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T SRR R GRS LR 5 PR 41
i1 2,

N—AREFEEGR TR L
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EEEANE OCHTE-_FETHR (359 nl ) ¥, AN
—HRERE_FHEEHE (8 0 )VARF (53, 28), Bl
NgBE (1358), MEEZRETHA4 DK, AEEZRID
bfe WRMEAYMAWRK (8 00nl)F, MERNTLRTE
(500m1)ZER=Z%K, AWMERKERFERILE, HERLY
MAFARBERT TR RETAYERN. ARWBRIE HRIEE
MBTERE FEFRAF (55 8 ).

Ve, 126—127°C,

i (mse), MT 195,

IR (om™,®EAE), 1785, 1730, 1700, 1600.

NMR( & , CDCls): 5.64(2H, d, J=54.0 Hz),

7.60-7.95(LH, m).

ER13,
AR F A A 2 B hdh
H,NO CH,F(.HC1)
2 )., ARFEER.

MZE(180ml)fk (5, 2ml ) SRMBAENS,
mAB 12 (20 ) fo—RKeH (5, 398), BT
BAWER 1 Dite BHEBRA Y IENATRY, BERE FE
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TR CEER, WREFCE—REH, CHW Y X REE
HETEHSH, R%HTENE

SMR{ % | CDC1s): 5.29(2H,d,J=56.6 Hz),

5.85-6.20(2H,br).

v ) ARFEAEKHER L.

HIRFRe ) REHNUEYEARFELEWOEEARTIAL
MBEASLEEZ(200n) ), BET, BHOE HESY
EWATERLE, FEEE, DR ERANEE RETR &
BT (58 ),

WE, 152—154°7C,

B (n/e), M ... 101

NMR (g, DMSO-dG): 5.73(2H, 4, J=54Hz),

10.80-11.25(3H, br),
LRI 4
2—(5—8#%—1, 2, 4—F-w—3—%)—(2)—2
—ARFATAETR

35c1y, 103¢37c1y.

/{NTN-—CH; COOCH
BN 87 N\OCHZF
HEARFEER (0, 58 )HTCE(25nl)fxK
(0, 45 ml) BAK BABKFMAN2—~(5—8F—1, 2, 4
—E o3 —F)—2—ERTR(18), 10 DHELANHN
KA B RE GRS MBS 4 —5 B, EERTHEANH
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HAK. RETHAENKYE, WHKRYFHAK(20n1 ) g
MN(108), ARRBREERN HEKE 1, ACBTE(3 0
wl ) JERER4 R R REKGEEEIRE, WERE 30
ATAGERGHIT TR, REEN, BAUA L : s WHERRETR
WRARES, RERANEFY (0, 388),

LA GE Y M R BB E L% 5 PRI M EEE 2
W15,

2—(5—=ZxXWgHHE—1, 2, 4—FE_—3—-%£)—(2)
—2—ARFETEETR

l ~x
1 N———C—CCOH
<:>ﬂmN-? N
{ \S/ N\
© OCH,F

MEARFEER (0. 58 )BTZE(25n1 )fk
(0, 451 ) HRHBABEBPMANZ—(5—=ZKFHH—1,
2, 4—E-w—3—K)—2—ERLR (1), A1 0DHE
BAHABEREFBRAMY P HEHE 4 — 525, EZETHE
BB R, RETEEER, mEREAYFRAK(20n1)
ks (108), HARBEMBERN P EERE 1, AR
CE(3 0m 1) ¥AEMERS K ARAREAGRER ],
] ER K P A TARBERT TR, BEER, ARUA TR
WEEI : 10 WEAHESR, NAREAGFASH (0. 558),
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LAt N MREE T LR 2 pREWHEEN—Z

EB16,
2—(5—fE—1, 2, 4—g-u—3—%)—(2)—2

—AAFRTRETLR

N—\‘——C“:—-COOH
N
HaN /<5/ N oca,F

HEZRCBR(100nl )FA2—(5—=ZFKFHE—1,
2, 4—E-M—3—%)—(z2)—2—FfRFEATEXTR ( 17
g ). TBRAAEERTHE2 4 0 iife RETEREZALR, 1
BRAMPMAK(100n1 ), $RRGLEE, BRETAERP
KEEF, BRUMNIL : 3 WEHEHAMRHEBEEAET SR, Bl
ATHERREFRFH (2. 188 ),

WY M REELSER 5 PREWEEN 2

i
2— (v —RIRE—2—ARFETAETLHE

CIN
Sc—c—cN
HNZ
N\
OCH,F

W2 —pEk—2—EREATEXCHEHTRE (2, 048)
BETHEE(30nl )&, BEAKSH, 05 BHAERARE
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H(60nl)fZBM(30nl ) BREBLAEMA VER
(24nl), 2 BHLRE, REAERNIBEAZ(30m1 ),
RET, BAERHZHAER (3 0 ) ) FwAMRHARKS, &
a4hE, REEXEHBHN, EMANERRBEAXBEE (300l ),
REBAYUATRCE(30nl)ER=%k, Al
B, EudlERAFMATKRBEEHTTE, BETHEZEN,
RERE REREHRAORRREYE, REAGEFH (1. 728),

BE, 97—98°%C,

FiE (m/er: MT ... 178(

IR (m™,dfkmi), 3470, 3330, 1630, 1570.

NMR (8§, DMSO-dG): 5.97(2H, 4, J=54Hz),

37

35¢1y, 180¢° c1).

7.69(2H, br),

X118,
2—(¥—§) RE—2—ARTFAELELLR

CIN
~SC—C—CO0H

H,N~ 1
~OCH,F

He5PpMARMH (1., 18)BFETARP(20l), MR
FkAH, HFAEREmALRI 7aW (1), MEHHES
M, EEBTH—FHH RSS2 4 Dit, HAKAHRKEBLY,
MAEH (108 ), REAVERATPHESE 1. AZRST
B(20nl ) BRREHALY 4 K, FERHF WA BARGEREH#T
T, RETEHERN, R (BR) PRARARPEHE, 4
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B, AFREFE~ZH(350ms),
MR 112—114°C(H%)

-1,
IR ‘em —,}/i{$44%: 3300, 3150, 2650, 1720, 1590.

1519,
2—(5—4H%k—1, 2, 4—g_g—3—3%k)—(z)—
2—RARFETEETLR

HasaARE (50neg ), Z0K(127neg ) PFE
(3ml)ARHBAEANE —107C, HEBRISHEM(99
mg ) WAERAHF, MEEHEWEETHH 1 M, RERE
FETHE2 0 dite RETHEEER, HARKYFmANEfRIEK
(s5ml), RIvEBEKIREA WY HEHRE 1, ALRTE
(10m1)HBLYER4 K AERHFMATKGREHTT
B, MEERETERAN. ¥ 2—TEARWERARRKY pEHR
B, wRRETHEFH (56me ),

EHASAEP Y MR LR S pREGEEN—Z,
i A

2—(5—fgXx—1, 2, 4—F-_w—3—%X)—(z)—2
—FRFATEETHRALRMY
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N—K———C-—COCI
I

N /<S/N N - EC1

SOCHF

ETBW-_F (5ol ) dEgagts(s500n )o
AHFBERE -1 0CE, mA2—(5—§&—1, 2, 4—E
w3 —F)—(z )—2—HRFEATELETHR(325m8 ),
FREAHENABETRES 0 44, AREBAH M TR
(20m1l), EKENRY, BEAEEH (130me )o

B m/er: Mt ... 238(3°c1y, 240037

IR (m™,&as), 1780, 1625.

NMR( & ,DMSO-d,): 5.85(2H, d, J=55 Hz)
L1

2—CLEFEFECBK

N_C Hz_c O N HZ

CH,CHsg
MZEFERE (12, 5 )wAk(37, 5m1), HE
W3 5 BWERABR (20, 178 )Fgpus (10, 988 ),
BEFERAKINEE, AEi®R (21, 10l )gmt it
REERANANESE, ERBETHENHN, ARG (30081)
ERRBEAY, MERTEMALATRRERT TR, RHHEAER
B —H R i R

Cl).
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E—20°CH, RHR (5 0m1 ) mAZ k. FHER
EURHERRE, REHB#2R. $REBEWWNE A (200
ml)H, MERREAPR, MELHAZTENZE, AEH (3 1)
ERRAY, EERHPMALKRE LT TR, $EREY, &
KURAE /BB ESE, AR A4 RMFEED A (12, 7
g )o

WE, 71—72°C,

IR(m ™, FHEKasE), 1610,

NMR (&, DMSO~d6):.O.98{3H, t, J=7.28z2),
2.16(3H, s), 2.38(28, g, J=7.2Hz), 2.79(2d, s},

7.03(2H, br).

Bl (m/e): 116(M*).
SEiH 2 .
(R)—2——HEX 33— LELRERE

pea

CONH,

¥D—2EBBGEARCRE (9, 08 ) EHETHFE (12,6
ml), WAHTRABBREN (3. 47¢), BEHHFL 0449
EFARONERANTHE (66, 6n 1) BE—FEDRH LAY
B—-57ClE, WmA3 7 PHFEABRK(T, 378)REEERL
%(1.74g),ﬁﬁﬁ#1¢woﬁ%$mﬁTW$%%,#E
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RETREGEK, BEAYR CBEEEME (4508 )ERWET
L, REAFEEN(3. 48)

B (m/e): 132(87 + 1).
IR (om™,%4EH), 3350, 1670, 1025,

\

NMR ( §, DMsO-d): 2.20(6H, s},
2.78(1H, t, J=9Hz), 3.44-3.70(Zi, mi, 4.46(1H, br},
6.96(1H, br), 7.14(1lH, br).

