FHALRLEE
o £ CRIME, RAAAPRAMELHABRRALE, REARR
STHR. 28, REXNAN. Bt AsEA B4, MHHAHT-
FREREA-3-(1- R ) -REAX PRI LFE-(— FR_FFHEMW

{(1.87e. 93.0% .
NMR (CDCly, §):

1.35-1.55(6H,m), 3.20-3.35(4H,m), 3.35,3.46(2H,
ABg,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(1H,s)
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#4119
- UL -1-(1— ZFFREXE - X)) - FXEXTERT
BERZE] -3-(1-ked) FELFX-I— LAB- - IR X PR

N C-CONH __ s o
1L i ' i
TrNH- S N N ocC

| o
o CO,BH
Tr

- FRERRA--(1-ke ) BREXRTFRI- LAB-I- FR_X
FARA WAk FE(1:1, 200l) FRPAIH 3HR(20l), 4%
FREMRTEERRY 101004 RE, BEABEBEN. Redbm
AKFLRIB. WEZRIHEE, HHABRFAR LR IHER. 4
HLRURE, AEAMHEPKBERLEE, REARBRETHR. 25,
BEXHEER. R{/YFETNN-_FRFHRRK(18nl) ¥ HHFHERP
WA(T)-1-(1— ZXFRARER (- ) 1-=XFHEX- TEXZ
BR(2.35g)  1-FBE-IH-KIHF=n(0.56g) F_RTHRKMA TR
(0.79¢g) , RETERKH 1 0 S5o4. EREBEWFMATLRZ
Wivke. UEZRIKE, KEH#—FRALBRIBER. 4H LRI
B, AXRAAEAHEKELE, RERARRETR. 25, BE
EAAEN. ZLPRERA B4, AWHART- (7)-2-(2—- =X¥F
EEXER- |- X)) - XFEERTEAXTREE] -1-(1-RH)
HEXFR-I— LR — FROKXFER(L. 45, 33.7%,

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)



&2
T- PR E-3-(1-BpHTIE) BRMFE-I— LHfF-1—- TR

et 3.2 3
HCNH
) .;:ﬁil\/mm<>>

CO,BH
THEHIRMU TR, REAFACAH (FF: 51y
NMR (CDCl,, §):
2.15-2.25(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), 8.22(1H,s)

#1421
T-WBEE-3-(1-BEF TR KEFH-I- Lap— v —
FEERE-1- Ay

OHCNH __ r,
ocN:::>>

cozan
&ﬁ]'ﬁ'ﬂ”*‘uﬁﬁ B (R Uy,
NMR (CDCl,, §):
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)
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il &2
T-FRBEE--(1-AAFTHRE) BEXFE-I- LAR-1— ¥R
- X F 3

OHCNH

S (@)
T I
5 ~—N___ OCN

€O, BH

AN XD T X, BEFELCLSY (PR 919
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,d4,3=4.9Hz), 5.93(1H,dd,J=4.9Hz,9.2Hz),
6.39(1H,d,J=9.2Hz), 6.95(1H,s), 7.25-7.45(10H,m),

8.25(1H, s)

413

1- HI)-1-(1—- ZXWPHEHR R - H) - KPR FXTHE
CBREED -3-(1-ARATirE) FELPE-I- LWH-1- FR_%
AR

30



N c —CONH

AT TTI_EC,

CO,BH

AP RB T K, FEFACAE (FE: Y.
NMR (CDCly, §):
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)

] & 724

T-FBEREE-I— (N-(2— RZHE)-N-FHREFHREFHR) 21— &
Fof-i— FROEXFERMT- FBEBE-3— N-(2— BZX)-N-FE4
XPBREXEFHR) -1—- LB FROXFEABHRYBELY

¢

S
~ : i

o ” \/ Me
CO,BH

OHCNH

TR AL X, FEFALLY (F£: 51%.

NMR (CDCl,, &):
2.90-2.97(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,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} . €.91(7/12H,s), 6.99(5/12H,s), 7.15-7.20

(10H,m: 2 22({1H,s)



il &0 S
1- FEEREAE-I-(N-(2- BTHE)-N-FREXTFRAXFL-I- LR

Fi-i— PROKFER-1- At

1
OHCNH (/s ?
|
¢J:TN - OCN-"\— OH
o Me
CO,BH

HWEEOIRUF R, FEREANSY (FF: 9%,
NMR (CDCl,, §):
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,n), 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)
#4126
- Q-ZFWRAXTHEE-(1-ZFFRES RS- X) TH
BAt) -1— ON-(21— BT -N-FEEXFHRALFR -3 LFH-4
- FR_FXPER

Nw—:w——i -CONH__ 0
TrNH'/ﬂ\S N /£: \r:L\//focN//\\/’ou
|
OTr CO,BH

BHEW KR F R, BREFACAY (FFR: 110
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NMR (CDCl;, §):
2.94-2.97(3H,m), 3.24-3.30(3H,m), 3.43-3.52(3H,m),
4.80-4.83(1H,m), 5.06(1H,d,J=5Hz),5.10-5.15(1H,m),
6.11(1H,dd,J=5SHz,9Hz), 6.44(1H,s), 6.96(1H,s), 7.2-

7.4 (40H,m)

K-
T-FRARA-3-N- AEATREFE-N- FREAETHRELFR-I-
kFf-1- FTROKFER-1- At
o

OHCNH S O
4

BT- PREARE-I-(1-ke ) HREXFE-I- LRH-—- FR_X
HFER-1— A5 4g) M E kw90l ) Fuk(18nl ) B35 HOR -S4
P NAEBRBLRE S B I ( 1. 95) Fodk(1. 230l ), RETEBMHEIS A
B, FASCHPNI. RERGYBREZE, BEAYFIINATL
BZM. CRIBEKRIAINGR. AhftsufkBEmkEk, AR
BRETER, REAS. AL RSEREEN LML, ATEIFRELS
B (150mg ; & 15.01%.

NMR (CDClj, §):
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), B.42(1H,d,J=8Hz)
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il &128
T- PR E-3-N— RFE-N- PREXFRREF LI LA
- FROKFER

OHCNH s o

;J:jr/ f _—~ Me

o N __ OCN\\V/,CN
COOBH
BHAAIEBT R, BEFACEY (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), 8.26(1H,s)

GBS

- U2)-1-ZXPEBRTER--(1-ZXFREE -1 )
TBEREHR] -3-N— P E-N- PREEXTHRERREFRL-I- XFH-1-
PR _XFER

C—~CONH ___ S 0]
//l\ il | _ Me

N OCN | CN
TrNH o ~ON

OTr COOBH

ERBHT, F1-FHREE-3-N- KFE-N- PEAXTHRERX
AR - K- FROKFER(40ng) HFR(60l) FRPEL
W 6nl) BAWRMKRER. 80l) , RETFEBRHH 1PN RE
R R BAY, WATRTE, HERAAK. RREAFAITR AN

54



MU ARBER LK, ARRETER, KRER%.
HEHBENARW(1100g) BN N- —FREPEER(Inl) FHEF,
FON(L)-2-(1— Z P HRAHER- - X)-I-ZFFERXTHEAET
BR(610mg) « A EERA_FR(19Tng) Forl-REEIF =w(123mg),
RETEREHIO N, BREBEWF AN IRIE. CRUKE
WAAA INRR, HPERRENABATRPQANABTRALSE, A
RRETHR, KREASE. ZLWAEREENZ&EA, ATWHIFAL
At (460mg ; FE: H.5%,

NMR (CDCl;, §):
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)

& 7130
1- FEERRR-I-()-8X-1— g ie ) HEXFE-I- LB
PR _FFREEH-LBET 4

OHCNH

RO e m

CO,BH

WHE AP X F R, BEfrbAd (FF: 1%
NMR (CDCls, &)3
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(0.74,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)
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#l&131
T- PR3- (3- 21— i) HRBXEFER-I- LAEm-1-

FE®_KXKPXR-1—- Aty
OHCNH . I/s o
H OH
OA/ETN\T;I\\//OCN I
CO,BH

EH AR RUFT R, BEFEANEY (FE: 8%,

NMR (DMSO-dg, §):

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)

#4112
1- FBLRAE-1-(3- k- — W) BRARTE-I— KHH-1-
). S P 3
OHCNH F/S ﬁ
OH
CO,BH

B AP R R, FEAFHECEY (SR 18%.

NMR (CDCl,, §):

2.16(2H,m), 3.3-3.7(6H,m), 4.99(1H,d,J=S5Hz), 4.8-

5.2(2H,m), 5.48(1H,br.s), 5.93(1H,dd,J=9Hz, S5Hz}

6.48(1H,d,J=9Hz), 6.95(1H,s), 7.2-7.4(1H,s),

8.24 (1H, s)



&3

T- 2)-1-ZXFRAXFRE-I-(1-ZXFRELE-4— X)
LB ] -3-(3-8R-1— kol icd) RELETFE-I- ARWE-1—- TR
ZEEER s

N C—CONH _
A J
TrNH s N ¢¢"“ > ocn

| o
oTr CO,BH

#HE AN XBFT R, RAFACEY (FF: W) .

