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+EHM XNHHOILD 24 2HIE AMoIH SHALMZA SEGHC
M 2HE =9 S|IAEIRIS X=2ote 2SS XGHstE O AO0AM, SA9 SS|AERNY AEOR
= E02 SsUE 22X 2RI W20, 0 2SS0l EZsE olAED 2LSH s HRE STARA
Ch, {I =2HISo 2Hs SsHZAN ZHAM Use BIAELIO 0l2ig 22 H, +=8HE Sof X
M H(&EX : Black, et al, Nature 236, 385, 1972) M&EXQl S5l AEIRION Hy =2 XFEMO
Ol HYHMEX L=CHEZX : Ash and Schild, Brit. J. Pharmacol., 27,427,1966). 0| =00l CHE
Az LdaNMoz SWAEQI H, =83x 2ZEHC 22002 M MESE SE R 40| 2ot
H LSS ACHEZ G.J. Ourant, et al, J. Med. Chem. 20,901,1977). ScI0I0IED} A& O
2 B20 H8ds 2D YCLE, EP E0H Oist MZ2sH 0840 ZEE Aoz 2AFED QY
Ct.
H, ZSMZAM HWIIED JAes OHEOIIEE B2I00IE 20 O &s01 A2 MU 2R S0HAl
Saoil S4 EAZ(2UE MES) HI20 HEIONIEE NS MEZ AISE 4 gt
EI22d01E 8 CHalol AlO |IE9 ZSZMQ AINEYE2H,
§ 2

F==20tLICH: &0l &%E OIElot
ZEMZ A OIEIOIOIZ0IA LiEILIEE S4 22 E0[ 8101 HEIODIES €2

AHEIEE 20 Ol22 ALY ASFTez N IS0 AMAsSEHD ACH JHL
D& D 200 WXl 300mgel 22 12 235 S0cioF 8tC. me2tM ol2e 2BES, 24

oF XI&E D HE &8s Ze SES 20Dl fAdh H, =2H XISH =20k CHEt HRE =&l
H ot =201, SIHA H, -&=2Hd Z&HI[2HLIEIS (AH 19065) & EIEIEI(ICI 125,225)]10F Al
HEIZD SASH st X (HEEH, 54 34 E2 gRole &8 HEEIHNE =HM)E 2
= W22 B ZJUACH. AOGEEH 26t &I FIotA ZEH2 =& FFstA X0l= 0l0ICHE0]
2] of0l -2 =t 2-20LICI =-ElOFE &t 2ol XI&t= diofl UCH. SHLEIE (& X -

Bradshaw, et al, Brit. J. Pharmacol 66,464 P, 1979) % EIQEIT(&E#ZX : T.0.Yellin, Life
Sci., 25,2001-9,1979) =Ct AME2U AEWHAME H, =M ZSHEIAN £ MAHUW AEHMHE 2
&b 2012 AHNMZA AHEIZEN s d8s &82 2= A2 210 UL

dEHO BEH MZ222JtX2 H, =i Z2&H0UH =Mool &8 =ME oz X&&E otoitike O
S0l gR=E HY&ez XSsEgo=zZMN, |4 ZHIE 9HGte dE8s H-XUH 488 2= I =
&0 =S&Eles NS LAHGALCH.

H, =2 2&Hes & 2H IHHZIA S8 29 otllel, ZE=[Yoshioka T., Monafo W.W.
Ayvazian et al | & AMAESHBEH[Jerome P., Trzechiakowski and R.

— >
3

J. Surg. 136, (1978)] &
Levi, J. Pharmacol, Exp. Ther, 214,629-634, (1980)] X220 % HHsdl K&ttt o™ A=
Hi £ H, 28 HE E&ol AEols 210l K88 £ UI[Barry L. Tepperman, Eugene D. Jacobson

et al., (Life Science, Wol. 24,2301-2308(1979)].
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- ® (x1)
N NH = C = NH— Ra

50:9

A BEAL( N, N'-OIXI&E HIOLotilcle S&4Fl LYo 2dl, HESH &ASsSdie Bl 0t

E WAt A2 ASOIH NSLE =Moo 20 WA 50TCe 2Z0HA AtSFAIZeEN =SE

QICtH.