SE%E?HB:
1—RFB—5—FFk—4, 6 —Z&H&K(3,3,11F%

Q
N
5

ENERE(400m 1 )HER_THER(S57, 48) |
PREBEHMARTE (41, 58), HEHRHES dit, BUHT
BHE, M EEREN, R{WEMATR TEE M GRS,
G, EREES RARBEH IR, NERPESERN, Kk
Trik, EHER, WAGTHE, HELRKERK RI—HLE
HTRBRREH (34, 28),

B, 65—67°C,

Fi (mse), 143 (%),

NMR (3§, DMSO-dE): 1.36(3H, s),

2005"209(637 m)' 3.5-4-2(4H' m).

e 21,
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7 B— (2—XKLBEE ) 3 —Z R ETE—3 —XHE
— 4 —RBA—F R F LR

W7 B—(2—KLBEL)— 3 —8FE— 3 —kTH—4—
HEBRAN—FEEFER (2502 )EETHR (I, 51 )%, &
ERANZEE (2008 ) friftén (7 88 ). EZBETHIARNL
ST T D, TR MTEN, RETHRAFMEEHTRTE
(61)fRrWE(31)ARGRAENE, TREAEVRNITE
o FIRWE (600 m1)wEilEl, REELTER, REAFRM
FH(4208),

IR(m ™, A ), 1780, 1710, 1670, 1610,

NMR (5, DMSO-d.): 3.50(2H, s), 3.71(3E, s),

4,3-5.3(5H, m), 5.56(18, 44, J=5.2Hz, 7.2Hz),

6.82(2H, 4, J=8.0Hz), 7.0-7.4(7H, m), 7.4-8.0(15H,

9.00(1H, 4, J=7.5Hz2).
2 2,
TB—(2—XUBEE)—3—((2)—3—8—1—FH
E)—3 —kWHR—4—HBBA—FEEKXHE

m)'
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W2 1a (120 )ETEF (0, 81) %, KR
WAl NEEAMHABER (2230l ) flaiBdk(200mnl ),
BHERAN, 2BHAIE, REAXES. RERBRT TR,
EAAHTHUHRE, WAV, o—R(ZWEFEX) Tk
(18, 4ml), ¥FBREAMIEHES 24 BRNERTE (67
e YWEHAER(150nl), MERHS 044, RETRER
Ak, FetgraagRastatast, REFAFH (32, 48 )

IR(m ™,k H)., 1760, 1720, 1660, 1610,

NMR (§, DMSO-dG): 3.55(28H, s), 3.76(3H, s},
3.93(1H, 44, J=8.0Hz, 12.0Hz),

4.16(1H, 44, J=8.0Hz 12.0Hz), 5.14(2H, ABqg, J=12.0Hz),
.21(1E, 4, J=5.0Hz), 5.70(1H, dt, J=11.3Hz, 8Hz),
.74(1E, 44, J=5.0Hz, 8.0Bz), 6.3C(lH, 4, J=11.3Hz),

.94(2H, 4, J=8.5Hz), 7.28(5d, s).,

<N o U n

.33(2H, 4, J=8.5Hz), 9.14(lH, 4, J=8.0Hz).

ER2 3,
TB—EE—3—((z)—3—§—1—FHRE)—3—K%
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B— 4 — BB —FRETELR 44

Elr{\_—d,s 1
/=N A F
O |
COCCH, OCH;

EERAE (8, 122 )BTV EXHNER(100ml)
BN (3, 1501), BMEXRHE-15C, WAEFMAL
Bo2fAMm (108 ), MESHI ¥ MESHTRML,
3—T=@(20, 9ml), MET—10CHHEI 05 H
2 0 B RIARERERED WREEEEYFMANTRKRRES
TTH. REZER, RERMATRIE(100nl ), ¥REE
WA, REFAEYH (5, 08 ),

IR(m ™, EHE). 1785 1720, 1610, 1585,

NMR (8§, DMSO*dS): 3.75(3H, s).,
3.85-4.3(2H, m), 5.05-5.45(4H, m), 5.55-5.9(1H, m),
6.35(1H, 4, J=11.5Hz), 6.92(2H, 4, J=8.5Hz),

7.32(2E, d. J=8.5Hz).

2 4,
7TB—(2—FLBEEX)—3—((E)—3—B—1—FH
) —3—HHE—4—BRIFEEEE
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CH,CONE
Orem. r

NN F

COOCHZ—Q-OCH3

ETRAWE (2, S5nl)deifdrvz2fey(200s),
MEWMABEA (2908 ), ZRETHRBEAHIE it K
BEBEH, DREEABRTHERE REAGRARRMNAEREE,
REFRAXSWEHLYE, REFEFH (133, 42),

IR(m™,HkE®), 1775 1715, 1650,

NMR (§, DMSO—ds): 3.50(1H, 4, J=13.8Hz2),
3.56(1H, 4, J=13.8Hz), 3.59(1H, 4, J=17.8Hz),
3.74(34, s), 3.90(1H, 4, Jd=17.8Ez),

4.30(2H, 4, J=7.0Hz), 5.15(1H, 4, J=4.8Hz),
5.19(1H, 4, J=12.0Hz), 5.23(1H, 4, J=12.0Hz),
5.70(1H, d4d, J=4.8Hz, 8.4Bz),

6.22(18, 4t, J=15.4Hz, 7Bz), 6.79(1lH, 4, J=15.4Hz)},
6.93(2H, 4, J=8.4Hz), 7.2-7.35(5H, m),

7.36(2H, 4, J=8.4Hz), 9.18(1H, 4, J=8.4Hz).

LB 4
7TB—(2—XK7LHEX)—3—((E)—3—(1—-K%—

5—FEk—d4, 6——$H=-FH(3, 3, 1)K —1—FEFTF)

—1—AHE])—3—Lh— 4 —BRRYFELEHRAY
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@—CH.ZCONHW_r S ;/\o ..

Nz \/\/u/\+@i

éﬁ@@ﬁz / \ OCE,
o2 48hketh(20e ) ERTN, V—ZWETER
(75wl )i, EEMANZHEFAIHHED (7, 078 ), ¥
REWMBENEZRTEFS Abt, REMARWR(400n1)
MEH(100ml ), HZERWES : 1 LREFARGEAY
(1, 21)%, ZRUEPRWIE, RERA LR LERE, FE
Bwfem (20, 08),
IR (o, FfESE), 1770, 1715, 1650,

NMR (§, DMSO*dG): 1.38(3H, s)

3.1-4.4(148, m), 3.55(24, s), 3.74(3H, =),
5.05-5.45(3H, m), 5.73(1H, d4d, J=5.0Hz, 8.0Hz),
6.1-6.45(1H, m), 6.96(2H, 4, J=8.5Hz}, 7.30(5H, s),

7.38(24, 4, J=8.5Hz), 9.14(1H, 4, J=8.0Hz).

LR 5

7 B—(2—FKTHEX)—3—((B)—3—(1—%R%—
S5—WHE~—4, 6——8L-F(3, 3, 1)FE—1—EFTF)
— I —FRE) -3 —kEh—4—4RE=AZRE
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¢ \c&pmM{
J:r;lv¢\/N’\ng

COO‘
CF3COOH
BEwmethedm (2o, 08 ) BRTEFR(100m1)
B, ERAHT, T4504AFM=ZRATR (1200l ), RKE
K BANBAYHE L Dit, BREFE (11) WAREREUF,
Wyl £FREWITE, AR EMCRERYIE, FHENZY
(13, 18),
IR (o™, KfEAmE). 1760, 1650,
NMR (&, DMSO—de ); 1.31(3H, s),
3.1-4.5(16H, m), 5.13(1H, d, J=5.4Hz),
5.69(1H, 44, J=5.4Bz 8.1Ez), 6.07-6.40(1E, m),
7.09(1H, 4, J=15.3Hz), 7.09-7.60(5H, s},
9.15(1H, 4, J=8.1Ez).
L 6
TB—&EF—3—((E)—3—(1—KF—5—WH—4,
6——8ZK=H(3, 3, 1)EH—1—FEFF)—1—FF%)
—3—LHHh—4—BBERERE

~

N, 0
o N A N-cH, - OO,

|
COQ0~ O




KZABETRBRA (58 ) fuscihtl s byt (58 ) BETAH
(20ml)q, EEAKFRAEER (0, 38), EXETH
HEAW 1 544808, WRAWDE, HEXATERY pEMEE S,
A FEHAREIN REBEHFEF OBRES " ( BABAT
BHENFTER oS (RE. XAk ) W¥HE4, Boeh—
ringer Mannheim Yamanouchi XK ,K FER ) (2¢g),
REXERERHPER T, 5—8, 0WFe, ERAFNBRETH
RIS 1 AEDet, AR, EEFLHEH “ SEPABEADS SP207”
(URTHF—— TR ER R H ZHTM A B RS, Mitsubishi
KEI WA RATHEE ) AT 6 BEDREE, BERENK
HEI0nl, ¥ BB (7 0% ) WEAKEWFR T rEHEE 2
—3, WARFE(60nl), HEUERVANERE, REAW
By, #3 BerEw (o, 48), AEERK

IR(m™, B4KEH )., 1760, 1680, 1610,

NMR (§, DMSO-d. + D,0): 1.34(3H, s),

3.22-4.36(148, m), 4.81(1R, 4, J=5.1Hz),
5.04(13' d' J=5-1HZ)Q 5-86"'6.30(13; m)'
7.10(1H, 4, J=15.3Hz).