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)
) &-53 4
T- FBREE-I— C((8)-(+)-2-BFE-1- bk igH) REXFHE
J-3— kT - FROKFERRK-1- LB L

- (:}v i

CO,BH

BHAALCXBT R, RAKALEGY (7 1Y),

NMR (CDCl,, §):
1.7-2.1(4}1,“), 3.2-4.0(4-4“,!0), 4.65(1}1,“), 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=9Hz, 5Hz),



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

8.25(1H, s)

Rl #1703 §
T-WRRER-I— C(((8)-{+)-1-BFE-(— i) HAXTFH)-
I-XHE-4—- FR-1— Attt

o
1
OHCNH r,S ﬁ
INW)\/ OCN
o
cO,BH OH

HEHETI XK R, BHFRALEH (FR: 9%,

NMR (CDCly, &):
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)

] 413 6
1-FBBER-I— (((5)-(+)-2-BFE-1— g H) HELFE

J-3- XFH- - FROKTFER

OHCNH l/ S (l?
/I: N OCN
o \/j\/ Q
CO,BH OH

BREAROT R, BEFECEY (FR: 1%

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, =4.8Hz,8.9Hz), 6.94(1H,s), 7.23~
7.44 (10H,m), 8.18(1H,s)
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&1
T- UI)-2-(2— ZXPRHAXE-— X)-)-ZKXFEAREATEHE

TEBEREED -1— C(8)-(+)-1-RFEMEIEE]) REAXFE-3I- LW
B-i—- FROXPER

TrNH A s N °°“
|
cozsu

OoTr

BHEAIERFTR. BAEELTLHW (FXR: (%) o

NMR (CDCls, #§):
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,dd,J=4.8Hz,8.8Hz), 6.45(1H,s), 6.95(1H,s),
7.20-7.40(40H,m)

il &4138

T- U -1-ZXPERRXFRAR-1-(1-ZXFRELEG-— K
THEREED -3-(1-hix¥) FRAEFR-I- KRH-- FROXFR
Bfl- Q-ZXPRERXRFAR-1-(1-ZXFEREE-1-H) TR
BRAE] -3-(1-dbofi ) RAXETFTE-1- LFHH-(—- FROFKTFERH

B B Bt
AT T A0

o'rr cozmx

AWEkR(200al) FREN-(1- ZXRPERED-4— H)-2-=
KAREETRETR(20g) . 1-BRFF=m(6g) P _IFTHEEAZ



TR(9.28) 0 WHRRRTEZRES 1 Dob15 54 (AL

F—FH, W-8X-1- BFXE-)- LAH-— FRR(10.3g) £&F
FTH(Seml) , RETFERTMAN-BFE-N-(ZFEXEFRREX) =&
TR (24.801) . HHRBFRTERRPL004 (FMAB).

Bk ARG, REANEN. HARIANRKWAECKIR
WREBABENELR, AGERNEAREEK. FXBEEATTHEAR%
w(50nl), HFTFTERTHHIAEBMBIAMK BF, KREWF | DEISH
o

Zk, dERNRAY, BEAPWAN_FEXERFR(I1.64) FF
B(3.65), RETEERRY 14 8y, REAXABRKNBAHWWERN. i
HANHARLWAETHEARW(120n0l) , FTERTHFERF AN,
N — Bkt —vkni(4.91), REERFERETHH 14080

2R, BREBAMWPWNREE(. 49g) , REHEE LAHLIL
b MEXNRBBAWHAEN. BRFANARKYAEEMNE(SI0,,
150g; ¥: ZRZE=3:1) s, ATRBAFALEY (6945, 7.
20%) o
NMR (CDCl;, §):

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),

6.42(3/5H,s), 6.44(2/5H,s), 7.01,7.03(1H,s), 7.25-

7.40(40H, m)

B L ER)
1- (U -1-ZXARARTEL--(1 ZKPHALEY -1 A
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ZREBERD -3-(1-whb i) RMELPE-I- LRB-— FTROXFE
W-1— E 4k

=0

N —/“—c—oam S (o}
TrN /'k S l'l \—DC O(I:u
H ] o¢ P
OTr CO,BH

ERAHT, EEAXPOLPHIANGRA (3. 71) WA %NE(40a1)
AR WA - SXPR(14nl) o HHARRTZENHL. 5 Ao
W RME B RA YN db R WAL WA BN (8102, 505,
¥*: zmTw=61) 5%t AGAAFALEH (1. 44g; 7% 1%,

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=SHz,9Hz),

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

&M
1- () 2-ZXPRREFRE-(2-ZXPRREER-1—N)

LREEE-I-(1-b i) RAETE-I- LNF-1— FTR_XFEN
N C-CONH S (o]
aJ i
T oI"', \g\/ m/\:’
oTr ,BH

E-WTT, RV RBRB A1 04g) BN N-_FEFE
BE(15al) P A Z R0 30l) . HIAANEAERFEETH
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#3044,

HEBEBESWENB WL CRYE-TICHIRIEY, KEMW
Ko WNEZBMZIRE, HAFRELLHUPAERLE, REHITAR
BETHR. 205, REAHEN. FhBINALWATILRLE,
HEmAER B ERY. B BKEFRIEY, FRARTRE
%, ATREAAELEH (395 , FF: 3%,

NMR (CDCl,, §):
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=SHz,9Hz),

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

LA |
- ((2)-2-(2— |AER-1— )2 - X TR ZTHEHEI -1-NN
— XA THRBEETE-I- LFE- - FRY

ey )_ Q 1 de

OH CO 2 Na

AZRTR(Inl) FXTR(1n) WHRERSHPRAEHEA (H
- ((2)-1-=FF XA R g — R - XPREXTFEELH
AT -3-NN— —FREEFRALFR-I- XWH-1— FROEFE
. WHRARRY Ak, RERAHPMANRER(100n) , H&E
W RSN EY. HRAWIFR( i) P, RETEELMN )
At BERETR, A 8. B3R UEFRBFRNES. BE
FARMAE B EEA, A THIRE A (2ing , FF: 39%.
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NMR (D,0, §):
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)

LR 2
T- Q(L)-2-(2— RArEm—— H)-1- R FHAZBREHR) -3-N—
CE-N- FREEFRBRFHR-I- SHB-1— T4y

AT 7 1 o
7 3

H,N S N /[:-N OCN

2 I O/ \/L/ \CZHS

OH Co,Na

HHE &G S RBRRA IR | R F XHATRAE, B35
it (FR: 15%.

NMR (D,0, §):
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)

LA 3
T- UI)-1-(1— |AEER-{— H)-1-BHFHER BRI T -31-(
[~k R) - B AR TH-I— LHR-1— P4
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//n:—:r——C—CONH//[jr/ \] ﬂ/ﬂ_\

OCN
~~ \___/
on COZNa

HH AR NAABEZEN RO T ARTLAE, BERKF
Afett (% 15%,
NMR (D,0, §):
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) |

LA 4
- UI)-2-(2— A&E-{— B)-1-FEETRE B -3
“HERERETHERFR-I- LA FRHY

EXRBHT, H=RTLBRUZABAAREEHIBBWN- ((2)-2-
ZXRERE R R - FERETRIEEERRE -I-NN- —HH
BRFBEREARFRE - - SHR-— FROETER (1 46F) WEER
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(10ZFA) FRF, HRAAFRERBFRE TR 1R 54 R
EREF M BRAW. RUWETER, &7 ARNHTEBGER P LU
RegEf. TRUENENESGHFHZETIN, MEENBRHA(600E
%) o ARRERMAHGFAGERY ATRE R dRlRIKR L
f, URTEBER RESATHR. HHEIANERHARMERNEL
o, BET- (1)-1-(1— REEE 41— ) 1-FERETRE TR -
NN-—HRAEEFHREAEETE-I - LAE-1- FRY (11 R,

3.5% 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,ABq,J=12.6Hz),

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

LR S

- C{2)-2-(5- &E-1,2,4—Em-1—- X)) I-FHEETRX LB
FHY -3-NN— —HEBREXFRALPE - LB — TR

N —y—C-CONH s
L~ | [ | o3
H,N N N ocn’/
2 | o SCH 3
OMe CO,Na

HEH AR GASWPUEEA XX, FRFEALL
A (FE: 1T%.
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NMR (D50, §):
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,d4,J=4.7Hz)

SEHH 6

T- U2)-2-(1- SAAekmp-4— ) -1- —RFEXTEH 2B

SN N- ZHEAEFBRAR TR LAE-1— TE

H.N
2 o

N ~CONH ()
SR = A
S T P ~ ~
OCH,F CO,Na
%%%ﬂﬁﬁﬂ%m%%&%mw4%%wﬁﬁﬁﬁ,ﬁﬁﬁﬂﬁ
4 (R 10%,
NMR (D50, §):
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-
5.61(2H,d,J=55.2Hz),

5.04(1H,m), 5.63-5.66(1H,m),

6.95(1H, s)

LB 1
1- E(Z)—Z-(Z—-§i££%§¥£—4—-2%)—2—%%2§ﬂE§§2§ELE%H%2§J -3-(1-

TR HE) - BB W~ KB - TR
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c CONH
f'
Hz" OCN

5 20019 7B A ik LA | RO AL, FIRAL
A4 (PR 8%,

NMR (D,0, §):
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)

