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3 a ‘
&
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KFE’' RrELRE’ EXHEAPHEERFR-NH-—, Hi#
SS5ERENHEE, FEdsBER (1) FrmfbaPRk (IO
FErMLEPER (XXXXV) ERmbkePBREERW &,

Ry

l (XXXXV)
Q" — (CH) Y”

HPFHEMBYELRELHER. EAMAM, #X (Ii) Txdks
PR (Tk) ZFRAEEHER (XXXV) ER-EPRE, RN
EBRNUNBANURN. Z28. A8. TRS, MEESNWZE®. T
HekwE ., “ 8BRS, _FEFIREFSTEREETES, HURNR
WM. HMEE. HEY. ERES, FHARUN=Z2MK. 4 -
—_HESEWRE. 2K, NFEZBEE, SLtHS. iNTF—
BAR (1) &KX (Tk) ZREIEad, R (XKKNV) Frmibay
FEAERI.S -1 . SB/ARYE, AT —BRRRK (I1) ExHLE
BRA (Ik) R-mLE4Y, FEMBOBEN 1 —SBR/FAYE, R
1 -2 /FASE. RENBAEEBENIOE200C, RE2 0E100C, K
PR EEEN0.5 -2 4,6, REXKHG 1 — 3 48,
A (Ir) Zrdibed

1 R,
D | .
QS RCBRERIC (1)
N
Ve
R,

ETFSpiBXS5ERrEXHAR, TEEESR (XK Rrmks
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BER (XXXXVID) ZrpibaDRERT & .

Rs

| XXXXVI
HS— (CH),Y” ( )

KPHSHBYSESLRAEXHE. TABANASHAGKEERTE W
ZRk. WEKW. —8ix. 2. _FEFEFRES, ZHLE, TN
HHTHBRURBREN . HMEHF. X8, RHES, F8u=
ZHE. A —"—HEFREWMR. 2K, DEEZ S, WM.
BILHES, YT 1 BRI (KXXII) Freideddy, = CXEXVID
XRPLEAYHAEN0.5 - BRYE, RE1 - 2BFRYE.
REBEEEN0ZE200C, RE2 0E100C. A MEBEAS1 0
SeE SR, REXHS 04HE2 T,
X (Is)RFHELED

1}’2
D R4
@I}(CH:)E—E-‘ (CH) COOH (1s)
)l
2,

EbFHEMBYS FREXHEA, TETABR (1t) Ermks
WRHE - |

R,

b R4
(:ji{;}ﬂxﬂgm—ﬁu(mnnr" (1o

£,

RpY' """ RrELRYEXHEAS+HHBLAE. EAEH, &
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(It ="FALEPHRBEBNFRHFOA. FR. 28, BH.

TEF%, HeBxBSESLty (AussEiy. SSbF. Sk,

AALES ) AWBEAW. RBREAH. ANV RNEBRAEET, RE

ZHE (BUuHKk. $%. 8. THM. RS ) SK=HZHmEE

THAT, REBER1O0EISIC, %1 0E5 0°C. KMot |a5H

RENBEMZEL, E¥H91 - 24 0, REKH2 -1 0t
A (Iu) ZFEHLEYD

Ifz
D
@iJ}X—Y' ax (Tu)
N
Vs
R,

HPY'""RTFIELRY EXHEATHERRNRNEEFRE, |
MEFSHBXES LREXHER), THEEER (Iv) ERmMiteY

R,
|
D
@il}x—cooa (Iv)
~\§
s
Ry

HFIHEHBYUSLREXHAE, SAFESY  EXLd “ERRR
MEEFRE” HEMNRENBEGE RS, EETESHED
(In) ERMLeYEL FHFAOEE TR,

H(Iw) FRREESD
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@(1’ I—0—Rs I
N

(HFRs RFYEXFH “EERAMNEEZ” RRE, EtFSH
BYSEREXHERE), TEFLERBRAEZRN (o) haPHEREY
EaR (Ix) ZRGELEY -

D
@J’ i—Q , (Ix)
N .

(EPFENBENSEREXHE ) A (XXXVII) x50t 4Y
HO-Rs; (EFHERNBYES LtRAETXHEBE ) HEF-
H (Iy) FErRagjib e

D
GIJ' X—Re (Iy)
N L

(AFR. TR YEXTHEERRNEE, HUFSHRELSERE
XfER ), TEXRFTERAEXN(IkEHEEFEER (XXXKVIID
FrmitdWH-R. , RbPFEHEXELREXHEE, sk (Ix)
ErmbawREE.
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R (Iz)®RFBkay

R 40

H-S
@CJ_)- g (Iz)
N

H-5
C:If{;}—r (1a)
N

Kb HSHEBXNELREXHE, SHATEFRERNPRERS
&, BRUMEBNNZE. NAKW. —&KS, BAEMNWE.
FHE. OK. RS, IXRBAU_SFK. AHS. ZH. —F
EPBESF. HY T REHLEY (la), BEEIEFROAS
BN -SEBFR, REAXH1 -1 .58/FK. REBEHEBERIOE
100C, R¥EOE3I 0C. REHMMEEN1 — 1 0/hEt, REAY
1 — 2 /heto
R (I B)ERFHLEY

R,
|

H-50, |
Qﬁl jx' (18)
N o

7
R
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EPHEMBXS LRAENHEE, THEEEAR (Iz)RRKX (Ta)
eI EBREN, EFEFERBERX (T a) haPHER (12)
freprEETEETHE.

R (T v )RFEALED

N
L}ﬁ‘ (1)

HAFFHSHEXESLREXHE, THLEBANFEERN (I8 )X
elichig - B -

N
i}%r (I &)

HOHSHmEYS RS HE, FESAANA. BENUER.
ZB. AES, BEARAMZM. NAkW. CBIES, BRANL
. BX. O, RES, SRABEAU-EFSE. K6, TER
MERASEELR. SLEE. NEBAILPZ. HETF—BRRY
R(13)FFHLaYy, FRAMBEN0.2 -SEBRYE, R
BRYO.3 - 1BRFEET. REEBEEENSOIEI0NC, R®K20E
50C. RMMEEBENI. .5 —1 08, RBEXKAL — 3 M,
KX (I8)RFHMLey
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Ra
|

D
@Iﬁ—x’ (16)
N—C :

sN
R,

HIOFEMBYXSEREXHEA, TEIER (1« ) ZRALay

p
D
@1}‘ } (TIx)
A
£, 0 |
HbZEMBYESTREXHE, SlavessonAHE L RIE_-ZHER
MRk Es. AESAAUNAPN IR, Z28. 58S, BMX
EPmZE. Sk, @RS, BREFNE. FEX. 2R, W
EE, SREBEAWN_-_EPK. EHB, AFERBRE, —_HFERS.
HYF—RAERX (I o) kaD. Lawssoni MR AWt —FimH =
H1-10M/RYE, R%1-3ERYE. RVBEEHN 0 E150C,
REAHS 0EI00C. REMEIEEN 1 — 2 458, REKXYH 3

- 1 D’J\E‘To

R(CIA)FRFREEY

D.—
@ J’ (12)
N X
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HbHFEMELS LREXHEA, TELER (I v ) XRFHLEY
& (XXXXIX) BRALEYR-. —Q’ (HRIFSWHBULSER
EYHAIRE®XHE, ARNEFH#EFRES5ER (Id) 7RI a
whHER (XM &YW (FEED, R (V). (D) key
(FEF OB RARFEHER.

EHEAREMAES (1), (17 ). (17X ) EF
ML ATARRARBNBEEEIREHEMAER, EEFRAMTH
FieaPh, HFRELADRBNFBEENEYEGRRETH R BE.
Hilg, £ (L), (17 ). (17 )M ) RemkayTm
AEUMOEYER, THTHENRATHADY (HubR. &,
GF. M. B4, BRNADMNOESHRISRATREL, BTETH
BiRE T HEBR.
| KB TORIEORATTFA. ORABAGYTRAE

ERBEER, BAAMESNM (SEBMXRAFARREA ) . AW,
wr. By, PE(SEWEE) . RN, AN, B3NS X8
HEPTAASCINTESSHSES DI BEARF Y ANRER
BREN, BUETHESAAORERBRENOAR. EH. BRESE
BMeE.

(O BATHAAYTUAXNEZENEARA, EHREEET
EHE. EEANESBRANAENE. SREHRTHESCARTY
EHE, FANPRE: HERVENHLAYESFTRALTHSENS
AYEENEEARET. BTHSEH RO SR BEQABEER K
ERASEER, EEHVE, R -EHA4ENEFNURBES
e, ERFEEEREAS, fEhw, TUERBEZMME. KB



HF, R —EEHEERTHE. THEEHIBEN. FRaWEHRE
HENFEHERT.

&P CIY. (I ). (I M )HYEHAEEFTRK
FIEM, BRTER<ER. SEEEOVEHEZRITOFANRARZKE.
ettt STREHXETA, BEYRAXRRANLEYRHRTNE
HMEEEH, REAMNBORAENKRE 1 —500ng, RIFERXH10-
200mg. EHEHA, RUARIEMR.

LENAZSCABOWUAERETHADY (WA D M, kE
MCl). L7 Yy (1”7 HYM((TU"HWEAFTHBENE., 350
BB AARA 1 —500mg, REXRH L 0 ~200ng, MHIEORSEH
(imEs. R O>a, ARA0.1-100mg, REAN 1 — 5 0ngs

B4, ATRERFERARERBETE. WE, ke (1),
(T2 D)L (I YR EBRET HRESEH

MAEKEENEETHASYD (HJWAFE OIS, . k& (1.
(I D) (I MM HYMBAFTHENE, YORSH,
BRI 0.1 —100meg, RIBER 1 — 5 Ong, MYIFFOMRELBZ (Hu
EH. BAFZE ), AAH0.1-100ng, %1 - 5 0o

EXRELF, YHKSRIEERSY, BNE2KIBIUPAC-IUB
EREMEDLENIEREFXIRE AR T EHTH. fik0, Tre:
EHB, Ser: M. Asp: REEH, Glu: TEE. Gly: HE™®,
Leu: BEM. Ala: HE®, Me: FX¥, Et: Z%, Ph: EE. 3%
EMATRERXRAEE, EMNEL-REE. RIESZFIRA.
[xmd ]

THEEHF. INEEANREIREAZEARERBBMRBER
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B, MAZ HWRMFTREEETLAFORE.

ETH#HES, YEFAX MR RR SHEABETREN,
BELADHHE, TEIATERME. BEAX MR RRHW
BEHEXTFHFRI. ., T2 €17 @FENHEE N6 RS ERN W
ZEHE, MEAX’ AR, RRAREBFEHIBR I wa s XE itk
RHERIRARHEE.

S 1
3,5 - R-7T-®-5—-(2 E¥XEx)-2-821-1,23,5-@
H-4, EXFARARE-1 -ZHPHE

2 EE-5—"H-a—(2-EEE OFTH(6g)ARE
FER (342 ) BATHLEW (6 0l )MZE (6 00l ) IRAD
d, FHBRBEIOCTRAEI AN PHERNBREY, BRFTMA
100ml 3INEEEPAER. ASHF1 0% (v/v) HEKRKAIZ
EFREAENELY. ERNARBEBNMLEKEREER, REH
TAKRBHTR. BEREN, REPBETEHEIMN (v v) ZHEFR
BMEN_HFAERS, HEZRNABERIR. BEREN, IREY
FMAER (S50l ) MIERM(0.5nl). HESGYMMERS
e, BEEN. BERPEBET__EHET, BRAEREERAPKE
WAIEAR KK ERESR, RAEFXARBRATR. BRAEN, BT
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TR GTHMYMRABNEELRRSY, BRXERES. 6.
m,p . 200—205C.
TESTH: CgH,sC1l,NO;S.0.3H,0:
H®EE: ¢ s53.82; H 3.91; N, 3.49
L. C 53.78; H 4.04; N, 3.22
LREH 2
3,5 —-MWi—7-WM—-5—(2-EFEE)-1-FRE-2-EK
-1,2,3,5-MFE—-4,! " FHRARE-3 - ZBHFHE

EX R R | MERYE, BES -M-a- (2 -/F

) -2 (FREZEE)TFH (6.5g) IRBEFEAM (2.85) -

REHTEBRLDPHA_EF R THBNRAENESERBIN2. 31

XEe{EE, m. p. 153—-1567C.

TS ¢ CpH,sCL,NOSS:

HME: ¢, 59.23; H, 5.40; N, 3.00; S, 6.87

FWE: C, 58.99; H, 5.32; N, 2.76; S, 6.80
L3

3,5 - R-T7T-®-5—(2-EFHE) -1 -FRE-2-2ER

-1,2,3.5-MH - 4,1 " EHRARI -3 -ZEHFH
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ﬁ%ﬁﬁZi%ﬁﬁﬁﬁ§Mﬁﬁw¢%ﬂ%ﬂﬁmﬁﬁﬂﬁﬁ
%%ﬁ?$§(3GM)¢,@%W*M%ﬁﬁ%(&ﬂk),ﬁé
%Eiﬁ?ﬁ#3$ﬁ,m%ﬁﬁﬁ%%,ﬂEﬁRET:£$ﬁ¢,
ﬁi%&%ﬁ,%ﬁ%ﬁmﬁ§%$ﬁoﬁﬁ%ﬂ,ﬁﬁ%ﬁﬁ&&
ﬁé%%%(EﬁIZEZEZB:1(wW)¢%%ﬂﬂ)ﬁﬂﬁ
Y, EoMELE GHRELESEEFN2.73 Re&hE, m. P .
133—1367C-
j‘ﬁiﬁ}ﬁ C23H25C12NO3S:
}®@E: ¢, 59.23; H, 5.40; N, 3.00; S, 6.87
e : C, 59.36; H, 5.30; N, 2.84; S, 6.86

s 4

1.5 -R—-7-®M—5—-(2-®FE)>)-1-"BE-2 -8R~
1,2,3,5—- & — 4,1 —EXFREARHE- I -ZBRFE

Cl
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XM 1 BAMN3,5 - R-7 " H-5—-(2-HEXE) -
2 —SHf-1,2,3.5-WE -4, - EXHFKARIA- 3 -Z8FEH
(0.5g) I REFHBE (Snl) BERAHECC. MBEHEFTHA
S (36me), BREYVECCTHIESTH. HHBERFMAL
-JREX (0.192), BAUEZEETEH#H I . IREESH N
AK. #FE-HEPHREEN. ERNARBAERIRRIAAKRERERE, B
EAKBATHR, RERRED. RiPpEIEREREBE{L (2K
: ZBMZE=3 1 (v v) ERREMN ) B30.56s TEMRLs
.
IR v (%54 )cm s 1740, 1670.
'H-NMR (CDC1l;) &§: 0.978(3H,t,J=7.6Hz), 1.563-
1.881(2H,m), 2.445(1H,dd,J=4.0, 17.0Hz),
3.170(1H,dd,J=10.6, 17.0Hz), 3.477(1lH,ddd,J=5.2, 10.2,
13.6Hz), 3.673(3H,s), 3.720(1H,dd,J=4.0, 10.6Hz),

4.215(1E,ddd,J=6.0, 10.4, 13.6Hz), 6.023(1lH,s),
6.633(1H,d,J=2.2Hz), 7.214-7.477, 7.766-7.798(6H,m)

SEHH S
EX BB IoPEENE, RITHLED.
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[XE1]

Cl
CL
Z\\\*\Comﬁs
R/
%4 R = p. »F X AW CERAE)
5 C) C H N
55.82 4.18 3.41
1 CHS 183"185 CL gH[ 7C1 :NO:S
(55.40 4.04 3.47)
56.61 4.51 3.30
2 CH;CHg 142"143 Cs ng QC]. ;NOss
(56.55 4.50 3.39)
3 CH,CH(CHy)g | 157.5-158. 5 | C22H2aC1:H05S 58.41 5.1z 3.10
byl S "
s P (58,60 5.21 3.1

LEH 6
7% -5 - (2 —"HEEXEE)-2-S#£-1,2,3,5-WHE— 4,
l ¥ RABRE-3-ZHFER

) @ ONe
¢l O N/zO/\CDOCHa

H

EX BB I MEFEFE, B2 -HE -5 -8 —a—
(2 —FEEFEZOFH (1) AREERKR (0.60g) , §F11.34e
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ZEEFERERERL.