LW 7

7TB—(2—XZBEX)—3—((E)—3—( ((R)—
1 —EEFHE—~2—87%) —FEER)—1—WHE)—3—
XfH— 4 —BRRAFE FXERAM
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@-CHZCONHJ__(\/LN .

c:cnm2

COOCH / \ OCH,

WEB2s5HHeH (5, 0 ) EETy, v——WEHERE
(19ml )y, ERAHTHAN(R)—2——HHEE—3 —£E
WEth: (1, 428 ), HITREWESYRI2 M, AELE
EZFABEEZR, WARER (200n1), 253 BE}l
EFRK, ERRWHRITENFMAEH (8 0n 1) FHEE, %
CE(300ml ) FmEmbdE8Egs, BRkEmhe Ky
NEREEWFH (3, 898 ), ARFEHREK,

IR(om™ , FKE®), 1775 1690, 1655

NMR (8, DMSO-d.): 3.11(3H, s), 3.17(3H, s),

3.52(2H, s), 3.73(3H, s), 3.85-4.1(3H, br),

4.1-4.35(2H, m), 5.15(1lH, d, J=4.8Hz), 5.18(2H, s),

5.5-5.8(1H, br), 5.69(lH, d4d, J=4.8Hz, B8.0Hz),

5.95-6.4(1H, m), 6.90(2H, d, J=8.5Hz), 7.23(5H, s),

7.32(2H, 4, J=8.5Hz), 7.8C(1H, br), 8.01(1H, br),

o

.09(2H, 4, J=8.0Hz2).

42



bl 8

78— (2—%LEB&EE)—3—((E)—3—(((r)—
I —EXFRE—2—RLE) FEEL) 1 —FHFE) —3—
LHA—4—BRE-ATBE

2 CH,
@‘CHZCONET_r- 3 3 ~OH

: 'V—ﬁ ~=H
//'_N\/ 24 \/
0O ‘ CONH,

COO-
CF3COOH

A5kt s BRwyE #EEATRtedm (3. 658)
B FxEm(22nl)d, RES=ZATLR(250l) RER
IEHAM (2, 678 ), AREFERL

IR (o™, fkEH), 1770, 1680,

NMR (d, DMS0O—dg ), 3.11(3H, s), 3.17(3H, s),

3.52(24, s), 3.6-4.4(74, ~y, 5.11(1H, 4, J=5.0Hz),
5.65(1H, 4d, J=5.0Hz, 8.0Hz), 5.9-6.35(1H, m),
7.02(1H, 4, J=15.3B2), 7.23(5H, s), 7.77(1H, br},
8.09(1H, br), 9.09(1lH, 4, J=8.0Hz).

L 9

78— % —3—((E)—3—( ((R)—1—KEXFHE
—2—BTE)-HEER)— 1 —FRE) -3 XA 4—R
B AR
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-OH
CO0-

REsktl 6 ARG FE, H« REBRNFER oz
(28 )RmEwblsath (8, 08), "I EHXH (1, 485
g), AREEAEL

IR (™, @), 1775 1690, 1585,

NMR(dJ, DMSO—d, ). 3.11(3H, s), 3.18(3H, s),

3.4-4.1(5H, m), 4.25(2H, br 4, J=6.8Ez),

4.89(1H, 4, J=5.2Hz), 5.10(1E, 4, J=5.2Hz),

5.9-6.3(1H, m), 7.06(1H, d, J=15.8Hz), 7.78(lH, br),
8.15(1H, br).
SEHE 10
7B8—(2—(5—8%Xx—1, 2, 4—E_g—3—%K)—(2)
—2—ARFAETEFTHEX)—3—((E)—3—(((Rr)
— 1 —BEFRE—2—FLE) HWEEEI—1-FHEI—3
—XFE— 4 BB R

CH;
wv\cfxmﬁ~r15 OB
o N S N F \I H
H,N \s N of CONEH,
NOCH,F slololy CHs



BEXGTBHR(23 08 )BETHEE(S5, 5ml )fk (1
m 1) HRAENE, EREHPMALES 9 et (1500 )
fuk2 oA (10 0ne ). ¥HRANRBENEZETH
1, KPR, AEREeSERfags R 0Ty (46
me ),

IR(om ™, HEEH), 1765 1670, 1600,

N MR (J DMS0—ds) . 3.08(3H, s), 3.14(3H, s),

3.49(1H,
3.87(1lHE,
4.06(1E,
4.19(2H,
5.67(1H,
5.79(2H,
7.76(1H,
9.73(1H,

d, J=17.28z), 3.62(1H, 4, J=17.2Hz),

dd, J=5.5Hz, 12.5Ez)},

dd; J=5.5HZ, 12-352)' 4.1’“4.2(1H' m),

d, J=7.3Hz), 5.08(1H, 4, J=5.0Hz),

dd, J=4.8Hz, 8.4Hz), 5.70-5.85(1H, m),
d, J=55.08z2), 7.11(1H, 4, J=15.4Hz),
s), B.22(2H, s), §.52(1H, s8).

d, J=8.4Hz).

FYEs, MICo(re/ml),

LERHERE20 9—F 0, 2
KGHFE NIHT <0, 025
JikiFE EEK— 6 <0, 025
¥RPEKE ES—T75 <0, 025
Morganella Morgani Ep—1 4 <0, 025
GMBERE TP—01 0. 8
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SRpl1 1

TB—(2—F7LBAL)—3—( (E)—3—KLFHAVT
ETEFEEE ) —1—FHE) -3 —Lal— 1 —BRAFEY
- EEEL LY

@—CHZCONH\ S CH,CH; .

|
- /"\
SN g CONH;
O CH,

COOCH; ~©—oc&b

Skl 4 ARG TE, HLh24meth(208)52
—LEFEEECHE (4, 228 ) REBEEWEY (23, 08),

IR(om™ ,BiKER), 1770, 1650,

NMR(dy, DMSO—dg ) 1.15-1.4(3H, m),

.14(3H, s), 3.25-3.8(4H, m), 3.55(2H, s), 3.77(3H, s
.0-4.2(48H, m), 5.16(1H, 4, J=5.2Hz), 5.23(2H, s),
.71(1H, 44, J=5.2Hz, 8.0Hz), 5.95-6.4(1lH, m),
.96(2H, 4, J=8.8Hz), 7.30(5H, s),

~ o e W

.41(2H, 4, J=8.88Bz), 7.75(1H, br), 8.43(1H, br),
9.21(1H, 4, J=8.0Hz).

SEHEH 1 2
TB—(2—XLBEE)—3—((E)—3—(£EFrX
FERZEFEERL)— 1 —FHX)—3 —Laml—1—2BE=A
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CR#

@CHZCONH\ CH2CH,

. /\CONH
£00- CH3
. CF3COOH

REEhbl s BAANYE, Bkl 18ted(238)&
BTHEFBR(130nl )%, EEMAZALR(14001 )% .
HEWEH (15, 98 ),

IR (o™, BEHH). 1775 1690,

NMR(J, DMSO—de ), 1.26(3H, br t, J=6.8Hz),

3.10(3H, s), 3.52(2H, s), 3.90-4.15(4H, m);

5.08(1H, 4, J=4.8Hz), 5.62(1H, dd4, J=4.8Ez, 8.0Hz),
5.9-6.4(1H, m), 6.97(1H, 4, J=15.7Hz), 7.20(5B, 8),
7.63(1H, br), 8.31(1H, br), 9.08(1H, d, J=8.0Hz)

w13
TB—RE—3I—((E)—-3—EXVHEFEITLEFTELEE)
— 1 W) —3—LHF— 4 —BE P XEBRY

EN, _S CH,CH;

| .
% N\Af\/ N<"~CONH,
| CH
- 3
co0 - CH3SO3H
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RELRkY 6 ARwTE, RERAAFRER—KAHREEREL
B, H“RBECHEERCBEE” (5, 98 ) XBENAIL 2
Btgw (5, 98 ) REEHZ (0, 85¢8),

IR (™, ke H), 1770, 1690, 1590,

NMR (&, DMSO—de ): 1.25(3H, br t, J=6.5Hz),

2.26(3H, s), 3.07(3H, s), 3.3-4.05(6H, m),
4.18(2H, br d, J=6.8Hz), 4.77(1H, 4, J=5.0Hz),
4.98(1H, 4, J=5.0Hz), 5.8-6.2(1H, m),

6.97(1H, d, J=16Hz), 7.05(2H, &, J=8.0Hz),

7.43(2H, d, J=8.0Hz), 7.60(1lH, br)’ 7.93(1H, br).

b1 4

78—(2—(5—&%—1, 2, 4—F -wp—3—%)—
(2)—2—FRFEEREELHREEI 3 —((E)—3—
(RETHREFERCEFTEEE) —1—FHE)—3—Xph—1
o L X

N C—CONE— S CH,CHs

—-T- ——— . ———

Hw(yg NN,
2 “NO-CH,F Soo- CH,

REEk 1 0 ABWEE, FLEtll sttt (60me)
Exnp2 ol (3 2ne ) REREEWEY (18ne ),
IR (m™, MfkmH), 1760, 1675 1590, 1520,
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NMR (8, DMSO~dg ), 1.26(3H, t, J=7.2Hz),

3.08 f1 3.09¢( %;:!;-, 3H, s), 3.4-3.6(2E, m),
3.47(1H, 4, J=16.8Bz), 3.65(1H, 4, J=16.8Hz),
4.01(2H, s}, 4.05-4.2(2H, wm), 5.06(1H, 4, J=4.8Hz),
5.6-5.75(28, m), 5.79(2H, br 4, J=55.3Hz),

7.17(1H, 4, J=15.8Hz), 7.66(1H, s), 8.23(2H, s},
8.33(1H, s}, 9.71(1H, d, J=8.4Hz).

