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[E 1]
AY HAES dA B I BIvtA o A 44 (EDs, : ug/kg, ¥ %)
2 0.29
4 0.044
9 0.80
36 0.063
[AIE &lAl0l 2]
SLH-RLE FE LM
HMES0l 1 WXl 1.5kgl ZHUl(fervet)x=3d & ':'a“g o 3tgtE 0.01 LHX 0.3mg/kg2 Ulot = &
THEHA, ANAEHE 10mg/kgel S2H FOHUH 2o FEE 2EI AHMEUCEH
[AIE &lAl0l 3]
AEYAA HIR AR
FE fIAE HE =A0UAH PH AEHAE =D fdl el JtE =, iy H+E =FEC. 2
2y SIE2 Te 019 9o HMEW(1 WAl 100ug/kg)0fl et 2% AEHAN 2ol L= ol
Bl X0 EHF-YEFHZ AM UL,
[AIE &Al0l 4]
=4
Y-HE-C}2(up-and-down) &0l 2o =Fst 2o, 2 LHO 22 24 S4H2 JFUSUHMAM
100 WXl 150mg/kg2 =2 M, Ol= Ol SHEE2 sS40l Rie= d2 LEHH= 2010
= g2 FIZAAM, AAM ¥ HEHANUHE EFZz H=2 &AMGE &4, 2 20l oo10 st
s Aoz ol ME &,
[EERAAN 1]
(a)
5 N |
L S
N . COOCH,
- H:S0, - H.SO,

Ol

14-822 22LEZd0IZ2WHUAM OtMEL 600mI S0 OIE 5-#X0I0ICHE JI=4c0lE ZHoIE
40.002 ZBoiAl2l = 0 S0 =02ZAM 10% A& Zets 11g2 Jiot 6001202 &3 & 80Tl
2

M BAIZt SOt =AFE B, HItolH =ME =clst F, H)H/H DHS %%%/\Ii' el

Ol 4,5,6,7-EIEct olOIE2BIX0|0ICHE-5-7t=SAI0IE ZHIO0IE 41.

(b)

S GUE R SO

- H,SO. - H,50,

2 350m ¥ =S4t 340mlel EEE S0l &Il (a)0lA =S8 224 OAHZ ZHOIE 41.092
EdiAl2l =, 28=2 100CHA 3AI2+ Set DLE*?_FE} &S5 2, 4438 Z¥=S OHMES=ZE HHG
O 4,56, 7-HIECISIOI=EZ M X0[0|CHE-5-I & E 29.6g(HM=0I0ICHE OIAHIZE JIE
©=Z Gt 76.8%)S +=SEtLt.

SELEEIETE N
S : 145 X 148C
NMR(c-DMSO) © 1.60-3.00(7H, m), 8.84(1H, s).

mer ABE(E]) : m/z 166(M, Q2 S22 M)

(Cl) : m/z 167(N'+1, Sel sratea M)
EEL
S
H(lko[n\ {H,C,):NC. 4
N> - HQO —_— \C[N> HCl
H H
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g3t LUE8E gRrots .5, ctol0lEZ  BIX0I0ICHE-5-It=4a4  SI0IEZ22Zel0
0.30g01 EIRY Z=Z2201= tmlE Jtet =, 9OTOHAM 2AI2t S wBtetth. Zot0A SFAIA o
o El2Y S=Z240/EE HMXZStCh. A0 CIZ2ZZ208® 10mlE Jtotl, W20 5CTOIA CIHE Ot
gl 2mlE Jtet =, A201M 16AI2H St wBtEL, ESE=0 CSZ=Z0E 40mlE Jictl) Eg=S
Bt ALIES Z3 MO MAHE =, R4 SAM0IOUSHUM AXZAICH Z6HHA 57
AMHA EWME HMASGHH N, N-CIHE-4,5,6,7-HECS0IEZHX0I0ICHE-LH-IIEA00IE 0.2202 =

Sotl -
sclatstd 54

NMR(TMS, CDCI)® 1.15(t, 6H), 2.0-8.5(m, 7H), 3.10(a, 4H), 8.15(s, 1H), 9.50(s, 1H).

N~
o
(0]
iy
o
Im

24 (FAB, Pos)m/z 222(M+1)

=S8 S0 OE OtMHO0IE & ot INEH InlE et =, ZUCHA SFAA
N-CIO0IE-4,5,6,7-HIECtSIOIEZ BIX0|0ICHE-5-9I=A0t0/E StOIEZE 2 20|

[>
g
Im

 —

0.

[&AIG 1]
o

H N. N

a)c\(I\> he (?/“\O::b ' l-l(iCOOH

N n, H HOOCCH
4,5,6,7-HIECIoIOIER2BIX0|0|CHE-5-II=24 A SIOIEZ2R2°2I0|E(YSILIEE &%) 0.13gS El
QL 2R20IC 0.7nIZUA 3022 BEAIZ =, AASUNA ZIAH SBH L22 HIIBHU
TALE YU CI22=20HE 2mlES 3, 3-CIHEQSE 0.15g £ ECIHEO0IZ 0.15mE SHO
IItCt. =& 22 A20M A wetst =, 60 EHALUES =2 miE Jioltl SEE2 2=
SEECZ FEEU. RIS HIZAZ =, 2AGIHMH SFAIA SMME HAHSC. SE=H=zAM 2
SZEE/HESES AI206t0, TAIE A9 2 2 D2 0IENIIAA 2948 SEHZAM 5-[(2,
3 =1

-CIHES-1-2)t2L]-4,5,6,7-H EctctOIE2MX0|0ICHE 0.11gS
o 23 ZOt24e 2HoezZ HMlste 5-[(2, 3-Clstol=
Ectolol=2 #XO0|0ICHE  F0telOIE  0.099S =S8t

=

AAIG 10IMS 22 SEoz, 6| stgssS 46T

[& A0l 2]
5-[(2, 3-CIGH0IE2QIS-1-2)It2 U ]-4,5,6,7-EI E2t5H0| S2HX0|0ICHE Z0HII0IE
O
N
= — | N\> . HCCOOH
A H HOOCCH
=clssty 54
88 : 206 WXl 208C(HEZ/0HELIEE)

CigHi7N3O = C4Ha04 - 0.3H, 0l CHE AAEA

HAXI (%) : C: 61.78, H: 5.60, N; 10.81.
AZZT(%) : C; 61.92, H: 5.53, N; 10.68.

et ABER(E]) ¢ n/z 267N, 92| SHE22A)
[AAIGI 3]
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5-[(2-01€-2,3-CIGt0IE2 ol &-1-)-ItE2 L ]-4,5,6,7-HIECIGIO| =2 M =0|0ICtE

Xl 234C(=23aH) (0IE OINIEIOIE/AMCZRH HEH

fon

HAEXI (%) : C; 72.57, H; 6.81, N5 14.93.
A=XI(%) : C; 72.76, H; 6.78, N; 14.62.

et ABMEZ(E|) : m/z 281(M+)

[AALON 4]
G n
] " \(I
@Tj v om >
CH,
Q N J,000141
Cu RGO
(IZH H

N, N-CIOIE 4,5.6, 7 HIEctotolEZ Bl X 0t0| CHE-5-It= A 0t0]

Tgln

0.27g(1.05mmol), 1-GIECI= 0.16ml(1. 25mmo|) U =2AIES .15ml(1.65mmol)2l Z& 22 80Tl
A 2AI2E S WBHSIHA JtEStCH. ool 2 3Om|E Jiotd, IN 2=ASHLUIEER £=22HE A26HK
SgsEs g9JlIdo=2 ote =, 0le€ OIMIHIOIEZ =&, 0lE OIMIHIOIE =5 =22 4totaul
SMUM AZAIZI =, HUSHCH. U2 2206 HHI/\‘I SZA2 F, TAE A9t & ZYE AZ0E
Jefil(=2sM: CIE2220E/0 E%/i!\_c;‘ &A2LI0F=10 = 1 ¢ 0.1 S&) L oldl &= A=20tE0eH
(&2 S0 @ CUS220EH/HES/4=4 O*_‘?'_LIOF 10 1 0.1 &)E Sl Mot JIEZ=E
20mgsS =SS, MASH = PE& 10mg=2 JIat 0Ol212 ZEOtAIOIE=Z HEAIZICH. OlE OLAIEI
OIE/HIEr= (1 1/22)22H HZ2&3tol 5-[ (-0 =-3-L)3IE L ]-4,5,6,7-HI ECol0l =

0 X
ZUXO0I0ICHE 0t 0lE 10mgE ===&tlt.
scietstd S4 ¢

g 1 97 WX 102C

0

g ABEZ(El) : n/z 279N, Q2| HEB22A)

l)o (22l BE=22A) : 1.90-3.00(7H, m, CH:, CH). 3.80(3H, s. N-Me), 7.20(2H, m,
ArH) 50800(4H m, ArH), 8.30(1H, m, NH).