IR v .. (KBr) cm ': 1740, 1680.

'H-NMR (CDCl,) &: 2.394-2.535(1H,m), 3.031-3.187(1lH,m),
3.674, 3.691(6H,each s), 3.792-3.925(1H,m), 5.512,
6.237(1H,), 6-.744-7.783(7H,m)

Xk Bl 7
3,5 R—-T7T—-¥-5—(2-BHBgE#xE)-2-8R8-1-7F
x-1,2,3,5-ME -4, " ¥HRAFTE -3 -Z2KEH

¥e

Cl s
™ coocH,

/\/
CHy

EfXtEECHMImEE E, 2HEXBEHEREN T — K-
5-(2-HFEEFEX) -2 -€R-1,2,3,5-THE-4,1 —-F3¥}
REARE-I -ZBFEHK(0.5g), BH0.17zkEaRKkfEk, m. p.
81 —-107C-

TS CpH, CLNO,S.0.3H,0:

HHEE: ¢, 60.14; H, 5.64; N, 3.19

xMW{E: ¢, 59.97; H, 5.81; N, 3.01
L 8

EFFPEBEBEH 2N IAERESTE, LB -H—a—- (2 -
FHEEXE) -2 - (FREHRE >FBHR RTEHE-5 ¥
—a— (2-"HEEXXE)F®, FITHREY.
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Lx 2]

e
Cl
W
A coocH
e
R
s R P TN | praw(EBE)
M 5 C) C H N

61.67 5.8 3.13
(61.48 5.81 3.08
62.39 6.11 3.063
(62.13 6.15 2.99

1 CH:CH(CHa)z 178“1?9 C23H23C1N048

2 CH,C(CHs)s | 208-211 [ Cz4H25CINOD,S

L F 9
3,5 - R-7-®E-5—(2-®BXE)—-1-HRE-—2-4€K
-1,2,3,5—-mE— 4,1 - FEHREARHE-3-7TH

WA (2ol AR (4anl) MBS FOANXES 3 /W3,
§ -—R—7-H—-5—-—(2-®WEEX) -1 -FEE-2-82R-
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1,2,3,5- W& -4, " FHREARHE - 3 -ZHFEE (0.15g)
EES (0.07g) - HEBEAYELS OCCTMMERE 2 ot, HESM
AKX (5 0ml). BIN HCIHEHML, A _KFRER. ¥
MERBEMELEREREER, AXARRETHR. RAERBRBEN.
BRAPE_E¥ik THMESSR, §30.12kXEEE, m. p.
269—271Co
TEBSE .  CyHyCLl,NOSS:
WHEE: ¢, sg.41; H, 5.12; N, 3.10; S, 7.09
ymE. C, 58.39; H, 5.19; N, 2.84; 5. 6.78
RS L0
EXFERIHEH ImEIRTE, aRTHILEY.
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(V5]

1
NJ;“\CQOH
R/
4k, & 0. p. 3 Ele 7. :2‘ é}'iﬁ"sis
- R X »F R KExp( B AR ):ues)
5 C) Formula C H N
770-233 5741 3.43 3.66
1 1 c1 Cy 58, sCL2NO0S
( %) (53.08 3.71 3.3
56.61 4.51 3.30
9 | (CHy)aCHs | CL | 237-241 | CaoEroClaN0sS
(56.34 4.83 3.13)
55.52 4.18 3.4l
3 CH: Cl 183"'185 cl|355C11H03S _
(53.40 4.04 3.47)
CooH,7CLNOsS | 54.83 4.27 3.37
4 | cmaca, c1 | 236-238
-0.38:0 | ¢54.93 4.20 3.4D
Ca1Hz:CLaNOsS | 56.84 4.91 3.16
5 | CH.CH(CEs): | CL | 225-228
.0.3H,0 | (56.86 5.08 3.08)
60.07 5.28 3.34
§ | (CHE).Chs | 0CBs | 206-208 | C2yHz2CING,S
™ 160,10 5.17 3.38)
+ | cmcaccao. | o 947-248 | Co2H2(CINO.S | 60.39 5.62 3.20
AR T L B c0.2m0 | €60.31 560 2.95)
8 | cacectds | o0cm, | 20 280 ot CINDS 6167 ©5.85 3.13
e leom T L33 592 2.9
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ERH L1
(3R)—7-¥-5—-—(2—®¥X)-2, 3-—=-85-2-48~K
—1H-1, 4 " FH_HFEHX—- 3 -ZBFEs

1

a“‘“\cooca,

H

C1

(1). (3R)-3-—FEREHEE -3 -[N-[41-%-2-
(2-EXHERE )FEINEFHRE I FHRERE
HN-FTHRE-D-XLXEMPE ~-FR (4.3g) BT -XEFix
(50ml) F. BBBEBRHZOIC, mHPWMAN-BEBHK (1.6g)
MEFRRTE (2.2g). RAVEZTETHEHL 045, AP
MA2 - HE-2.5-"“H_-ENH(4.1g)BI="EH K (2 0nl)
BE. FREAYMABAER2 048. ANBEYEEERTHEE 2 X,
REBEPMA_HEBRE (100ml) . A1 0 FERKBER. B
BERAMNKBRNEANLE R KEREFRESGY.. BEEEXAREAT
B. RAERBREN, BAPHCK . Z2BMZ28 (3 11 (v./v) ) &E -
B3 7k EARE, m. p. 160-162C.
(2). (3RY—T7T-®E-—-5—(2—®EExE)-2, 3~--8-
2-EMR-1H-1, 4 - FEH_HPLHE -3 -ZHHE
AL ) BLEY (3.76e) MHER (6 0nl ) BkPm
A1 0% Pd CCO0.5g)fMkth® (0.59ml) - BEAPEZER
SETHESRELER. RERLAXRRBEN. FREXVBTES2S

74



¥ CoEER mERM=9 1) (100al)¥. BEMNKEIAN
FARAMBAE R KBRERERER. EXEXAREATHR. BRE
W, PRADBT__FEFHRMK (200l) F, AEXPMAZE (1nl) .,
BEFEEOCTHRE 2 AN, AIRNBEGYTHNAZBERZIEE (500l ) .,
HEHENCTHRHE 2N, IXEREGYFMAZBZE (50nl1),
ASHEMIF RER. BURKMESWAEBRNENERKABERRE.
REEBRAY, BRUFAZHES SR, BH2.973RERKE. m. p.
168—170C-

TEAH : CsHC1,;N0;.0.75H,0:

HEIE: ¢, s5.33; H, 4.00; N,

7.17
LTI C, S4.92; H, 3.60; N, 7.21

TheH 1 2
(3R)—-1-BTHE - 7T-®-5—-(2-¥®xE)—-2, 3-=

H-2-HR—-1H-1, 4 —EHF_HEH->-ZMF

XA FEBLEMABEETE, DEXHH 1 1 BB (IR)
—T-®-5—-(2-®EEEY>-2, - ZH-2-8#KK-1H-
1,4 —FBHF _HAPpE-3-ZHFHE(0.5z2)MEFTER (0.238) -
#F0.3emBEHKLEY.
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-1

IR Vaax (4 ¥) cm : 1740, 168C, 16C0

'H-NMR(CDC1,) &: 0.795(3H,d,J=6.4Hz),
0.882(3H,d,J=6.6Hz), 1.759(1H,m), 3.220(1H,dd,J=7.0,
16.8Hz), 3.438(1KE,dd,J=7.4, 16.8Hz), 3.528(1H,qd,J=4.8,
14.2Hz), 3.723(3H,s), 4.167(1H,t,J=7.1Hz),
4.332(1H,dd,J=10.0, 14.2Ez), 7.078(1H,d,J=2.4Hz),
7.371-7.532(6H,m)

| KB L3
(3RY—1-BTE-7-H-5-(2-®EE£)-2, 3-=
H-2-8R-1H-1, 4 - FEH _FHRHA-3-7¥

| 1
c1 R
f}%‘WOH

Bl )
CHs

EXLHEBEIBHIHERFE, AEXHE 1 2HFSI (3 R)
-1 -BRTE-7-8H-5-(2-®EEX)-2, 3-—Z&-2-
ER-1H-1, 4 —¥#F_HFE -3 - ZMPR (0.23g) . &
Mo 1lg %k, m. p. 175—178C.
TCRSH :+ CyH;C1,N,0,.0. 2H, s

HHEE: C, 59.65; H, 4.86; N, 6.862
i c, 59.65; H, 4.96; N, 6.612

M1 4
(3R,5S)—-1-BTEX-7-8,—-5—-(2—"¥xE) -2,
3.4,5- -85 -2-8IR—-1H—-1, 4 - FEH_-_HARE-3 W
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H

»42;*\1:0011

BaC\C(H’
. 3

C1

BErmHl1 3B (SR -1 - BRTE-7T-%&—-5—- (2
- EEE)-2,3-=Z8-2-ER-1H~-1,4 -FHF_HR=H
—3-ZBM(30meg) BTESEMNM (BB :/Ak=6 1) (0.7nl)
. MBARTHABELN (1 Ing) - ENEBEEAYEZEETHE 2
AEt, MEFMA-EBEKR (5 0nl) MK (5 0nl). ERERL,
REHERBEAKAXEERRTILE, EEEXKRBATE. BREE
M, BRXPE_EFR - oHMELZL, 81 TeXERE, m.
p. 184—188C-
&S C,H,;CloN,05.HO:
H¥EHE: ¢, 5s7.41; H, 5.50; N, 6.38
i C, 57.56; H, 5.16; N, 6.40

LREH 1S

(38)—-7T-®E-5—-—(2-EFE)—-2, 3—-—_&F-2-4ERK
- 1H—-1, 4 -FF_HAHEHE— 3 - ZHHE

1
C1 N

N’?CD(}CM

B
77



EXFERETES L 1 mEARSE, 28BN -FTREBRE-L-X
FEME . RIEKREE>D.

IR v, (KBrjcm ': 1740, 1690, 1610.

'H-NMR (CDCl,) §: 3.218(1H,dd,J=6.8, 17.0Hz),
3.447(1H,dd,J=7.4, 17.0Hz), 3.756(3H,s),
4.234(1H,t,J=7.1Hz), 7.069-7.130, 7.353-7.486(7H,m)

w16
(3S)-"1-BTE - 7T —-—5—-(2-¥%%)>)-2, 3—=
S-2-—-EER-1H-1, 4 % _FRE-3 -ZBHBR

1
Cl N
g
HsC
CHy

EFX rEREEFHIANBEEFE, LEXES 1 SHFBAS (3 3)
- T~-®H,-5—-—(2-¥FE®E)—2, 3—ZFH-2-81—-1H-
1, 4 —¥HF_—_HEE-3 -ZHHFE, S9xEadmRibtedy-

IR Vao (5 #%) cm': 1740, 1680, 1610.

'H-NMR (CDCl,) &: 0.794(3H,d,J=6.6Hz),
0.881(3H,d,J=6.8Hz), 1.728(lH,m), 3.219(1lH,dd,J=7.0,
16.8Hz), 3.437(1H,dd,J=7.4, 16.8Hz), 3.528(1lH,gd,J=4.4,
14.2Hz), 3.723(3H,s), 4.166(1H,t,J=7.1Hz),
4.332(1H,dd,J=10.0, 14.2Hz), 7.077(1H,d,J=2.4Hz),
7.370-7.530(6H,m)
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ol 8 N B
(3S)-7T-®H-5—-—(2-E%XE)-2, 3~-Z4H~-1-8T
E-2-S-1H-1t, 4 —FH_HpHE-3 -2

CH,

EEx FEBEIBH ONBREFE, B (3S ) -1 - FTE-—
T-¥M-5—-(2-EEEXE-2, 53— —"H-2-8H#1-1H-1,

i

A —FEH_HEE-I-ZBEE, FILEBHELEY, m. p.
171—-179Co»
TTESF - Cy1HCL,;N,04

H®E: ¢, 60.15; H, 4.81; N, 6.68
I . C, 60.41; H, 4.89; N, 6.85

LR L8
3,5 - R-—-7T-H-5-(2-®EEE) -1 -HHERE~-2 -8
-1,2,3,5- WS- 4,1 ~EHRARE- 3 - ZBPEHRS -FitY

1

f\mmm
“‘b{ |
HI _ E;

79
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MBI IABHI .5 - K- 7T—-E—-5—-(2-EFEE) —
P —WwRE-—2-HKR-1,2,3,5-WE -4, —FEHRKRAEL=E- 3
-~ ZEFR (1g)M-EXFE (1 0l ) BRI ANBETIETR
(0.37g), H¥EZRTHE ! 058, BRNBEEYIMA_HT
R(SO0ml), HEAMBRENKBERRE, REE-E£Fx#E—%
EMAE, FIEHABAE A KERER, FHEXARBHU TR, R
EREEN. REPBA_EHIRX-ORESE, BI0.5%FTEgE,
m. p. 166—169C»
TTESP: CpH,CL,NO,S.1.7H,0:
HHE: ¢, 53.85; H, 5.58; N, 2.73
. C. 53.70; H, 5.27; N, 2.36

ZmE 19

3,0 - R-7T-H-5—-(2-&EFEEX)-1-FRE-2-68K
—1,2,3,5-MWA- 4,1 ~FHRARE-3 -ZBS-EkYy

EXLHRBIBEH IOMFBAIRSE, LBEXES 1 3B, 5
—R-T7T-8E-5-(2-EEXE)- 1 -FRE-2-€R-1,
2,3,5- -4, —FEHRERE -3 -ZBFES €Ly
(0.5g), BH0.38FTKEHK%, m. p. 230—235C.

30



TCRERSH : CyH;CL,NO,S
WHE: c, 56.41; H, 4.95; N, 2.99
EMmE: C, 56.36; H, 5.04; N, 3.04

| B 2 0
3,5 - R—-7—-¥-5-(2—8FE) -1 -FRE-2-4EK
-1,2,3,5- WK~ 1, FHREARE -3 -ZHEES -Z4€4t
¥

1

c1 Og

; J§\mmm
HeCo

HSKH;

MEHE I FEN3,5 - R-T—8E—-5—(2-—®EEE) -
1 - FHFRE-2-HER-1,2,3,5-TWE - 4,1 —~FHRERE - 3
_ZEEEE (0.3g) MOEEE (1 Onl) BFRFMAEELEFR
(0.25g), BEAYEZETHAF 2 Y. BEEEX LERXHH
1 SHEREFELHEERN, 8#F1.0leEEaR’RE, n.p.218-224C.
TESH :  CpH,C1l,NOSS:
HHEE: ¢, 46.14; H, 5.06; N, 2.81
IuiE: Co 46.22; H, 5.16; N, 2.69

LR 2 L

3,5 - R—-7-H-—-5—(2-®|MFEZ) -1 -FERE-2-%5U
-1,2,3,5—- WA -4, —¥HFRAFRE -3 28-S ——EikdP
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1
50,
¢ ~"\CDOH

29,
Hs B,

ERF PRI 1 SRR 2 OMEHR FHE, HELHKEH 95
BEI3I,5 - K- 7-®-5—~(2-—®EEXE)-| -FRE-2 -
FR-1,2,3,5- M- 4,1 ~FEHRAPLFE-3 -ZTM(0.3g)
fTEE. §90. 14X Etk. m. p. 245—-249C.