FEERE, MIc (#8/ml),

AEEHERE2 09—F c., 2

KAFE NIHT <0, 025

JikATEH EX—6 <0, 025

MRV ELKE Es—T75 0, 1

Morganella Morgani EP—1]1 4 <0, 025

GZMBEHRE EP—01 0, 8
EEPl 15

TB—(2—XKTHEX)—3—((B)—3—(((R)—
1 —SEFHRETE) —FERE)—1 —FHE) -3 —LRh—
4 —HBHF R FEERAY

Q'CEZCONH\—(S 5 CH
J—N\)\/\/ I}I —\‘CgNH L
C CH; 2

COGCHZ—Q—OCHs
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BELkD 4 ARG TS, EXxk24mteh(302) R
(R)—2——WXHXARGL (6. 33 &) RERIGH~4
(35, 18),

IR (om 7, BEER), 1775 1690, 1658,

NMR (J, DMSO—d, ), 1.48(3H, 4, J=6.5Hz),

3.07(6H, s), 3.51(2H, s), 3.72(3H, s), 3.9-4.25(3H, m),

wn

013(13' d, J=5-ZHZ)' 5-16(2Hp br),

oE?(lH' dd' J=502HZ[ 7-2HZ)f 5.9_6-3(1Hr m)'
.87(2H, 4, J=8.5Hz), 7.20(5H, 3),

~ O W

.30(24, 4, J=8.5Hz), 7.69(1lH, br), 7.87(1H, br),
9.04(18, d, J=7.8Hz].

i 0

TB—(2—XZB&EL)—3—((E)—3—(((rR-)
—1—REFHRECLE ) —FELERE)—1-FRE)—3 -5
—4—BBRE=ATRE

<i:j>—€$§£ﬂ)§ﬁ1\ \q;l\\,/\\/’
= ‘V H
o CONHZ

COO"

F 5 s BRn s, Bl 484eH (34, 58)



ERTEER(210nl ), EFNA=ZRATR(230mn1)

wEEWAEW (25, 98 ),
IR (o™, BEER), 1775 1685,
NMR(d, DMSO—dg ); 1.50(3H, 4, J=6.5Hz),

3.10(6H, s), 3.74(2H, s), 3.8-4.3(3H, m),

5.15(1H, 4, J=5.0Bz), 5.70(1H, 44, J=5.0Hz, 7.8Hz),
5.9-6.35(14, m), 7.06(1H, 4, J=16.2Hz), 7.28(5H, s),
7.73(1H, br), 8.00(1H, br), 9.11(1H, 4, J=7.8Hz).

s A

7B~ﬁ%—3—t(E)—B—(((R)-l-ﬁﬁi&%
CE)-HEAGEX)— 1 —FHE) -3 —LHR—4—LBREES
- R#

EN_ s % cH,
‘ P N —Ca 5§ « HCIO N
o Y | \CoNE,
coo- CH,

AEnkfe AR E, B BRUEEZNERZE CREE"
(o0, 8 )ikfsihlio ey (3, 38 ) REFH~Y
(770nmg),

IR(m =, BtkER), 1795 1680, 1630, 1575,

NMR (2, DMSO—d,),; 1.48(3H, 4, J=6.2Hz),

3.24(6H, s), 3.53(1H, 4, J=17.5Hz),
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3.90(18, 4, J=17.5Hz), 4.76(18B, 4, J=5.2Hz),
4.99(13' d, J=SOZHZ)' 508"'6-2(1H, m),
6.98(18, 4, J=15.5Hz), 7.63(1H, br), 8.00(1B, br).

S8

7B—(2—(5—F#%—1, 2, 4—Ew—3—%)—
(z)—2—fRPEETEEXECHRELE) T —((E)—3—
(((R)—1—E£AFRECE) —FHEEE)—1-WHE]
—3—kFf— 4 — %R

CH
N——C-CONH S | ° ,CH,
7 NI "N H
BN N NPT Neonm
NO-CH,F Coo- CH, 2

RELHG1 0 ABeTE EXEAI e ey (120

mg )52 0 ke (750 ) REBEEHKEY (30m8),
IR (m~ ', M&Ka#¥). 1760, 1670, 1590, 1520.
NMR (&, DMSO—dg ); 1.46(3H, 4, J=7.0Hz),
3.04(3H, s), 3.06(3H, s), 3.49(1B, 4, J=17.2Hz),
3.64(1H, 4, J=17.2H8z), 4.05(1H, m), 4.15-4.30(2H, m),
5.09(1E, 4, J=5.0Hz), 5.67(1H, dd, J=5.0Hz, 8.0Hz),
5.5-5.8(1H, m), 5.79(2E, brd, J=55.5Hz),
7.18¢1H, d, J=15.4Bz), 7.67(1H, s), 8.21(2H, s),
8.64(1H, s), 9.70(1H, d, J=8.0Hz).
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PEEE, M1 0 (x8/ml ),

SHEHERE 2097 0, 2

*HHFE NIHJT <o, 025

EBIFE EXK—6 <o, 025

KRYEKHE ESs—735 0, 1

Morganella Morgani EP—1 4 <0, 025

EHRBERE EP—0 1 1, 56
LBl 9

T B—(2—%RTLHEE)—3—( (E)—-3—£XET7HREF
EZTEEE) -1 —WHE)—3 —LBh— 4 —BRAMIFEFE
g gte ]

{ M-cu,cong, s CH, CH,

_ — 2
NP NN
O i CH,CH,

COOCHZ-Q-OCH3

RE LG 4 Aok, ®xh24Hey(20e) 5,
N—ZCZEHEGK (5, 158 ) RERIENFH(17, 58),

IR (om™,@km¥E), 1765, 1675, 1600.

NMR (&, DMSO—d,);: 1.22(6H, m),

3.24-3.62(84, m), 3.72(3H, s), 3.90(2H, m),
4.18(2H, m), 5.08-5.28(3H, m),
5066(1H' dd' J=5.le' 8-4HZ)' 5-86-6.40(1H' m)l
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6.8~-7.0(3€, m), 7.20(5H, br), 7.29(2H, 4, J=8.5Hz),
7.68(18, br), 7.88(1H, br), 9.05(1H, 4, J=8.4Hz).

EHERl 2 0
7 B—(2—%(7B&EX)—3—((E)—3—HELFHEF
RoTHEERE)—1—FHEX) 33— kFH— ¢ —8BRE-ZATR

#

@CHZCONH\ S CH,CH,
— | N~ CONH
/N F i 2
O | CH,CE,
COO0-
. CF3 COOH

REx#k 5 REnreE, HEfl19Rmbketh(16.5¢8)
ERTEYR (82, 5nl)y, BEMAZRALHE(9911),
REBWEH(11, 88 ),

IR (m™, Bz ®). 1765, 1675.

NMR(J, DMSO—de ): 1.24(6H, t, J=7Hz),

3.3-3.7(8H, ), 3.90(2H, br), 4.0-4.3(2H, m),

5.08(1H, 4, J=5.4Hz), 5.63(1H, dd, J=5.4Hz, 7.2Hz),

5.80-6.30(1HE, m), 6.98(1H, d, J=15.4Hz),

7.12-7.32(58, s), 7.62(1H, s), 7.88(1H, s),

9.02(1H, &, J=7.2Hz).

54



WA 2 1
7B—gE—3—((2)—3—(EX¥VBEFE_TH48%K)
—1—HHEE)—3—kFF—4— SR EFERT

*N-~CONH, -HCIO
f—-N P - I\‘I C 2 4

0 i CH.CH
Coo- 208

RE#fl 6 A TE, A REEZHEFER cHlEE"
(28 )KBEHF2 08ty (5 ) BREBH& (0, 828),

IR (em™, BiEKEE), 1770, 1680, 1600.

NMR (J, DMSO—ds +Dz0 ); 1.24(6H, m),

3-2—3-7(63’ m)' 3-85(2H1 bri’ 400-4-3(231 m)l

4.78(1H, 4, J=5.1Hz), 4.99(1H, 4, J=5.1Hz),
5.78-6.28(1lH, m), 6.98(1H, 4, J=15.4dz), 7.64(1H, br),

7.90(1H, br ).

w25
7 B—FEBEE—3— (ZKHWE) FE— I — KPR —4—
R F AT ERRAD

HCONH, S
J\/‘ ) )
)— N~z? P (ph)3 I

O
coocH,4 )-OCH;
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W7 B—FEEE— 3 —HFE—3—KTH— 4 —BBRAFE
¥EB(5 08 )BRTLRCE (2, 51 )%, BFMAZEE
(40, 38), HHRIHANRAUEEE THH6 Daf, TREE
R BE, RERCBRLEMRVRERRIAENZH (568 ),

IR (™, WEKE®), 1770, 1710, 1650.

NMR (&, DMSO—ds);

3.42(1B, dd4, J=2Hz, 18Hz), 3.55(1H, d4, J=5Ez, 18Hz),
3.76(3H, s}, 4.61(1B, d, J=12Bz), 4.82(1H, d, J=12Ez),
4.91(1H, dd, J=16Hz, 16Hz), 5.17(1lH, dd, J=16Hz, 16Hz)
5.23(1H, 4, J=4.5Ez), 5.73(1H, dd, J=4.5Hz, 8Hz),
6.90(2H, d, J=8.8Hz), 7.17(2H, 4, J=8.8Hz),

7.70-7.93(152, m), B.13(1H, s), 9.03(1H, 4, J=8Hz).

ER2 6,
T B—WmBRE—3—((2)—3—§—1—WFL)—3—
KR — 4 —BRAFEEERE

HCONH._
)—-\1

mxmg%i}%omﬁ

W2 5SWAEW (5 e ) BRTRG (3 01 ), &5
WAL NERMHARR (2001 ) fofifuik (101 ), H
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FIREIBAMHES 24, 2 EHEANE, AEAAGRETE, &
B, ERAHTRAN, o—R(=ZFagdk) gk (1, 3 2n1)
o5 6 DRTEWEHFER (1, 98 ), HEHFWH1 D, HEK
(15eg)MEARBMBAEDE, HEHILHE, BREZEK, RERRK,
ERAMERANCBIE(20n1), ERETHMAEHER
HMEREER(S0nl ), HRKENRNEESLTE, RIE
WEM(440me ),

IR (™, WKL), 1780, 1725, 1655.