[& A0 5]

TOR e o PO

H - HC1

/\

OLMIELIEY 53mI=0l 4,5,6,7-HE +6+0|E§Hﬂxom|u -5-It=AlAr SHOIE 5.3 2 By
22210 |: 2.OME JIEt £, SEE2S L2AGUAH ZSFRAIH 204 10 WX 15mIE MIASHCE.
o101, 8t =, Bg2S gg}oronﬁ CHAl Z2A14 200 10 WX 15mIE Al
OLNIELIE™ 50mI= TE2IC 14.2g2] M| =IIEtCH. &IHe
AES—OE 32A210, EEESES 1AIZE SOF WBHE S Z2UGHUA S=AIZ2ICH. &AL
EE £8% 30mlE I8t &, S22 Z22IIEE(50nl x3)22 FEEIH. 22RIEE
FARD A géAla S, s = g9aez HMelstn
-[(4,5,6,7-EHIECIa0|E2H =0|0|C+E-5-2 )9t

FAUSANA AEAIZID 26t
BE/0E OLMIEIOIEZ 2 H MZ & stot
£/t StOIEZ22=2t01E 4.25¢(8.29%)2 =

i

CioHigNsOCI - 0.2H001 CHEF HAZA -
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HAEXI (%) : C; 55.57, H; 7.15, N; 16.20, Cl; 13.67
A=XI(%) ¢ C 55.64, H; 6.99, N; 16.18, Cl; 13.79

El) : m/z 201(M, S2l SES2A)
AAIGI 502 201, StDI StEES 4S5t

[
4-(4,5,6,7-HIECISI0IE2HIX0|0ICHE-5-2IIE Y )-2,3-LIol0I| E2-1,4-HI X =2 AR Z0HYI0IE
co
[ \OINN\> /,/coon
HOOC

c =
& 176 WXl 178°C

IstR =M
=/ -/ o

fon

00 Mo

Al 2

mab ABER(E]) @ m/z 283(M, Q2 FEBE22M)
16H17N302'C4H4040“ EHJ Sﬁ\_‘i‘& .

o

HAXI (%) : C; 60.14, H: 5.30, N; 10.52
AZZT(%) : C; 59.95, H: 5.28, N; 10.55
[AAIG] 7]
[4]
00C N
S oS O
H H
- HC1 COOH
HOOUC
EIQY 2220l 5mI=0 =5 34.5%° 4567H|Ea+6+0|5§tmzom|ue—5 St=ap sH0|ER2
=2010/C(YSLES &2) 0.589(0.98mm0l)S Jtat =, 90CHA 4AI2F =OF WulsiCH w2t =,
LGN SUS ZSEAH EIQY 2=22t0lSEZ MHBICH XA EIDEEIHIEF ons Jtat =,
odlol 1, 2, 3, 4-HIEASHOI=E2R =2l 0.20mI(1.59mmol) 2L E2I0E 0l 0.35m(2.53mmol )= It
5D ASOIM 48M2F SOF WUIEICH B2 BE20 CZ22HE 4002 Jiein, B82S N &
USIUES +8U02 HEE =, =2 gammﬂ*ww HAZXAIZICH 2BHHAH SSAH 20
= s =, BEHMEAN US2Z0E/HES/24 230 (10 : 1 @ 0.12Z)S AR50, &
ME A23 2 2 O20EHTIAH JIZHASE 100mgS LS8 02 NE2 = Z0i24F 40ng
oz S ZOIH0IER MEAZIC O OMEIOIE/HES(10 : 1 B2)2SH WZEs5H0]
1-[(4,5,6,7-EI ECIBI01 S 2HIX0|0ICHE-5-2 ) It L |-1,2,3,4-  EHIEISH0I=2R =2l Z0HII0IE
90 mg(33.3%)S =SBt
§E|2+g+x4 E/\-l :
SH : 98UIK 100T
CHioNsO - CaHiO 2Ho 0l CHEH RIAEA -
AL (%) : C: 58.19, H: 6.27, N: 9.69
A=X|(%) : C; 58.43, H; 5.73 N; 9.53
NMR(D S0-ds) [ pom : 1.90(4H,q,7H, =2l CHx2), 2.00-3.00(7H,m, #1X0[0ICHE CHX3,CH),
70(2H, t,J=TH, (HN), 6.60(2H, S, ZOFZ2AF CHx2), 7.16(5H,m,ArH,NH), 7.55(1H,s,010ICHS CH)
mer ABMER(E]) @ n/z 281N, Q2I5B22A)
[AAIG] 8]
(]
O QOO
H
HO
EIQY 222101 S5m0l =% 34.5%2 4.5,6,7-HIE2t5t0| S 2MX0|0|CHE-5-It= Al A 610|E 22

ﬁm

Q
ct IE(%;PLPE% &) 0.589(0. 98mmo|) Jtet =, 90TCOIA 4AI2F St LBHSHCH. d2F =
S ESE=S ZYUCHAM SFAIA EIQE SZ240/EE HIAStCH A CIZ2ZZ20IEH 10mlS Ot
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—_

st &, o210 1,2,3,4-HEZSI0IE20/AA =2 0.20ml(1.57mmol )X EcI0IE0tEl

35ml(2.53mmol)E Jtotll A20IM 48A12F =Qt WESHCH, Bt E&20 CIS=2=20E 40mI2 It
tl, S22 IN SU4SJUEE =EUCR AHAHE =, R SMOIOUSHUAN AZAIRICH 2
SOl ZBSRAH MFISZRHEH EME HAHEL. E2EHMZM CUSZ2Z20E/NES/48 22LI0H10
Sl 0.18E)E AN, TAIE Aot 2ZY AROEINIIAIA JIELEEH 0.1508 +#=5¢
Cte CIdE OodZ/0lE OtMEHIOIEZSRH MZE36t0 2-[(4,5,6,7-HIELIGH0OIEZ - E0I0ICHSE-
2 ]-1,2,3,4-HIE2ASIEZ20I LA =&l 40mg(14.8%)S =SEHC.

Scletstd |4 ¢
& © 128 WXl 130C

NMR(DMSO-ds) | ppm @ 2.00-3.00(7H,m,CH,x,CH, #I=0I0ICHE), 3.00(2H,t,J=5Hz CHz),
3.40(2H, t,J=5H;,~CH,-), 4.24(2H,s,CHN), 7.22(6H,m,ArH,NH).

T
ne
=
T

g AHEZ(El) : m/z 281(M)

[&Al0I 9]
HO,C
\(:TC}'? - H.S0, @;ic:ﬁ;}

4,5,6,7-HIECISIOI =2 Z0|0ICHE-5-ItS4 4 HHO0IE 0.78g EIRY ZS=2ct0lE 3nl2 EE=
£ 50COIA 2022t JtZet =, 2SN sHAA B2 EIQY 2220122 MHIH It=Alet
== LH

SZH0IEE =Setth. dd=E CNEZS00IE SmlE Jtsad S=2et01=e E2Hs Lo
H

t
2-GIOIESAIMZ0I0ICIE 1.61g ¥ 60% A& =AJUEE 0.5002 CIHEZEZSO00IE S24(30m
DOl Jiot BtS EEE22 A20AM 1AIZ S wetst &, 225 sSA2ICH 0.5N Zats
AESH0 TALE SdFAIZI =, 0ol 284 &S MIel. HMZES AMSoto 6dsS &
Jldez 8EN |, KHitoty ddeE 282 =88 =, 22 M=ot OtNE S0A ZM
weHsHCE, O toled MAE  ZFES  =dTotol 1-[(4,5.6,7-HI ECISIOIE2 Y X0|0ICHE-5-2 ) It E
d]-2,3-CIot0IEZ2ME0I0ICHE-2-2 0.20g(24%) & +=S8tCt,

=

83 271 WXl 274C(=2dH)

CisHiNsO » - 0.4H001 CHEH BAE2A
HARI (%) C: 62.23, H: 5.15, N; 19.35
X(%) : C: 62.41, H: 5.02, N; 19.06

12
J

me ABEZ(E]) : m/z 282(M)
AL QO A 22 SRl Met, Bt SIESS BBt

[

|2

A0l 10]

5-HISAI-1-[(4,5,6,7-HIECtctO| =2 = 0| 0ICHE-5-2)-ItE2 L ]-2,3-CIct0| EZ2ME0|0ICHE-2-2
Z0tellole

mer ABE(E]) ¢ n/z 312N, 22
NMR(DMSO-ds ) J ppm : 1.57-2.34(2H,m
6.32-6.84(2H,m), 7.89(1H,d, J=8H;)

, 2.34-3.10(4H,m), 3.76(3H,s), 3.90-4.28(1H,m), 658(2H,s),

[&ATO 1]

1-02-3-[(4,5,6,7-HIECISI0IE2H Z0|0ICHE-5- )-ItE2 L |-2,3-CIot0| E2#I =0/ 0ICHE-2-2
Z0tellole

QY e

H,

COOH

& 145 WX 147C(OHES/ONELIEEZRH HZEHS

279
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mar ABMEZ(El) : m/z 296(M, 22 HEBES2A)
CigHiaNeO - CaHaOy - 0.5H,000 CHEH RAZA
HAXI (%) C; 57.00, H: 5.02, N 13.30
AIZX(%) : C; 56.91, H: 5.06, N 13.31