F. OS2 LBrA(XI)S 1(N-ZZL0I0ILZ2Y)-0|0ICHE, = GHJI28[T. Saegusa et al., Tetrah.
_ C_ N_Rz

Letters 1283(1974)]10 Jl== =20l W2k AgCl Z=THoHOl LEHAl - O OIALIE

— =2 -/
g 2 o|0IctENe s BSAH WM =S& SUSE=S =Zcootk &0 deral(1)2 otelnt ¢

o
O
Z
|
&

USHOZ WSAIHL, T LUA(11)9 ORIZ CuCl ZTSN Lwrs e o
OlALIEE N &E BHSAIZICH.
CH === CH
N L — CH = N — Ra (A1)
Nen
— -

A1 AOIA Rz &JI0IA HE et &L

STt = HES £= CSM) 22 228 RIISH ZWotH £ & UL

20
Bt=S2 100 WAl 150C2 2=0AM === 5tCt.
F

Sell Mel MIZEE YOA(]) sE22, 2I £ RIMS AR50 SAmol g
o5, = SEES AIRA ASols MO BHN HEs B SOH HSAAEH ADINA &
ol Hiot X2 PEM A 2IIHOR MBAIZ = UL

Sol HIRIE A2 @A, s, ROEY, HE SEM0I0. +SE =S S4NCE 20| =i
gt

AJI0IM IZE HIS 201 AErAl(1)9 SIBE U OIS MRISNOER HEE M RIIAS AME
HIE SHSts He 83 i+:+x1|0|u. Cobd, OIDIEl 2tCIZr0l #iME 4ol met /X0l =Mst
R-Ry 2 ROt +ARX0IN R It GHOIESA, HE, M, -T2, 0/A-D=2E, -2, 04F
2, 22-vg, 32-%, Lﬂswg, sM, MY, S92, 2y, o-HEYY, ZRY, T2, o-
HE-Z2m2, Ao:, =E2=2d, Wa, A0SZZ2E, A0SZIZ2=ME, LIHEY, A0S
DERHY, WY, AOI22HA, AMSRHAMNE, HY, p-222HY, p-HIHY, p-HSAH
J, HEMOSANY €5 -ZUHEY 1S ABA()o HEE /S0 MpSNoER HEs o
Solgle uimoz MO0l HE 2400 B2 AN Y ISE 9 ¥ ALMEA sz
3t St820ICH

2 w0 B2 Sol BN sEEe Sl 20

N-OIE2-N'-[4-(010I L+ B-4-2)-HIL ] L S010I ! (&S 11)

N-Ol A T2 E-N'-[4-(0I0ICHE-4-2)-H L] ZS0HIE (B 13)

N-22-N'-[4-(010ICHE-4-2)-HIL ] ZS010|E! (BES 14)
N-n-Z2E-N'-[4-(0I0ICHE-4-2)-H L | EE00|E) (3HEt2 18)
N-22-FE-N'-[4-(0I0ICHE-4-2)-H L | ZE00| ) (3HEt2 19)

N-0l & S EI-N'-[4-(010| C+Z-4-2)-HIL | ZS010I ! (3182 20)
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N-Zg-N'-[4-(0I0ICtE-4-L)-HIL | ZS0t0IE (3tEE 23)
N-AOISE2EZZZHE-N'-[4-(010ICtE4-L)-HE]ZS0t0IE (3tE= 26)
N-AHOI 22 EZ2E-N'-[4-(010IC+E-4-L)-HEZ L S0t0IE (3= 32)

N-( -2 L2)-N'~[4-(0101 THB-4-L )-THl L ]
N-(2, 2-CIHIE)-A0I 22 Z 22 i Z-N'-[4-(O]
SIAEIDI H, £ e 2ax82e 5
ol B SZE M 2HIE 5
T MAILY A OIAM LIERGETE.
A PTE KA &

I

m

lo
:Oé

>
o on
>

—
==

|>
I
2

=]

A o - 95%C0 , : 5%)3d -l & et

(50ml)LHOIl SIEAIZ] 2el= D2DE AMEHM SHECJUCH
o 6022t &XIs Cs &S-AHOIX IIHEHN AHZE
A MeH L OtE-JI=2H (heat-writing pen recorder)S Al
SIAEIDION CHBH BFS (BI®H), 10 g, ml & 302 2+2oZ 33
s£2 SX0 EOtotL, A0 SIAELIES CHAl ELSHCEH
OlXl= BtE22 olAE2I0 st = BtE1 "lwotl ol AE

FSICH. H, 2E8He B2 R8s%(ECyh)eE ol 280 Il ZE 2U4dY
FSFCHD.r. Waud, Analysis of dose-response curves, in "Methods in Pharmacology" vol.
Smoth Muscle, Ed Daniel E.E.Paton, M., PLenum Press. New York(1975) : Ash and Schild Br. J.
Pharmacol. Chemother. 27, 427-439, 1966]. TS HE12 AJINA =S= ZUE LIEtH 210ICH.
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T B0l CHEE "AlE 2"
=]