MR (5, DMSO—de ), 3.29(1H, 4, J=18.0Hz),

3.54(1H, d, J=18.0Hz), 3.7Ll(1H, dd, J=8.0Hz, 12.0Hz),

3.78(3H, s), 3.96(1H, dd, J=8.0Hz, 12.0Hz),

5.00(1H, 4, J=5.0Hz), 5.13(2H, s),

5.71(1H, dt, J=11.5Hz, 8.0Hz),

5.86(1H, dd, J=5.0Hz, 8.0Hz), 6.23(1H, &, J=11.5Hz),

6.44(1H, brd, J=8.0Hz), 6.83(2H, d, J=9.0Hz),

7.27(28, 4, J=9.2Bz), 8.22(1lH, s).

%27,
7 B—WEHE—3—((2)—3—R—1—FAE)—3—
KR — 4 —BRATFAFEE
Eﬂ:C»ﬂil:jr,S 1
ONl//
coocr,~/ )—0CH;
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HEB23WEH (508 ) BRTLRE(700m 1)
B, BEHFAERRHTHEAN, o—X(ZFeEL) TR FHE
AHBRAYNEREARELE, EREETHHEAY 2 it &
WAEY, HFR(17, 5nl)fkZB(4401)E507C
Thi3 004, MG, AHFBANERZRE, ERAHTHZ
EAMEEAEF, B REANBLADHEDT L. W ST RHE,
RER1: IRFARNTE LHEMESURAREEWEH (42, 9g),

WA TR A RS L®R 2 6 —7F

xB28,
7 B—WEEE—I—( (E)—3—B— 1 —FHE)—I—
LR — 4 — BB AT AR

WEB2 7oA H (21 ) ERTFAM(700m1 ),
BEERANTHANRAA (37, 28 ), RFEHANELNER
BEETHE 04040, REAZETHH dut, HHaH, &5
WATBRTE(500n 1), ARKARBRAAERERFTFE Y
BAMZK, BRAEALAESR, MEATARRET R, BHORE
ERALBAUZTE, TREKERRVANTREIEHNTY (12, 8

g o
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IR (™, WACHYE ), 1770, 1710, 1645.

NMR (&, ¢DC1ls), 3.43(1E, 4, J=18.0Hz),

.62(1, 4, J=..8.0Hz), 3.77(3H, s),

.94(24, 4, ’J=8.0H:z), 4.93(1H, &, J=5.0Hz),

U w w

.17(28, s), 5.82(119, 44, J=5.0Hz, 9.0Hz),
6.08(18, dt, J=15.8Hz, 8.(0Hz), 6.43(1H, 4, J=9.0Hz),
6.84(2H, 4, J=8.5Hz), 6.93{1H, 4, J=15.8Hz),

7.29(2H, 4, °=8.5Hz), 8.13(1H, s).

L 2 2

7 B—FEBHEE—3—((E)—3—( ((R)—I1I—FXF
Bt E) W ESEE)— 1 —FEE) -3 —LkBHE—4—HBEBX
W Rl

HCONH~___~S CH,
JN / ‘l\!I———é H I-
0 CHs CONH,

coocaf—<:j}—ocag

W2 sWke (38), N, N——FEFEBRK (120l )
F(R)—2——HEEEFBKE (90 0n 1) HRAHERRH
FH 3 ME, EREBAYERANTE, BEFREILEFE WA
LRIEBEL ERANTERE, dRkEEANFHEEEHFY
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(2. 838),
IR (o™, ®ffmiE), 1780, 1690.

NMR(J, DMSO—d, ). 1.50¢3H, 4, J=6.5Hz),

3.08(6H, s), 3.73(39, s), *.85-4.53(38, m),
5.0-5.35(38, m), 5.81(1H, 44, J=5.08z, £&.0Hz),
5.9-6.4(13, m), 6.89(2H, 4, J=8.5E2z},

7.33(2H, 4, J=8.5Bz), 7.74(1lH, br), 7.93(1lH, br),

8.10(1H, s), 9.05(1H, 4, J=8.0Hz).

Sl 2 3

7 B—FgE—3—( (E)—3—(((R)—1—&EHF
BEZE) FEEE)— 1 —WEE) -3 —LkHh— 4 —HRBRES
ZRLEE

CH,

HCONH~—— =3 CH,
g—Nh~ /‘1\!1-—% H  -CFCOOH
g CH, CONE,
coo"

RE5ky s Afed s, $xnbl2 2afémn (0. 88)
ERTHAFB (5ol ), EFMA=RTR(6nl ) RN
el (0, 568 ),

IR (™, #EEH), 1775, 1685.

NMR (&, DMSO—d,), 1.48(3H, 4, J=6.5Hz),



3.07(6H, s), 3.5-4.3(5H, m}, 5.15(1H, 4, J=5.0Hz),
5.77(18, 44, J=5.0Hz, B8.5Hz}, 5.9-6.35(1H, m),
7.02(18, 4, J=15.5Bz), 7.7G(1H, br), 7.96(1H, br),
8.09(1H, s), 9.04(1H, 4, J=38.5Hz).
LRl 2 4
7TB—FHx—3—((E)—3—~{ ((R)—I—HXFEE
LE)FEEE -1 —FARE) -3 LB/ —4—RRLBR
.4

H.N S s
Z \‘_r ™~ l /CHB
oA—N N%%\/«N—4§;I . HCl
| | “CONH,
COO™ CH,

EZEET, #Eh23 bt (o0, 58)EBT4%
(w/ v)RB—FEAR(S50l ), EERF M FAL
B(s5o0oml), RUENHRETE, FATHESREEERIE,
wEEHREH (0, 318),

IR(m™, WEEH): 1780, 1690.

NMR (&, DMSO—d,), 1.48(3H, 4, J=6.5Hz),

3-12(63, S)’ 3-4-405(5H' m), 5a18(lH' dr J=5.2BZ),
5024(15, d' J‘-:SOZHZ), 6.1"6055(1H' m)l
7.08(1H, 4, J=15.8Hz), 7.68(lH, br), 8.68(1H, br).

Zwpl2 5
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7 B—HEEE—3—( (E)—3—HAEXFRETELETE
BE)—1—FEE)— 3 — X — 4 —RBRATFEAFEERY

HCONH, GH,CH
N N-NCONH, I
] i
0 -

coocsz—<:jy;ocag

BAS5xkblz 2 ARWFE FLrkzswteih(3e) 52
—LEFEEERTEE (0, Y& ) RE, BEEHFH (3. 538 ),
IR (™!, WHEEE).: 1775, 1690.

NMR (&, DMSO—de); 1.25(3H, br t, J=6.5Hz),

3.

4

~~ o U w»n

09(3H, s}, 3.3-3.8(4H, m), 3.73(3H, s), 3.93(2H, br

.1-4.35(2H, m), 5.10(1H, 4, J=11.5Hz),
.21(1H, 4, J=4.8Hz), 5.24(1H, 4, J=11.5Hz),
.79(1H, 44, J=4¢.8H8z, 8.3dz), 5.9-6.35(1H, m),
.88(2€, 4, J=8.7Hz), 7.31(2H, 4, J=8.7Hz),
.67(1H, br), 7.86(1H, br), 8.09(1H, <),
.03(1H, 4, J=8.5Hz).

sHPl 26
7 B—HEGKkE—3—( (E)—3—£EFREFECETFE
GE)—1—FHE)—3—XEHF—I—BRUSATRR
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CH,CH,
HCONE, __

N\)\//"\/I\’IACONHZ - CF,COCH
0=
CH,

COO"

RSP 5 ARk, HERlz 5sHhem (3, 4¢)
ERTAREB (200l )P, EFMANZRATR(230l), &
ZEMEm (2. 048),

ITR(m™ !, #Eaw), 1775, 1680.

NMR (&, DMSO—de); 1.25(3H, br t, J=6.5Hz),

3.09(3H, s), 3.3-3.9(4H, m), 3.95(2H, br),
4.05-4.4(2H, m), 5.15(1H, 4, J=5.0Hz),

5.74(1H, 44, J=5.0Hz, 8.5H2 , 5.9-6.3(1H, m),
7.00(1H, 4, J=15.3Hz), 7.64(1H, br), 7.91(1H, br),
8.09(1H, s), 9.05(1H, 4, J=8.5Hz).

SR 2 7
7 B—8E3—((E)—3—(EEFHREFELETEE
E)—1—WHEE)—3 —LHh—+ —BRE SR

CE
J *N/\CONHZ - HC
07 ™ |
CoO™ CE3

63



A& %Kt 2 4 BRS 7T E, HEEF 2 6 b (1978 ) F
4% (W/V)BB-—WEEZ (200l ) PHERIABESY
(1, 258),

IR (™!, %iEAEE), 1780, 1685.

NMR (d, DMSO—dg); 1.28(3E, br),

3-13(3H, S)' 3.3—4I4(6Hf m), Qull(ZH' br)'
5.1%(2H, br), 6.0-6.5(1H, m), 7.{={1E, 4, J=15.0Hz),
7.68(1H, br), 8.37(1H, br’.

LHHl 2 8,

7 B—HEEE—3—((2)—3—~( ((B)—1—£FF
BE—2—BCE) FEER ) I-FHE] 3 —XTT—4
—RR M ETER

CH
HCONH\_l/ Sj | 3 OH
O/' N\/"/\/ ] \CIOiNI-I I-
| CH, 2

COOCHZ—@OCH3

B2 THAAH (6, 018)BRTY, N—ZFETEK
B(24n1)d, mA(R)—2—=F ERE—3 —BENBRK
(1. 88¢g), ERAHNTHARANBAHBF Do, ERE
BAYERARER (10001 ), BELEHEE, HnkRAN
HRTRAMTFH (4001 ) AEH( 200 1) HEAFRW
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B NAREMEZRZE (30002 )fZB (15 0nl)
HRAER S, SRR ENEH RN RREBENTH (5. 338 ),
IR (™! , FEfmsE), 1775, 1680.
NMR (2, DMSO—dg ). 3.11(3H, s), 3.16(3H, s),

3.73(34H, s), 4.00(3H, br:, 4.25{(2H, br 4, J=6.5Hz),
5.0-5.3(3H, m), 5.60(1H, br),

5.80(1, d4d4, J=5.0Hz, 8.5Hz), 6.0-6.4(1H, m},
6.89(2H, 4, J=8.5Hz), 7.31(28, 4, J=8.5Hz),
7.78(1H, br), 8.00(1H, br)., 8.10(1H, s),

9.05(1H, 4, J=#.3Hz).