LR 8
T- UI)-1-(21— EmEm-4— X)) -BRF R BREEY -1-(1-

REXTE) -BEXEFE I LHH-1— FRH

c—conn N 0
)L J ' !
HoN é)~fu P OCN
o
on CO,Na

il A1) 3 2l Wy o Wi THE B | B X KA 2, REMRHAL
Cx/ MU aE SEEE
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NMR (D50, §):
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)

EHRP 9
T- [(2)-2-{21— RAE-{-X)-1-BRTRERETHRERE] -3— (
N-{1— BZXE)-N-FREXEFHRAXFTE -1 LAH-1— FRHY

——:]——c-conu s o)
N/’j‘ ] :;L:g:w;] OEN/”\\/OH
s~ N
H, | o 7" Me

OH Co,Na

W R A6 R B 1A Mk A I RBU RAE, /aEFAL
a4 (B LW o

NMR (D50, §):
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)

LR
T- Q(2)-2-(2— BEEg-i— X)-1-BXTFHAETHRER) -1 - N-

MER-N- FEAFRALTFE-I- XBBH-— FRHA
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R B FE e W LHP) | RN R, B2 4FAL
A4 (& 1N,
NMR (D50, §):
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)

LA
T- UZ)-2-(1— B -4— F)-1- 2R T HEETBEE] -1-(3-
FR-1- g ) BEEFRI- LHEH-1- FRY

HZN/\LTC CONHI( \g\/ocnij/ oH

OH COONa

%ﬁl%ﬂ“ﬁﬂ%%%%ﬁ%ﬁﬂ [ RO AL, FEFANL
(FE®: 1T% .
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NMR (D,0, §):
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)
SLH B2
T- UZ)-2-(1— EEE -~ ) - PR TR OBRLE) -3 -
((5)-(+)-1-2WH-1— dhoffr &) HEXFTE-I~ LRB-1— FHYH

o™ =
OH COzNa

Nj—c-CONH S o
HzN/lLS ll!l W Q\/OENQ
! OH
HHEFITRA ML HIE ERG (AR FRLAE, BAKREL
oy
NMR (D50, §):

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,d4,3=4.8Hz), 6.83(1H,s)

LRI
T- C(Z)-1-(1— REE-{— ) )-BRATHMZBERER) -3-(1-

Mg bE ) - A EFE-I - LR - FRY
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AT"CMIQ/ b

C02N3

Hl &0 R BN a P Lle | ARy R, #3FAL

At (PR 1%,

NMR (D,0, §):

T~

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)

SEHH] 1 4
T- L(2)-2-(1— EAER (- X)) 1-BETFRETHEEE] -1-N,

CEAAEERAE TR I- L PREABRAL TR

‘LTC CONHI _s \)v s

N\CH 3
OH COZCHZO?C (CH3 )3

o)

HHARAR TR (31ZFX; 0 16FER) MmEALREA (72K

C(Z)-2-(21— |EEM-4— ¥)-1-BXFEETHREHE) -3-NN- =



FEARAXFHRAEETFE-I- LFTH-— FRY (30F3; 0. 162 BER)
W_WAFERE(1EA) BRP, KREHHE 1. EREBRESY P
ATRCEIVWER) &, KEBEMERAAR, BRAGELHK
AR, UAKRBRETHRE, BRERSE. AEHAFTWAREREZE
ft., REFACEH (1 ER; FE: 139,
NMR (CDCl,, &):
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=5.5Hz), 5.93(1H,dd,
J=S5Hz,8Hz), 7.08(1H,s), 7.26(2H,s)

SERBS
T- ((2)-2-(1— REEM- - X)) 1-BHTAETBKEAD -31-NN

A FREEFRAETL - K- TR 1-(ZETRERD 7
B

N C-CONH S O 4
L3 A
SN~ s T N \CH13

H
0]

OH COZCHzoﬁCH(Czﬂs)Z

o]

HEBHLHER | Weh5- . ETRARFEITE N, FEF
LAY (R 3%,
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NMR (CDClj, &):

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)

L H 1 6

1- C(I)-2-(21— B4 — )1 -BEX TR} ZBHEHA] -1-N,

N-—HFREETHAEFEI- LAH - TR |- (R THREX) T8

N C-CONH s o
LJ ] ) b
H,N— 8 N F > OCN<.q
2 | o 3

|
CH; -O

R LHY | A ERTRI-ARTEATRE, FEFA
foddy (=3 109,
NMR (CDCl;, §):
1.18(6H,d,J=7Hz), 1.56(3H,4,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,d=5.5Hz), 7.09(1H,s)



SLHHI T

T- U(Z)-2-(1— AEE-4— ) -2 X P HAEBEBREA) -1-N,N
-~ ZHFRERFHREETE-I- LRBH-1 - FRI-(21- ZEZBRER)
.

N C-CONH S O g
P /u I ,f oP:N/ ’
HoN S T o Z \CH3
OH coz?no—ccn(czus)z
CH, O

HREEHP | ARSI - ZETRI-RR ZMATRS, B3
wRAAEH (FF: 15%.
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)

LA

7- C(Z)-2-(2— A4 — X)-1-BRXTEX X -3-N N
- ZPXAXPBRMERFRE-I- LA - PR I-(RTHELHEER)
.-

74



N C—CONH __ 0
BN = g N Mo

HpN™ 87 N AN O\ cn
b CO,CHO-CCH,C (CH3) 3
]
cHy O

HRELHY WA sR- TRZRI-RRZLERHATRE, 5B
Bl (F: 5% .

NMR (CDCl,, §):
1.04(9H,s), 1.56(3H,d,J=5.5Hz), 2.2-2.3
(2ZH,m)}, 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)

SEHEH

1- QI)-1-(1— REES-{— H)-1-ZE TR THEET -1-N, N

- _HREEXFHEXTFEI-LAHE-1— PR I-(ZEXBEAH) 7
.5

N —CONH

L J ;f -
Ho,N~ S QCN\CH3

C0,CHO-C-0,Hg

CH, O



WRBEEEA W ZERR -8R a3k TR B, HE4F
HmiE.
NMR (CDCl,, §):
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)

SEHHI20
T- C(Z2)-2-(2— REE-4— X)-2-2HTHETBER -3-N, N

— ZFREXTFRRAE TR LARH-1—- FR | -(REAERER
B8

~CONH s o)
' i \T“'r/ I CH3
HoN s N —N___ OCN
5] | o~ NCH,
ol CO,CHO-C—~OCH (CH3) 5

I
CH; O

HREXEA | AR5 -RRZERTERRBAITR S, 2
Bt (FE: 0%,
NMR (CDCl,, §):
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)
SEHH2
- ((2)-2-(2— REER - X)) -ZXTEXTBERE] -1-N,N
- —_FXAXPHAREFE-I- SHH-- FR - (FELEBRER) T
B

N —~CONH s o]
™~
BN I VR
H,N S N N P OCN~CH
| o

OH C02CH0—ﬁ—0—<f::>
|

CH, O

W H AR | WA SR CERR-RR TEHTRE, 73
A (FFE: 19%.
NMR (CDCl,, §):

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,1H,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)

SEHE 22

1- ((2)-2-(1— AAES-4— X)-1-BEX TR KA -3-N-
ZHE-N- FEEXFHRAXTR I LAR- - FTREXKEALETH



N C~CONH —__ S o
A (ot
N
HpN™ S T 0 7 Ncols
OH COZCHZO?I‘-C (CH;3) 3

0
ALK LA EH RRRR TR, FEFALE
M (EF: 1%,

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

(3/34,s), 3.25-3.35(2H,m), 3.47,3.48(together,
1H,d,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)

2 XK
1- C(I)-2-(2— R — H)-1-FRTPRE KA -1-(1-

M) BEXTFE-I- ARH-- FRIABRALTH

N C—-CONH S 0O
i [ I /—§
H,N /lLs ’u N N~ OCN
| 0] —f
OH

COZCHZOEC(CH3)3

o]

YR g LR Aty 5 RBER TR TR E, BEFEMN
A4 (FFFE: 4%,
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NMR (CDCl,, 6):
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

(24, ABq,J=5Hz), 5.93(1H,dd,J=5Hz,8Hz), 7.08(1H,s)

SEHE 1 2 4
T- CU(Z)-2-(1— REEE-4— X)-2-FREF R ZBRR] -3
NN-—HFREEXFHREFE-I- LAE— FRERBELETR

N C-CONH S 0]
/IL I ﬂ r I /CH-3
H,N s N OCN
OCH4 c02CH20iC(CH3?3

o)

Wi E LG (e d s FRBRRR T RATRP, 53 4FE1L
e (FFER: 5%,
NMR (CDCl,, §):
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)

SEHEHL S
T- Q(Z)-1-(5— &FE-1,2,4— -1 - H)-1-FRAETFEE LB
I -I-NN— T FHEXFRAXTFR- - LAF-— FREXAGEES
H iy
0



\CH3
0CH3 COZCHzO(":C(CH3 )3

——j——C—CONH
CH
H,N I CN 7 3

o

R E RN SHtEeH SHARMR FRATRE, & BFEAL
A (FE: 1%,

NMR (CDCl,, §):
1.13(9H,s), 2.92(6H,s),
4.12(3H,s), 4.84,5.19(2H,ABq,J=13.7Hz), 5.10(1H,d,

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

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

6.42(1H, s)