[&AI0 12]

o
H
<X, oty
? H B \O:N
< H,SO, H
1,2-CI12220l& 10ml =0AM, 4,5,6,7- HlEBPﬁPOlE X0|0ICHE-5-It=a4 HAHO0E 1.32g &
ElRY Z2=e2l0l& 1.78g2 3022t JtEstFAIZICH SPOHA‘I SFAA DO ERY Z=Z2ce0lE
2 Z0HE HMAHAS =, HAE 2= LHEZEO0IE= 4 m S0 SoHAIZICt. E2HS LHEN 2=
CIHEXZSO00IE 10mlE 2- OFU|&_H1I_7EE|OF-’£- 2.72 U0 et =, A20M 1AI2 ¢t

wEstCH, ZYSIUAM ESJ[AIA EHE HMAHE =, I SH2ZA HEH SZA0Z/0ES S
HE A2 TAIE A2Ptd ZE AZ0EDNHITAA FHES 023 HEeHS=2=2H MW
N-(2-HIZEIOIEE)-4,5,67-HI ECtotOI E2 ¥ =0[0ICHE-5-2 IH=A0t01=0.89(53.7%) S =S8HCt.

sclatstd Sd

& 1 165 WXl 167C
CisH1aNsOS - 0.25H001 CHEH A2 A

1

HAEXI (%) : C: 59,49, H; 4.82, N; 18,50, S; 10.59
A=XI(%) : C; 59.30, H; 4.73, N; 18.49, S; 10.68

& (E1) : m/z 298(M)
A0 12012t 201, StD| stetEs &

0x
ol

tCE.

[
N-(2-#IZ0|0ICtE Y )-4,5,6,7-HI ECtst0| =2 M =0/ 0| CHE-5-L IS A0I01=

sclatstd 54
& 1 182 WXl 185TC
CisHisNsO - 0.6H001 CHEH EAE4

HI&EXI(%) © C; 61,67, H; 5.58, N; 23,97
AEXI(%) ¢ G 61.63, H; 5.44, N; 23.97

gy ABES(E]) : n/z 281(M)

A

H=el-3-2)-4,5,6,7-H ECIoI0|ER2BI X 0| 0| CIE-5-LY o2 A 0101
o
]

/ NHC

Yy \[1,9

sclatstd 54
& 296 WXl 297TC
Cw7H15N4O : 025H200“ [:H?_F ‘O\L‘lﬁ\_‘i‘&

X

[&HXI(%) @ C; 68,79, H; 5.60, N; 18,87
A=XI(%) ¢ C; 68.69, H; 5.66, N; 18.75
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M ABE(EN) : m/z 292(M)

[& A6 15]

N-(5-BIZ-1,3,4-EIOFCI 0 Z-2-24)-4,5,6, 7-H| EC+5t 0l S2#I X 01 0| CHE-5-IH = A 0101 E
N~—N

o s

S
N

H
SHECENCHE
8& 1 ) 300C
CyiHiaN1s0S - 0.2H001 CHE A=A -

5.06, N; 26,24, S; 12.01
4.97, N; 26.40, S; 11.68

m/z 263(M°)

(
N-(9-OIl 2 ItHHE-3-2)-4,5,6,7-H Ectot0| EE2HI X 0| 0| CTHE-5-It= A001&

J eSS

ND—

H,
sclatstd 54
& 1 168 WXl 170C

CooHaoN4O - 0.5H001 CHEH A4
HEEXI(%) G 71,91, H; 6.31, N; 15,25
AEXI(%) : C 71.77, H; 6.13, N; 15.13

[e23N )]

: m/z 358(M)

AHEH(E)

[
N-[(4,5,6,7-HIECISI0IE2 M X0/0ICHE-5-2)IIEL |HI-EIOtE SHOIEZ2S22101=

CgoH17N3OS N HC| : 05H200“ EH@ ‘O.L‘lﬁ\_‘i_/ig :

HAEXI (%) © C; 61,14, H; 4.87, N; 10,69, ClI; 9.02
A=XI(%) ¢ C 61.15, H; 4.64, N; 10.60, Cl; 8.59

£1993-0011038

met ABE(E]) : m/z 347N, Q2 SEEE M)

[&AlCI 18]

N-(5,6-CI5t0| = 2-4H-AH0| 2 2 BIEIE|OFE-2-2 )-4,5,6, 7-E E 215101 S 2 #1 X 0| 0] L+ B -5-9H= A 0}
il=
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SF : 164 Xl 65C
NMR(OMSO) [ ppm © 1.70-3.00(13H), 7.426(1H).

mar ABE(El) : m/z 288(M'), 225

[&'AI0 19]
N-(Ol 2|0l El-22)-4,5,6,7-EHI ECtolO|E2HIX0|0ICIE-5-II=2A0I0/E CISIHOIERZR20|E
/\xﬁ o
'\\ /\ !
N NHC\/-.YN\
; | > 2HCI

& 1 287 WXl 289
CioHigNsO - 2HCI - 1.4H001 CHEH EBA2A

i

HIEEXI(%) @ C; 42,22, H; 5.25, N; 20,51, ClI; 20.77
AEXI(%) : C; 42.35, H; 5.00, N; 20.69, CI; 20.45

et ABER(E]) ¢ m/z 2430, S2| SHE22A)

2)4,5,6,7-H ECtSHOIEZ2 Y X0/10IOHE-5-I2A00IE CISH0IEZE 22401

.y "“é(I >

SELEEIETE N
S : 285 4 287C
CiHui0.2HCI Off T3t BA=A

HAEXI (%) : C; 49,54, H; 5.12, N5 17,77.
A=EXI(%) : C; 49.74, H; 5.26, N; 17.53.

mer ABE(E]) : m/z 242(M, 22 SHE2E M)

A
(3 HSAIHEL-4,5,6,7-HECISOIE2H X [b]EIQEI-2-2)-4,5,6,7-H Ectct0I =2 B = 0] 0| C
E-5-II=A0t01E

C
019H23N30380“ Oist |AZ2A

X

FXI(%) @ C; 61,10, H; 6.21, N; 11,25, S; 8.59
A=XI(%) : C; 60.87, H; 6.16, N; 11.05, S; 8.62
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mek ABMEA(E]) : m/z 373(M)
2

tE-6-2)4,5,6,7-HIECIGI0I S 2 ¥ 0| 0| CHE-5-It= A 001 &

HAEXI (%) © C; 64,04, H: 5.37, N; 24,89.
AEXI(%) : C 63.79, H: 5.42, N; 24.75.

e ABE(E]) : m/z 281(M)

[&' A0 23]
(4] [4]
N)\&N = .
‘ ; || - HCOl———— | i J) OG\]L
.
H = N Coon

AAIG 50l =S8 N-[(4,5,6,7-HIERIEI0|S2H X0|0|CIE-5-IIB Y ]TIE2/Cl dl0l=E2222t0]
E 492 CZZZ20E 40ml 0l Jtst =, I o= 2.749g L SAISFC 4.4nlE DISICH. =SE2S
80 LHXI 85COIAM 7AI2ZtSQOF wBtst =, A20M M Wetsct, =& =EN

=0 otz Borz
X

AmlE Jtet =, EZZELESES FU

o

& &0lA

o Hy
1
!
ro
1
w
o
mjo
10
1
o
S

. 0 ral =, 3
LotOIN ESJ[AIA E0E MAHBICH. ES=HZAN S2Z2ES/0HEH=SS MS6H0, SAE ZE 32
OFEDCHIIAIA DI SE=2AM 5-[(U=-3-2)3HEE]-4,5,6,7-HECHSOIE2HME0I0ICHE  1.8202
+=Sethh. HEES misSo d8= 4482 0.16g & F0t=24 0.0602 EolAlZl =, OtAMELIEE
5mE SHM OJHSICH. et E@4E Z2Es TGIH 5-[015-3-2 )2 ]-4,5,6,7-H E2}t6H0

CEZYX0|0ICHE Z=0tell0lE 0.13g
sciest® 54 ¢

& © 153Xl 154°C

CieHisN3O - C4Ha0s O, 15CHCN - 0.65H001 CHEH A=A -

]
1
Jn
o
[w

AEXI(%) ¢ C 61.11, H 5.01, N; 11.04.