XESTH: C,,H,CLl,NO,S.0.2H,0:
WHEE: ¢, 54.15; H, 4.83; N, 2.87
LmiE. C, 54.08; H, 4.83; N, 2.65

| XH 2 2
N-[3,5-R-1-FRE-7T-H-5-(2-EFE) -2
—EMR-1,2,3,5-WE -4, —FEHFREARIT - -ZHEIEE
B FF Bg

1
g“‘\CO-Gly-—-DCH,

H’§><
H, Ha

MLl MBI ,5 - R—-7T—-%8~-5—-(2-EEE) -

Ct
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1l -HEE-2-€f8-1,2,3,5- WA -4, —FHERARH~
~ZB (0.1g) MHEMTFAEME (3ng) BT ZHEMHK (2n1)
Fo 0CTF, HEBBRPIPMARERB _Z8E (5 4ng) IS Z &
(4 9mg) . BEVEZEBTHE: 044. IENEAHTNIAZ
HERX (50ml), EEANBRENKBERNENEAKKERESE,
BREBERARBATR. BREN, BEsYA KPR FHRES
. BFE I IngBERE, m. p. 188189,

TCESW ¢ C,u5H,CLl;N,0,S:

WHHE: ¢, s7.36; H, 5.39; N, 5.35

LMW : C, 57.36; H, 5.39; N, 5.1%

THEH 2 3
N-[3,5-BF—-7-8-5—(2-®E¥XE))—-1-FrE-2
- SR -1,2,3,5-WE -4, " EFHRERHA - - IHKEIHE
-

RE FHEBEIRE IonmEREFE, EXHBH 2 2 i8Ik édY
(5 Omg ) #HATHB, 83 5mgEERE, m. p. 229-230C-
TR . CuuHpsCl,N,0,5.0. 3H,0¢

HME: c, 55.99; H, 5.21; N, 5.44

83



TMiE: ¢, 55.98; H, 5.09; N, 5.29
XHH 2 4
3.5-R—-7T-&-5-(2-EFE) - -—_BREEEZEF
E-1-FRE-2-8R-1.2,3.5-EBHE-4,1 —FFERARHE

1
C1 ~coneSEs
Hs

Hs

X IFAms3,5s R—7—8—-5—- (2 -EFEX) -
1l -FRE-2-€K-1,2,3,5-TE -4, “FHEERE- 3
- ZH(lg) M- EEME (0.2 ) W -EKHZE (2 0nl) B
FMARERBE _-Z8 (370g) I=Z K (558ng) » BREYEZR
TEHEI IS IRNBEYFMA_EHK (100wl ), A5 h
HCl. MABRBMAPKBEBRTNLEKABTRERE, RAERERBM. B
RSPk oM ESER. §90.98ekakE, m. p. 190
193C»
TTESH : CH;sCL,N,0,S:
HH®E: ¢, 60.12; H, 5.89; N, 5.84
. C, 59.99; H, 5.88; N, 5.92

ERB 2 S

7T-WM-5—(2-EFEE)-1-RBRTE-2-48-2,3,4,5—-
mE-~1H-[1 ] -FEHERE-3 -THMZEH
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C1

H:CTl
Ha

% J. Med. Chem., 27, 1508(1984), J. Med. Chme., 14,
851197 A FMFE, ARTHEAELEY.
(1) . 3-(ZEBRE) -1 - (2-&FE) —4-F&E-3 -
THE, ke,
IRv max ( 4% ) cn™ : 1730, 1715, 1705.
(2). 41— (2-BEZ) -4 -%ETHZE, Wikikay

1

IR v (%3 ) cm : 1730.
'H-NMR (CDC1,) &: 1.23(3H,t,J=7.1Hz), 2.2-2.5(4H,m),
4.10(2H,q,J=7.1Hz), 4.45-4.6(1H,m), 7.0-7.4(9H,m)

CaHs

(3).4-(2-—HWEXE)-4-FXETHM, m. p. 133—-135C»
TLESW : CLH,sClO,:

H¥EME: c, 69.95; H, 5.50

M : C, 70.10; H, 5.42

(4). 4—-(2-®ZXE)- 1| —NEESW, kL&D

IR V e ( hd%) cm’': 1685.

'"H-NMR (CDC1l,) &§: 2.2-2.5(2H,m), 2.6-2.8(2H,m),
4.85(1H,t,J=5.9Hz), 6.7-7.5(7H,m), 8.05-8.2(1H,m)
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(5).4-(2-¥EFE)- 1 -NEEEH
m. p. 114—115C
(6). 5—C2-—®WEX)-2,3,4,5-UE-1H-[1 ]1%F#
BEE-2-M |
m. p. 226—227C
TESHH 1  CleHCLNO:
WHEE: ¢, 70.72; H, 5.19; N, 5.15
TmE:. <, 70.%4; H, 5.20; N, 5.20
(7). 5 - (2-&EEE)-1-BTXE-2,3,4,5-mE—-1H
—[ 1] -FHBARE-2-8
HEOCTF. M5— (2 -®E¥E)-2,3,4,5-%—-1H-
1] —FEHARE-2-BW (2. Sg)MBETESR (2.24nl) 852
FEFBRE (2 00l ) BRTHAS/LH (0.828, 6 0 %ilE) -
REePDEZTETHEEI4I-Y, ABRREN, BRpdidakEeas
ik, B¥2.98z TEEE., m. p. 139-140C-
TCETH C20H,,C1INO::
HHE: ¢, 73.27; H, 6.76; N, 4.27
xmE: C, 73.08; H, 6.69; N, 4.36
(8). 7T-®-5—-(2-KFEE)-1-BT%-2,3,4,5- 0
H-1H-[1 1-¥H#ERFT-2-¥
HS - (2-EEXE)-1-RBTEX-2,3,4,5-U5-1H-
[ 1] - FHFARHE-2-W(2.7g) AN -ERHBEE (1.65g )
I "HEFERE (1L Ol ) BERETOCTHRET . ARNES
BFMAZEZAE (1000l ), ARAMAENBBRIEAERESR,
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BEARAKBRATHR. REBN, RRYACK. Z2RoZHELSS,
Bm2.39g FEGEE, m. p. 152—154C>
(9). 7T-M-5-—(2-®EEX)- 1 -BTE-2-82-2,
3,45-WE - 1H-[ 1 ]-B#HBERE-3-ZHMZ&
MK PIE R ( Sml) FIA R (0.25nl) , HEEAY
RHIE-15C, AEFMAISMETEMBOESRRK (1.14n1) ,
HEREYE- I S CTHHELS S, HREBEYTMARED
SBW (Snl) HET-®W—5— (2 —MEE) —2,3,4,5-1%
—1H-[1]-%¥#B&E-2-M(0.5g), #FEOICTFHEE
1 5S4 bh. BENEBAYRHE-78C, HESIMARRZBZE
(0.25ml ). BEYE-TSCFHEHEISHE, REFEICTHER
1 hE. MEMBEYFEMA I NSB® (5 0al) . HEAZKRZEE
Bl. ZBMZ BB HBORREN K ARRE, BEXHRARBRETSE.
RBREN, REAYEIRREGHGL. SR 0. 1emikibay.

IR vm(neat)cm'l: 1730, 1660.
'H-NMR (CDC1l,) &: 0.5-1.15(6H,m), 1.15-1.4(3H,m}, 1.7-
3.1(5H,m), 3.1-3.9(2H,m), 4.0-4.1(2H,m), 4.4-4.8(1H,m),
6.4-7.6(7H,m)
SIMS (m/z) : 449 (MH)

LEH 2 6
HE-1H-[1] -FEHERFE-3 -8
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C1

NN

CHs

COCH

EXFEBRIEOOBNEFEFE, LBEREH 2 5 FHELEGY
(3 0mg), BFS OmgEERE, m. p. 165-171C.
j—ﬁ#ﬁﬁ : C22H23C12NO3:

HHEE: ¢, 62.86; H, 5.51; N, 3.33
cmE: C, 62.77; H, 5.6L; N, 3.29

TmEt2 7
3.8 - R-7T— 8 —-5—(2-SFXE)—-1-%HE2E-1,2,3.4
— -2 -BR-4,1 " ¥FHAEARE-3 -2

1

Z*““\t:mc .Hs
Bs %
g,

CHs

Cl

3, 5-R—-7T-&EE~-5-(2-EEE)-1-HERE-2
—ER-1,2,34-WH— 4,1 —FHEARE-3 2828
( 1.0g) MLawessoni®k# ( 1 . 3g)MHE (1 5nl) BRHRE
W3bet. BERABY. REKGRE. KGYEdeREA B,
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BP0.68gEEFE, m., p. 200—201C»
XESH: CyH,,Cl,NO;S:
t+®E: c, 60.00; H, 5.66; N, 2.92
LME: C, 60.10; H, 5.78; N, 2.65

TR 2 3
3,5-FR—-7T-&HL-5-(2-®EEEX)-1-WEE-1,2,3.4
s -2 -RR-4,1 - EHERAEE-3-Z8 |

1

C1 ]
SCO0R

H:‘.Péc
H, Hs

E4A FREEIES IMBENE, REXEFH2 THASLEeY
( U . 43) » %?.[ 0 . Igﬁﬁ%ﬁ;’ m. p. 248_249‘(:-:

j_ﬁ #ﬁ. ﬁ H C22H23C12N03S :

WWHMHE: ¢, s8.41; H, 5.12; N, 3.10
cmtE: C, 58.48; H, 5.33; N, 3.01

s 2 9
3,5 - F-7-®—5—(2-®EEE£)-1,2,3,5-HE -2 -&
-4, EHKREARE- 3 -LEFER
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Cl

1
Z*““cooca3
"

EX L ERBIEFH 2 THRERETE, LEXEF I FEN I, S
-R—-7-8—-5—-—(2-%¥E) -2 -8KR-1,2,3,5- 0K
— 4,1 - EXABEBRE-I-ZEZE(1.0g), BH0.95gEE
fE, m. p. 194—-197C-
TTESH: CHsCL,NO,S;:

HWHIE: ¢, 52.43; H, 3.67; N, 3.40
wmiE:. C, 52.41; H, 3.33; N, 3.10

L 30
7% -5 - (2 -EEE)-1-FERE-2-H{-1,2,3.5-
mE— 4,1 - WHH[2,3—-—¢ 1A RrE -3 -Z28BZ8

1

Cl mmzﬂa
Hac><:
H;C HS
(1). 5—-E,—3— (2 —EEHEX) -2 -FREAEEW

B2-"E -5 -H-3 - (2 EKFZHFERE>E®D (10.8%)
ATEH® (200l ) MZE (100nl) MESENT. BBEBRPFMAF
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R (8.6l ) MG FMSA (0.528). BEWES 0 CFHE 2 4

B, MERTHEMAREMILPN (2.51g)BIFEM (1 0nl ) B

EePEZRATE# 2.5 0. BBREN. FRADBTIRZE

T, FHEREARMEMNKERNKEE, AT KEBRETSE.

EREN, BxPEIREREAEAk, B£34.85s BEELE.

m, p. 7T4—7T67Co

TTESH : CH,;Cl,NOS:

WHE: ¢, s6.14; u, 5.01; N, 4.09

LME: C, 56.18; H, 5.17; N, 3.89

(2). 3-—EN-[5-¥®~-3— (2 -SxHEHBRKE) -2 -EH
E]-N-FRESEFBE I EERIE

M5 -M-3 - (2-WMEFBRE) -2 -FRESEEYR

(4.85g) . =Z & (5.92nl) A EBE_HFESEWES _PFREFR

BB O0nl ) ARTHMAEDME -Z85 (4.60g) H_FHXEH®/

BC20nl)BE. RERODEZETHEDIR, RE®EA KT,

BEEHAZBMZEER. AIMRABRESFAEBENETE A AERER

EMER, BEFAXARBETHR. BRRAN. By ELIBRES

Hoitk, BERHACKR ZHMZKELES,. 894 . gk EEHE, n.

P. 7T9-817T-.

XEFETH: C,H,5C1,N0,S.0.5H,0¢

WHE: ¢, 55.35; H, 5.07; N, 2.93

ME: C, 55.25; H, 4.83; N, 3.00

(3). 3-[N=-[5-H-2z-(a-8B%—2-HEE) -2
- ERE | -N-FRENEFBRE I ERABZ6E
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EERT, W3- [N-[5-®M-3 - (2 -REFHME) -
- ERE ] -N-FREXXEFRE I FHEMZE (2.373) AIS
Rk EAEY (2.98g) MEM (10l ) BRPEHFMABS 1k
W(303mg) - REPEZETHH 2 048, AEFWATSH, R
EREREN. ARKYFWAN I MRBRABNZRBZH. s0EHER
MERKBBEGER, EFAXTARBRETR. ZREN. BayE
EREAEAGL, FINELRERE (2.475)

'H-NMR (CDCl,) §: 0.91, 1.00(9H), 1.20-1.35(3H,m),
2.50-2.59(1#,m), 2.90-4.28(4H,m), 5.95, 6.05(% # 1H),
6.52-7.60(7H,m)

(4. T-®-5-(2-WFE)-1-HFRE- 2 -—HR-
1,2,3,0-HE—-4,1 - EERH[2,3-¢ ]ERARHE- 3
—ZBZB

B3 ~[N-[5-®M-S—-—(a-8%-2-H¥TE) -2

—BERE]-N-FREGEFRE IEFRZE (2.37) W

(S Oml) BWPIMAREHT (700ng) . BREYESTETHES A

. SRERGYHRAK T, BZMZBEN. ENARHEALE K

FERER, EBARARBRETR. RREN, RRyddeks

ailtdid, FIRACHREEY (1.732) -

‘H-NMR (CDCl,} &: 0.99, 1.02(9H, £ i sy, 1.26,

1.28(3H, & A t), 2.60-3.09(3H,m), 4.08-4.25(2H,m),

4.38, 4.57(1E, & A d), 4.67, 4.92(1H, & A dd), 5.87,
6.42(1H, %.4 s), 6.06, 6.51(1H, B A s), 7.20-7.65(4H,m)

a2



LR 3 1 .
3,5 R—-7T—¥-5—-(2-®MEZEZ)—- 1 -FHEE-2 -6
-1,2,3.5-S— 1,1 —EWHF[ 2,3 - ] XHEARET- 3

-8
1
C »C008
E,C><
Hal B

HERPFISOFMBLAEY (1.6g) BTHE (3 0nl) NS
BRE (3 0l ) MIREEN R, SBEEFNARRKRE, RBEE 0TC
TER#FE2 M. BINEBRERKMNBSD®RIL, RAE@E AP, EF
FAZMZBERN. AXAREZETRELZE. REREN, BAePEL
ERECHALEIEEYR, HORX Z2EZEBESE S, 87 68ns
TEHEE, m. p. 202—-204C-