SEHEP6
- U2)-1-(2— HMEER-4— X)) - —HFREXEEEXTHBREHR] 3

NN P EBETHRARE TR - LR FRFXGEX TR

N——jl——c-conn\\ - c
/ ):‘ g\/OCN \Cﬂz

o

WA H LR § b d G 5T RN FRITRE, FEFEAML
a4 (FFF: 1%,



NMR (CDCl,, §):
1.14(9H,s), 2.91(6H,s), 3.50,3.60(2H,ABqg,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,ABq,J=5.5Hz),
6.98(1H, s)

EHAF2T
T- UL)-2-(1— RAE-4— ) -1- B R T EITBMEHE -1-(1-
R AE) - B A TR - K- - PRI BERL g

N C-CONH-___ S o}
e g u
H,N T 8T N A—n__l__ocn
o )
éH COZCHZOEC(CH3)3
(@)

¥iFE ERE TR E S AR R ST R AL, SRR
A4 (FFE: SI%o
NMR (CD30D, &) :
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)
S #1728

T- YI)-2-11— |AvEm -4~ ) -BHTRETEBEHES -3-(1-
ARRTH -HEAZFX- - L HF-i— FRFABALTH



N OCHN
0// Y N
OH COZCHzoﬁc(CH3)3

N C-CONH S o
i I
HZN’/I\S % S

)
W B LR LA SRR T RRATR A, A EA AL
S (R %
NMR (CDClg, §6):
2.24~-2.30(2H,m), 3.47,3.60(2H,ABq,J=18.4Hz), 3.95~

4.87,5.12(2H,ABq,J=14.1Hz), 5.06(1H,
5.90-5.93 (1H,m),

4.10(4H,m),
d,J=5.1Hz), 5.91(2H,ABq,J=5.6Hz),

7.07(1H,s)
5 M2
- ((I)-1-(2— A -— ¥)-1-BX T EETHRE] -3-(1-
REKRTHE) BELTFR-I- LHH-1- FR |-(FEAXKAR) T

B
N C~CONH s o)
|
HZN”m‘s’] g ~;J:j£;f;l\v,ogu

{
CHy O

B3 LA VAt 5 R ARBRRR ZEETRE, FER
G (& 1%
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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),
6.92(1/2H,q,J=5.5Hz), 7.03(1/2H,q,J=5.5Hz), 7.08
(1H, s)
SEH]30
T- UZ)-2-(2— BRAE 41— X)1-BRTEMEZBHY -1-N—
(1— ZETH)-N-FEEEFHRELFTR-I— LA FREFARE
B

C—CONH ___ r/S o

| _ cH;
PUP
N N OCN
H,N ] I o P ~"NOH
OH 002CH20ﬁC(CH3)3
o

Wir B Ll I A S T Rk PR SEAT R B, B BAREAL
A (FE: ST
NMR (CDCls, &) :
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,m), 5.05-

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

m), 7.00(1H,s)

SE M) 1
T- U(Z)-2- [ - REE-- ) - 1-BXTEEBEREY -1-N-

&3



(1— TR -N-FREXFHRAXFEI- LRH-(—- FRI-FIHEEL
EREETER

~~—"\oH

0
OH
c02CHo-ﬁo_<:::>
|

CH3 O

N C-CONH s 0
I — cH
HZN’/M\S 7 ;;L-g/// ogn” 3

AR A VWt SR DR R LR AT SR, 83
WRAEWw (FE: 1%,
NMR (CDCly, &):
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=5Hz2),
5.05-5.14 (2H,m), 5.82-5.86(1H,m), 6.85,6.96(1H, ABq,
J=5Hz), 6.99(1H,s)
EHH 1
1= ((2)-2-(2— EXE-— X)-1-BRXTEETHEE] -3-N-
AFE-N- FREXFHREXTE- LAF-(— FRIEXGKEXTH

1T'E—CONH r S (i?
CH
— - 3
H,N S N O;J:jn\fél\v/ocn\v,CN
Oi COQCHzoﬁc(CH3)3
o
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HEE RV LAY S T AR P RFATRE, FEKRAL
A4 (RN .

NMR (CDCl,, &):
1.1-1.25(9H,m),3.01(3H,s), 3.4-3.65(2H,m), 4.2-

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)

SEHEHFII
T- ((I1)-1-(1— EAgEm—— )1 - B X TFRETREERE] -1- (

(§)-(+)-21-2FH-1— bl ) FRETFHX-I- KRB FREHF
RBEE T B

N C-CONH
~
ATy
H,N s OCN
OH

COZCH20CC(CH3)3

0

HEE LRI A Y HARERTRETRIE, REAAL
xR

NMR (CD,OD, §6):
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)

29 KL
T- ((2)-1-11- AEAREE-— ) - FRTPERTHEE] -3-(1-

85



g R) - B AR R - L - FRIFAGERETR

’/nj-jﬁ——c —-CONH \r:L\JIOCN

OH C02CH20(“:C(CH3) 3

0

KR8 SH LAY SH KR FIEAT R B, FEAFMN
At (FE: 1%,
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)

S M3 S
1- I)-2-(1— AAE-4— X)) - BEXT R -1
- AR RERATE- - L - FRI-LHEX T

~CONH
_CH
/J\ :] ! ;J:j \r:L\,,ocn 3

CHy O

H,N

HEEERE WA 5 R -ARTEEE, BEAFALEY
(R 4%,
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NMR (CDCl,, §):
1.55-1.58(3H,m), 2.11(3H,d,J=4.6Hz), 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)

LA 6
T- LI)-1-(1— B4 — 3 )-1-BATEETEBRERY -3-(1-
RREAT H#) ) BEEFE-I— LRf-(— FB (- (FEREHAE) 7

L}
/ H H WJ\/
OCN

CO,CHO- co

l
CH4 o

%ﬁﬁ%ﬁ%S%kAﬁﬁﬂaﬁﬁ@l%ﬂlﬁﬁﬁﬁﬁ 13 3
wRMAAY (R 119,

NMR (coc13, §) ¢
1.24(3H,d,3=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), s5.10-
5.13(1H,m), 5-09,5.18(1H,ABq,J=13.8Hz), §.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)
SEXBT
'CUPPU~ﬁ%%%4—£%Pﬁiﬂﬁ£L&ﬁ£]4%h
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REFTE) FAETEI- LHF - FRI-THRELLE

/“\T“-CONHIg / g

|
CH; O

OH

WS LKA VWA R S LRI- AR TREITRE, RAFRAL

o

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 &H41
1-EHTHRER - - - AERRRARAELTFTEI- ARH-1- 7

L R
O
(:::l\qzh\\un~\ S T
O L@

©

ERAHT, 0% (10K, 1. 0O1LER) BN -XELREE
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- PBEHEI- LA - PR FFR (15.8F; .01 R MK
PR — AR (6. 193; 0. 0ILER) HWEKWHIEARA) BE
FAF, REERAFEE TR 94
HEHBAWENLRIBAARSENPHKEZLRZEE.
iRl LR UBEANTALAABREFALKERE T R. K
JE, BEHZEER. WARFRTAGH AN dEFHAHRS
MUK EEE. AZRPTHREAL /1-FEXIREE-I-— - %
FKEXBREFRE-I- XFH- - FR_ETFR (13.83%; ~F:
90.2% o
NMR (CDCl,, &):
3.40,3.60(2H,ABq,J=18.5Hz), 3.61,3.66(2H,ABq,
=13.6Hz), 4.97(1H,d4,J=8.8Hz), 4.97,5.24
(2H,ABq,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)

] B4 2
T-FKETGER-I— 5 HEREAERAEXTFEI- LA/ F

®

/c“)\N

[ 1\. H s o

~ ( l _
/EN - \/OCO NO2

o
CO,H

AREHT, #=ZRTR (1TEM) BN -XETBREE-3— 2
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HEXPERFRETFR-) - K- — FROEFE (6795, 0. 01
R) BZRFR (4EA) B, REEBS048. HEPOBAHHE
AFARERY. TRUEFIANIE, URTRELFEZETTRE,
RI-XETRBEE-I - - ARKAEREXTE- - LAF-1— 78
(4.50 3; F~E: 11.1%.

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(1H,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)

ol Y43
T-XXTBBERE-I-NN- —FEEETBRAEFE-I- XAH-1-

R
O
Gup -
; “N/CH3
OCN i,

cO zNa

FXRAHT, W50 ZWR(L.83E; 0.02BE) WABEARAMN -
AR BRI - A EXREFRFE-I- LHH-- FROXVF
Bk (36 EA) Fk(4EA) HFERF. ERFERET, W
BERIOHH. WREBAWENTZRIBEMNERNBEHF, RE
WEAHE. %A ATp PR AAKEREREIE, REARRE

%0



TH. BEXZEHN, RUWZITIRYHF AT ANTRHIE
¥ 0. 012ER) MPREN. REREHGHWER, YHATRH
BEF LR 4. MEF AN -TR)E, dRKETRIESEY TR, &
BT-FKECHEE-I-NN- —PRAXFRAXLFR-I- LABE1— 7
B (2.15%; #H: 51.0%.