Bat AHE(FAB ) © m/z 266(M +1,92] SE22AM)
AACH 2301 M9 22 SOl M2t ot)| stEtes BT
[ALAIG] 24]
5-[(1,2-CI I QI E-3-2) 32 U ]-4,5,6,7-HI E2F5H0| S 2 HIX0|0ICHE - 3/4 ZOHYI0IE
6]
- l. I ; , N COOH
x N CH,I\/J\E/” "3 Huoc/”/
CH,
22518 =4 ¢
SH : 200 WXl 223C
CiathioN0 - 3/4 CH 0,0 THEH FASA
HAXI (%) © C; 66,30, H 5.83, Ni 11,05
AIZX(%) : C; 66.50, H 5.83, Ni 11.13
R ABEZ(El) : n/z 293, 22l 22 M)
[&AIGI 25]
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5-[(2-0IEQ1=5-3-2)3t2L]-4,5,6,7-HIECIGIOIEZMX0I0ICHSE - 1/2 Z0HIOIE
o
N COOH
O Nl H ‘ J 2 HoocJ/

&  221LHKXl 223C
CiHizNsO - 1/2 C4H404 - 0.25H,00 CHEH A=A

HAEXI (%) : C: 66,75, H: 5.75, N; 12.29.
A=EXI(%) ¢ C; 66.73, H: 5.75, N; 12.29.

e ABEZ(E| ) : m/z 279N, 22l SEEEA)

[
5-[(2-HIAEIS-3-2)-ItEL]-4,5,6,7-H ECt5t0| =2 H =0|0IC+E - F0HHIOIE
[0}

1 vI:j jooou

HOOC

sclatstd 54
& 183 WXl 186
CosHaiNsO - C4Ha0s - 0. 1H001 CHEH A=A

HAEXI(%) @ C; 68.52, H; 5.37, N; 8.88
A=XI(%) @ C; 68.38, H; 5.50, N; 8.87

e ABER(E| ) : m/z 355(M, 22l SE2EA)

[
5-[(5-HISAIQIS-3-2)It2 L ]-4,5,6,7-H ELIGIOI =SS E0|0ICHE - 3/4 F0HAIOIE
o

cH.oj “ )l/ooon

SELEEIETE N
S : 16247 164C
CitHii0 2 - 3/4 CHiO4 - 0.2CHON - 0.85H00 [HEH BAZA :

HAEXI (%) © C; 60,36, H; 5.54, N; 11,04.
A=XI(%) ¢ C; 60.33, H; 5.25, N; 10.93.

mer ABER(E| ) : m/z 205, 22l SEEEA)

Z2-2-HEe&-3-2)-t2<]-4,5,6,7-HIEtst0| =2 #I=0|DICHE - FO0L2I0IE

SolsisN =4 ¢
SE : 212 WX 213C
CitioNsOC] - CH0 0l ThEH FASA
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HAEXI (%) G 58,68, H; 4.67, N; 9,78, CI; 8,25
A=XI(%) ¢ C; 58.43, H; 4.91, N; 9.67, CI; 8.24

Z2p ABEZ(FAB, Pos) : m/z 314(M +1, Q2| SHE22A)
[&AIC] 29]
5-[(5-LIEZQI=S-3-Y)II2 L ]-4,5,6,7-HI ECtEI0l =2 I X 0|01 THE
(0]
NO = l ‘ /T’
Y N

SRECEIC SN
& 1 227 WX 229C
)

NMR(OMSO-ds )  100M, [+ 2.00(2H,m), 2.70(4H,m), 3.63(1H,m), 7.44(1H,s), 7.64(1H,d,js7 =12Hz),
8.10(1H,dd, j¢.7=12Hz, Js6=4Hz), 8.72(1H,s), 9.07(1H,d, Js¢=4Hz), 12.56(1H,br)

[& A0 30]
5-[(5-BISAISIEE QI S-3-2)-It2 L ]-4,5,6,7-HIE4GI 0| =EZ2BI =0/ 0| THE

o o}
N N
" H
=c|3sy EH
s 205 LAl 209C

NMR(DMSO-ds)100M | @ 1.90-2.15(2H,m), 2.83(4H,br), 3.75(1H,br), 7.56(1H,d, js=12Hz),
7.84(1H,dd, Js.7=12Hz, J4 6=3Hz) 8.62(1H,d, Jae=4H;), 8.90(2H,s), 12.60(1H,d, Jae=4Hz) .

e ABE(E]) : m/z 323(M)

[&Al0] 31]
~-[(5-ClOIEEAICIE-3-2)-ItE L ]-4,5,6,7-HIECIGI0IEZ | =0|0ICtE - 1/2 F0HHI0IE

[e]
HO COOH
N
] Sw )f
N N 1/2HOOC
H H

Scietstd |4
& @ 282 LUKl 286C

NMR(DMSO-ds) 10OM [ : 1.90(2H,br), 2.85(4H,br), 3.74(1H,br), 6.76(1H,s),
6.84(1H,dd, jo7=12HzJs ¢=4Hz), 7.41(1H,d,Js7=12Hz), 7.74(1H,d,Js¢=4H,dJs ¢=4Hz),
8.50(1H,d, Jae=5Hz), 9.07(1H,s), 11.95(1H,d, Jae) .

U‘I

et ABER(El) ¢ m/z 281(M, Q2 3

°§—m

£+ 0 SOt0IE 5mIE0l 60% 01E =2A3LEE 0.04g2 Jt&t =, OJI0 AAIM 2300A
+E8 6-[Q15-3-9)3t2E]-4,5,6,7- E{IEE%POICE H-#IZ0I0ICHE  0.51g2 & =20IM  ANASI IOt
302 =, OJ101 0COIAM BIE E=Z0I0I= 0.07g2 AMAGI Jtotd A200AM A nBHSHCH. Bt
SE=S0 = 20m R Ha-Ay 2elE st ST2EE 20mE JIEC. RIIES =2 MAE
) A DHOUIE A0AM AXZAIZIC. SFAIA EME MAE =, E=HZ S2ZEZS/0E
S ALZ6te TAIE AZOIEDNHTIAIZICH. MAEE JIZ4 =Z(0.12g)2 F024 0.04g2t &N
/e OHMHOIEZRH MZFEGHH, 5-[1-HIES-3-2)3t2L]-4,5,6,7-HELIGH0IEZ

I Z0|0ICHE F0tdllel 0.10gS =+==8&tlt.

i

E2Z M)

H
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sclatstd 54
CosHaiNsO - 0.75H00 CHEH H A=A

H&EXI(%) @ C; 66,86, H; 5.51, N; 8,66
AEX(%) @ C; 66.83, H; 5.48, N; 8.88

[
5-[(1-M0I 22 A HES-3-2)3t2 L ]-4,5,6, 7-H ECISIOIE2HIX0|0ICHE - Z0HYI0IE

T ™

Sclssy S4

= 2o

COOH

& : 95 LHX 100C(MES/ME OLMIHIOIE)
C23H27N30 . C4H404 - 0.5AcOEtOll CHSt RIAZA

HIEEXI(%) © C; 62,46, H; 7.05, N; 7,54
AEX(%) ¢ C; 62.59, H; 6.69, N; 7.19

mer ABEZ(E]) @ m/z 61N +1, 2l 22 A)

[
5-[(1-LEelEs-3-9)3t2 < ]-4,5,6,7-HIECIGI01 S 2# X0/ 0IC+E . F0HYI0IL E

SURGSERN W

3 144 WX 145C(HES/0E OtMEIOIE)
CigH1gNsO - C4Hs04 - 0.35AcOEL - 0.3H 00 CHEH RAEZA ¢

X
=

Xl (%) : C; 64,03, H; 5.81, N; 9.18
X (%) : C; 64.00, H; 5.74, N; 9.17

>
Ja

mer ABER(El) @ m/z 305(M , 92l S22 A)
[AAIGI 35]
5-[(1--2=0IS-3-2)9t2 Y |-4,5,6,7-F E2+510| E 2 #IX 0| 0| C+E . Z 0|0 €
[¢]
]
C
SuAG RN
N N \“\
| H
nBu COOH

sclatstd 54

g4 : 104 WX 106C(OES/OIMELIEY)
CooHzaNs0 - C4Hs04 - 0.8H001 CHE HA24A

x
B

XI(%) : C; 63,78, H; 6.38, N; 9,30
XI(%) : C; 63.82, H; 6.14, N; 9.33

nx
i

A
op

ABER(E]) : m/z 321N, Q2 S22 M)
| 36 ]