Ll 29

7 B—WEEE—3—((E)—3—( ((R)—I1—KEF
%%—g—%aﬁ):?%@%J—Jwﬁﬁil~3—%@%—4
— SRR ATRE

HCONH~— S s oHE
N - N H - CF,COOH
9 é o cu, CONE,

Rt s Bty HEmblz st (4. 988)
B THFH(3001)d, BFMAZATR(3301), &
HEWLEH (4, 038 ),

IR (m™ ', HEHEHE), 1780, 1685.
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NMR(J, DMSo—d, ), 3.10(3H, s), 3.16(3H, s),

3-4"4-2(53, m), 4.25(23, br d' J=6.5HZ),
5-15(137 d' J=5o0HZ)' 5-77(lHr dd; J=5.5Hz' B-SEZ)'
5-9_6.35(1Hr m)' 7.00(181 d' 215-5HZ). 7.75(1H' br)’

8.04(1H, br), 8.09(1H, s), 9.03(1H, 4, J=8.5Hz).

LR 30

7B—fE—3—((E)—3—( ((R)—1—HEFBZE)
—2—ﬁaﬁ)—$£§§3—1*W%ﬁ]~3—%ﬁ%—4~ﬁ
@ﬁﬁ@k%

E,N ‘——{
O e \/\/N —é‘c‘ « ECI
ONH
coo" CH 2

REktl 2 4 AR T, Hhfl2 s ea(48)T
4B (W W)EB—FEAK (40l )it RIABWEY
(2, 578),

IR (™!, ¥WHCHEE), 1780, 1690.

NMR(S, DMSO—dg), 3.12(3H, s), 3.21(3H, s},

3.6-4.6(7H, m), 5.15(1H, &, J=5.0Hz),

5.23(18, 4, J=5.0Ez}), 6.1-6.65(1H, m),

7.06(1H, 4, J=15.5Hz), 7.76(1H, br), 8.67(1H, br).



£Hh29,
7 B— (3 —FHERHE) £ 3 —EFE—3—L@H—4
— BB T EFTERE
o,N

—CH=N S
T

Cf“‘b‘ -

W7 B—EE—3—EFE—3—LPH— 4 —BBRAFETE
LB (108 ) BRTEH (1000l ), EHFWI N
BEMMNAER (320 1), {IEIHREDERRBE THH
3 0404, AEHAENLE, AAEfRAES. REERIEEFRA
FAGE TS, EEAAERA —HEEFR (4, 088 )#
EEFETHHS Db, ERNBAHTMANRFE (0, 51 )M
ZE(0, 51), R UEPRHARWIRREEN =% (8. 08 ),

IR (™', FEEE), 1750, 1690, 1640, 1600.

MR (4 , CDCly): 3.38(1H, d, J=18 Hz},

3.67(1H, d, J=18Hz), 3.76(3H, s),

4,34(1H, 4, J=11.78Hz), 4.54(1H, 4, J=11l.7Hz),
.13(1H, 4, J=5.4Hz), 5.20(2H, s),
.42(1H, 44, J=1.8Hz, 5.4Hz), 6.84(2H, 4, J=8.5Hz),

-31(2H' d' J=8o552)l 7.44-8-52(4H' m)'

@ N u»n !

.61(1H, 4, J=1.8Hz).
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£33 0,
TB—(3—WETFE) RE— 3 —=KGAFE£—3 —%
fl— 4 —RBRAFEF E B4

O,N<

‘7—\>--—CH=N\ S
\¥== “_T/ 4r (93)3 1

o N Lo 1

V/
c:oQc:HZ_.,@/\_'____})-—QCH3

B2 ftad (7, 5g)BETHEH (8 0m1l)H,
BEpABG (2, T8 )F=FEBR(4, 7€), EEEBTHH
FriRE| BpiB A4 4 AN, IR KB4, HEEMmES + 1T
BROEFRAREESY (800 1 )W, REENEFRET
RAREEWEH (12, 38),

IR (™!, WAKER), 1760, 1700, 1620, 1600.

NMR (d, CDC1ly), 3.06(1H, br), 3.28(1H, br),

3.76(3H, s), 4.06-4.36(20, m), 4.83(2H, s),

5.22(1H, 4, J=4.5Hz), 5.41(1H, 4, J=4.5Hz),

6.80(2H, d, J=8.5Hz), 7.17(2H, 4, J=8.5Hz),

7.5-7.9(16R, m), 8.0-8.56(34, ), 8.60(1H, brJ,

L3 1,
7 B (3 —HETEE) fE—3— (2)— (I —AFHE)
— 3 —KHH— 4 —LRA TR FER
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O,N
DSy [
~N
I

W3 olhad (12, 38 )M TRAFRE(200n1)
B, TERERERAN I NEEUMAER (28 m 1), REFTRE
HREAY. 4BUANE, REAEREARE, EEZAIELT M
AFAFBRETE, £0CT, ERHIERFRAYN, 0—K(=
WREEEE ) B (4, 56 8)JE, E3O4HAEFNETE
(3. 38 ) WEAHEHR, ERBEETHEFFIANELY 2 et
By MANER (508 ), EHER, HETKREES O, RE
Kk B mE R AR, DR RERRBRNTR, RERLRRE,
TEBEHFEm (3. 38),

TR (m™' , Bfai), 1760, 1700, 1630, 1600.

NMR(J&, CDCLl;), 2.35-3.75(2H, m},

3.76(3H, s}, 3.76-4.12(2H, m), 5.14(2H, s,

5.20(1H, d, J=5.4Hz), 5.45(1H, 44, J=1.8Hz, 5.4Hz),

5.67(1H, dt, J=11.0Hz, 7.2Hz), 6.22(1lH, 4, J=11.0Hz),
6.83(2H, d, J=8.5Hz), 7.28(2H, d, J=8.5Hz),

7.45-8.56(4H, m), 8.63(1B, 4, J=1.8Hz).

MR 31,
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7B—(3—FERFE)EE—3—((E)—(3—£LF
BAEX7EFREE)—I—FHEX) —3—LHHF—4— BB A
& Xy

0,N_
CH,CH
Q/SFCE=N -8 s i
= | “NA~CONH, I
¢ N
H

3

looc3r~<:3}—oca3

BAT (10wl ) wELh3 1 e (36 ), EFE
20 AT (2, 568 )WTE (20l )%, ¥
FriR BB A B3 et HERBERFMATCRIE (801 ),
BEHUE, AR 1 0 DRRAFRRNAE R gl Ak, HEK
# R TATRE A B ek B, BEETRESRAY, Bl
i (308), SRIGIAHNRLY, WRARLZEI Onl, &
EE3 OQ8ARMY, v —CEFEHERK (79208 )WL
RZE (3001 )BEK RENBMEANEAY 2 M, ERE
BAWPMATCE (S50l ), dREEMBTBAKNILE, AT
RLEACHEE, RIABHFH (2, 0g),

TR (!, FEFEH), 1760, 1680, 1600,

NMR (&, DMSO—de), 1.26(3H, t, J=7.0Hz),

3.11(3H' S)' 3.4-308(4Hp Il); 3-75(3H' S)'
3.96(2H, br), 4.25(2H, m), 5.24-5.31(2H, m),
5.44(1H, 4, J=5.1Hz), 5.79(1H, br 4, J=5.1Hz),
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6.0-6.3(1H, m), 6.8-7.0(3H, m}, 7.37(2H, 4, J=8.4Hz),

7.7-8.8(7H, m).
sExfl 3 2,

TB—HE—3—((B)—3— (RETRETELETEE
E)—1—FFE) -3 —FBF—4—BREFARE

. S CH,CH,
z (_N‘ P ﬁACONHZ - HC10,
o l

ololon CHs

#o0DFR (2, 5ml ) mELHF 3 10kdw (1)
W, BEEI 0MA, ERRHATHRAI 5BHR (0, 5nl),
ERBEETHENGAGESHES 044, REEZRETH#HL 5
Mo, WMASEFEN.K, REEE. HERANEARE(450n1)
W, Dk EntBRGIR. A WEM BRI, B2 H N
4, hEBAHG (0. 418),

WELRGERTA(20n1) b, mASEERE AE
EXATITREHNRA YN HFEE 7 —8 )5, dEEAY., EEE
H “ SEPABEADS SP207 » WRF LA A EERAGEHE, WHX4A
REREES nl, A7 0 PHARFFHRRED Sy HEE2 —
3, WARTE(80mnl), HREKEMITERNIE REAR
Bl L BveEk, RIAGHAH (0, 158),

T A R R R T 2 1 A%
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L3 2,
7B—(3, 4—TZHE-_ETFE)EE 3 —EFE£—3—
ki —4 —RBRAFEFER

< j]::::——CLi-NL-—T:~:1\\//
cooca‘w<;2>—oca3

W7 B—HE—3—EFE I —LAF—4—RBRITEFE
FEEBA (108 ) BRTTRIE(I 0001 ) g, FEHER
ANTREmI NEAMHAER (321 ), ERFEETHFN
REMRAWI 0404, FBFUANE, Rumiikitsk #KEAL
ARRET B mAAWRE (8, 18)REfF(200n1), &
FEFETHHOE. BREREGAKEES Onl, EEMATR
(11), IRUENMBREGNEGIHENS W (8, 48 ),

IR (om ™' , WMEFHE): 1760, 1700, 1620, 1590.