NMR (D,0, §):
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(1H,d,J=4.6Hz), 5.48(1H,d,J=4.6Hz), 7.18~

7.28(5H,m)

) 21704 4
1-EXCHEE-I-NN- —FXEXTHREXLFRE- I LHH-1-
R I-(FREAXRER) W

()L
O
NH_ s o
[K | ot
7 N A~ OF \CH3

o
c02CH0ﬁ00H(Cﬂ3)2

o
CH~

HEWRAHT, HRrEd-t- RO AEBR (1.9, SZER
mE-T- KECBEE-I-NN- —FEEEFRALFE-I- LAH
— R 1%, S EER) BN N-ZFRAEBRE (10ZFH) HAERF,
BEERBEETHEHNID 4. HREBAHENTLR ZEFAYESY
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FHAIBLRUEE. HAUXTUFRUAABREELRIRE,
REURBRR TR REALEMN, YW ULRAERNEL, F2T-
FETBBER-I-NN- —FRAXFRALFR-I— XHP-1— FRI-
(RAERXEBRER) ZmW (1.433%; FE: 52.1%.

NMR (CDCl;, $§)

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
(2H,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)

5L 53 8
T- BRI -N N —FEAXFHREXFR-I—- LFH-1—- FR
ZEEW

HCONH S o
r

! I
0/ N. » OCN\

CO,BH

CH5

CH4

ERBHT, ¥- FRBEE-I- BXFR-I- LFP-1- FROX
W (2,105 S BAEAR) Foelko(0.395 3 S MER) HEARW (15 %
) ABEWI A PEFAIRE0.3FF; L. SEER) HEA%RHE (10
EF) BRF. N85, HHFBHERPRHANRPER_FE (0.45
¥ S EREAR) WAk BA) AR, BN EREBREY
PIATRZE (S0EM), UAKEHITE, FURRETREBER
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%o RUMUREAEENS&N, BHEGLAW(1.15; ZE: 4%,
NMR (CDC13, §):
2.82(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)

SE B3 9
T-FE-I-NN- —FREXTFRELFR - I- SHZE - T8

HoN __ S o
——r/ ogu" 3
S Z ~
o” CH,

CO,H

H1-FRERE-I-NN- —PEREPRARFE-I— LFhE-1— W
RS 05, 14 15EER) BTPH (SEMD Y. £FZBT, fH
FPRANBEARER (10EA) HPH (VED . ¥ IA8E,
BERGE R BLRA W Ak (SOEA) FREHF. £UAHT, BUN
FENBEBE T AARS MR . RS RYTR, B8k
A (1.823%; 41%.

NMR (DMSO-d6, §):
2.81(3H,s), 2.82(3H,s), 3.45,3.58(2H,ABq,J=18.1Hz),

4.60,4.98{2H,aBg,J=13.0Hz), 4.77-4.80(1H,m), 4.37-

5.00{1H,m)



SE R4 0

18— Q-(2— EAEE-4— 3)-1-(1)- 7B AL TRAE B HE
J-I-NN— —_HREEXFHRBATFE-I- LFHF-- ¥8 I-(RFEL
HEX-) IR

C-CONH o
i I ;( (:L/OEN/CH?'

“ScH,
OAC COZCHOEOCH(CH:;) 2

HCl- HZN

o!
CH4

BI-F&-3-NN- —FEFAXFHRELFHR-I- LABE-1— FR |
(FEERBEE) T TWAKHOEA) P, FEEFmAN 0-
Nz FrE AR (I5EA)

HEXRAHT, MBERERFES mNL-(1— R34 — H)-1-(2
) - LB REFREZHEAERE (15.8%)

HEBEBRAMMmBIN TR, REMNTRTE(600ZE
)« K (HEFA) FAREAHKER (1SEA) BREBREHFH
A UEIE. U ELARBEREEATIE, FIEARRE TR
BEXALER, BIAKELEE 3157, &L 19%.,

NMR (CD,0D, §):

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,

ad,J=9Hz, 18Hz}, #.81-5.16(3H,m), 5.22(1H,dd,

J=5Hz;121z; . 5.97{1H 4d,5Hz,15Hz}. 6£.85(0.5H,dd,

J=5Hz, 10Hz) , 5.94(0.5Hz,ad4,3=5Hz, 10Hz)} , 7.19(1iH, s)
94



SEHA4 1

18 — (2-(2— BArEmk-4— H)-1-(2)-BEX TR THEE] -3
—NN-—FXBXPBRAXTR- - LAEA-FR I-(FHRARERER
) LM

- C-CONH S 0
AT }, 13
S N_ OCN

~

CH
OH COZCHOﬁOCH(CH3?2

o
CH,

BERBHT, HRIER(L. 6EA) FmBNLHEAIHRN 18 —
C1-(2— |MEE-— H)-1-(I1)- ZHARX T E X BRHD -3-N, N—
THEAXTHREXTE - LAHE-—1-FR -(FEAEEEX LR
(10.83; 15.93EMER) HER(A) AP, ERmxEE, 28
WHZEK I . MEERAHPMATRIE(SHER) . HILE
BARSE, RAERBETRIBERSE. HREARNMAZTHT, &K
;EGK, BEAFECAGWIE; FE: 1%,

ALK BB NS WHIPLCFTLC ¥IB 5 LHB20 b dh—
8

NMR (CD;0D, §):
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,ABq,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)
95



L H Y42
18— Q-(1— EXER-A- K)-1-(1)- THAXTRHX THEE
J-1-NN- —HEERRXFHRALFE-I- XHH—1-FR

C —CONH

o
m‘ :E: I _CH,
H, N — OCN

"N CH,4
CO,H

1 -BEE-I-NN— —HREXPREEFEI- LABHE-1- FR
(0.235; 0.66 EER) BFTZRIEKIEA) Fo MEIH PN
NO-R=ZHRFE e B (0. 49 FEA) HFEXHEM

ERSHT, #1-(1— HEu-4- X)-1-(1)-LHREETEXT
BRI BRE(0. 1193, 0. 664 BER) BHWAZHTBHBRF,

¥R B RA YA E F RBP4 MNFE(1.2EA), K
WEKE. FRAGTH URMEEN AL, FEGFECEM(138ER;
R 1Y%,

9 ALK

18— Q-(2— |Egu-1— X)-1-(1)- LREET AX THIEE
J-3-N N~ —FREXFREETFREI- LAH—-FR I-(FHREE
HEX) LW

,"T‘n:'““”;r;\v | _ca,
\ g N__~ OCN\\CH3
Orc C02CHOfOCH(CH3)2

R
CH4
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WA ERBES 18— 0-(2— KEER-1— X)-2-(1)- ZEBEHE
EEAETBERY 3-NN- —FREAXPRAX TR I— LRE— -7
B (2175 A UEER) ATLRLE (WEA) Y. AZAA P
ANZIRTHEE (L3S EA), UL RRITH. BHE I IR0 S
(1.73%; 2 ASBEER) TNN-_WXZEBE (WEA) ¥, HXSH
T, MEBERFPMA-RRCERFERRE(ISSES,; 2. 94 BER),
REWREL | M. WZRZEWMARMBEAHY, UARBIARRE
ARBRE TR BMEREE, FIREHFMNSTHR, s Ry
Bk, JREIGAAAY. KL T LA WIPLCRTLC KL &
A 1A — .

S #5144

18— - Q-83gEm-4— ) -2-(2)-BETHEXL B -1 -
NN-ZHEREFHRARL TR LA - FRY

N —~CONH S o
/“\ ] i :Er ogn/ Hs
HpN 5 N\ 0/ N \CH3
OH

HI-RE-I-NN- —WERXEFREAXLTR-I- LRg-1— 7R
(0.532; 1.66BRER) BFTLRIE (WERA) . WEFR P A
NO-R=ZFEPEEEZBRE (1. 3FA) H#EZHM.

FEWRRHT, #1-(1— RIEd-— ) -1-(1)- ZBHEXTEHX T
BRREE (05203 L SIEER) EdmE AR P,

SBLREHIMAERR, FEHLN. KRB, HFE.SEA
T BRTE (WEH) wARBERAYT, ks dihs RS,
FUTRTFREA P, WmAKRRO. ST B, #0454,
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R, UWRRENWKBEBREF R BAWEIE 1, ARMEENE
#, BIAFELAHOIERT; 509

AERWGLA YN ELFLER, N MR #. HPLCRTIC 4 5
LA | A — 3.

LE- SRR

- UI)-2-(1— ZFXFREEEY - H) - -ZFFRHREXTHH
CEERRE] -1-N- FREEXTFHRAXFTE-I- LAH-1- FROFFH

‘j——c -CONH
TrN /l\ ; \‘)‘ CH,OCONHCH4

~OoTr o
COOBH

HI-FREXE- - —FEREFHREXTE-I- XAHF-— TR
AW (3.54%) WmE WAk (HWEA) EFE (HWEA) F. R
o, EERTWERHER. (EA) FRERP, EHFERFERETHH
3Bt MERGERFRAY, ULRIEFBBIFIANRTY, BF
ARBREAKB B R UHABRAER, ULKHRBRATHRE, &
FKHEH

AEEERET, £hRBANARTYPMATRI S HWER, ZF
MR- XFERAETHEE)-(1-ZXFRELEL- - X) 7R
(4.9%) . ZFROEFA_TH(1.52 %) Fl-BE-1H-FEHF=m(1.0
%) B WA (EA) FHEBNLHEHEN. ERT, AW
AR E, TREEREY. NWIRIHABBHBERE, HFHERE
AR UINT B, AR B AN KERPEF R A KBERLE, EFH
FAGHEBREE TR, K EBH, RGHUHEEN(SI0,, X: TRILE

Py gifh, SRR AAM5 39 7; 66%.
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NMR (CDClg, §):
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)

il 514 6

T- UZ)-2-(1— ZFPRAXE-(— H))-—FPRERTHA

CBEREH] -3-N-(1-FREZK)-AXFREEX TR I Lg-1-
R K Ry

tj—:l__“ CONH\\*_r,S

— |

COOBH

R &G4 B RO T BB AR LS (% 539,

NMR (CDCl,, §):
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=SHz,9Hz), 6.42(1H,s),

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

& p

T- (I)-1-(1— =X RARER— ) 1-=XFRERH B
A2 -3-N-(1-—RZK) -BRFREX IR - kBB - TR XY
o

59



N i—conn r/s
H l l
TrN‘/J\ N\OTro N\f;l*— CH,OCONHCH,CH,F

COOBH
FA A4S oy KA E G B AR A 4.