nx
>

=
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5-[(1-Z2|IY )l S-3-2) 2 L |-4,5,6,7-EI E2H5H0| S 2 HIZ 0| 0| CHS - Z0HI0IE
I
C. HOOC
N
O O 1
N H coon
CH,C=CH
& : 130 WXl 131C(HES/0NELIEE)
019H17N3O . C4H404 . 13H200“ EHO\_" 3_)1\_5‘/5\‘ :
HALXI (%) : C; 62,38, H: 5.37, N; 9.49
AZ=X(%) : C; 62.38, H; 5.19, N; 9.21
et ABE(E]) : m/z 303N , 22| FE22A)
[AAlGI 37]
o
1:)::} H,SO, ad, ™y 2 H
L e “@’m-“ﬁm
H H
H H
OLMIELIEZ 5mIE0l  4,5,6,7-EIE2ISI01S2¥IX0|0|CHE-5-I}2A A M O0IE  0.5302 & A
D, 0 SEHN €3 EIQY 0.20mIS JbE r. d%&“% 55 LHXI BOCOIA 1AIZH SO mMEHAI3ID,
SOHS 2250 S2AIH HMHEICH DA BIXEIQE 4.6mS Jbst 02, OJI0 s 2205
0492 JIBtCH. BOCOIA 3AIZH SOF WMEAIZIS, BIS SS2S XIS B LB 220 2=C0
0l 29 ,HZ 8 WXl 92 XH51D 2RIES02 Z=ZA20. KRIIAS 22 24 0L IUIS A
AN AZXAID, BUHE ZBAH HHEC. TAIE 2EHIAN 2 22TZE/NESS AR50 22
St 2y IAROIEINTN 2ok HHAIHA 5-[(HXEIQM-3-2)3t2L]-4,5,6,7-6 E2t510| = 2 ¢
XOIOICIES ~S8H0}, MHSS =M SHoz S=zo -EDEMQE X2l5tD 0l OIEr=/0t
NELEZ22E  HZEE6t00  5-[(MEEIQH-3-2)It2U]-4,5,6,7-H E2+5I0| = 28I X 0| 0| CHE
ZOIY0IE 0.0492 £+SBHC}
22|58 E4
S5 : 135 WX 137C
CigHiaNo0S - G40, - 0.3ELOH - 0.2H,00 CHEH RAEA
HAXI (%) © C; 59,50, H; 6.74, N; 7.71, S; 7.71
AMZEX|(%) : C; 59.41, H; 5.07, N; 6.53, S; 7.91
My AME(EI) ¢ n/z 282(M , 2l HBS2A)
[ Al 38]
HOOC, N
lj -mso. — i N
g S /H - HC1
H
Z2101A 2g, EIQHE 5ml 2 4,5,6,7-HIE2SH0E2 BIXO0|0ICHE-5-IH=A A HHOIE 2.91g0 &
S22 100CHIAl BAIZH SOF WMBFAIZICH W2t =, oJI0 W4 2ml2 Jisln, B2 =82S =
201 20m2 25 MEBCH L4552 SA 2502 HIF 8 WX 95 XF5D 2z =0z =
ZAI2ICH RIIES 224 & 0OUHS Aol %IABD, BUHE =2 AIH RMHBICH FAIZ o
OLHIEIE =9 §€a4A0 4N 2Ho2 Helst 02 HES/ONMELELZRE HEEE5H0 5-
[(ElQB-2-2)3I2Y]-4,5,6,7-H E2I510| E2#I X 0| 0|} B 6}O|E§%§E}OIE 0.1292 £S3HC}.
2258t 4 ¢
S& : 218 WX 220C
CiHiN:0S - HCI Ol CHEH RARA
HAHXI (%) : C: 53,63, H; 4.88, N; 10.42, S; 11.93
AMZX(%) : C: 53.25, H; 4.98, N; 10.62, S; 11.70
I AHME(E) 1 n/z 282N , B2l FHS2AM)
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[& Al 39]

<|) Q
—-C N N,
L0 = O
N X cH, N
H H

1,2-CLISZ2 20 5mIE2l N-[(4,5,6,7-HIECISIOIE2HIZ0I0ICHE-5-L )2 L I ECIEIGI0IER
SZ40E 0.5¢g & 2-DIESCI& 0.39g2 SH0 =AIS3el 0.90g2 HOtetlt. g2 =g=2
85COIA EAM SFJAIRICH A22=2 H2A2 =, HJI0 2 5nlS Jtetth. |RIISS Mot 2

o

EREE 1mlS =80 Jtettt. SHS 20% =45 UHEE =EEU2Z o HIF 9 X&Fe C
ﬁ;i_‘ﬁa FEEH. RIISS R 24 0HOUlE &H0AM AXZAIIL, EBUHE SJFAIHA HIHE
Ct. /\P% ESHNZAN JSZES/HESE MECHH Aot ZY SZ0LEHT0N Ao FAIA
2l 08, oet==z=2H JNZEsotH 5-[(2- [HIEE!PJ%BIB—S—OE')9}5‘_%‘]—4,5,6,7H|§E}6P0|E§“ﬂ£
OI0ICHE 0.21g2 =S¢EtLt.

Ecistsd S4 ¢

& 1 260 LHXI 264C

CiHi7NsO - 0.15CHsOH - 0.2H0011 CHEH A=A -

=

HAEXI (%) © C; 71.68, H; 6.36, N; 14.50
AEXI(%) G 71.71, H; 6.16, N; 14.46

e ABE(E]) : m/z 279(M)

>-HEOIS2AXE NBE HHUGHE NS MASIDE, MMM 901N SUS S ALS50 5D
PEA 5-[(2-IIBY)I}2E]-4,5,6,7-HERGIOISE MZ0|0|LEES BB} :

,96, H; 6.09, N; 19.52
.74, H; 6.23, N; 19.41

2 S0 muALIL, 2E2S WA B, 2823 0 UK S0 woiAoly smEel ETE A
S0I5t2 RAAIISAN W+ 70mS BIS Ss20 ZOIEOZM DUP SAIYS 22 =2wHAZ
R E2 MIGL, 4852 WAGHHAM 20% +MSIUES +EHS AEGH0 HIF 99t & £F
@ 08 sE2Esosms FEAUL. S22ES SU B 7S 61, DI 6N BeE @
S-W2A5H0l WEIAISIBIA JISH0l pHE 24Xl 2,82 ZMEICH ZRIRES =2 HIAAG +4
52 222ES02 AHSL O HES NS ISl QUS UANIHM 0% FHSUE
B +BoOR 2URIMOl S O MHE IS OIAH +ToID BEED 2ol Wi s
S(1: 12Y)2 MR 5-[(1-HE20S-3-2)3t 2 ]-4,5,6,7-HIE2tot0l S 2 #1 X 0|0 C+HS
6.870(89.9%)2 +S8tC}.

Selatsy sy

87 : 139-141C
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mek AMEA(E]) : m/z 279(M)
H-MUR(CDCTo-DNSO-d; ) ©  1.80-2.32(m,2H), 2.56-3.04(m.4H), 3.32-3.60(m,1H), 3.90(s,3H), 7.12-

7
7.20(m,3H), 7.40(s,1H), 7.92(s,1H), 8.20-8.40(m,1H). CiHyNsO - 0.2EtOH - 0.35H, 001l CHEH R—AZA

) - C; 70,88, H:; 6.46, N; 14.25
A=X(%) : C: 70.83, H: 6.50, N; 14.23
4

g2 .56, E X ggez  ouass9
248 122XEez  Helsto 5-[(1-HEZelsS-3-2)9t2L]-4,5,6,7

& 1 224- 225C
CigHioNaOs | Ol CHEH BAEA

HEEXI(%) : C; 67,64, H; 5.68, N; 12.45
AEX(%) : C; 67.56, H; 5.66, N; 12.35

e ABEZ(E]) : m/z 280(M +1, Q2| SHE22A)

[& A0 43]

5-[(1-HIEQS-3-2)3t2L]-4,5,6, 7-H ECIGIOISE2HIX0|DICHE Q] Z&A 2E(1)

a) OHIEt=2 60miS AAG 4101M =S8 5-[(1-HEQ=-3-3Y)I2L]-4,5,6,7-HELIG0IEZHE

OlI0ICHE 5.87g2 Jtotd, OIJI0 MES 240ml =2 (+)-CIBIEY Et2EI24F 7. 29°| s s
OH 2

O Jiotol 2 A %“S/\Iil: NS A20AM ZM EXIAIIE, Z2FHO0
A =&otl LCHEZS DI‘:/EE—.—H 33 MHZBHSGAH (R)-(-)-5-
21-4,5,6,7-HE2USHOIE2H X0I0ICHE(+)-CIM =L EL2EHYI0IE 2.3002 %é*l].

—

=+30.6" (c=1,10,CIEZE0I01E)
& : 169.0-170.0C
C7HNO - CigHigOg - H00 CHEH RASA
HARI (%) C: 64,12, H: 5.07, N; 6.41
A=X(%) @ C: 64.13, H: 5.03, N: 6.55

map ABEZ(El) : n/z(W +1, 22 HEE2A)

(b) 2N Sab 220 AD| (a)0IM S8 S22 2.2g2 Ji5tD, 0l 2BUZS WE OHMHOIEZ Al
HE (2 Sa LUESCOR HIF & 99N XFEC. 2452 S222ILE/NES(4 1282 =
ZAM2IC, =TS22 24 A FIUSANAM 2HAZTAID, SO0HE ZS2AIH HAHGIH JIEZZ2RZA
(R)-(-)-[(5-1-BIEQI=2-3-2)IIE&X]-4,5,6,7-HIECIG0IE2H X0|0|CIE 0.94g2 2=S5HCt

(a1

=16.5" (C=1,13,HIEt=2)

(c) &7 ( )OM 2=8 (R)-(-)-5-[(1-0EoI=S-3-2)ItE U ]-4,5,6,7-H E2IGI0| S 2 I = 0| 0| Ct
Z(0.569)2 EIZ2/MUELIEZ RS Zgi2a 0.21g22  HMalstd (RO-(-)-5-[(1-HEelS-3-2)
Jt2<]-4,5,6, 7 E1|Ea+o+0|C§H¢EO|D|E+ ZOHYIOIE 0.6492 $SEHLE.