NMR (&, CDCly ), 3.34(1%, &, J=18.0Hz),
.64(1H, d, J=18.0Hz), 3.76(3H, s),

.35(1H, d, G=11.7Hz), 4.%3{1H, 4, J=11.7Hz),
.06(1H, 4, J=5.1Hz), 5.20(2H, s),

029(15' bI.' d' J=5-lHZ), 5-96(23, S)' 6'70-7.40(7H' m)'

o W U s W

.36(1H, br).

LR 33,
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7B8—(3, 4—LFE_STXE)EFE—3 —ZFKBHEYF
E—3 —KFHF— 41— BB AFETEREAY

YL ;
e CH——-N\__(
: OJ—N\IQ‘\/){P(P e I7

coocH,-<:j}-OCH3

Hxns 2Htem (8 ) ERTWRH (80l )W, #HF
MABAA (2, 88 )M=ZHR (5. 038), HITREWNE
SHAEZRTHIE2 dat, LRRNRSY, HREME 2 : 1 TR
LERIBORAS (9000l ) F, MEEKEMTRNITER
FEHEY(138),

IR(m™ ! , %4FER )., 1760, 1700, 1620, 1590.

NMER(J, CDCls), 2.9-3.3(2H, m),

3.77(3H, s), 4.04-4.38(2H, m), 4.85(2EH, s),

5.13(1H, br d, J=4.5Hz), 5.56(2H, s),

6.73—7084(22H; m)' 8-35(1H' br)-

LI 3 4,

7B—(3, 4—DPFE-_ETFL)EX—3—(2)—(3
—QFEE )3 —XFHE— 1 BB E FEEH
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T TS
CQOCH¢—<:3}~OCH3

Wn33Whke (128 )EBET-_FFxE(100m1)
B, EEMANI VEEMAABRK (28 nl ), REFFIEES
Y. 2 BHANE, RAafdiitk, REAIARRETE &
0 CTHMAN, O—N(ZWREEE) THBE (5. 78 ), BERE
i, E3 0QMAFNMECE (3, 3 6 ) WEHEH. HHRE
WEAMERBER TR 2 /Mate MARK (7 5¢8), KERYH.
BEBEREZ3 onl, BEWARER (11), DREERHTR
Wi, RERTRER, RIABWFH (3. 7€),

IR(m ', REaH ), 1740, 1700, 1620, 1600.

NMR (Jd, CDClg), 3.14-3.60(2E, m),

3.77(3H, s), 3.7-4.1(2H, nm’), 5.1-5.4(4H, m},

5.5-5.8(1H, m), 5.96(2H,3), 6.20(1H, 4, J=10.8Hz),

6.7-7.4(78, m), 8.37(1H, hr).

LR 33,

78— (3, 4—FFELE-_ERF¥E)EE—3—((E)—3
—(((R)—1—FEFBRECE) _FEEE)—1—FRHE)
— 3 —%kHR— 4 —BR AT F XY
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FEEMn s 1 ARWTE, ¥Ehs 48tetn (38 ) 53
iy (1. 288 )RM, #¥5#F5 (R )—2——FELLERHE
(661n8) REREBEMEHN (1, 758 ),

IR(m™ !, HEFE) 1760, 168C, 1620, 1590.

NMR(J, DMSO—de ), 1.50(2H, 4. J=6.3Hz),

3.07(6H, br), 3.0-4.3(5H, m), 3.72(3H, s),

.18(2H, br), 5.35(1H, 4, J=5.4Hz),
.63(1H, 4, J=5.4Hz), 5.8-6.3(1H, m), 6.06(2H, s),

(< TN V) B V)

.76-7.38(88, m), 7.74(1H, br), 7.96(1H, br),
8.41(1E, br).

SR 3 4,

7T8—BXE -3—((E)—3—(((R)—1—REFHX
CE) _FEEE)—1 —FHE) — 33— L — 4 —ERAEFK
Bk
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T «&4
—N-F .
o= N ONE,

FEEHke 3 2 ARNFE, HEKF3 3 Hued (1, 658 )
BAFREAEHEH (0, 38),

WAL B R RIS EEE 1 T W
zHPl 35,

7B8—(3, 4—BFE-_ETFEL)EE—-3—((E)—3
—(((R)—1—FXEVBHE—2—R7ZE) _FEEE)—1—
WiE k) —3—kMf— 4 — BB FEFEEBRLY

<-]:;LCH %I?ifl\¢\v/|'£f5 -

COOCH, OCH3

BHEEA(Ioml )mELks3 4 Wed (38) 4, 5L
KhAHT, BE4504AFNRAH (1, T18)WEEA(20 1)
BH, WHRRINBEAWEZETHHES Mif, ERERFWANTR
ZE(50nl), #FtE, A1 0 DHRATHRHNKE HEL IR,
RER afod Ritdk, WABERREXKRE, RIFTREANGES
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Mg, MANEE (508 ), MRFREANELY, WRAREE
30ml, B3 044, Bm(R)—2——_FEEE—-3—EZ
WEt (903 meg ) WWM( 150l ) BREREN P, BHR
HEEAYERE 2 Mit, ERRBRASTRARAR(50m1 ),
W EmEBEGRELELR AR EERTAFR(S50n 1),
WWEBRMEZE (11 )%, REEaRTANIE, ALRT
Bk, REACEBREE, REBWEH(1, 78 ),

IR (™!, HACHEE ). 1760, 1680, 1590.

NMR (&, DMSO—d,s): 3.16(3H, br),

3.20(3H, br), 3.0-4.4(7H, m), 3.77(3H, s),

5.24(2H, br), 5.40(1H, 4, J=5.4Hz),

5.68(1H, d, J=5.4Hz), 6.12(2H, s), 5.9-6.5(1H, m),

6.8-7.5(8H, m), 7.86(1H, br), 8.08(1H, br), 8.50(1lH,

br).

3 6,

TB—RE—3—((E)—3—(((R)—1—EEFHE
—2—87Hk) FEEXI—I1—TFRE) -3 —L0F—4—%
BREEARL

HzN‘\_{S
‘ _.4 - HCIC
N 4
o= N g\/\/ L \CONH
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Ho0PFR(5ml ) mE|LEH3 sHLEW (1. 68)
B, BEHEEXRHT, B3 0FHAMAI S PER (10l ), #
FRENBAWERREETHH 3 0454, BEZR TR D,
WADEEREHR, REEH. HRAMAEEH (8001 ), I
KB BRI, ARERCEGERNEGE &~ HE
Rty (o, 718),

Bz (0, 6 8 )BEBTAR(3 0l )P, ABEXK
BHRENBEAS N HEET—8 5, LRBEAN. HEER
“ SEPABEADS SP207 " WWETF LA 6k EMEE, ¥F*4
WREZsnl, A7 0 PEEREFNRANKEYNr EHE
2—3, MARHRE(80nl), MEkEmETREIE, FA
WERALHERFEAENEY (0, 28 ), BRASEMEHEHS
GRS 9 B—3

EH3 5,

2—(5—5&—1, 2, 4—g-H—3—-F)—(2)—2
—RAARFEET AL LR 2 - Ep EFFE

N C C S [ I
mwifT_ _<

H N CH,F

BB (1, 798)F2, 2/ —FHERE D
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(2, 27 )MERAK_EFHK(20mn1 ), EEETHIHM
REWBEW3 0 540, HEWAHNT, WA2—(5—KHE—1, 2,
4—gwp—3—K)—(2)—2-FRFELEXELTAXLE (158),
BEH L i, RERNEANE, REREEEEREREYNR
BEW~m(2308),

Yilg: 152—153°C(4HH),

R (m/e): 370(M7 + 1)

IR (™', MAEGH), 1715, 1625, 1530.

NMR (§, DMSO-d_): 5.91(2H, d, J=54.5Hz),

6
7.4-7.7(2H, m), 7.9-8.3(2H, m), 8.39(2H, br).

SHFI3 7,

7 B—(2—(5—&K#—1, 2, 4—E_W—3—HFL)—
(z2)—2—fRFEETEECHEE) I —((E)—3—
(((R)—I1—FEFHRE—2—KRLE) _FEELE)I—1—F
WE)—3—kuH—4—HEE

W C""CONH:L—]/\)W
HN ’( CONHZ

~G-CH,F

BEAEGTBRA (7 5ne ) fustihls o7 B—HE—3 —
(((R)—1—EXFHE—2—FBCE) _FELE)I—1—-W
BE)—I—SH—4—BRE (5 0m 8 )BERTAK(O, 5n1)
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PEE (30l ) HREERT, ENRIANREUPEMALL3S
Wp2—(5—f%x—1, 2, 4—F -_wp—3—-X)—(z2)—2—
ARFEXTEETR 2 —FHEREHBEE(50ne ), £ER
THEFGIHNBEAY 3 M, ZHFE, AERERE € EERY
AW REEWFW (25mne ),

TR SRR RS RIS LR 1 0 H—H

ZHF 3 8.