NMR (CDCl,, §):

3.1-3.4(4H,m), 4.2~4.4(2H,m), 4.85(2H,ABqg,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)

il #-i4
1- (2)-1-(1— ZRFEAEEA-4~ ) - - ZKFEEH OB

A -3-N-{1,0,1-ZRHE) -BXFRELEFE- - XAR-1- FR-

il
N C=CONH-_ S
H I [
O
COOBH

R AR XU R EARELS T
NMR {(CDCl;):
3.21(2H,ABgq,J=19Hz), 3.52-3.58(2H,m), 4.88(2H,6ABq,
J=14Hz), 4 91{14,d,J=4.9Hz), 6.03(1H,dd,J=4.%Hz,

8.8Hz), 6.45(1H,s), 6.95(1H,s), 7.13-7.47(40H,m)
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SEHH4S
1- U(1)-1-(2— RAgEmp-4— X)-1-BRFRXTBEHED -3-N-
FEREFPRAXTR-I- LAH-— FRHY

j\T (l:-CONH\ rs
N N-gon /[- N \g—' CH,OCONHCH;

ERRHT, BEZRLR (10EF) WwEAPEINUSBAH AW
HER (15EH) FHP, BHAERBRETHEH 1A, ERERA
WEmAF AR, dREENE. TERRERFOATR (35 EH),
BEAZREH M. BEELIBEHFHUPHBZERAT Y. BRLR
W03 WNRERY, AL FW. IRAWWULRIEGR, £
BREZAEFREERY £ RBRY. 2R BB, FIEFEL
CR ST A SE LR
NMR (D,0,9):

2.54(3H,s), 3.-21,3.51(2H,ABg,J=18Hz), 4.€0,4.70

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

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

SKHEBU 6
1- ((1)-2-(1— RERE-4— 3)-1- BEFHE TRBE) -1-N-
(1 FRETH) -RETRARTE-1- KHH-1— FPRY
N-T, C-CONH __ s
‘N/LS) gx\cﬂ ;g\;w CH,OCONBCH, CHOCH 3
s &

COUNa

i01



BT B B AW LU RHS B R0 7 RBETLE, BEHFHE
et (FR: (6%,
NMR (D30,8):
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),

SE M4 T
T- C(Z)-2-(2— RErE-{— X)-1-BETEE BRI -3-N—
(1— —RLE)-FAWHERFHR-I- LAp-1— Py

\

—fjf_n-CONH S
HZN”l\ N ¢J:T \T;l—— CH,,OCONHCH 5 CH 5 F

COONa

A1 P AR B0 A My DL SIS By B R, B BB
Mo
NMR (D,0,$):
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)

S48
T- U2)-2-(1— SAE - ) -1-BHTEE B -1-N-
{(200,0—- ZHLE RAGHER-TH-1— Lpl-1 - Wy
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Bt ﬁucoun\\ r,s
H,N S Neon o’/[:{\ﬁj__-caoconncuch3
COONa
Wl &I Aty e DUSC IS By K07 R AL FE, BERmtéa
.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 M4
T- C(Z)-2-(21— RAEE-4— H)-1-BRTAETEREHE] -3-N-
FEAXFRALFE-I- XAF-1— FRIAKAL 7y

/'Lj——c -CONH
\'j-— CHZOCONHCH3

P
COOCH,0COC (CH3 )3

W SEHE U4 S BT AR B ftA-4p( 106 BESE) BYN, N- — PR ZBERE( 2 )
BRTWANFTRRBRRTE (51 Ex), $HERHEE TR 10,
TRREBREWFIWANTRIBIA, REKETLRIKE, 3} Ut
RUHABRES, REURARRA TR BREXEEN, ARG
””@lf%‘ﬁ*mkﬁﬁﬁaﬁﬁ&%&&%%ﬁ,#%%ﬁ%%
W, REARE LAY (GER; FE ISW,
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NMR (CDCl,,5):

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)

LM 0

T- C(2)-2-(2— EXE—— H)-1- B R THHEBEREEY -1-N—
PREAXFHEXFR - LAH-1— ¥R |-(BRFEEBEN o8

N——:g—-ﬁ—CONH\\ -3
H N’/l\s N /J:}w ) CH,OCONHCH;
2 ~OH
COOCH (CH-) OCOOCH (CH3) 2

WL WRA T X B REREY (SR 5%

NMR (CD,0D,$):

1.51~1.57(3H,m), 2.70(3H,s), 3.48-

5.02-5.09 (1H,ABq,

1.25-1.35(9H,m),
3.70(2H,m), 4.75-4.90(1H,m),

J=14Hz), 5.16-5.21(1H,m), 5.90-5.95(1H,m),

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

SE S |
T- I)-2-(1— A E-4—~ ) -1-ZHTERXTBEH] -1-N-

(- FREZE)-EXAFHREXTFE-I- XBH-1— FTRIRBEXT
i
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C —CONH

N//l\ ;I: CH.,OCONHCH-CH,0
~OH 20C0 2CH0CH;

COOCHZOCOC(CH3)3

AP PR LA Wi LR H I R A, BEFALE
o
NMR (CDClg,$):
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)

SEHBIS !
- L) -2-(1— AEE-4- H)-)-BETERETEKE] -3-N-
(21— —RZH) -|EXFHRAXFE-1- XFH-— FRIRBEEL TR

C—-CONH___
/lL] [ &

=
H o7

S

P CHZOCONHCHZCHZF

COOCH,0COC (CH3) 3

#H AT PT R A M TR B KU R, BERELE
o
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NMR (CD50D,5) :
1.22(9H,s), 3.3-3.4(2H,m), 3.63(2H,ABq,J=18Hz),

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

5.20(1H,d,J=4.8Hz), 5.83-5.94(3H,m), 6.76(1H,s)

LM

- H2)-2-{1- B ) -BRETHEEZ BRI -1-N-
(2,2,2- ZRZHE) EXFBELFR-I- LHH-1- FREARAE
¥ R

CONH\\

/
HoN N\OH //[:. ———CH2000NHCH2CF3

COOCHZOCOC(CH3)3

BB A LA M S By RALTE, BB A
o
NMR (CD,0D,5):
1.21(9H,s), 3.61(2H,ABq,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).

SEHEFS 4
T-FBEREX-I-NN- —PREAXFRELPR I LFB-1—- FB
£
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HCONH S O
OCN(CH3) 5

—N S~

\

COzNa

%%?&%gﬂmj—;$£§£$&ﬁ£$£d-%ﬁ%ﬂ—?
RIFFE(1393) FoAFR(L 4 b, BEBARF g5 R
(89.SZEA) FM=ZWZROVER) , BERSNSY. RRE, BE
HAEBEH. FRARGWRFIRIRZE, UFERF ZRR A% 7
HATHH, TRUETARNER. RERLERTFESW0ER, r
LR (M.5%) MREBNEA) . dRKELRNER, HURE
R%%%&,Eéﬁ**ﬁ,ﬁﬂﬁﬂwé%(wlﬁ;F$:Hmn
NMR (D50, §):

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)
LM S

T-FBBE-I-NN- —FRERFRAXTE-) - L -— FE
I-( R RERER) 7w

HCONH
;\;\/ OCN (CH3) 5

CO,CH (CH5) OCOOCH (CH3) 5

BRI T AE b (M%) FoREPRBRINEA W,
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ERBHT, EHEERTFIAR-1- RHAEREX T (61.13),
BHBH 1 0. BEREE, $#REESHENAT LR IEEEAR
Fl k. ZEEERAHHFKEAIE, ALK, 10% HARRBRAKER
Ffr QAR BERAEETIE, FURRE TR RHERLERN, &
WA E A, REAFE LAY (4.7%; FF: H%.
NMR (CDCl,, §):
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), 8.27(u.5H,s),

8.28(0.5H,s)

SLHEHS 6
T-BE-3-NN- —WEERTHRALEFE-I- LKBH-4—- FR 1 (
FREAEKANE) TR

HC1 H,N s 0
(0]

CO5CH (CH4) OCOOCH(CH3) 2

BERKHSS AN AAY (113) TRRUNES) FHERE
(0 FF) BBEBEHFZE, WARER (SEA), BFEZEHY
sAhete REEERERXZEN, REDENAT LR TERGEHNT.
AR R A AR R K R ES ., KEFIE, BafrRi
PR AINEURRHTRE, WARRNIRIHEAR. BE
HEBAN, AEREALED (X, FFE: 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)

LS

T-(4— R-3— ERTEEE) I-NN-—FRRXFHRAXFE-1-

KR4 PR - (FERXKEL) T®

BrCH,COCH-,CONH S @)
2 2 \__!/ "

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

BREE (1.92ZF) ToR/R¥K (WER) $E, FRERS
HE-NTH AR, WREBAWFRHMER (0.66 FHA) 4
(3 BA) BRUAF A - R - AR T HR.