[a}zo

=-28.1" (C=1,22,HIEI=)
& © 150.5-151.5C
CiHi7N3O - C4Hs04 - 0.35CH,CN - 0.25H001 CHEH RIAZ A ¢

HAEXI (%) : C; 62,91, H; 5.49, N; 11.33
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A=EXI(%) ¢ C 62.94, H; 5.41, N; 11.35

B ABER(E]) : n/z279(M, 92l B2 A)

[&AI0] 44]

HES/UE OLMIEIOIESO &AM 43(b)AHIA =S8 (R)-(-)-5-[(1-HE-3-2S&)IHEL]-
4,5,6,7-HIECIGIOI =2 Z0I0ICHE  100mgES SoiAlIZI2 OJI10 OIEOLMEIOIESS &ot =4 &
MRS OJterlt. OIE*HI 5t01 E4eE ZEF2 TGt HES22H MBESSH (R)-(-)-5-[(1-HE
0l=-3-)It8<]-4,5,6,7-HIECIGI0I S 2 Z0|0IC+E St0ISZ2Z2t0IE 70mgS =S &HCt.

[alp-—42.9° (C=1,02, DIEF2)

HAEXI (%) © C; 64,66, H; 5.75, N; 13.31, CI; 11.23
H: 5.80, N; 13.12, CI; 11.17

ey ABER(El) : n/z279M, 22l B2 A)

[&AIGI 45]

-[(1-HIEQI=S-3-2)-9I12L]-4,5,6,7-EIECIGI0IE2BIX0|0ICHE 9 &EstA 28H(2)

(a) (-)HIXUEIZ2EI2AS AIZ2ols AE HMeotDsE, AAIN 43(a)lASt SLst gHo=z2 (S)-
(+)-5-[(1-DIEo=-3-2 )2 1-4,5,6,7-HIECISIOIEZ2HIX0|0ICIE (- )-CIBIXUEI2EIYI0 EE
»=80

(a8

=-30.3" (c=1,07, CIHEXZE0I0IZ)
& 1 168.0-169.5T
C17H17N30 : C18H14O 8 ° H200” EHE\_l' %_)I:_i_/;' :

X

[&HXI(%) @ C; 64,12, H: 5.07 N; 6.41
A=EXI(%) ¢ C 64.13, H) 5.13, N; 6.71

1) : m/ze80(M +1, 22| SE22A

g(e )
a)Ulld =S& Hte g2 AMSBot= A2 HedtDes, AN 43(b)2k =YL& LS
[((1-HEes-3-9)3t2E]-4,5, Ectolol=E2HIX0I0ITES  JIZEd SEZ2M #=5

(
)-5-
=+16.7° (C=0,35, MIE=)

YA =58t (S)-(+)-5-[(1-HEel=-3-¢)3tE8L ]-4,5,

(b S 5
£2 MEots RS HMAstD=, A 43( JOlAQE S8 2
= 9%3‘&']—4,5,6,7—E1|EEP8}0| ZUXO0I0ICHE Z0telolES 2EE =5

(a}®
=+28.3" (c=1,14, OIEtS)
& : 151.0-152.0C
Ci7H17N30 - C4H404 - 0.35CH;CN - 0.25H0011 CHSE |AZEA
HAXI(%) = C; 62,91, H: 5.49 N; 11.33
A=X(%) - C; 62.96, H; 5.39, N; 11.37

AHEZ(E]) : m/z279M, Q2 S22 A)
| 46]

@O Sw

N

H
4,5,6,7-HIEctot0IEZ2MIX0|DICHES-5-It=a & HHO0IE(1.32g)E ZSIEIQY  1.78g1 &M 302
2t 1,2-CISZ20E 1oml SOA SJ[AIIILD, It SSEIQY & E0HE Zotil S|AA M
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HECH, &AM 1,2,-CI22=20 & 10mIS Jtctl, Oolo IS 1.6mlS wWEHAIIIHAM 30C OISHAHIA
Hotet Chs, A=20AM 2A12F s wWBHAIZICH. Bt =Zg=2S ﬁﬁ—.‘-ﬁgi, £ 3mlz 13 F==s&t

mZ 23 =AML, &8 =853 10% =&HUEE =SH2Z (HIt 90 WX 10=
g3 HEYMSZ ==AIZ2ICH. & F3 HESS =2 AAEGILD == 24 0Fauls&

ZUGH SFAIA HMAHSCH. XUHUE 02 OMIHIOIEZRE M2E3S6H0H 5-[(2,3-CI5H01E
20=-1-2)3t2E]-4,5,6, 7-HIECISIOIE2 M Z0|0ICHE 1.1g(82.7%)2 +=S8&HCH.
=3 C

B ABE(El) : n/z267(M)

'H-NMR(CDC 15-DMSO~ds) © 1.80-2.36(m,2H), 2.48-3.12(m,5H), 3.24(t,2H), 4.20(t,2H), 6.84-
7.30(m,3H), 7.50(s, 1H), 8.20(dd, 1H)

Ci7H7N30 - 0.25H001 CHSt RAZA

HAXI (%) @ C; 70,70, H; 6.49, N; 15.46

A=X](%) : C; 70.79, H; 6.37, N; 15.19

2,3-ClstolEz2el=-1-2
tO{ Of o g&te2 XeldtH 3§
Ol=E2E-1-2)3t2L]-4,5,6,7-HIE

88 1 ) 250C

CigHigNsCI Ol CHEH HAZA

i

HI&EXI(%) : C; 63,26, H; 5.97 N; 13.83, Cl; 11.67
AEXI(%) : G 63.15, H; 5.97 N; 13.80, Cl; 11,78

mar ABER(E]) © m/z2267(M, Q2 3

o

E2M)

[
5-[(2,3-CIGt0IE 2 S-1-Y)tEL ]-4,5,6,7-HIE2ASHOI E2H X0I0ICHE S| ZEE FZE(1)
5-[ E

(a) AAIGI 460N 2Sst (2,3-ClatolER QI =-1-L)2tE2 L ]-4,5,6,7-HIECtot0| S 28I X 0| 0| C
£ 492 HE=2 Smli=0 SoiA2IL2, O2Jl0 (-)-CIHZLEIZEIZ48 2.7002) HEES 4 829
(250ml)2 JFstCt. OIZ A 8H0 MHE HES O AH £Zstn, 0 ZEg CNEZE0 DIE/%

ETH 23 MZBHSEGIH -34.0° o HdBE(20C, LLEE 0-2t01, ¢=0.63g/dl, CINEZE0I0IE)E
= (-)-CIHXLEI2ELYI0IE 2.88gS #=S8&tC}.

Scletstd |4

& 1 163.5-165.0TC

CigHi7NsO - CigH140 5 - O.70MF - 2.2H,001 CHEH AAZA
HAXI (%) : C; 60,59, H; 5.66 N; 7.22

A=XI(%) : C; 60.53, H; 5.28, N; 7.26

ey ABER(El) : n/z 267N, Qe steteE

x

(b) A0 MZEE €(2.650)2 2N LA JI5tD, SBHS O OIMEIOIER MESCH 10S 29
S e UESBOZ pH 99 ZEB. L4452 %EE&E/[HIE*E( 1222 ==, ==
22 S DDHI"“OHM AZAZICH BHE Z2AH AHG0 6.3 o HZZ(20C, UE
S D-ctQl, c=1.05g/dl, HE=)E LIEtWHE &I 0.95g2 7|EH =222 M =58t

SolsisN =4 ¢

& 1 100-106C
016H17N3O - 0.2Ackt - 0. 5H200“ st AZ2H
HAXI(%) = C; 68,64, H: 6.72 N; 14.29
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A=XI(%) ¢ C 68.62, H; 6.53, N; 14.30

et ABERZ(E|) : n/z 267(M+)
(

[==]
+S9 JIES8 ¥IIS

c) &l =l £ OES/0NEONMHOESH SaHAIZILL, SHZS OUHEOHNHOESS
g3t =4 BHOZF HelAAHA +19.1° 2 (\_% (20c, UEE D-chel, c=1.06g/dl, HES)E UE
24 X% é[:l.

e gatgel 28 0.94 =5
2

1

CigHiZNsO - HCIOll CHEH A=A ¢

HAEXI (%) : C: 63,26, H; 5.97 N; 13.83, Cl; 11.67
A=XI(%) ¢ C; 63.18, H; 6.04, N; 13.78, CI; 11.45

He AHMER(E]) : n/z 67N, RLUSE22A)
[& Al 49]

5-[(2,3-CIGt0IE2 Q1 S-1-215-1-2)IIEL ]-4,5,6, 7-CIE2AGI0OI E2 Y X0|0ICHE sy 2¢
(2)
(a) (+)-CIHZYLEIZEIZEME MEote AS HASD= AHAM 48(a)2t SLF Ygoe=z, +33,4
o HdZE(20C, UES 0-ctel, ¢=0.60, CIHEZSO00IE)E UEUH=(+)-CIAEZLEIZLEOI
Eo 2= +S&tl

& © 165.0-166.5C
CieHi7N30 - CigH140 g - O.70MF - 1.85H,01l CH &t

Ho
H[[

x
rz
bl
=

: G 61,13, H; 5.61 N; 7.28
1.12, H: 5.28, N; 7.28

nx
i
Pl
:’_,’\?
o
fo

e ABER(E]) : n/z 267(M ., S2l S22 A)

(b) AJI(a)UIA 2SS HOl QS A8SHS US HMOstDs AA 48(b)% SUs wwo=z +
7.0C9 MZE(20C, LES D-2t2l, c=1.06, HEFS)Z UEHHE YIIE JIEN ZHN L=
Ct.