7TB—(2—(5—=%k¥FEgHx—1, 2, 4—FE _p—3 —
E)—(z)—2—BRFEETEECBEX)—3—((E)—
3—(((R)—1—BEFHRE—2-2CTE) ZFEEE])—1
—WH£)—3 —LHF—4—58E

ERLHTHEHRE (0. 21 nl ) wELAN, V——FH
FERE (0, 170l )R ATERT (201 ) WEKRSY T,
WHETREWEEY 1 DEtE, WASLB2HtE4 (568mne ),
EEFHEI D, STHAI oWk (500mg ) Fi=kse
CBH(750meg )EETAK(5nl )RFE(30n1 ) Wi
AEFIE, FRRHT, ERERPRMmERKEEAY, ERFR
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ETHIFFRENBEAY 2 Dit, R FE, S8 kEMLHREIT
%, ARG, ¥INRMASS5 DTEYCEY, BETE, iR
SEWEH (710mE ),
IR (™!, BAkE®), 1775, 1685.
NMR (d, DMSO—d,e). 3.08(3H, s),
3.14(3H, s), 3.5-4.4(7H, m), 5.07(1H, 4, J=5.0Hz),
5.66(1H, dd, J=5.5Hz, 8.0Hz), 5.74(2H, 4, J=54.5Hz)},
5.75-6.2(1H, m),. 7.05(1H, i, J=15.8Bz), 7.26(15H, s),
7.72(1H, br), 8.46(1H, br), 9.66(1H, 4, J=8.0Hz),
10.04(1H, s).

L3 9,
7B—(2—(5—8%X 1, 2, 4—E_t—3—F)—
(z2)—2—RRAFEEREELHBEX) -3 —((E)—3—
(((R)—I—8EFHRE—2—FCE)_FEEE]I—1—F
HEI—3—kuk—4—$8 %

w-—-—ﬁ—a

HZJN/// S’ N\ \CONH
2

WLz s (500ng ) ERTHEFRH(301)
b, HEEKANTRA=ZLCR (3. 50l ), sRFEETH
HIRENEAY 1 A, EEBFMAZRZR (1, 5nl), #
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iR s| IR WHE 1 Dete WMATE, i EEmLDEETRE
FEWFY (350mg ), CHAMLEMEERRES LG
10 %"#o

LBl 40,

TB—(2—(5—=FKFEFE—1, 2. 4—E_H—3—
E)—(z2)—2—RARFEXTIEELEAE] —3—((E)—
3—(HEVBRAFRECETREEE ) —1—FHE) —3 —k7H
—4—5BBE

¢ . CHCHy
Y N-——C—CONE——7>Y -
oo ' l = | - L

T B S0~  CH
“ CO0 3

N

RESEHG 3 8 ABwTE, HER2ZHKeH (1, 148)
Stz ottt (18 ) REGIHEWFAH (1. 28),

IR (m™! , FHHEH ), 1770, 1675.

NMR (J, DMSO—ds), 1.24(3H, br),

3.06(3H, br), 3.2-4.3(8K, w), 5.05(1H, 4, J=5.0Hz),

5.64(1H, 44, J=5.0Hz, 8.0Bz), 5.72(2H, 4, J=54Hz),

5.7-6.2(1H, m}), 7.28(15H, s), 7.60(1lH, br),

8.36(1H, br), 9.69(1H, 4, J=8.0%z), 10.24(1lE, s).
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SeHEf 4 1,

TB—(2—(5—&F—1, 2, 4—FE-—3—3)—
(2)—2—fRFEETRELHEEE)—3—((E)—3—
(REFBEFECETELEE) — 1 —WHFE)—3 X —4
—BRH

CE,CH,
N——C—CONH——7" S |
MN & O N CONH,
H N S’ AN e/ !
2 O CI'IZF ! vy~
COO~ CHjy

FEEER 9 AN E BELEr40854kas (450
me ) WRIPFEAREENZYg (3 00m 8 ), 'CHANLIETER
FIREGEEH 1 4 —1E,

Bl 4 2,
(R)—2——HRELE—3—LERBGREK

H3C~ OH
N—k
HC~ CONE,

a), (R)—2—_WEFE—3—BEAR

¥o—28B (20, 08 )BMETA(100nl ) TR
(180ml)yRERENT, BFEMN3 7 DFBRARER (35, 5
ml)fef (0. 45¢8), EERW(3ke/of) PTER
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THRGFBANBRAIR, BHEAT, AHERN, RLOAWEH
B4R, NIRIHEHEH (23, 58), hRERBEL
NMR (d, DMSO—ds ) 2.68(6H, s),
3.32(1H, 44, J=5.CHz, 6.0Kz),
3.72(18, dd, J=6.0Hz, 12.0Hz),

3.88(1H, 44, J=5.0Hz, 12.0Hz).

b), (R)—2——HEFE—I—BEWRTHE

¥IRFBa WA H (108 )ERTL. 5% (V/V)
MER—FEAER(800ml )W, JEEWH3 RABLSTFIF
MNERWEEFRERG. ARAHIEREM, FoK(28%)
EXK(13nl)E, BREAKEZI00nl, WARBEREN
KER, BFEREGER, THRERALE, #AHEANRIEN=Y
(9. 24¢), HhAReHRKY

Fiig(nse ), 147 (HuY),

IR (™!, HEAR). 1735,

NMR (&, ¢DC1lg), 2.38(6H, s), 2.68(1H, br),

3.33(1H, t, J=7.5Ez), 3.62(1H, dd, J=7.5Hz, ll.0Hz),
3.70(3H, s), 3.80(18, 44, J=7.5Hz, 11 OHz).

c), (R)—2—=-WEEHLE—3 - EXWHK

¥28%EAK(1nl )wE LRI ) Wtdd (138ng)
W, SEE4CTHHEIR, AHERN, BLWAEGTER AER
HEENEFBHENES (3 0n g ), BWEHE, LbERE
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stk S LT 2 R E—H,

EHFI4 3,
(R)—2——HEHE 3 —LEXWHE

‘/N- H
H?.» C ONHZ

&), (R)—2—FFF 3 —ZEWR

FERAHTHDI—LER(5, 25 ) BAT2 vEAHAK
BHE(25nl)H, BFERBFTHMEFE(S, 05n1),
WIRE N RAYBEI 4 0 04k, WAEAMEH (0, 578),
HRFEIRENRAWHEET 5 CRI&T1 5°C, HBR4Y
3044, ARBTERNNEENET R EM s, At H2
Nt ATHEREREBEW—K, EXASHTH 1 NERPIRE
BaM, T RERNFRRE REAKEE, AGREE G~
(2, 58),

YilR: 234—235°C(48)

Fi(m/e), 196 (M +1),

b), (R)—2—FHFEFX—3—BXWR

¥ ERSHe )W (28 ) BBTEFR(1. 17nl)
F3 7 pEBAER(1 0l ) HHEEAUS. HHRENEAT
FAB M2 048, RHEH, AARELRBRRARE B>
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(1, 58), AARERBREL
Ve, 174—175C(4H4#E),
F#E (m/e): 210(M%+ 1).
IR (m™' , WEEE). 1610,
NMR(J, DMSO—de). 2.29(3H,s],
3.31(1B, t, J=5.7Hz), 3.62{1B, &3, J=6.74z, 11.0Hz),
3.77(2H, s), 3.80(1H, 42, J=6.7dz, 11.0Hz),
7.30(5H, br),

c), (R)—2—FHEFE-3 -ZEWBREK

¥ ERFED ) AW (500 ns ) RETHERE (7, 5
ml)f, T—20CTAH, HuN—FXEH (0, 41m1),
REFAWEFRRETH (0, 49nl), EARERETHSHFE
HWBSHY 1 544 REBABAHRLHE-50C, BEAKABEAH
HENEFANEE L H. REEBERF MK, EHA LR CEER,
BRI VEARER IR LEE. AAREARUKERE, FATCRTE

EH, AEARBETRERNE, RHEFNRIAEGEY (320
mg ),

ik, 87—88°C,

Fit (m/e): 209(M° + 1),

IR(m ', FEEH); 1665,

NMR (0, DMSO—ds); 2.16(2H, =),
3.12(1H, t, J=6.5Hz). 3.4-3.8(4H, m),
4.54(1H, t, J=5.5Hz), 6.9-7.35(7H, m).



¢d), ¥%F ((R)—I1—RETHE—2--BCHE) ZWELR
4l

PR SR e (450me )BETHEH(2n1 )W,
BEMABRKFR (3, 20l ), EZETHIRIAGRGURE
B EWHETH R LRV nEedEte, NUREE G~y
(300mg),

FiE (m/e): 223(M* -Br)

IR (m™t , AR ), 1670,

NMR (0, DMSO—de),; 3.10(3H,s),

3.18(3H, s), 3.9-4.4(3E, n), 4.69(1%, d, I=~12.5Kz),

4.93(1H, 4, J=12.5Hz), 5.74(1H, br), 7.52(5H, br),
7.81(1H, br), 8.14(1H, br).

e). (R)—2—_HHHHE— I —ZEWHHK

WERPEA AW (70 0mg )EBRFFR(7ml)
B, EHWAL 0Bprd—ofRN(70me ), EHEAI (3ke
/o) BFEE TR GBI NEAY 2 Dif, EHEAH £k H T,
T, 1 VEEMAABE (2, 20l ) mERKE, BHEALY
(50ml )R, AERKPAUBENRAEGFH (300mg ),
CHRWE, St etk ekt 2 iE s —A,

LHEH 4 4,
(R)—2——WEHAE— 3 - ZLEWEREK
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HiC ~ OH

AN—CH
HiC~ ONH,

BD—4ERBREBMY (502 ) FEHTK(250m11)
FZR(1 2501 ) HREREWT, EERTHAI 7 HEEK
BHE(63, 58), BHEEH, RAEHATIANREANKES O
'C, BEMAER (53, 58 )1 0 DHRBREXEFHK (5, 4
ml), EEREETHIBFTHEGESY 1 M, B “celite”
(BELWEMR,; Manville NF M= ) B HER, ERKFm
ANEB- XA (103, 28), EFHHS5 4, KRUTELY,
ERETRERK ALNEREeEERERRN, RECFHHF
YPHANRE—REEHRY (308 ), ALE—RFARELLE
BEWEH (21, 88),

BE: 57—61°C,

AR )y, Y20, 3(C=1,009, TE),

CWFE, At Rtk s kvl 2 B mE—A,
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