G, WI-BEI-NN- _FHEERTBRERXTE-I- LFH-1-
PRI -FHEESER) W (5.05%) SR=ZWEFREE B
(5.8 ZHA) —RETFT_LAFK (OWEA) F. E-NWTTHHEFHAL
WE R - R — BRTBRABAR, EXRLHTHH | e, HRBB
SRR UAFH o QAR RARTHE, ULAHBRETRERE R
Ho WREWRAEAISG TR ENEIFITAMN, REAFANCESY
(4.835; 68.9%

09



NMR (CDCly, §):
1.28~1.34(6H,m), 1.59(3H,d,J=5Hz), 2.92(6H,s),
3.49,3.88(2H,ABq,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(0.5Hq,J=5Hz), 7.00(0.5H,q,J=5HzZ)

SEHS S
T-(4— W3- BR-1- BRATPHEETHRXER) -I-NN-—BEHH
FRAETE- - LHB-1- FRI-FHEAXBAEN) 8

BrCHZCOECONH\\ S ﬁ
N_ 4[:N\J;1~\\\/,-OCN(CH3)2

OH O |
CO,CH (CH4) OCOOCH (CH;) 5

WEXBOSTREMAW.SK) BT LB (5FA) AERSHT
MNEHBRE (V533 , REEZRTHHE NN, HEEELHT
WMANTRLE, RAFEf SO E MR R, PR ARBE TR
JE, BER%E. REWREFR 100 BREBWNEMARFTHN, B3RE
et (3.763; =& 19.6%,

NMR (CDCl,, §):
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)

M5 Y
T- Q2)-2-(1— HEE-— H) -1 - B R TEH B EHY -1-N,
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N-—FREXFRAXFE-I- LHAH-1— ¥R |-(FHAEHAEL)
LEg
S

N C—-CONH O
B ] W—‘( i

;
OH o

C02CH(CH3)OCOOCH(CH3)2

HE LR FS a1 0% AT _FETERE (1SEA) IF
MR AR 2 3E) , BHE STHBIAN. FHRER
LM MATRZE(N0ER) o UAPEFEANBREELER,
AEARBRETRE, BERS, EXREHETIRIE (HWER) ,
WEBABERBLTAARER(ISOER) F. ARKEFBARRERE
TR, AEAFRCEM0. 05, 7R 62.3%.

NMR (CDCl,, §):
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,
\H,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)
SEHEB60
1- U-8-1— AR TEHEERR) 3-N - FEEE FRAEFE-
— LFB-- PR - REAEHRAN) LW



C1CH, COCH, CONH S i
N_ = OCN(CH3) 2
o

CO,CH (CH4) OCOOCH (CH3) 2

BAXER (LNEHA) ToEAFR (0FEH) , AHE-T, BL
STERABFTEERH K IR HEE. UAAKZAERA, HREXE
ZRPR, AWAEYH, BE-R[I-8RTERA, H5: 15-85C(8
EFH/ &AE) (1.15%) o

Zhh, BI-EE-I-NN~- —_FREXFHAETFTE-I- LFH-4-
FR I-(REEEFERL) BOIR) To4¥K (5ZA) ¥, =%
WKAHT, FMANN-ZFEXRE (0.3 EA) HBUHZER £
-1, ¥ ERBEH-EI- BRRTEHA(1.2%) W_KFK (15
A) BERWBREBAEHF. BRRLHT, WHEBER | HE, H
2K Fa g fn QLN A A ek, HEB UL AKRBRE T, BEKLE.
RERUERN R RNERTEEN, BEFELSS (0.595; &
£ 25.1%.

NMR (CDClsy, §):
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,m), 4.85-
5.35(4H,m), 5.80-5.87(1H,m), 6.90(0.5H,q,J=5Hz),
6.99(0.5H,q,J=5Hz), 7.53(0.5H,q,J=9Hz),

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

SR
T-(4— -1 — AR-1- BRIEEXTHAERINL) -I-N, - FRER
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FPRAETFE-) - LRI PR I-(REAERRE) T8

cl CHZCOCCOHH
N_ oy TQ\/OCN(CH;,) 2

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

LR RO ST BT _EFRISEA) . BREAE
BHZBRAINERD) FPERRFRE 1OTEN wEAEBRF.
ZRRABET, REFEHS. 5 b, RERSAAPf i R A%
kAR, UEARRSETR KREREXRE. KEHSERARTE
#, BHEMAAN (0455 PR T1.1%.

NMR (CDCl,, §):
1.29-1.34(6H,x), 1.59(3ﬂ,d,a=5.5ﬂz), 2.93(3K8,s),
3.51-3.66(2H,m), 4.78(2H,s), 4.82-4.98(1.5H,m},
5.14-5.31(1.50,m), 5.05%5.08(1H,m), 5.84~
5.90(1H,m}, 6-91(0.511,q,;1=5.51!z).
7.00(0.5H,q9,J=5.5Hz), 9.35-9.40(1H,m)
=5 3.7

1- ((1)-1-{1— AEEe-1— ) -1-BEFREZREE) 3-8, &

—REANPRALFE-I1- LR FR - RARERRY) T

]

/Ls:‘ !“on ;F“\)\/m(mﬂz
O

C0,CH(CH4} OCOOCH (CH3 ) 2

H,oN
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LB iRy eth (0.483%) BTF_wRTERE(TEA) W,
FNGHR(0.12655) , RELE SCHBI NN, HREBEWFMANT
MZE (WEA) . AAFEMHKERERZBRAY, UEKRRH
T, REBRERE. FIBNEBETLRIK(SER P, HHELEK
ERBTHAARFER (0EA) P dREERE, FEZTHR A3
AREALA (0. 252 38; o S0 6% o ARLHP PTEN LA WENR fo
HPLCHRIE 513 B LIS it ety — 3.

545163

T- PR — - W EFARBEAFTR-T- LAFH-4—- FRR-XK
Gl

HCONH r,S i
;IZN _ oco~<::>ruoz
O/

co,BH

HERAHT, H1-9EiE— BRI SHE-— FEZ
FEE1067) FEFRI— REER (50.4%) BTHEAHTUE
) PR £ SR, HREFRFFANE (19.87) o I
a4 e, WERASWENTRZEILA) FA(IA HWBREENT.
WLEUA. SEA) %AFTA, UATFRAHARE K, RAEURR
BTHh. BREXZAHNEZHABRDNEZLN INWEFH. HREHEHN
BIAREROAD b, TREKELERVER, FERFALEHIIE;
FERIOYU) .
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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)

LM 64
T- PR -3 — - AR ERETR-I— LAE-1— FR

HCONH _ s i
)_—]N/ \lg\/ oco-@-noz
o
CO,H

LA FENCAW(133%) ERBTEIF QR E
A) o  EXRRY, EUSHAWZRZRO20EA) HinBEER
o WABE, HERTRENFTR(LSA) b DRKELRYE
d, URWEERSE R, RAFALGW103%E; 97.4%.,

NMR (DMSO-dg, 6):
3.62,3.72(2H,ABq,J=18Hz), 4.94,5.23(2H,ABq,
J=12.6Hz), 5.15(1H,J=4.9Hz), 5.81(1H,dd,

J=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)

LR 6S
1- B 7B — X A RERBEETR-I— L HB-(—
R K
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LA e

0

JL_ Ay
00
e VL EI Y ER S B L F XA 3.2 BEEF LF IR S
BH-1— PR_FXPH(1.6%) PRAFRMY-FRXEXRI. %) , A5
WAL (R 1) X (P HEW) I .