1Ho
o
o
o
Jd
Jm
0x

010
0
©
ik
S
@
(@)

CigHi7NsO - 0. 15AcOEt - 0.5H, 00 CHEH AAZA

HAEXI (%) :© C; 68,86, H; 6.68 N; 14.51
A=XI(%) : C; 68.65, H; 6.66, N; 14.45

ey ABER(E]) : m/z 267(M)
|

(c) &JI(b)0AN =S He JIZ& FIIE MBdts 242 Hedtd= HAIM 48(c)2 =& 2
oz, -19.2° o H&BE(20C, LEE 0-ctel, c¢=1.07, HE=2)E LiEHW= GIOIEERE2Z2201E9
2ds +=Seth.

016 17N3O . HC'O“ [:H?_F ‘O\L‘lﬁ\_‘i‘& :

HAEXI (%) © C; 63,26, H; 5.97 N; 13.83, Cl; 11.67
A=XI(%) ¢ C 63.07, H; 5.99, N; 13.76, CI; 11.58

e ABES(E]) : n/z 267N, SRIFBEZA)
[&AlGI 50]
o CoOH
l . /"/
CH, ) ROOC

H
OtNELIEE 40mI=0l 4,5,6,7-HEcCIo0IEZ  BIX0|0ICHE-5-2I=EAlgt ZHO0IE 5.0002

ra
Jm
=

27-22



£1993-0011038

11, O SEMN L3t EILY 2.75mlS JIstCh. SEMHES 55T MM 1AIZE S WEHAIIILD, S0H
£ 2ot SJRAIA HMAHSCH &AN LIEZ#X20m 2 2-0IEBEZES 1.9mlS Jtst CS, 0Ol
Of AtZEst =4 2.20mIS JFSHCH. 85TCOIA ZAM wWEHAIZL =, Ol0 M S&t==SH 40ml L OIE O
HIZ 40mlS Jt&tCH. |RIIES HMHotl, SI2ZEE 4ml2 Jtst U8 SHUES 10% =LSIUHEE =
BMUOI o HI 9% XZZECH PHEEHUES H0IEE S A2 GOS8 10% HEt=SES gRols

SRRESLZ FEANAUL. RIISS =8s11 EME SJIAIA MAHSD. TAE AZZ2ES/0E
=SS AMSote &cotd 28 d20EIdU=E XMelotd =S8t =5 4422 s g0 Hse
o EUAMS DJiottd ZOHUOIEZ FBAIID HESERH MZAESGAH 5-[(2-(HEMEZE-3-
ItE<]-4,5,6,7-HIECI5I0I1E2 HIEO0|0ICHE FO0HIOIE 0.149g2 +=SE8HLt.

A

(@)

17H16N202 - CiH,0401 CHEH BA2A

HAEXI (%) : C; 63,63, H; 5.09 N; 7.07
A=XI(%) ¢ C; 63.47, H; 5.06, N; 7.01

Bzt ABEZ(E]) : n/z 280(M , 22| HE2ZAM)
[ALAIG] 51]
5-[(QIE2 RI-3-2) 2L ]-4,5,6,7-EI E2+B0IE2 HIXO|0ICHS

[¢]
~ N——-‘ "“r
AN NS N

H

-HIEOIS2N A0l QSRS AFESHE H 0IA0S, AA 300IMS 22 Hol mer, A
sEes 2S5,
S2l318tn =4
S : 210212
CighisN:0 - 0. THO01 CHEH A=A
HAKI (%) : C: 71,94, H: 5.74 N; 15.73
AZXI(%) : C: 71.08, H: 5.79, N: 15.67
ma ABMER(El) : m/z 265(M)
[&Al0il 52]
5-[(1-BIZ Ol SR ®-3-2 )2 L |-4,5,6,7-H E2+510| S 2 H = 0| 0| C+HE

[o]
ou At
T UL

H

-BIEQIS2IA HAOI 1-BIEZQISR2INS AMSts H 0lQ0ls, AN 300Me ZS ol
met, Al e 22 ~S30

selst
& 1 122-123C
CiHiNsO - 0.25 CoHip0 0.4H001 CHEH RAEZA

PR S
-/ o .

=

o

X
=

XI(%) : C; 70,87, H; 6.71 N; 13.77
XI(%) : C; 70.88, H; 6.68, N; 13.66

>
I

A
om

ABEZ(E) : n/z 279(M)
A% Ao 1(3A)

Aol 442 BYE (o3 HYE Akz #) 0.2mg
g = 106.4mg
44 44 48.0mg
SolcfAzed 4F22x 4.8mg
claig Aejolsfole 0.6mg

% :160.0mg/A A
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SI&2 A(200mg), ELX(106.4mg), ¥ S X2(48g)2 Z&GHH =ZoHHII1D, IO 10% ot
OIESA EZEMEZRE =ZH 48nlS JIetCt. =g=2S WEIIE Sot HEetstth. 0l ot
gol OtOuls AHOHHOIE 0.6g2 Jiotl, =g=S HEAGIH SAHIF 22 160mg2! A X 100004 E
MIZEStCE.
AY P 208)

RUE A 0.4mg

e 770.0mg

44 BB 199_6mg

) YalgelE 30.0mg

# :1000.0mg

StES A(0.4g), CHLIE(770g), ¥ S+ MZ(199.69)2 ZEOIAH EEAIIIL, Il 10% Z2ibl
HdIlEclE =Y 300ml € Jtst Chg, UEIIE Sot UE3AIH &tM1kgS M ESHC.

MY Yot 3(FEA)

HYeE A 0.2mg
54 A 198.8mg
Vg 2ulelAe)e 1.0mg

% 1 200mg

tetE A(0.2g), S==% ™=2(198.8g) ¥ Z& AHIOMHOIE(1g)S ZEGHH EAILD, 0 EE=

=

5
£ M3 VW= 200mgS SHEAIA 2=HI10000HE M ESHCEH.

Y AA 4(A-H)

SHE A 0.2mg
LKA 8.0mg
AA5E 713o 5miz} s}H qc}.

2 A0.2g) ¥ #OAZX(8g)2 SFES0 EHAIH AIEH5LE MEIECH

=

MY Aol S(FALM)

SYE A 0.3mg
At § Smg
FA HeE 2RS4E 7HEY 1.0ml7} S|A €}

SAUS OBAIID, MBS CDIE FAIAR HHAINSA Inls AZol =
S 2ESYO0ILAIH SRAIICH
2 2e 0/ SO MAYHS HXEZ 5t0f NGl JISEAXL, CIABE #13 U B0 2 Y
3ol 9K ¥ WS HOUX LN 20 + USS ¢ oo g

SHEFE2 A(300mg) ¥ ZSHLIES(9g)2 At Jis8t R0 SoiAIZd 4 1000
0l &

278 |
SHol LerAl( )2 HIERIGIOIESZ2HEO0IDICE RSHl E= 012 AHENCOZ FHEN=E &
? N,
Het-—X-—C—E:[\> (n
N

AIIAAM, Hete MS2Z2IASsS, Ms2AHENs, MS2INEIS, AM0IS22Z-MsgzZ s, 0
2¢2s, MsS23A18, UERIS, o0IEES4IS, MsS2I2IIPIEENS, % 222 X
Z 0IR0a 22 RH M8 XIS 1 WA 3040 2o XgE = A=, LSeld, I,

El@m, Zg, ElOtCIOHE, meld, melole, 5,6-CIGt0IE2-4H-At0IS 2 HIELEIOLE, A0S 2 H
EtEIOHE, ¢lE, 2, 3-ClotolEz2elsE, s, e=cld, BIXEIQHE, Bixzet BIXEOS, BIX
OI0ICtE, GHIEctololEZ2VAEIQHE, 2,3-CIot0IEZUX0|0ICE-2-2, Fs=E, HIE2UCIEZH
se, 1,2,3,4-HEZSI0IEZ20/AA =2, CSI0IEZYMESAIA, HX2ALA, HSEIOHE & Jtht
Z2 IR0 Z22PH HdHEHE oHZAM0ZE 1A80/10: X= &J1 2= HHZA02E &
o BARA E= ZARX0 2ets S Z8 £= -NH-0IC.

d3g 2
IS0l QLOIA, HetdlJl 2BFAIOIT XIb SRl 2ol 58t
~
R—— | |
AN
| Re
Rl
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AJIMOIA, R 2 4K, HILLIE, HSLALIE, HNILILIS, ANIS2LL-HIY
2TE T 02YPIE0ID, R 248K, HSLUIE T 0l2LLIE0H, R