LR . CZ‘OHMCL;NOQS:
WHE: ¢, 54.30; H, 4.78; N, 3.17
M@ C, 54.20; H, 4.62; N, 3.16

LHEH 3 2
3, " R—-T-E—-5— (22— PREAEEXE)- | - FRE- 2~
E-1,2,3,5-WE— 4,1 —EWH[2,3 - IEHAES
— 3 - ZBMZEAM3,5-M-7-HE-5 - (2-HEEEE) -1 -
HRE-2-#HR-1,2,3,5-ME— 4,1 - @EBH[2,3—e]
SEEHE-3-ZHZE

93



L OCH. CHs

Cl :“P\COOCQH.B Cl Z ~CO0CH;
HSC>< M){
EgC HS H;C H!
EX PRI I AR, 8 xXBLaY -
(1). 5— B -3 (22— HEEXZEHBRE) 2 -FREEEE
¥ m., p. 117—-1187C
j—t % 53’ ﬁ : CLTHZOCJ-NOZS H
HHE: C, 60.43; H, 5.97; N, 4.15
cmm. C- 60.15; H, 5.92; N, 4.10
(2). S—[N-[s5—-E-3—(2—HEEXERE) -2 —
EWE] -N-FRESZEFARE I TBEHRZE, Wwkibey
'"H-NMR(CDC1l,) §: 0.96(9H,s), 1.26(3H,t,J=7.2Hz),
3.57(1H,d,J=13.7Hz), 3.73(3H,s), 3.74(l¥,d,J=13.7Hz),

4.18(2H,q,J=7.2Hz), 6.75(1H,s), 6.81(1H,d,J=15.3Hz),
6.90-7.04(2KE,m), 7.12(1H,d,J=15.3Hz), 7.31-7.51(2H,m)

(3). 3—-[N-[5—-E,-3—-(a-—RBRE-2-FHEHEEE)
— 2 BEWRE] -N-FRESEFRE I FABIEE, Mk
it &P
'H-NMR(CDCl;) 8: 0.91, L.CC(9H, & A s), 1.24,
1.28(3H, & A t), 2.80-2.91, 3.32(1H), 3.74,

31.82{3H, B A s), 4.06-4.27(3H,m), S5.81, S5-93(1lH, & A
d), 6.40-7.34(7H,m)
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(4). 3,5-R—-7T-®E-—-5—-—(2-BEEEE))>-1-FR
ERRHE-3-ZRIE
m. p. 148—-150C
TCZAFM ¢ CuaHpCLlNOSS:
WHE: o s9.28; mu, 6.06; N, 3.01
oM@ C. 59-17; E, 5.95; N, 2.90
3,5 - W—7T-®-5—- (2 -HEEFEE) -1 -FR
SEARE- > -ZHRZHE
lH-NMR(CDCl,) 8: 0.97(9H,s), 1.26(3E,t,J=7.1Hz),
.81(1H,dd,J=8.1,17.0Hz), 2.96(1H,d,J=14.2KEz),
.01(1H,dd,J=5.8,17.0Hz), 3.89(3H,s), 4.10-4.23(2H,m},
_54(1H,d,J=14.2Hz), 4.90(1H,dd,J=5.8,8.1Hz),

.42(1H,s), 6.56(1H,s), 6.88-6.97(2H,m), 7.22-
.32(1H,m), 7.35-7.41(1H,m)

~1 o e W N

| LhiEE 3 3
3,5 - F—17T—- -5 — (2 -—HEEEXE) - | -FRE-2 -
g -1,2,3,5—- U — 4,1t —ly3F [ 2,3 e JHEARE- 3
-8

CE,
Cl COOR
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EXLERBRIEFA S  mEARYE, CEBEXHEF S 2 AE8HRRA
Z 8§ (0.51g), B#0.18 e BRME, m. p. 220~222C-
X#EFTH: C,;H,CLNOS:
WHE: ¢, s7.s59; =, s5.s52; N, 3.20
cME: C, 57.54; H, 5.58; N, 3.18

LhH 34

3,3 -M-T-W-5-(2-BEEFE) -1 -FKRE-2-
q#R-1,2,3,5—mWE— 4,1 —EBH[2,3-e ]EFAEHE-3
-Z%

Hs
C1 COGH

H:CXC
H;C BS

EEXFEHRBREIEN: | HEEFE, CEXEH S 2 FEAER
ZFE5 (0.282)>, #BP0.16gXEHEME, m. p. 189—-191C.

ERFW:  CyH,CLNO,S:

HRE: ¢, s7.59; m, 5.52; N, 3.20
cWMiE: C, 57.36; H, 5.42; N, 3.11

LHH 3 5
3,5 " R—-7T-%8-1-RBRTE-5—-(2-BEEXE)-2-
H#-1,2,3,5—mWE - 4,1 - #EWH[2,3—e IEARE- 3
—ZBZEBA3,5-MWM—-T-¥~-1-BTE-5—-(2-HEXE
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FE) - 2-8EK-1,2,3,56- WK — 4,1 —EBWH[2,3—¢e]
SHABE -3 -ZHMZ B

i i

CL SNC00C; B, C1 z‘ -C00C, E;s
H&YTQ EsC~

EZEXFTERELBEFH S ORABEFE, IS TRILEEY-
(1). 5 - M- 2—-RTEEE -3 - (2 -FEEXHERE =
Wy
m. p. 83 —-—847C
FTWESWF : C L H,CLNG,S:
HEBE: c, s9.34; E, 5.60; N, 4.33
Sy © S59-41; H, 5.63; N, 4.30
(2). 3-[N-[5-H—3—(2-BEEFFME) — 2 -
EHE]-N-STEREFRRE ] AHMZE
MR &
*tH-NMR(CDC1,; 8 :0.92(6H, br),

1.28(3H,t,J=7.1Hz), 1.89-2.12(1H,m), 3.12-3.27(1H,m},
3.75(3H,s), 3.80-4.00(1H,m), ¢.20(2H,q,J=7.1Hz), 6.76-
7.54(7H,m)

(3). 3-IN-[5-¥®~-3-(a—-FE-2-HEEFTE)
— 2" ERX ] -N-RBTEEXFRE | HRMIE
Rk &8

97



‘H-NMR(CDC1l,) §: 0.80-1.00(6H,m), 1.19-1.32(3H,m),
1.88-2.16(1H,m), 2.69-3.24(2H,m), 3.74,3.79(3H, A As),
3.87-4.26(3H,m), 5.80-5.99(1H,m), 6.49-7.64(7H,m)
(4). 3,6-R—-7T-%®—-1-RTE-5—-(2-FHAEEE)
SR E -3 -ZHMZE
m. p. 126—1287C
i%ﬁ} ﬁ- H szstClNOsS s

WHE: c, sg.46; H, 5.80; N, 3.10
C, 58.23; H, 5.72; N, 3.03
wmE. © 5823

3,5 - M—7-B~—-1-RTE-5-(2-HFEEXE)
—2-®EM{-1,2.3,5-mWE— 4,1 -FE®BH[2,3—-¢e]
SALE-3-Z2HMTE

ki &Y

'"H-NMR (CDCly) &: 0.96(6H,d,J=6.6Hz),

.27(3H,t,J=7.1Hz), 2.05-2.24(1H,m),
.81(1H,dd,J=8.1,17.0Hz), 3.00(1H,dd,J=5.6,17.0Hz),
.09{1H,dd,J=5.3,14.1Hz), 3.88(3H,s),
-17(2H,q,J=7.1Hz), 4.31(1H,dd,J=9.3,14.1Hz),
.89(1H,dd,J=5.6,8.1Hz), 6.41(1H,s), 6.48(1H,s), 6.86-
.96(2H,m), 7.20-7.34(2H,m)

o B e W R

EHEH 36
3,5-R—-7T-%H-1-BTE-5—- (2 -HEEFE)—-2-
"2 -1,2,3,5—-WE -4, - EWIHIH[2,3—e JARRHE- 3
-Z®
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ERLEBEIESNS | AR FE, AEBREH s FENER
B (0.68zg), #AN0.22sXEBHHEK, m. p. 183-185C.
TCEFTH +  CpH,CLlNOSS:

HEE: ¢, ss.67; =, 5.23; N, 3.30
LA . C- 56-40; H, 5.18; N, 3.29

X3 T
S, - —7T -1 - BRTE-5— (¢ -—HEEEFE)) — 2 ~
ER-1,2,3,5- M — 41,1 -EHH[2,3 ¢ JHELE— 3
—Z %

Ha
C1 O0H
BiCn
CcH,

EFTERIBH S | IFE L, CHEEM I s FEHmWL
B% (0.592) , BR0.27s X EEEWR, m. p. 144—146C>
TESW 2 C,eH,,CINOLS :

HHEE - C, 56.67; H, 5.23; N, 3.30
XfE: C, 56.94; H, 5.24; N, 3.58
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rwed 3 S
3,5 " R—-7T-EE—5— (2,3 ——"BEEXE)-1 -HEE-
2—EHR-1,2,3,5—"MWME -1, - ZXKAPE - 3 - Z2HHE

EX LEBIERN I MEENE, LB B —a— (2,3~
“HEEERE) -2-(HEREEE TR (1 . 0g) AREXERER
(0.41g> . £#0.38cTkBHKfE, m. p. 193-196TC-

JTES W+ C,,H,CINOsS- 0. 3H,0:
WHME: c, 60.35; H, 6.20; N, 2.86
Sm{E: c, 60.43; H, 6.21; N, 2.75
Ll 9
3,5 - K-7T-®—~5~- (2,3 —"_HEXEE)-1-FRE-
2-EH-1,2,3,5—WE— 4,1 —FEHERARIA -3 -]

@ ONe
Cle
cl .
g . i"\COOH
i
O

HBC CH:
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EXTEHBILEFA IONERTE, CETRF I 3 HFBH I, S
- R~T7T-EL-5—- (2,3~ "“HEEEEX) -1 -HEEx-2 -
ER-1,2,3,5- 08 —-4,1 —EHRERE—- > -ZHHEEH (10g)
BAT.TgKERE, m. p. 263—-277C-
TEHH 1 CrH,gCLNOSS:

IWHEE: c, 60.31; H, 5.91; N, 2.93
2

i : C, 60.03; H, 5.86; N, 2.84
THF 40
N-[T(3R,58)—-7T—-&®-5—-(2,3~—_HEEXE)) -1

—WRE -2 -#ER-1,2,3,5-ME -4, —FEHFEIARE-3 -
ZBE]-L-REMEBMN-[ (3S,5B)—-7-H—-5 -
(2,3 -_HFEE¥E) -1 - FRE-2-6RK-1,2,3,5-1§
— 4,1 —EHRERLE-I-Z2BE] - L - ZEBEHAR

S yOie Cirdie
Olle y~ OMe
CI “\ Cl\gq
““~£0— L — Leu0CH, C0—L— LeuOCHq
<@ Dea
H3C>I) 113c>‘)
0;C If:C

iy i,
¥3,.5-R—7T—%&-5—-(2,3—_—HEEXEE)-1-3

RE-2-ER-1,2,3,5-UE-4,] - XHEARLE -2 -Z2%

(7.1g) AL -EEMPIB (2 .7g)BF-®EBH5 (150m] ) .

MBEEFMAREBRM _Z8B (3.6g)A=Z2/ (2.3g). 8
GYEEZEERETHEHE I O4M, REHESY% HCl. ERRMEANKE
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BUERALEACERER. BEEEREN,. i@ deREa @
(2 ZBMZBE=4: 1 -3 : 1v- - vEIEBKHMN), €8
HBPM4.13¢g N-[(3R,55)—-7-H-5—-(2,3——_H
FEXE) -1 -HRE-2-8K£-1,2,3,5-WH—-42,1 —%3#
REARH - -ZHE]-L-REKRHS, HIXERE, o, p.
121-123C.

[@]p7°-235.2° (c=0.39, MeOH)

"H-NMR (CDCl,) & : 0.932(6H, t, J=6.2Hz), 0.989
(SH,s), 1.49-1,67(3H,m),
2.322(1H,d€,J=3.2, 14.2Hz),

.97(1H,dd,J=10.6,14.2Hz)

.187(1H,d,J=14.0Hz), 3.696(3H,s),

.715(3H,s),

.77%(1H,dd,J3=3.2,10,6Ez),

.889(3H,s), 4.420(1H,d,J=14,0Hz),

.47-4.59(1H,m), 6.05-6.10(1H,br),

.270(1H,s), 6.814-7.400(6KE,m)

A = W W W N

BE_IESHINL.158 N-[(3S,5R)-7-%¥—-5~—
(2,3 - _HEEXE) -1 -FkE-2-8#2K£-1,2,3,5- UK
— 3, " FEHREARE -3 -ZBRE]-L-RERFiE, FER
REE™P .

(@], °+178.6 deg. (c=
'H=NMR (CDC1,) §:

0.47, MeOH)

0.89~0.92(6H,m), 0.996(9H,s), 1.51-
1.66(3H,m),
2.323(1H,dd,J=4.2,14.4Hz),
2.990(1H,dd,J=10.2,14.4Hz),
3.226(1H,d,J=13.8Hz), 3.69-
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3.78(7H,m), 3.890(3H,s), 4.44-
- 4.54(2H,m), 6.281(1H,s), 6.37-
6.41(1H,bx), £.801-7.396(6H,m)

LmEe a1
(3R,5S)Y)—-7T—-¥—-5—- (2, ——HEEXEXE)-1-HX
E-2-8K-1,2,3,5- WU —-41,] FEHRERA -3 ~2BH
85

O¥e
O¥e

“ N,AQ;N\CDUCHS
e
ML 0BBMN-[((3R,5S)—-7—-®—5— (2,

3S—-"_HEEFE) -1 -FRE-2-#HK-1,2,3,5-WE— 4,
l " FHRERFI--Z2BE] - L -XEMPEH (4.13g) mHE
B (100ml ) BEWRFMAEERB (5 0nl) . FESGDNMRER2 4
Aef. F-EBRENENESY, ERRAXIRBN TR, RS
BEEM. BB EREEHAL (O : ZM2Z8=5 * 1
vovERBERF) . B EFR-THBARABENELELTENE
==Y, B92.87¢ R&EHKE, m. p. 170-171C. -

LHE a2
(3S,5R)Y-T-H-5—- (2,3 ——HEEX*E) -1 -FHRKR
E-2-HER-1,2,3.5-mWE -4, —XFREEHE - -ZEF
.13
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EXTHBIEGA4 1R E, EXEN1L 0 FFAN -
[ (3S,5R)—-7-¥~5—-(2,3 ——HEEEXE)-1-%
RE-2-8K8-1,2,3,5-WME- 4, " ¥HREALF-I-28
21 -L-FEMHE (4.152) , 872.70ek =R, m. p.
168—170C.

cingys R I S
(3R,5S)—-7T-8-5—-—(2,3—_HEEXEXE)-1-FHR
E-2-8MR-1,2,3,5-mmE— 4,1 XHBEHARE-3 -8

C Eoue
¢l g T coo

N—%0
u:,c>H
15C o,
EXxFTEBIBH ImEETE, CEXEFHL 1 FBH (IR,
5S)—-7-®-5-(2,3-"_HEEFE)) -1 -FRE-2

- HR-1,2.3,5-mHE-4,] ~FHREARLH -3 -Z2MFH
(2.6g), #81.98 KB &LME, m. p. 263—-271C>-
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TTEFTW:  CHpCLlNOsS:

HHE: ¢, 60.31; H, 5.90; N, 2.93
xM@E: C, 60.0C9; H, 6.08; N, 2.99

LEH 44
(3S,5R)—7T—®,—5— (2,3 -——_HEEEX)-1-%Z%
XE-2-81R-1,2,3,5-mmg—41,! - FHBEERE-3I-Z28

OYe
5 Olde

Cl 2 |
]::][jtfk;'\COOH
5
or
HaC

CH;
EXLERIEE ONERETE, CEXEH L 2HFH (3 3,
SRY—7 - ®-5— (2,3 -"“HEE¥XE)- 1| -¥FEE-2

- ER-1,2,3,5- U -4, - XHRART -3 - Z2HEE
(2.5g), B31.88gx B &, m. p. 261—-270C-
[@]p2+290.2° (c=0.61, MeOH)

TTEMW:  C,H,sC1LNOSS:

HHE: ¢, 60.31; H, 5.90; N, 2.93
MiE: c, 60.13; H, 5.89; N, 2.97
EEH 45
3.5 R-—-T7T-®H-5-(2,4~-"_HEEZFEE) -1 -HERE-~
2-HMR-1,2,3,5-WH -3, - FHEAREA - 3 ~ZHFERE
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ORe
O Qe
“ Z ] N#z;'\coocus

HaC

H
3t Cll,

EXLERRERSG  HEEYFE, 085 -8 -a- (2,4 -
THEEFE) -2 - (FRESE)EN (28.9%) IRS¥ERE
(16.1g) , BHF32.5¢s K K&, m. p. 190—-191C,

WRTH :  C, H, ,CINOS:

H®ME: ¢, 61.03; H, 6.15; N, 2.85
TmiE: C, 60.95; H, 6.12; N, 2.75

LHEH 2 6
3,5 R—-7T " ¥-5—- (2,4 ——_HEEXEXE)-1-HRX-
2—HK-1,2,3,5—- WA -4, —EXHBEALE- 3 -8

OMe
O Ode
cl 0 |
Q N’Z “~COOH

0
s

if;C
CHy

EXFERXBHAIMRIH E, LEXHFLSHAEMNI, S
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TR-T-E-S5- (2,4 -"FHEEEE)- | -FEREX-2 -
R -1,2,3,5-WE -4, - FHRARIT - 3 -ZHTE (27g) .
FH26.6eEBSE. m, p. 157—-160°C.
TTEDTH :  CuH,CLlNOSS:
HHMBE: c, 60.31; H, 5.91; N, 2.93
Qéﬁjﬂlfﬁ C, 60.57; H, 5.83; N, 2.68

e T
N-[(3S,5R)—7-8®—-5—-(2,4-——HEEEXE) -1
~WRE-2-#HMR-1,2,3,5-WE -4, 1 - FHEERE- 3 -
ZBE]-L-HEERTEAN-[ (3R,5S)-7—-#—5
— (2,4 -"HEEXE) -1 -HEE-2-EX-1.2,3,5— 9
-4, 1 " FHREARE-I-ZBE] - L -FEMHTE

e

Ode
@‘ﬂ’ie O OHe
e @ ; ~ t
CO—L—At1a0Rut NCO0— 1L — 412080
o . L o
HgC)) cha/l
H,C HaC

CH, CH,
EXLEREIBH I 0MER Y E, 83 ,5-R-7 % —
S (2,4 - "HEEFE) - | -FRE-2-8{&£-1,2,3,5—
MEA-4,1 ~FHREAFLHE -3 -ZW (1 5g) L —FERENT
BEEEMRER (6 .0g), i —iH5 H/P6.31g N-[ (3S,5R)
—T-E-S5 - (2,4 -"HEEFE) -1 —-FRE-2 -5k
—L235-HE -4, - EHFRARF -3 -Z2HE]I-L-FH
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METEH. hESREE™D.

'"H-NMR(CDC1l.) &: 0.975(9H,s), 1.322(3H,d,J=7.0Hz),
1.463(9H,s),
2.300(1H,dd,J=3.8,14.6Hz),
2.993(1H,dd,J=10.0, 14.6Hz),
3.205(1H,d,J=13.8Hz), 3.663(3H,s),
3.713(1H,dd,J=3.8,10.0Hz),

3.858(3H,s), 4.358(1lH,q,J=7.0Hz),
4.472(1H,d,J=13.8Hz), 6.243(1H,s),
6.471(1H,d,J=2.4Hz),
6.606(1H,dd,J=2.4, 8.4Hz),
6§.836(1H,d,J=1.8Hz), 7-264(2H,m),
7.524(1H,d,J=8.6Hz)

HE_-IE4+887.91g N~-[(3R,55)~-7-%&-5 -
(2,4 - —_HEEXE)-1-HRE-2-8R-1,2,3,5- 0K
-4, " FEHRAEARE-I-Z2EBEE]I-L-HEHEEBTEE, HFE
EIREES.

'H-NMR (CDCly) &: .968(9H,s), 1.338(3H,d,J=7.0Hz),
.440(9H,s),
.332(1H,dd,J=3.6,15.2Hz),
.937(1H,dd,J=10.4,15.2Hz),
.186(1H,d,J=13.8Hz), 3.660(3H,s),
.781(1H,dd,J=3.6,10.4Hz},
.369(1H,q,J=7.0Hz),
.447(1H,d,J=13.8Hz), 6.240(1H,s),
.470(1H,d,J=2.4Hz),
.603(1H,dd,J=2.4, 8.6Hz),
.841(1H,s), 7.264(2H,m),
.629(1H,d,J=8.6Hz)

-—

A O G O B e W WP O
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LHH 41 3
(3S,5R)Y-T—-¥®-5—-(2,4-_HEXEXE)) -1 -5%
E-2-#iK-1,2,3,5~HE -4, “ ¥ HBEArEF-3 -8B
[:15

Q¥e

@“ﬂﬁe
Cl():‘-ig/\coocng
1.C
uwﬁi
EF TERBEIRES LI I NEREFE, dBEIEFH LT FEHN -
[(3S,5R)—-—7T—-%®—-—5—(2,4 -—HEEEE)-1-F
RE-2-HR-1,2,3,5-HWE-4,1 ¥ HARBERI-2 -8
Z]-L-AEMEBTE (6.31g), B3 4. 0gXEBRE, m. p.
187—-188TC->
e 4 9
(3R,5S)—-7T~-®—-5—(2,4-—_—HEEEX) -1 -FHR
E—2-gR-1,2,3,5- W& —-4,1 —EHBEEEF-3-Zz8H
.15
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Qe
O e
¢! ¢ N/Zg“\coocng

113c>\)
HaC

CHs

EXFEBIEAL 1 HERFE, AEEREM 4 7 FBHN -

(3R, 58S)-T-¥\-5—-(2,4—_"HFEEEXEE) -1 -¥
RE-Z2-#SK-1,2,30-WHE -4, " FXHFREARE-2-ZH
E]1-L-FHEMATE(7.91g), BI3.80% TERkE, m. p.
188—190C.

EHEF S5 0
(3S,5R)-7T-¥®-5—-(2,4-"HEEEE)-1-HR
E-2-H/R-1,2,3,5- WY - 4,1 —ENFREARIE -3 -8,

OMe
X e

Cl(f\g coon
o

,C

HsC oI,

EALERBRIBFH IR FE, HEXEHEI 8HFBH (3 S,
SRY)Y—-T-—-&HE-5— (2,4 —_—_HEZEZEXEE) | -FEXE-2

- #®-1,2,3,5-WE -4, " FEHRARTE -3 -~ LHBHFE
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(3.5g), B33 2saFE, m. p. 147-151C-
[@]p 2+255.9° (c=0.35, MeOH)
TESH : CpH,CIlNOS:

WwHE: ¢, 60.31; H, 5.91; N, 2.93
g . C, 60.58; H, 5.82; N, 2.79

XREH S 1
(3R,5S)—-T—®E-—-5— (2,4 —_HEEFE) -1 —FR
®2-2-Hit—-1,2,3,5- W -4, —XHREBARHA- 3 -TE

Cle
O Jle
C1 -
g N/ZU coon

IE3C>H
Hl5C

Cll,

EXALERREIEBH INERFE, REXHNGI4 9I9HFBFH (3R,
5S)—7T-—-®,—-5— (2,4 ~_HEEFE) -1 —FERE-2
~-ER~-1,2,3,5-UH -4, —XHRALE-3 -ZHPHE
(3.37g) , BR3.28sEafhfk. m. p. 148—-152C.

[2]p?? -252.3° (c=0.47, MeOH)
FCEFW : C,H,;3CLNOsS:

HHE - c, 60.31; H, 5.91; N, 2.93
T ¢, 60.32; H, 5.83; N, 2.87
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Xt 5 2
T -S5-(2-EEFEE)-1| - FRE-—2-8€1%-1,2,4,5—
ME-S3H-—- 1,3 - FXHF_EFE - >-ZHHEE

Cl

Cl —
@ N/% COOCH 5
”'J’C>H
1t en,
(1). a- (S -—®-2-WEFXE) - 2-EFXEZHTPH
FaEd (3 .4g) . 2 -EEEZHMTEE (28.3g) 14 —X
— 1, 2-ZWHEEXE (2 Tg) I-HEXABRMK (1000l )BEREOC
THR#F 1. FREBESCYMIIWEMK (3000l F, EEHZR
CHEN. FUERBRMNE K ABERAER, BXKEEAN TR, &
BEREEN. BemdREyEdeREa Ak (SR 28285
=18 1v/viERBREBA), EXRACKRESES. 5726.3g BE
mfE, m. p. 36—-977C.
TLES¥: CsH, Cl,NO,:
HHHE: ¢, s2.96; H, 3.26:; N, 4.12
Mm@ : C, 53.04; H, 3.34; N, 4.06
(2). 2-(2-WE-5-%WEXE)-2-(2-HFXZE
Ba-(5S-—¥-2-THEZE) -2 - HEEZMFE(26.32)
WSl (2g)MMEm (2000l ) RAYBEREZETHRE 4
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hit. RREYEBRMIT 2 0MZHAEE (5 00l) F, BZ®HZ
BEEN. AARRENER, AL XAKRENTHR, ZERREN. &
sy EdEREaMalL, 311 . 0gimRiked.

'"H-NMR (CDC1,) &: 1.90(1H,br), 4.15-4.33(2H,m), 5.270
(1H,t,J=6.2Hz), 7.20-7.40(6H,m),
7.867(1H,d,J=8.4Hz)

(3).,. a—-(5—¥H-2-WHEXE) -2 -EFXEzH

E-78CT, BZFUTMWM(6.7Tmnl)BI-8EH (3 0nl)
ABRMIERE (6. 20l ) B HEBEiE (300l ) BEHEF. BEYE
— T8 CTHEH#ELISH. E-783CTF, MB®EEIEMA2 - (2
- WE-5 HFEE) -2 - (2-EEE)H)ZB (11.04g) =X
BHie (100nl ) B%, REAPE- T8 CTHEHE#E 1 s 448,

FMREBEYFMAZSZE (3 Tal), MBE0C, MARA
EALENRER (1240l ) . FUEHARSE, FXAERBRPITE, &
EREREBENESHRELADEIRREEMEL (CK : 2B 5
=3 IvoviERBBEN D, 879, 15s8RESY.

'H-NMR (CDC1l,) & : 6.299(1H,s), 6.836(1H,d,J=2.2Hz),
7.14-7.65(5H,m),
8.096(1H,d,J=88Hz), 9.887(1lH,s)
(4) . N-[2-(2-®¥X%E)-2—(2-E-—5-EEE)
ZE I HERFEE
Ma— (5 - W2 -WEEE) -2 -—HE5XEZ8 (1.68z)
BB (1 Snl ) BHEFMAHEBMPREEEIE (0.60g) 2B
(0.45g) . BADEZETHER 3 048, MEFMARERS b
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M (0.35¢) . IEBREYTFMIOALIATHST8. BREYBERE
5 0CTRHFEIME, MEPMA I NZRIEPABFR (5 0nl) .
EERA_NTRENR. ARAREENEE, RERARREN. RRpyHE
REpBigkEaMmadgl (Cim: 228 =3 © v/ viERIHM
Mo, g3t 1gRILEY,

'H-NMR (CDCL,) &: .200(1H,dd,J=6.8,12.2Hz),
.366(1H,dd,J=7.6,12.2Hz),
.482(2H,s), 3.731L(3H,s),

.255(1H,t,J=7.2Hz), 7.22-

.44 (6E,m), 7.846(1H,d, J=8.8KEz)

—

~ U W W

(5) . N—-[2—-(2-&EF¥)-2-(2-8EE-5 —HEXEXX)
ZE]-N-(=Z=HZEBE)BEKRTER
MN—-—[2—-(2-®FEXE)-—-2-(2-BE-5-8EXE)
ZEIEEBTE (4. .9g) MMkE ( 3.0g) MZH®WHL (5 0ml)
BRPHAZSHZH (2.973), RAPEEZERTHH 1 0408, H
I NSEENKBRNEBRNERABRERER, REHEZARRWN
TR BEEREBN, BRYEISEEEaHEL (Ol - 2B
=5 1lv/vERARERN), &35.05zlKiL&P.
‘H-NMR (CDCLl,) &= 3.786(3H,s), 4-.138(1lH,dd,J=7.0,
14.0 Hz), 4.215(2H,s),
4.434(1H,dd,J=8.8, 14.0Hz),

5.473(1H,dd,J=7.0, 8.8Hz), 7.27-
7.52(6H,m), 7.874(1H,d,J=8.4Hz)

(6). N—[2—-(2—-8EH%-5-—®EEE)-2— (2 -EZXE%)
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ZE]I-N-(ZHZBRXE) BE%TE
MN-—[2-(2-®¥%)-2-(2-WHE -5 -%Exx)

CE]T-N-—(ZHZBRE)HEMFR (1g) WZHZE (20r])
BEFMAL 0% Pd CHEALN (100ng) - BV EZERASET
ETRLER. REE, RERIER, BRET. RRYITERE
EHHEL (TR :Z8ZBE=4: Iv - viEREBA). 570.39%
wRkiket.
'H-NMR (CDC1,) &: 3.705 (1/4 x 3H,s), 3.7¢2 (3/4 x

3H,s), 3.473-4.247(4H,m), 4.72-

4.80(1/4 x 1H,m), 4.874(3/4 x 1H,

dd, J=5.8, $.4Hz), 6.57-6.63(7H,m),
7.05-7.44(6H,n)

(7). N-[2-(5-WM-2-FREEEFE)-—2-(2-
REEIZE] -N-ZSHZBEHEMERE
MN-[2-(2-HE-5-®¥E)-2-(2-8%%)
ZE]-N-(ZHZHE) TEMFE (0.39% ) WEM (5nl) &
BHEMAZE (0.05e]l ) MHRE (7 8ng) - BEYESTETRH
3048k, SETMAREBNRLY (5 7o) . BEYESTETH
100, BEWMA_HEIR (5 0nl) . BREA I NSEEHKAE
R, RAEHARE. RERBREN. BAWET RGNk
(Ch: ZBMZE=5: Iv. vERRBIM ), BF0.27¢ WRLE
¥
'H-NMR (CDCl;) &: 0.851(9H,s), 2.65-2.83(2H,m),

3.316(1/4 x 1H,d,J=17.4Hz), 3.51-
3.60(1H,m), 3.702(1/4 x 3H,s),
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.748(3/4 x 3H,s),
.873(1H,dd,J=9.8, 13,4Hz),
.055(3/4 x 1H,d,J=17.9Hz),
.274(1H,dd,J=5.8, 13.4 Hz), 4.72-
.86(1H,m), 6.53-6.60(1H,m), 7.11-
.40 (6H,m) '

R O O SO V)

(8) . N—-[2—-(s5-®E—-2-FREHEEXE)) -2 (2 -
AEXEE)DZEIHEMTFER
MN-T2-(5-®M—-2-FREEEFE)-2-(2-XK
FEIZE] - N-Z=Z=RZHBEHEABRPFE (0. 2z)FE® ( 3nl)
BERITMAKER (0.6nl) . FMABERIRX. JREREYF
MAINSSHEHKEHR (Snl), BEHEFA_-EFEER. EFRNEWR
HAKR, RAEREEN, §3 7 2ogimiiibad.