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

(2H,ABg,J=13Hz), 5.01(1H,d,J=4.5Hz), 5.91(1H,A4d,

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

7.38(11H,m), 7.42(2H,d4,J=8Hz), 8.26(2H,d,J=8Hz)

=4 %11
- X7 R E-I— M- BAEXRERREPE-I- IR

il

QT%}L Lo

COxH
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LR RN AA W4T « ZRALRIZEA PHEFRLE
F) HXKBH T4 WEERS I RER (SIEA) W,
R TR, BEFEAEWONVES; &R 5%,

NMR (CD,0D, §):
3.57,3.73(2H,ABq,J=19Hz), 3.80(2H,s), 5.06,5.33
(2H,ABq,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)

LR 6T
T-EHBERE- - EREBREA PRI LAH-1- FROXFE

HCONH s ﬁ
. J::N\f;l\\v/oco4<::>

CO,BH

BT UAPRERNEA TR AEXHA, HLHWHO XM
R B (R 0%,

NMR (DMSO-dg, §):
3.66,3.75(2H,ABq,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)

L6
- PR - KERBERLFTE-I- LHH-1— FR
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LB 6T 5B AR R B K RBATAIE, BIH5E
A4 (£ 0%,
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,4,J=8Hz)

SEHB69
T- BB - -N N- —FREXPHREXFR-I- LAH-(- FR
4p

0]

HCONH S
\;-I/ | _CH3
N OCN\
y
o CHj

C02Na

BEREAG/BANAEH103T) THEHGOER Fo HHxA
HT, £ SQ4AESNZ_PRYDA%H (H4EHA) FEZER
o —ABE, BATRY (UXE), RERERE. LmRWE0.3
) HARGHY, BAFER(L.5HA) . SREEFEHTR HH
REETFHN.SH) F, ERRREE, WARER(SHA) , Fd
BB, RARACES (123 FF: MW
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NMR (DMSO-dg, $§):
2.79(6H,s), 3.22,3.46(2H,ABq,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)

LM
T-BREBEER-I-NN- —FRAERTBEAR TR I— LR

- R
1 . o
CONH
S T ol
OCN
o N A NcHy

co,H

BRI RE AP0 L) TN N- ZFEFEER( EA)
F, ERRHT, H50% ZFK (S0EX) ARRWBRBRPF
KBIIS 4. WRREBREWPWANTRIE (SIZEA) ik (102
) o RE, WEBRNANE, UAfSEPAtAKEELE, BFARK
RETHABERLE. mAERTATY T, dRKEREREK, 53
R fAH (60 &3, F£: 15%,
NMR (DMSO-dg, §):

2.82(3H,s), 2.B4(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,

d4,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
- PR3 -NN—- —_HRAEXPFRAFAE-I- LAH-1— FRY

S. o
HCONH._ | _cu,

L N OCN

P68 B A M 6 RO BT, B
et (% 5%,

WA GBS AR EAEGM, WHPLC (#HK
HAREH) . TLC(HEEH) TNR ¥V E5 LA /FRANed—
.

A9

1-FXCBERE- I - BEFRE- I LHH-— FRERTE-1- A4

@i

tn— O

NH
o

co,C(CH3) 3

HWERTBE (1135, 0316 HER) Fookfhdh (23.63; 0.158
BR) mH1-FETBRBE-I- ARTFTE-I- XHHE-4— FRETE-I
— ALt (76,1350, ISUEE/R) BN N- —FEFBRB(ISIEA) P, &
B, EERTHH. EXERSWFARPTFH, S 154,
MAZ KT (10.3%; 0. 0T9EER) ; ABBFHEBH 1PN S5
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o, MABEAH (113350 019 BR) . EEBTEEABH A1 Mo
25 0-4he WRBBEMENTR LK RAE DT H0EHANE.
AERCRURERER. 4HCRUEE, KA UK R4k
BWRAERE, URRETHR. REAXEN, BIT-XXTHhEE--
REFR-I— LFW-1— FRRTE-1—- &4 (63.557; F%:
96.1%) »

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,ABq,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)

#5150
T-EETBRE-I-NN- _FXAEFBREXFE-I- LAm-4-
FRARTE-1—- A4

0 ()
NH o~ ® | cHy
ocn?d
v N ~# \CH3

]
COzC(CH3) 3

BT, NN — FEckd (24.538; 0. 151ER) WmAT-
FECBBR-I - BXFHR- - kFH-1— FRETEH-1- |44y
(63.5%; 0. 151BR) WEOEARHSOOER) FRY, RE, ERKE
BERBILM. REBAHENTCRIHIOKARED T, KELR
LEEE. LRIMERAUAPHFPMBMHAERKLEE, URRET
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Bo RMERTHRA, XKAHT, FRAPUNS ZFHI.6 F;
0. 151 BER) AEM, FHRAERE, M IS4, R R
EHBENTLRIERINERABEAY P, 2 HIRZEE, XEULR
LBRER. 6#H TLRLKE, KRAUKRfo W A4 KBEREELE, B
RBRETHR. BEXXEN, R U ZTFTEMA, F21-%
RTBEE-I-NN- —FREEFRARLFTE-I- LAB-1— FRERT
B O(15.8%; P 11.21%,

NMR (5§, CDClg):
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,

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

£ 515 1
T-RECBRER-I-NN- —WREEXPRAETE-I- LFH-4-
TR T

@\/(ik
[ O
NH “ /CH3
OCN
7 NF ™ CH,

0
CO,C(CH3) 3

ETW%— FHAHT, F1-FXTBMEE-I-NN- —FRAREFER
AEFEI- LB - FRETE-1- Rl (15.83%; 0,032
) BN, N-ZFEFBRR( 120 EA) WARFE SQHEERAZEN
B AEA, 0 OOER), FEXREEAZ-ISTUE, K&, T
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K- FHAHT, RERHD 4. ERBERS WU LR LEARE,
ETH—- PERHT, BHwATRAY T, HEREKEEAB-1T
Rl BREZRIEE, KEUILRIEER, 43 TRLE, KX
AR R AAENERE, ARG TR, BEXALRN. AW
Nt EAT AT e, M -FXEZRAEE-I-N N~ —FERETR
FREFR-I- LB~ FRETR.IE FE: .19,
NMR (5, CDClj):
1.48(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)

) &5 2
T-RKATBEE-I-NN- P REE PRI Ll

j:f b

C02Na

HERAHT, BZRZLBROUEAN) #AN-XETBREE-I-NN- =
FRAETRRAEFR - LAH-— FTRETR.1%) HHER
(4.5 FA) F_EW (SVEN HBAP. 4.5 ABlE, ERFE
ET, BRWAZRZR (BEA) . EREFET, AFmFHERE
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BEPH DB 5. MERER B BAY, REMANFHER. HAT
Brk LA, REWHETFER, MZBERPNTERY (1.05%) HH
HIEAFRAGEFE. 25, CEFEMAFTR. TREETR, URE
Mk )E, BMETH. LIODS SEbyiw, F371-FHEBERE-I-N N—
ZHEEARXPRAL TR~ LA FRMN(L.1E; PR
25.8% o
NMR (§, D,0):
2.74(6H,br.s), 3.21,3.47(2H,ABq,J=17.9Hz),
3.51,3.57(2H,ABg,J=14.8Hz), 4.51,4.74(2H,ABq,

J=12.6Hz), 4.92(1H,d,J=4.6Hz), 5.48(1H,d,J=4.6Hz),

7.18-7.28(5H,m)

w&H153
T-ZXETBBER-I-(1-ZFRER) FAXFE-I- XFHF--F

B I-(AAAEHER) W

O ;’:‘/ w)\/ocq

cochOEOCH(CH3)2

o
CH,

HEXRSHT, WREH-1- SR CERKRE — KW - KX LB
H-3-NN- —WERRPRERLFR-I- LA FPRHA(2. 1%
0.005 BEAR) MIN N- —WRFBRE (HEA) WERY, ERFEE
T, #0948, RERASHENTIRIBRANBECYFIHRELR
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CE Eo WAUKFEPHEMNABRRALLRIKE, REURR
BTH. REALEN, AWHUEREEHHTEL, GH-XLZ
B E-I-NN- —FEEETRBEFR - LHBE-1- P8 1-(RFE
RAREE) 28 (1.3%; R 52.1%.
NMR (§, CDCl;):
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), 3.55(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,m)

SEHT 2

18— 2-(1— REE-—(— H)-1-(1)-BEXFEH BERH) -3
~NN-—FHERTRERLFE-I- LB 1-FR (RFEAEREXE
) FEgihmkh

/lL_J—ﬁ-mIf ﬁ)V/

cozcuzoiocﬂ(CHa)z

o

EHRAS RN ERFREREERRE KL, FEFEML
a4 (PR SI%.
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NMR (CD40D,$):
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)

LHHTI

18— Q-(1— RAEu-4— F)-1-(1)-BEHXTEE BRI -3
-N,N— —FEFREPHAETFER-I- XBHE—-FR(S- F&E-21- €K
-1, 3 ZRRFRA- - F) FRERE

C—CONH
:;[:T/ “N//
oC

CH,

C02CH2\] (
o~
o
LR FELEME (5-FH-1- ER-1,3- ZEELHREA
— %) RFERN, BFEALEY (FE: %,
NMR (CD,OD,§):
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)

SEHE T4
T-8XEI-NN— “FERAPHEXFL-I— LAH-4— FBR 1-(
FHEEKERE) T8 (HRH)
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HC1. HzN:]:j/
7;\-/ \CH3

CO, CHOCTlJCH (CH4) 5

!
CH4

ERT, HHREOQIER; IEER) WIAAELB(EE; )
EER) W_QFRERY, BEERFERE TR0 04, Bk
REREY, EFRERENERAT, HI-EZXBEX-1-N N— — &
EEXFBRAXLTFTE - LAR- TR I-(REEERER m
(ST, | ZER) W_RFI (10FEA) AMAmN, 2KEEWH ()
BI04, ATH- FRABFERNBEAWANAmE PN 4-T=
B EH) MEEIEAN) , #0504, ERHEET, WAWIELR
BRAEMF. RE, UABBREBSWHUTR EER. Uhfogk
BREHKBREXE AR , ULRIHERKE. RE, 28
Tl R U E A A BB b, DB ETH. BRTEN, B3R
BF AR LR TR BEAERN, BHT-X3-N, - =
FEEEFBREARETE-I- LAH-1— TR I-(REEEREYR) o
HERE (0EE; FF: 19.1%.

NMR (§, CD4OD):
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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