+A2%, HSLBANIE, LEZRIS, olOIS=A0E, NSYIAIREIE E= H2AARO
C

y7s 3

M0l UM, Hetot mEcY, IOIE, EIOtCIOHE, Hleld, Iel0lY, 5,6-CIot0IE2-4H-At0I2
S HIEIEIOLES, AIOISZHIEIEIONE, oS, 2,3-ClotolEzels, QOsE, o=scld, BXEoE, #
X0|0ICHE, 2,3-Clot0l==28X0|0ICHE-2-2, F=e, HEZCHI=ZF=e, 1,2,3,4-HEectsH0l
EZ2 04Tz, COIOIEZYMEISAIE, BIXASAHE HISEIOHE & JHEZ IR0 ZL2RH

deigs HA-89 SIEHRAII22IE01D, XJF 019 20l HoE A9 SHZA02 &
BART T ZAANN ZE oY 20l HEES,

B8 4

280 AT, 5-[(1-HIZ0IS-3-2)It2]-4,5,6,7-EI E510| S 2HZ0|0ICHEQl &1EE .

¥78 5

HAB0 AOTH, (RIE-2H HXE 2= sigte

H78 6

HAB0l AOTAH, (S)E-2H HXIS 2= siate

y7g 7

R2gholl UM, 5-[(1-(2-Z2 T )A=S-3-2)3t2]-4,5,6,7-HIESIOI =2 | = 0] 0| CHE Q!

for
o
H

30l AN, 5-[2,3-CIGt0IE2LIS-1-2)IIEE]-4,5,6,7-HESI0I =2 =0[0|Ct &2

KI3&t 0l UM, 1-[4,5,6,7-HELIGIOIE2HE0|0ICHE-5-L)ItEL [-2,3-CISt0IE 2| =0|0ICHE

otJl LBral ()2 HECISIOIEZHAOIOICE KM L= 02 2AHEMoz jEde &, ¥
GHEtECoz FEaHse HIUE Sxg2 SALZ Ste, 5HL: =+=8X Z2EH=zEzAN SES ANHEHN
ENP RN
Y N
Het-X—C-—wq \> (1)
N

AIIN0A, Hete MsSZZIAE, Ms2AENE, MS2INEIE,. AMS=2LZ-MN=<2Z IS, Of
SLNE, MNS2IAE, LIEZIE, ol0IESA0E, MNsSLIAEEISE, % 224 X2
OIR01d Zo=22H H=E XM 1 WA 3JHo 2laf XetE = UAs, LIScld, IE, ElQH,
=g, ElIOtCIOHE, Tmeld, melild, 5,6-CIot0I=EZ2-4H-At0I2ZHELEIOLE, A0S ZHIEHEIOHS,
els, 2. 3-Lotolezels, QOE, Uscld, BIXEQHE, gixze, BIXEOE, HXO00ICHE,
HIECIGI0I S 2 I ZEIQH, 2,3-Clotol=2 ¥ X0|0ICHE-2-=2, F=d, HEctol0IEZ2R =,
2,3, 4-HEctol0IE20|xF =, CISI0IEZHMASAA, BASAA, HSEOHY 2 JHHIEZ 0l
ol ZLERE HHE= WHZAOIZE 8011 X= &I Z2= GHZA02E &2 g
X L= A0 ZBEEes Y 28 T= -NH-0ICH.

’

d37g 1
M0l AN, &S0 /2 ZEXNSHEY AMStH Zd=
378 12

Mi1stol UM, A2 2SS0l OILIZE Al & S5 (anaphylactic intestinal syndrome)@! Xl
SHE XAHE.

378 13

H10&H0l UM, L2201 3& Y L= A QHUH i s2ds 792 2/f= RES
XS HQ AMH =82,

78 14
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H10&H0l UMM, =HES0 BSFS, S0/SS(cluster headache) ¥ &X AFES =M kXl

78 15
R0 01 QA0IA, & Z&S0| 2ot U FATEO| MBM AHSH Ta2

378 16

RI0ZOI AOIA, Hetdh 3tD1 LBHAIOID XOb ©Y 2O, 5HT,-+8H LSMEA S8 oK s

N XTHE.

RI
AJIANA, R S 242X, HILZLIES, [AILHLIS, MZLILIES, A0Z22Z-HI 2
22 F= Ol2YZIE0D, R e 249X, HAZYUINE F= 2L IE0H, RS 249
X, H2LZANE, LEZ IS, 5l0|S=2A S, N2UTAIRLY IS = 22 AAR0I0

38 17

H10&0l UM, HetIt LmEC2IY, HIE, EIOICIOHE, Tleld, meldld, 5,6-CI6t0l=Z-4H-AL0l
SZHEIEIOLE, MOISZHEEIONE, o=, 2,3-Ciotol=E=2els, QUE, Usceld, BXEOS,
#iZ0/0ICHE, 2,3-Clotol=E28X0(0ICE-3-2, F=8, HEZG0=E2A=e, 1,2,3,4-HZct0t
Ol=E20IAAEe, LoIOIEZMESAA, HIASAIN, HTZEOLA 2 JHHIEZ IR0 2222

B Mdegs ZA-88 HHZAO0IZ22IS0D, XJb 0/ 20l HoE HA-S HHRA0I22
Ho BAHT E= ARKN 2EE oY 2Ol 5HL,-+ZH ZFHEMN R2s AHSE XA
g
g 18
5101 LBHAI(NI)2 OFRI, OOIS S OIS 37| LPAI(11)S =AM T= 0o HBSH R
SHO BFSAIRES SHOZ GHM, oD YErA(1a)9 HIERABOISZHMEOIDIGE REHME ME
t

't
Het—X!—C N
ﬁ\> (1a)

N
H

HOOC

\O[N\> (1)
N

Eree—3cr — 52X cexx>

PIA0A, Het= MsSZ2ZIE, MS2AEIE, M=22II€18, MOS2LZ-Ns2ZE, O
E%%J%, NeS23A18, UEZIE, ol0IESA0E, MNSZLIAPIEEIE 2 22HIN=2

0120 & Zo=z=2RH HA=8E XIS 1 W 30 26 xigtE = U=, =S4, IE, ed,
g, ElotCliotE e, melolg, 5,6-Clot0IE2-4H-At0I2 2 HIELEIOLE, AOIS2ZHIEIEIOSE, 2
£, 2,3-CslolE20ls, oICE, Qseldl, YHXEQH, HxZet BZXE0IE, YWXO0|DICE,
Ectol0lEZHIXEIQE | 2, 3-ClotolEg2dX0|0ICE-2-2, FA=el, HEZ0EZR=2!,
1,2,3,4-HECISI0IEZ20|AF =2, CIol0EZHEZSAIE, HIZS AR, HZEIOIR 2 IIHIEZ 0]
S0A ZLZRH HET= GIHIZAI0Z2 &0/ Xwg Al HolE |E1|§/\ 012 &to| A
X0 Z2EE oY Z2E = A HoE JHZA0I2E &2 EtARKN Z2&E -NH-0ICt.
A8 19
ol LBtAl(llla)l GIHIZAIOI2E SIS ofJl LErAI(11)9 =AM T 019 BESd 8%
Het BISAIZE EAO=Z 6t0, oFJ LBtA(Ib)el HEZGHIEZHEQIDICHE |SSHME MZX6t
= 9.
S

Het—X*—C ﬂt\> (Ib)

HCOC N
g

N

H
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Het—X*— (EEIm)
AJMOUIM, Hets MZLLIE, NIALIS, HSYILIE, AMIS2g-MzLLIE, O
SSu0E NILINELIE, 2 2R A%

Sg¥IE, HSgANIS, US=IE ool
2 012017 PoORSH SE HA 1 UK KO Soh X 4+ s, DB, IS,
EIQH, =g, ElotCIorE, melel, Wel0lel, 5,6-CI5k0lS2-44-A0I2 2 HEIEIOHE, AHOIZ2H

=

EtEIOIE, o=, 2,3-LIgtolERQE, CeItE, =cld, H=XEQEH, BxRIZTe WXIEOS, X
Ol0ICHE HECIGIOIEEHXEIQH, 2,3~ CloiOl‘:E‘?ﬂEOIDlUK—Z , T =g, HE:CGI0IEZH
=g, 1,2,34E|| ctol0lE20IaF =¢el, ClololE2HXEE, HXZAIE, HLSEOtE & JHIEZ
012 Zo2=RH dHE= dHZAO2E 80112, X = Hetz LIEIH &D] HoE GIHZ A
0122 ol SARKO ZEE S ZEOICH
a7E 20
St ErAl (1d)2 ESS N-2ASJAUS SEA2Z 6t0, &6t LerAl(1¢)2 HERIGI0IEZ
BMIZO0I0ITHE REME M=ZIote 28,
(V]
He:'—x-—(l:
\(/A I N\ {1c)
N
H
(o]
Het‘—x—é
~ N
IS
N
H

MJIAOIA, Het 2 MZYZIE, NILHLIE, NSYILIE, AOIE222Z-Ha2Z &, 0t
S¢FIE, MSLIANIAE, UEZIE, ol0IESLE, MsSLIBAMNELINE & gzd Xl
2 0IR0A ZL2Z=RH M= XA 1 WA 30 2o XI&E =+ U=, 2,3-0sH0IE2HE0]0]
CtE-2-=2, HX0[0ICHE, 0HE, e L= TS0/

|
2 1 R 4
Het = Het LH2l -NH-DJI (MM, R & MESL2OE, MsSLALIE, M=%
SzgZ-M2LAIE = or2gZIasothz Mo Het1 CZEH SE&EE dold
E0IH, X= &I E2E oGlHZA02d 2o T= ZA3X0 &

KHI1E0ll A A, Het It Rt (OIDIM, RE AT C= NSLZIS0ICHO 2.
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