'H-NMR(CDCl;) §: 0.823(9H,s), 2.659(1lH,d),J=11.2Hz),
2.76%(1H,&,J=11.2Hz}),
3.029(1H,dd,J=5.2,11.8Hz),
3.279(1H,dd,J=8.4,11.8Hz),
3.427(1H,d,17.6Hz),
3.528(1H,d,J=17.6Hz), 3.741(3H,s),
4.563(1H,dd,J=5.2, 8.4Hz),
6.538(1H,d,J=8.8Hz), 6.99-
7.42(6H,m)

(9). 7T-®-5—-(2—-H¥(E) - | —FRE-2-81R-1,
2,3,5-WE-3H- 1,3 —FXH_HEREA-3 -ZH¥mE
MN-[2-(5-®E~-2-HREFEEFXE)-2-(2-%K
EEOIZEIHEEHFE (0,47 Y =LK (0. 21g Y B E ( Sml )
BHEFHMAZHK (0.14g) - BREHETOCTMHRS 4, AR
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MEAYFMAZEER (50ml) ., A1 NBBUAKE, REH
BREN. RAYBCRELSZEIN0.30sT &Sk, n.p.142-1487C .

LH-\IMR(CDClg} §: -340(9H,s), 3.492(1H,d,J=14.4Hz),
-639(1H,d,J=17.2Hz), 3.715(3H,s),
.876(2H,d,J=8.6Hz),
.038(1H,d,J=17.2Hz),
-308(1H,d,J=14.4Hz),
-317(1H,d,J=8.6HEz),
.645(1H,d,J=1.8Ez), 7.1l4-
.50(6H,m)

-‘J'mmp.hwuo

FEH S 3
T-E-S - (2-®WEE) -1 -FRE-2-84t-1,2,4,5—-
ME-3SH- 1,3 -~ _HApHz-3-28

o
Cl
. N-"~CO0H
Xy
L
§¢£&ﬁ¥ﬁﬂgﬁﬁ#ﬁ%,ﬂﬂT—ﬁ*G—(2“£$
E) -1 -FRE -2 -ER-1,2,4,5- W - 3H- 1,3 ~%3#
THEHRE -3 -ZMFEE (0.30g) . BI0.21gTEERE. m. p.
228—2317C.
TCEA P CpHuCl,N0,:

HHIE C, 60.70; H, 5.56; N, 6.43
Com4E : C, 60.37; H, 5.49; N, 6.15
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LEF 5 4
3,26 -8 —E-6-(2-¥MEE)-1-FRE-2 -85
—-2,3.5,6-UE -1 H-4,1 - ¥HEBpEHE-3 -Z2HZ i

(1), 2-(2-HEE-5-EFE)-2-(2-EEE)>ZH

HXHEHS5 2 - (2 )F8M2 - (2 -WHE-—5 —HEE) -
2= (2 -WFEEIZ®B(7.0g)MNZHB (700l > BERRPMAK
FH (3. 4g) AIRAR(0.18). RAYEZE TS 0458,
BEREMELN, REREN. By EIRBEEaBagk (SR : 282
BE=2 : Iv/viEREBNA D, B34 e iit&.

‘H~-NMR(CDCl;) §: .107(2H,d,J=6.6Hz),

4

4.587(1H,t,J=6.6Hz),
6.597(1H,d,J=8.4Hz), 7.01~
7.43(6H,m)

(2). 2- (5~ ¥E-2-FREFZEEE) -2~ (2-HEE)
Py
M2-(2 - HEE-5-BE¥EE)-2-(2-HEE)ZS
(4. 44g )BT M (S Oml ) BRI WMAZE (1 .4n]l ) AIHRE
(2.0g). RAVEZBETHEIOS4 M. ABETHARERS
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k# (1.5g), REAYEZRTRAE | /et RAERFTHRETHE
Bls2- (7)) YMERFE, RERNESYRIS. Sgimkitdy.

'"H-NMR(CDC1;) 5:

s e NO

.813(9H,s), 2.654(1H,d,J=11.4Hz),
.766(1H,d,J=11.4Hz), 4.11-
.15(2H,m), 4.590(1lH,t,J=6.3Hz),
.549(1H,d,J=8.6Hz), 7.01-

.44 (6H,m)

(3). 3—-[N—-[2-[1-(2-EEHE)-2-8B2Z%]
~—4 - HMEZ]-N-FREZSEFBRE I EEKRZ T

M R (300ml ) AN 2 — (S —E—2-FREFSEX
E)-2-(2-¥FE)ZH (5. .5g) AIBEEN(1.7g),
MEEPTFMAEDIRME-ZBE(2.68), HEZTETHEL .
MREBEAYPHAZETSE (1000l ) - HA%E, XEERHRE
TR ARRREN, P EdnkEaMdi (Ck: Z2KBZ
BE=5: 1v./viEREBA) . B3 6. gk,

'"H-NMR (CDC1l;) § =

N o U e NN O

.679(1/2x9H,s), 0.941(1/2x9H,s),
.2¥10(1/2x3H,t,J=7.2Hz),
2249(1/2x3K,t,J3=7.2Hz),
.300(1/2x1H,d,J=13.8Hz),
.87%(1/2x1H,d,J=13.4Hz), 3.96-
.29(4H,1/2x1H,m), 4.60-4.67(1H,m),
.821(1/2x1H,t,J=7.0HEz),
.863(1/2x1H,d,J=15.2Hz),
.167(1/2x1H,d,J=15.2Kz), 6-69-
.81(8H,m)

(4). 8-E-6-(2-%EE)-1-FRE-2-8H1R-2,

119



3.5, 6 ME - 1H-4,1 —¥HSEBEEXHF-3-282Z
.15
W —EER (7 0ml)FPMAI-I[N-[2-[1—-(2-&

BE)--BEZE] -1 -EXE] - N-FREZEFHRE ]
AHMZAE (6.8g), 13 —EM—6 (3.78) AWM. Be
DEZETHERHEIX. BRAEY, ASEREN. B4 ETER
HEe#dgit (O : ZHMZ8=535 : 1 v - vIEIRBEN), B3
l.64eERRBEE~Y -

'"H-NMR (CDCl;) &: 1.028(9H,s), 1.227(3H,t,J=7.2Hz),
2.740(1H,dd,J=6.6,17.2Hz),
2.974(1H,dd,J=7.8,17.2Hz),
3.716(1H,d,J=13.4Hz), 3.94-

-~ 4.14(SH,m),
4.417(1H,dd,J=1.4,11,4Hz),
4.671(1H,dd,J=1.4, 8.8Hz),
7.014(14,d,J=2.2Hz), 7.23-
7.43(6H,m)

Xm# s 5

3,6 -KR—8—¥E—6—(2-®EE) - | -HRE- 2 -8
-2,3,5,6—E -1 H-4,1 " ¥FEHAEBFBF-3 -2

C o

C1
@ z _\)"'\CUOH
M?YJO
s



A FEBTHEH ONEREYE, dEXEF S 4 FERS, 6
- K-8 -¥—-6—(2-®EE¥EEX))-1-FRE-2-821K-2,3
5,6—MS— 1 H—4,1 —EHEAARFEFBE -3 -ZHMZTEH (1.28),
mE0.23gkEaRZHE, m. p. 127-133C
TTESH : CpyHysC1;NO, HO:
H®E¥E: ¢, ss.98; H, 5.81; N, 2.99
LE: C, 58.82; H, 5.43; N, 2.97

SEREH S 6

T —E-5-—(2-EEE)-1-HRE-1,2-ZH-2-%
k-3H-1,3,4 ¥#=HRE-3-ZHRZH

,{\U
H3C>(|

CHa

(1). 5S—HM—2-FREEEZXE? -EFXERS

2 -®E-—2',5--®H_-_%¥M(10g)BIF®E (5 0ml)
BBEEMAFTERBE (3.4g) MZBW (Srl) . BEPEOCTHH
3048, BRBRFMAREBELH (3. 1), BEYEGSC
THRE—F., KEAR, SEFMA_HELHE (100l ), BEHE
AREFBARIRBRATR. 25RREN, BRApEdREEEH
Wil (BE:ZMZEB=20:1v .- vEIEA), B96.3¢
FEEELEY. BZkaYy (0 .5g) MEE (Sal) BRFWA
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Lawessoni®f ( 0. 3g), R BV MHBEGE 2 het. GRHEES
PEMAZEZEE (5 0nl ). BAkEE, AEHITAREH TR
HEEN, §30.5dgLEamRikLadYy.
(2). 2 - FWREEE - 2,5 "B _¥HEZEREFER
s -—WM-—2-FREEEFE 2 -EFXXRW (0.542) M2
B (Tal)) BRPFPWAMEZHRZEEM®E (0.11g) . BAYE
TOCTHAE IR, IREEBEEGYFMAZEER (501D, Bk
Bk, AERAITARBMTR. REREN, BErpEdERkECcHE
(B ZmZEE=15:1v. vERERN), BFO0.16g &
7k . BN

'H-NMR(CDCl;) &: .95(9H,s), 1.273(3H,t,J=7.2Hz),
.964(2H,d,J=5.8Hz), 4.04-
.27(4H,m), 5.969(1H,t,J=5.8Hz),
.681(1H,d,J=9.0Hz),
.879(1H,d,J=2-6Hz), 7.15-

.90 (SHE,m)

-~ v v NSO

(3). T—-E-5—(2-¥EE) -1 -FRE-1,2-=5
- 2—-8R-3H-1,3,4 - F¥H*=HEH-3-2EBZ
.5

M2 —FHEEEE-2',5 “E_EWMZEREPER (0.108)

M=ZBE (3 0ng) BIFHE (2] ) BREPFMA=EK (5 4mg) -

BAYETOCTHEBE L1 Aed, mRFMAZHEZE (5 0nl) . B

EYRAAEER, REATAREATR. AFAREN. RepED

BREEeEMt (R Z2HZBE=2: 1 v/ VvEIREHEAD. &

F0.16g ERLEY-
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'H-NMR (CDC1,) &: .883(9H,s), 1.238(3H,t,J=7.0Hz),
,376(1H,d,J-14.0Hz),
.184(2H,q,J=7.0Hz),
.319(1H,d,J=16.8Hz),
.363(1H,d,J=14.0Hz),

.484 (1H,d,J=16.8Hz),
.857(1H,d,J=2.6Hz), 7.20-
-50(6H,m)

B R N N =

LR 5 T
T-W-5 - (2-EEXE)>)>- 1 -FEE-1,2-285~-2-%
R-3H-1,3,4 -%H=FRSF-3-28

¢ Z ;:jé‘é,ACOOH

HiC

HsC CH,

HEXBHS/BIAMT L -5 - (2 -HWEE) -1 -FHEE
—1,2-=ZH-2-88R—-3H-1,3,4 - FH=Hz=x—- 3 -
ZBRZBE (0.16g ) MIZHW (3l ) BRFTMA I NESILWhkER
(0.3al ) REePYEZEBTHEHEL /. GREBET P K
(50ml), AIN HCIEHMI, RASKEER., BEEHPMA
THEHERE (5 0nl) . BARE, ABRREN, RKYA_-_HEHIE
-~ AMBESR. 579 1 eXE&SEHE, m. p. 181-183C.
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TEASW . CyH, Cl,N,0;:
WH¥E: c, s8.07; H, 4.87; N, 9.67
rmEg: €, 57.90; H, 5.13; N, 9.46

RS 8
3,5 " R—-7T-®-5—-(2,4-Z—HEEEXX) -1 -FRE-
3- (-5 -EOIHE-1,2,3,5-UHE—-4,1 - FHEHALx
-2-™

(1).3-[3,5-R-T—-¥®—-5—-(2,4 - _HEEXE)
-1 —-FHEE-2-4ER-1,2,3,5-WH—- 4,1 X}
ARE-3-ZEEE]IER

MEXEH 4 6F/AII, 5 —R—T—-H—-5—(2,4—-——"HE&

EEXE) -1 -FRE-2-49R-1,2,3,5-BK—- 42,1 —FHFR

BERE-2-ZM(1g) M3 —HEHH (150ng ) B =K EH K

(10m] ) BEFPMARERBR _-Z8 (340ng) =2 B (320mg) -

ReOEZTETHEXHIO M. sRERAPDPIWA KPP K (100nl) .,

FIN NaOHARBBEMKESE, ATELAXRBRATR. BRREN, B

RUHACKRELSRBI.0ecEERE. m. p. 83 -103C.
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RS : C,;H;,C1lN,0,S:

H®E: ¢, 61.18; H, 6.08; N, 7.93

FamE. c, 61.41; H, 6.11; N, 7.84

(2). 3,5-R-T-®-3-[1-(2-¥EZE))>DI®-
5 - JHE -5 - (2,4 - _HEEEE) -1 -FR
E-1,2,3,5- Mg -4, - FHFRBELE-2-8

¥s-[3,5-BR-7T-¥~-5~-(2,4-"—HEEXE) -

l—-FRE-2-ERK-1.2,3,5~-WE—-4,1 —FHRAEHE-3

- ZBEEIAE(0.1g) . =FER (9 9mg) . BEA-HR—

ZB (6 6m) IZREFREEEAALY (4 1ng) PHEERR

(2l ) BEEZSETHE | . BETHESERERAY . k5P E

EEKEATHEL (SR ZBZEE=1 1 v  vERREN D,

#BF5 IngdE RREER ST

'H-NMR(CDC1l;) &: .938(9H,s), 2.96-3.16(4H,m), 3.17-
.52(1H,m), 3.6587{3H,s),
.867(3H,s), 3.92-3.99(1H,m), 4.16-
.28(1H,m), 4.73-4.81(2H,m),
.290(1H,s), 6.49-7.65(6H,m)

e W W O

(3)2.3,3-R—7T-¥H-5—-—(2,1-"HEE¥XRE)~-1-
mRKE -3 - (-5 -FE)YFE-1,2,3,-ME—- 14,
| X RARE-2-®

B3,5-R-7-8-2-[1-(2-HEZE ) )HU®-5

-~ ZE2]1HE-S5 - (2,4 -_BHEEXE) -1 -FEKE-1,2,3,

S5—MWE -4, -~ FHRERE-2-W (9 ) ETHH ( 1pl)
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AMEE%W (Lol ) MREYENP. IBHEFMA I NEELAK
BERO.1Inl) . FEZEERTHHES At AREBEHPFHAK
(S 0pml)o EEBEML, EXA_HERENR. EFRNERHAEAR
WEXBERRER, RAEHAEARKBEWNTR. BEREN,. BREADBE-K
AESR, 3926w ERLE, m. p. 168-173C.
TESW :  CrHp»ClNGO,S:
THAE - C, 57.42; H, 5.62; N, 13.95
M. C, S7.28; H, 5.22; N, 13.84

LEHE s 9
(3R,55)-7T-8-5—- (2,3 -—Z_HEEEXE)-1-HKR
-3 - (mm-5-F)FE-1,2,3,5- WA~ 4,1 - FEHEHA
HE~ 2 -

Q Cle
Ode |
Cl N
\\‘-\ \N
S @y
—N
M%%
1L,

ExFHBXERS SIEHFE, A (3R,5S ) -7 —
H-5—- (2,3 ——_HEEFEE)-1-HRE-2-8R~-1,2,3,
5-MNE-4.1 —FFRARHE -3 28, BFEELeY.
(1>Y. 3-[C(3R,5S)—-7T—%E®,-—5—-—(2,3 —_BEEE

E)- 1 -FRE-2-ER-1,2,3,5-WE—-42,1 %
HEAFEHE - -ZHREEIAH
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'H-NMR(CDC1,) &: 0.991(9H,s), 2.336(1H,dd,J=3.8,
14.8H=z), 2.54-2.63(2H,m},
2.938(1E,dd,J=10.6,14.8Hz),

.217(1H,d,J=13.6Hz), 3.39-

.50(2H,m), 3.720(3H,s),

.778(1H,dd, (J=3.8,10.6Hz),

.892(3H,s), 4.455(1H,d,J=13.6Hz),

.279(1H,s), 6.60-6.66(1lH,br),

.821(1H,d,J=1.8Hz),

.981(1H,dd,J=1.4, 8.0Hz), 7-.16-

.39(4H,m)

RSV S« R © A T VR PV R VS B N

(2)Y. (3R,35S)Y-T—-EE-—-5-[1—-—(2—-EEZE»m
-5 - I]PEE-—-5— (2,3 ——HEEEXE)-1-
FEE-1,2,3.5— M — 1,1 —EXBEFRERE-2 -8

lH—NMR(CDCIJ) 8¢ .962(9%H,s), 2.97-3.17(4H,m),
.473(1H,dd,J=10.6,14.6H=2),
.729(3H,s), 3.302(3H,s).,
.020(18,dd,J=3.6, 10.6Hz),
.306(1H,d,J=14.0Hz), 4.74-
.81(2H,m), 6.333(1H,s), 6.84-
.77(B6H,m)

N R N L "SI PSR o

(3. (3R, 55)—-—7—-¥—-5—-(2,3 -~—_HEEEE) -
1l - FEE-> - (R -5 -X)FX-1,2,3,5-00H
— 4,1 " FHRARE-2 -8
m. p. 139—144°C

TCEFW : CpHypCLNO:S:

M@ c, 57.42; H, 5.62; N. 13.95
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XME: c, 57.55; H, 5.76; N, 13.78

XHEH 6 1
(3R,55)-7T—-®H-5-(2-EXE)-3-(2-8B%Z
E) -1 -FHERE-1,2,3,5-WUE -2, 1 - FHEA L=

O €l
Cl 0 -\\\‘-\/U“
o

m&%
Ha Clls

MUk (20nl)FMACIR,5S )Y -7 —H~-5—
(2 ®"EXE)-1| -FRE-2-®K-1,2,3,5- U/ —4a,1 ~
EHEEARE -3 - ZM(2g)foEkEE(0.4g) . B EED
MAERE A, MEPOAK. RERBAEY. RHE8R, Fi
HEEeHEh (O Z28Z28=2 : 1 v - viERRBN). &8
P 1.65zE MR EEHE.
'H-NMR (CDC1;) &: 0.963(9H,s), 1.69-1.83(2H,m),

-45(1H,br), 2.563(1H,d4,J=14.6Hz),
-090(1H,d,J=10.6Hz), 3.72-
.84(4H,m), 3.96-4.14(1E,m),
-344(1H,d,J=2.4Hz), 6.596(1H,s),
-05-7.71(6H,m)

X 6 2
3,5 " R—-T—- 8- 5—-(2-E%XE)—- 1| -HEE-3-(W
-5 - EZ)DFEEESEPFE -2 -HK-1,2,3,5—-ME—4,1

Ny L WM
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—EHRARE

O Cl 1l
N
RO atlay

NN
Hﬁh) :
(g Oy
M IFREN 3.5 - R—-T7T-8—5— (2 —®W¥E)> -

1l - HRE-2-ER-1,2,3,5-HFE 4,1 ~FHFRAREZ-3
—ZB (0. 2g) AIRNEZEREEE (0. 12 )M —FXHHRERE
BPFMARERB _ZE (0.122) =2k (0.4l ) . BEPE
0OCTHH#F IO, MREBEYPHAKAK, BZEBIEER.
EMBBERB KGR, REHAXKRENTHR. RRBN, REgPHD
IRESRE, 8%0.19%¢ 3,5 -R—T-&-5—-(2-EWEE) -
- FERE-3 - (REFEERERERE) -2 -8K-1,2,3,5
— M- 4,1 - FHEHEE, m. p. 233—234C. mEHKkEY
(0.2 VIR (2nl ) BHEFIPMA=ZFEFHEEEEALY (50ng)
FR-TEERER (V) (3 3mg). BEAPEIIC-120CTHHFH2 4
bt RMBREBREY, MR FHAZE (20nl), BEHEBAHBIR
FAW K BERER. HIN HCIEKERL, BZBRZBER. FH
BEBARKERE. REAEXXREHTR. BREN, RXUDB_EF K
-CREZR, 0.2 ek aRE, m. p. 264-265Co
TESW: C,H;Cl,N0,.0.8H,:

itHEE: ¢, 53.31; H, 5.00; N, 15.54
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XmME: Cc, 53.58; H, S.14; N, 15.33

LREF 6 3
T-®E-5 - (2-®FEE)-2,4--8R-1 -FHRE~-2,3,
4.5~-MWE-1H-1,5 " ¥H_HTHHE-3-ZHZH

(1). 27,5 ~Z8—-2—-HREEE _EEK

M2 -EE 2,5 - “E_FER(2.353) IZ® (50m] )
BRPMAFEE (1.2In]l ) IZ® (0.672) - BAPEETETH
F1A. IREESDFNMAREMSILE (0.97g) , i
T, EEREREEY, BESMAZHRZE (100nl ) . BAWEX
Rk, RERXARBRVTH, BEERREN, ReYEIREEE
Bt (DR :FE=5 1 v  vEIEEHN), 81 .7k
ey,

'H-NMR (CDCl,) &: .89(9H,s), 2.86(2H,d,J=5.2Hz),
.08(1H,br), 5.66(lH,br), 6.5~
.85(3H,m), 7.0-7.2(3H,m),

.34(1H,dd,J=8.0,1.6Hz)

-~ O e Q

(2). 7T-E-5—(2-EERE)-—2,4-—"8#&-1-852
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E-2,3,4.5-WE -1 H- 1,5 - FH}_HHH

TEOCT, BH2',5 "8 -2 - WEERE_FERK (3.7g)
B EBM (25l ) BEPEFMNAFT RN (1.33n] ) YU EA
W (Sal)BER. REVEZETHRHE L bt RAB/EE 0 CTHH
2hE. KERNBEY, GHIPMAZHRZE (1000]l) - BRE4Y
AARE, AEHARXARBNTHR, BFRREN. RRYBLIHR
HEEMAE (SR ZRIB=2 : 1 v  vIERERN), 83
1.20e B Sk, m. p. 245—246C -
TEESI : CpHyCL,N,0;:
HHME: ¢, s1.39; H, 5.15; N, 7.16

S s . c, 61.1¢; H, 5.04; N, 6.°3

(3). 7T-®W|M-—-5—-—(2-EEE)-2,4-—-—81K—-1-HKX

x£-2,3,4,5-F—-1H- 1,5 - FKHF_HHE—3-2
BZ A

M7T-®V-—-5-(2-EEE)-2, 48R 1 -FRE
-2,3,4,5- WK~ 1H- 1,5 -¥F_-HELHE(0.3g) AIWZH
ZEH(0O.1nl VA —HEHBRE (20l ) BRFMASLAN (5 0%,
H#, 40mg), BEDEZTETHEI IS, IRMNEADTE

S MASER (2 0ngX 3 ) RNWZHMZEE (0.11ml ), FEHERE 3 et

AREEBEEHTMAZEMZE (5 0ml) ., FAKKE. BRBEEA,
BRPpESEEEEHAEL (T Z8Z8=41 : 1 v vIiERE
B# >, 830.25¢ x&E&EE, m. p. 152—-153Co.

TCESW ¢ CuHupCl,N,0,:

HME: Cc, 60.38; H, 5.49; N, 5.87
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ME: C, 60.22; H, 5.61; N, 6.05

LHH 6 4
T—¥E-5—-—(2—®EEE)-2,4-Z8H5R-1-HEKE-2,3,
4,5-MH—-1H-1,5 - FHF_FRH-2-28

e
C1 N
\@N 0ol
1,C 0
15C

Cli 5

EXLEBIBHS THRBEFE, AEZEHGC IHFEANT -
M—-5—-—(2-EEEY)—-2,4-—8R-1-FHERE-2,3,4,5—
HE -1 H-1,5 - FHA_-_HAFHA -3 - ZHEMZBE(0.2g), &
#0.18 X &aFkfE, m. p. 282-285TC-
TLFES W ¢ CpH.pCL,Np0,:
WHE: ¢, ss.81; H, 4.94; N, 6.23
ZME: c, 58.71; H, 5.15; N, 6.21

LHREH 6 5

(3R,55))—-7T-¥8-5— (2,4 —BEEXXE)-1-HE
E-2-#1K-1,2,3,5- WS —4,1 —¥HRARE- 3 -
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Q¥e
O OMe
. J*“‘\coo“wa‘“

N
H,C 0

mcmh

¥BEXEHS 1 BW(3IR,5SH>) - 7T-®W—-5-(2,4—-Z
AEEEE) -1 - HFRE-2-&"K-1,2,3,5-mWE—-4,1 — %
HRAFRE -3 -ZH (1.2 ) BTHERH (S5 0nl) P. IBERSP
MA I NEEMAER (2.50l), HiESH. FLHMIBREES
WEE1.23s Ea&E, HARKTI0C.
TTESW: C,H,;CLNOsSNa.0.7H,0:
HWHE: c, s6.24; H, s.58; N, 2.73
e mME: C., 56.16; H, 5.80; N, 2
SLHEH 6 6 |
3,5-R—-7-®E—-5—-(2-&E%X%)-1,2,3,5-M&A~-141,1
~-EHFRERE -3 2P

5
Cl o
) ?{’) ‘.\coocn;

m3,5—-KR—-7T—-®,—-—5—-—(2—®MEX)-2-€81£-1,2,3,
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5 —MWE -4, " EXEARE - - ZMFH (0 .5g) MK
HRE (Sl ) BFRPMAM[ILNTES (0.962) - FRESDER
THhE, BRENW. GRAHBPMAIN HCI(8nl), FHELY
EME104%, BINSELAABEERPAOER. B -EKHREER.
EMBREAXARBNTR. EREN, R @ik dasak
(B ZWMZEB=3 : 1L v -viEHMHBEM) . §F0.13g T aid
K=,
'"H-NMR(CDCl;) & : 2.97(1H,dd,J=5.8,16.0Hz),
.20(1H,dd,J=8.0,16.0Hz), 3.26(1H,dd,J=2.4,13.4Hz),
.35-~3.42(1H,m), 3.61(1H,dd,J=4.8,13.4Hz),3.68(3H,s),

3
3
5.96(1H,s), 6.55(1H,d,J=2.2Hz)’ 6.83(1H,d,J=8.2Hz),
7.03(1H,dd,J=2.4,8.2Hz), 7.28-7.56(4H,m)

EERE 6 7
3,5 R—-T—¥EX-5—-—(2—-¥E=E%EX)~—-1,2,3,b—mF—~ 41,1
—EHEHERE -3 -Z2BTE

anjw\wmms
|

H

(1), 5 E-2—- (2 4-—HEEFERE)-—a—-(2-
EEXE)EN

EXLEBEIEN S 0MER Y E, 2H2 -HE-5-K-a

—(2-¥EEE)EM (20e)2, 4 - —_HEEXFRW (12.5)
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B3 g wRRILAEY.

'H-NMR (CDCl;) & : 3.75(3H,s), 3.76(3H,s), 4.23(2H,s),

6.10(1H,s), 6.35-6.44(2H,m), 6.63(1H,d,J=8.8Hz),

6.88(1H,d,J=2.6Hz), 7.03-7.12(2H,m), 7.24-7.45(4H,m)

(2). 3—-[I[N-[4-®-2—-—(2-8E-—a-—-EBE¥XE)EE]

—N-C2, 4 -"HEEFE) RETFREAARZIE

EXRATEBRIERA S ONERTE, KBS -E-2- (2,4

~“HEEFEERE) - (2 - ¥EEX OEN (3 3g)REL

BE 28 (12.8z), BF48.9¢ k&Y.

'H-NMR (CDC1l,) & : 1.18-1.35(3H,m), 3.46(3H,s),

3.78(3H,s), 3.82,3.83(2H, each s), 3.94-4.34(2H,m),

4.64(1/2x1H,d,J=14.2Hz), 5.48(1/2x1H,d,J=14.2Hz), 6.02-
8.00(12H,m)

(3). 3, 5-FR—T7T—-&—-5—(2—-¥xE)-1-(2,4—-
—HREYE) -2 -HR-1,2,3,5-MK 4,1 —FH#
FHAPE—~ 3 -2

mEREE (2 ) AEHILEY (48.92) HZ® (500ml ) BB

FMABREE (12.42) . BADEZBTHELIR. RRAN. &

BRPPFMA-EER (200ml ), BAERFBEAERBP T

RERBN, BRPH_EPR-CEHENEBESCDEVNESES R, 53

41.4g XEHE, m. p. 135—-136C.

(4). 3,5-R—-T-¥E-5—-—(2-%¥EZE)-2-81K-1,2,
3,5 -ME—4,1 " FXHAEARE -3 -ZHMZH#H

BLEELE (S ) BALEY (5g), THEH (10g) OB
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BE W (3.3g) MBIZH (80nl) Mk (400l ) HEEWEN S,
FER 2N, AREBEYFEMAL, BZHMZEEN. ENER
ARARBATR. REREN, RRAYEIREEBEL (2K: 2
BZEBE=3: IV VAERKBRM), BB 1.3 3gRaRE. m.p.
132—-137T% -
(5 ). 3,5 - BR-7T-®-5—-—(2-®EEE)1,2, 3,5-—
ME— 4, -¥HREARE- 5 -2
EREHBUEHB 6 MEARYE, RELASE (1) FED
ey (1.8g). BH0.69s K Eimikey.

'H-NMR(CDCl,) & : 1.14(3H,t,J=7.2Hz),
.54(1H,dd,J=6.6,15.0Hz), 2.73(1H,dd,J=7.4,15.0Hz),
.29-3.32(2H,m), 4.05(2H,q,J=7.2Hz), 4.20-4.32(1H,m),

-33(1H,s), 6.64(1H,d,J=2.4Hz), 6.72(1H,d,J=8.4Hz),
.04-7.43(5H,m)

ot I & TR V% B S

XHE 6 8
3,5 - R-T—-8-S5—(2-®MEXEX)- | -—-FHEX-1,2,3,5
—HE -4, - FHRERET- 3 -ZHE

g
¢l C ) ) cooc,

N

CHj
M6 6 FBA3I,5 - R— 7 —H~-5—(2-—HEE)
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-1,2,3,5 -MA-4,! - XHARERE-3 -ZHFE (0.1g)
MEB (2nl ) BREPFMATE( T6g))MZE (2 4ng) . RS
DEZETHEHNG . EREEEGY TN AREBTSLN (2508 ) »
HEZETHEHZ I AFH. IREBEEHPIMAZEHKE (500l ),
HAtcdk, BREAREHTR. BREW, 0.1 sgRBHR™
P -
'_NMR(CDCl,) & : 0.8$9(3H,t,J=7.4Hz), 1.46-1.63(2H,m),
2.76-3.05(54,m), 3.24-3.46(2H,m), 3.68(3H,s),
6.43(1H,s), 6.53(1H,d,J=2.4Hz), 7.05-7.42(5H,m), 7.73-
7.77(1E,m)

LB 69
3,5 R-7T-&—-5—-(2-EFE)>-1-BE-1,2,3,5
—-mHE -4, FEHEERE - -IBIE

o
Cl

=] ~SC00C, H
\NJ 205

CH,

HEA& BB F G SHIPEFE, HEXERE THERN3.S
-R—-7T-®-5-(2-¥MEXEX)-1,2,3,5—-mME—-4,1 —
EXHEAHE -3 -2HM2Z8E (0.1g), BITEMR™Y (0.06s8) .

'H-NMR(CDCl,) & : 0.98(3H,t,J=7.2Hz),
1.19(3H,t,J=7.2Hz), 1.57-1.74(2H,m), 2.53(1H,dd,J=5.8,
15.0Hz), 2.74(1H,dd,J=7.6,15.0Hz), 2.92-3.06(2H,m),

137



3.27-3.47(2H,m}, 4.10(2H,dqg,J=1.4,7.2Hz}, 4¢.17-
4.25(1E,m), 6.39(1H,d,J=2.4Hz), 6.43(1H,s),
6.20(1E,d,J=8.6Hz), 7.14(1E,dd,J=2.5,8.6Hz), 7.28-
7.63(4H,m)

LHEFE T 0
IS R-T-®E-5—-(2-E¥XX)-1-F¥X-1,2,3,5
—mE-4, ~FEHFEERE- 3 -2

MK 6 S FBAI,5 - KR—7T-®—-5— (2 —-®ERE)
-~ 1 -BE-1,2,3,5-0WE—~4,] - ¥HARERE-3-28
FEg (0.13g ) BT =W84x ( 1ml) BWEFMA BN HC1 ¢ 1ml), ¥
REEWERI 05, BREN, BLPYBEZE-CRELS. &3
5 Toe o htk, m. p. 165—168C.
TETHW :  CuH,CLl,NO,S . HCL-0. 3K,0:
WHE: ¢, s3.12; H, 5.04; N, 3.10
LmE: C, 53.21; H, 5.03; N, 3.34

LHEH T 1

IS R-7T-®H-5—-(2-EEXE)-1-FHZX£-1,2,3,5
— -4, —FHEERE - -2
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EFX I HBIBHET OBEREYE, ©F3I, 5 - R-7 - % -
5—- (22— ¥®EEE)-1-®HE-1,2,3,5-NMHE~-4,1 —%#
FHPRHE - -ZBZEE(0.15g), BFsSOpgta Rk, m.
p. 105—-1127C-

TESH: CyH,Cl,NO,.HCL.Q.6H,0:

H®EME: ¢, s4.40; H, 5.30; N, 3.17
%ma: C.r 54-33? Hr 5037; N, 3.31

TRE T 2
3,5 R—-T-—-®H-5—(2-®F%¥)-1-EFHRE—-1,2,3,
5 -ME—-—4,1 " FHRBARIE -3 2P

1
\\'\"'\
N’) CCOCH,

I_ko

M e B3I,5—-KR—7T—-%8B,—5— (2 —®HEE) -
1,2,3,5 M- 4,] - FHREAFE -3 -ZBEHFE (100ng )
B_EERE (2ol ) BRATMABBEN (59ng) - HBEYEMA
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FHREN (60ng) - REPEZETHA 2 et ISP —NF
(S5 0ml). ARERBEEY, RERREN. BAYHZEB-F
HHELESE, BP0 X@RKHE, m. p. 191-194C.

'"H-NMR(CDCl;) & : 1.14(3H,t,J=7.2Hz), 2.07-2.33(2H,m),
2.83(1H,dd,J=7.6,16.8Hz), 3.02(lH,dd,J=7.2,16.8Hz),
3.24(1H,dd,J=3.0,13.6Hz), 3.32-3.44(1H,m), 3.68(3H,s),
4.85(1E,dd,J=5.0,13.6Hz), 6.00(1H,s),
6.60(1H,d,J=2.2Hz), 7.11-7.63(6KE,m)

LR T 3
3,5 - R-T- -5 —(2-EEE)-1-EF®mE—-1,2,3,
S5 -MA-4,1 —FFHEAERE -1 -ZHMZE

[
Cl
W:::;?%%E:i“\cuoc,n,

CH,

ZERFTHEBEIBEMAT 2iEBEFE, SEIEH 6 T a3,
5-R—-T7T-¥®—-5~-(2—-¥®E¥¥)—-1,2,3,5—-mWsA~-1,1
—FEHEERA -3 -Z28Z8 (100ng) » BHN70mgitik =8,

'H-NMR(CDC1,) & : 1.07(3H,t,J=7.0Hz),
.16(3H,t,J=7.4Hz), 2.14-2.52(2H,m),
.61(1H,dd,J=5.4,15.4Hz), 2.88(1K,dd,J=9.2,15.4Hz),
.25(1H,dd,J=3.2,13.6Hz), 3.85-4.16(2H,m), 4.24-
.40(1H,m), 4.56(1H,dd,J=6.0; 13.6Hz), 6.29(1lH,s),
.50(1H,d,J=2.2Hz), 7.16-7.68(6H,m)

[+ )T S OV S B
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LHEEF 7T 4
3 -R-T-®-5-(2-®¥E)-1-FHE-1,2, 3,
S-ME -4, —FEHagRE-— 3 -2

Cl

- RN
Q N«) COCH
N

X T 2B, - R-T-®-5—- (2 -®WEE)
-1 -ABE-1,2,3,5 -WEH-41,1 —EXEHEgErs-3-2
MR (9 0meg) AR ( 2ml ) BWMFMA 2N HC1 ¢ 1ol ) .
FReEYER 26, GHPMAZEE5K (50nl) . BAREES
P, RERREN. RE{YPHZIH-CKRELEL, S352neT &84,
m.p.230—-232C.

FTRDTHW : C,oH,,CL,NO,S:

HHE: ¢, ss.61; H, 4.51; N, 3.30
mE: C, 56.26; H, 4.65; N, 3.51

EXrE TS
3,5 R~-7T-—-%®H-5—-—(2-EX¥)-1 - Hm£x-1,2,3,
5 - —-4,! ~FHEAFRE-3-28
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(o

Cl )

g ) coo
I—_&O

Ex FEBERBE 7T cEARSTE, SEXEHT IHAEMS,
5 - R—-T—-¥H-5-(2-EFXE)-1-F&E-1,2,3,5
—-E -4, XHEHALEFE - -Z28ZEB (7T 0ng), BF43ns
FTEEE. m. p. 187-1900C-
FEEAH :  CaoHoCLl,NO,:
HHEE: c, s8.84; H, 4.69; N,
st . C. 58.75; H, 4.67; N, 3.59

xw® 7T 6
3,5 ~-KR—-7T-—-¥®-—-5—-(2-EXE)-1 -HEKE-1,2,3,
5 - - 4,1 —FHEERH -3 - ZEMNTE

CE

cl \
O N’)“*‘\cootau

3,5 - R-7T—¥—5—(2—¥HEEZ)-1-FEE-
2 -\ —-t,2,3,5 -mE—-—4,1 " FHEAEFHE-3

3.43

1.
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-~ ZHBBT A
M3, " R—-T7T-EX-5—-—(2-®EEX) -1 -FRE-2
—ER-1,2,3,5-ME-4,] - EHFELARIE- I -Z28(2)
B _EEBEK CmDBERFMARETE (Inl) IR (0.05ng) - ¥
EEUEEHEMERPRT 2 400t BRERESR, B kEmy
TR BREN, R&PDETEEEEMGL (T Z2BZB=—>5
DIVOVERSREEN D . B31.67e X EBEE, n.p.145-147C
(2). 3,5-R—T-H-5—-(2—®WEX) -1 -FRE-
1,2,3,5 "M -4,]1 ~"FHEAERE -3 -ZERT
By
HEREE (1)) FELEY () -_HKEREBRTN TS
ROTERE(1.57g). EXLEBEHE 6 6 IR FEAER
&Y, BI0.5 2ghBHMkEY.

"H-NMR(CDCl;) 8 : 0.35(9H,s), 1.44(9H,s),
2.33(1H,dd,J=5.0, 15.4Ez), 2.55(1H,dd,J=7.8,15.4Hz}),
2.56(1H,d,J=13.2Hz), 3.09(1H,dd,J=1.8,11.2Hz), 3.63-
3.78(2H,m), 4.12-4.26(1H,m), 6.32(1H,s), 6.59(1H,s),
7.11-7.76(6H,m)

LT T
3,8 - R-7T-8-5-(2-®W¥E)-1-FEE~-1,2,3,
S-WE-4,1 -FHFEARE -3 -2ZW
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Cl

Cl 0
O > CO0H
N~

>

MCHEE 7T 6FBHS,5 -R-T7T—-8—5— (2 -WEX)
-1l -FRE-1,2,3,5 -WNE-4,1 —¥HEHErE-31-2
Bl T H8 (0.5g) Ik (S al) B W P A 2NEh B8 A % (1ml) »
BRAYER I . HIN NaOHFRR B EY. HEFMA—S
FHE (100nl ), HEAAKE, ZABREAN. BRYETIERE @
Wik (“HEHEIR CFAB k=01 :0.1V/VERS®EN), 85
8 Sme&E&EME,. m. p. 195—208°C.

JTRESW :  CpH,5CL,NO;.0. 2H,0:
WHE: c, 62.04; H, 6.01; N, 3.29
Lo . C, 62.14; H, 6.01; N, 3.42
AERAERBWHANEENKR Y

ATHEBRXEN 1 N2 AR BERieAEmeaRmnsn

EREH, FXR LB IR 2N ENBER (B 220.8ug)
MBSHSum [1-°"1) ABMERE (HEFEM25uCi ~nole ) -

I mM NADPH. 5mM MgCL= » SoMBBEHEK. 100nMBIBF MBS
# (pH7.4) MR B Y (MABEBIDMSOBREER ) MER (A K
HWsould)d. ABEIZTCTRN 4SS 48, HENESY M
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AlSOUulIMIAER (1 : 2  HWESYHEFTREAERBAY S,
HEMASOLWIEHTMS 0l INEELHAZEE. o582
BEANZTRESPRNBAYSES 0w | NFE(KE) A SnlEHE
EREAGHNES, ARERNEH RSN EREFH.

AR NERRAENEHENS 0 %R S e %K ‘
HEET. (ICsa- BRERE (M) ),

LW L
B1E w2y B Ry 3 &

BEHMAFESDHEMSR (AR ), RAEYRELF. 44
1 0g MIFFASKEHNER KERRE, RASE snlkpHmESw
EHW [ 100nMBI M SH (pH7.4) . 1SoMAE®EEE. 2nM MeCla 7 S #4k,
EETEIC000 xg (4 CHOTFTHL2048. vEEESH,. Hi
10500 xg ( 4 COTHLIOAM. ASKABRDEET RSN
100mMBY B 2R R B W (pH7.4) B, 7E105000 xg ( 4 C) BEHE L
S04d. REFFANVAERY (HMEERS ) BE kS H7100aM
BREFRTHE (pH7.4) (K¥40ng “nlBAHEE, FPias Co., Ltd .
BBCA BARBAWE ) +. XARRBHERER.

LB ENEH 2
e AmmEaH &

#F#EDulbeccoM #MEagle AW ( 3 T CESYN CO. ) dhig
FRIFIANFERMHer G2( A1 <1 0° 48 ) BEF 1 0nl
AW ANBEHER [ 100N BT B R (pH7.4) ., 3 0nM BRBER
2.5mM MgCl. ] . AEFKEHIABR (308, BK). AFEH
ARGEY, ERXDTHFN AR EEATINBEES, BEE
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FTWHEAA100nMHBERWE (pH7.4) (K 4pg - nlBOAEKE)

T, KEFHRBEBERER. SRNT (X412 14

A2 4
o2 RAEAHS CYPNT
(10 M) (10°M)
KEM g1 20
g 1.8 G.39
10-2 0.62 0.42
10-3
10-4 1.
10-5 0.51 0.25
10-5 0.39 0.31
10-7 Q.26 0.13
-~ 10-8 0.23 0.13
13 39
14 4.3 1.6
19 7.0
21 33
23 0.22 0.13
26 3.9 1.2
28 4.6
31 1.7
33 0.88 0.73
34 >10
36 4.9
43 0.093 0.059
44 9.6
50 >10
51 0.21 0.18
53 2.9 1.3
59 0.16 0.10
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w1 7% 3% 1

FEFRHEMA (I, (17 ), (I7HYER(I")H{LED
REZFEINFTURCHBER-ABOIN, BHEAEDBYEHTS
BITNE, ATEBRTAETESR.

1. Be¥
(1)1 0 -3 Biaey t Omg
(2)R8. 3 0 ng
(3 VDHRAAER 7 Dmg
(4 ) BIEmeE 1 0nmg
— TR 1 8 Dmg

RO (L)Y, (2)M (3 OYUE—FREB(A))ELH, K
REePpad, XN AELHRE (2) ., ¥ESDENEHRERE
4,

2 . K
(1L )XEH 10— SHBikesy 1 0mg
(2) AW | 3 5mg
(3 )FEXRES 15 0ng
(4 ) WABHAER 3 Ong
(5 )iMiEmes 5 mg
— 2 3 0ng

¥Rt (1)), (2YRM(3HYUE=4Z_0RH (4 ) F—
YHRHB (5 )RE, W REeDEE. GEFNANHELHRE ( 4 )
M(5) . BRAYHER N
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3. EHE

(1 OXMEML 0 -3 mBlLahrmit 1 0ng
(2) MK 1 0 0nmg
(3 )Fm 2 Dng

— R 1 3 0ng

BB (L)), (2HR(3I)BTEHREBEAD, EREER
F2nl, BHBARES, EHEH. FEAHREHEXEFATHE

C

1T o

1. K&
(1H)XEBHAIABLED | 1 0mg
(2) %M 9 0 ng
(3 ) HARAEE 7T 0 nmg
(4 ) BEME 1 0ng
— AR ‘ 1 8 One

HREG (1. (2)XFO3IDHNBUE—¥AHB (4)H)RE, HH
EaYEN, BRIWARRNREG (4) . FRGYENVERE

Fo

5. ki .
(1) XEEHIFELEY 1 0ng
(2)AMW 3 5mg
(3)EXRE®R 15 Ong
(4 ) WEHEE 3 Dme
(5 ) BEEME 3 ng
— 5 2 3 0Onmg
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VRS (1), (2HYR((3IHDYUE=SZ-H8E (4 ) A—
LR EME (5 )BE. FEESYEY. BEFINAHLORSE ( 4)
(s, PFREREDHERN -

6 . F5 W
(1) IoFELkahrmi 1 Dmg
(2% 1 0 0Ome
(3)F*H 2 Dng
—&#H 1 3 0ng

FRECLY)., (2)M3IDBFTEHRBASF, EFREHR
B 2nl, WEBARET, EXHER. FEFORESEXHFHFTH
o -
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