) | EDs 102 M

11 30

13 . 9.2

14 9.3

18 4.4

19 15.0

20 6.5

3 7.4

26 4.8

32 37.9

34 16.8

36 12.1

37 50

Ao el gl 340.0

BLAI(])O BEtE & ZE S22 =228 ZE22E AHUUA ClE 5l=etel ¥ mjorain 2
2 MYFOI H, & olAE2N 2ol AME = SlAELIN oS FEEEE 2AMolse O K88 242
2 MO, SIAEQI 2ol 2&E /A& ZHIE AHMots AME SEE2 &s2 o)l 28 (Gosh
and Shild, Br. J. Pharmacol. Chemother. 13,54,1958)01 2t A& SIE&ES2 A2 FHOl ZHU
C= MOIXNELH S0HE & Ot UL
ACH ECIHER(PE )2 &USHD SR ZESIH AMES22 0 AH(RAE, 1g-kg71 =2
Wz LIS 2Z0M SXAIC. fIE MAGIH &Fs SA22 MHotLD, M2l AH=(0.5ml -
="' gre)z LZ=2(Jobling) s EHIZE MESH £ HEHOZ ERAZ O3 0==0 |2
FES 302 Wl 221 0l AMzQ & g2 IN SMNJUHESZ IS (uEeE HEA). =X
& 2HI20] LHOIH EH SIAELIS MO S2(1mg. kgthq)% AEGHD AFEI2E St FXIAl
ZICH. & 2HISZ0| LHS =02 UOIXH AlIE SS9 S22 HUU FAMZ SIHAIIHM =2
g gtg S22 PEICH. O OS, E= Y-l Ol B0 2 HASICH Alsst 8oz AEE 3E
£2 100ug/kgf1 E= 0l Olotz HUW SOAl HEHS 228 ZHIAN 24 S LIEFLRICH
Ol 205 OS E 110l Jl=otALt
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SIAEIEI-RE 914 ZHI0 CHEt "ML

3uE EDuomg/kg ™ (7 %)
1 0.02
13 0.0129
14 0.024
18 ' 0.0111
19 0.0223
20 0.0259
23 0.0559
26 0.0235
32 0.0366
34 0.042
36 0.030
3 0.034
Aol gl ] 0.560
* 28X= S22 JIMEAN AFE0t EAISH 240ICH
QBLAI(])O] S5l HiIgAst E829 34 S42 51082 A/AAL OI0IAE AEGH] 18AI2E &
HAANZIZE, ANE 22 18 37 FOHEEZM g SHE = UL FOHEXA 142 =0l XA
22 TIIsCh. ZWE U2 EIIIN JI=0otU2H =Xe= S22 JIHNZAM AFE0tH HEAIS 240]
Ct.
[ 1]
0y e A abolas /A
_ rloj 2] +
11 "500mg/kgN 4 3/5
13 500me/kgel A 2/5
14 - 500mg/kgN 4} 1/5
18 375mg/kel A 2/5
19 500me/ kgt A 2/5
20 250mg/kg A A 2/5
23 250mg/kgl H 1/5
26 500mg/kg{ 4 4/5
32 500mg/kgol 41 0/5
34 500mg/kgot 41 2/5
36 250mg/ kg A 2/5
37 250mg/kgol A 5/5
2 2yo SN2 L AIIA ZoE diet 22 ol olatel dBkAl(])3s2 TEe 012 Melg
HMOZ HEs A PIIH2S BHNEOR 510] UBH X F= PHHMS Z8E A4Sy IN2S
MBot=0l QUCH LErAl(]) FHe2 2 0|9 MZ[stdoz MEst MEIEE F0ol)| foiMeE 12
H e 9 HEele samol ostx HAHO 228 & UL =H22 s =9, P e g
2 EOO Mest e MEE 4 UCH HIEAs SEele 2dE, M, g2d 9 glolgoltt
SHM2S 23, OltHI0f DR, HEX, HetE, 0OUlS AHOO0E, S+ M2, 84 &
= H=+=84 =St 22 24SE ZHd20AM SHECZ AEDe REH E= Ao S=2AZ
= UL, X422 844=01 ¥t 8¢z S0 =gst 22 HAZ A HEscl= 20|
FotCH 2 & H2l= 10 WXl 500mg, HHEHAGHHI= 20 LHKI 150mgS & Rot= 2001 ®2|atCh
G2 Al 2 290 2 A7 g2 5 LS 48 H0IH 01 HAMNUHEL =2 £Ho
HLAOb Meteles HdS OtLIC.
[&AIOH 1]
5-0 € -4-(3-0t0l = H & )-1H-0I 0ICH &

HEtE=0 =2oi=l 5-HE-4-(3-LIER2HY)-1H-0I0ICHE[R.  Morgenstern, e
03(1975)1(84g)2 OO &L A20AM pd/C 5%(0.89)2 =Motol 2=AFHA|
Al X

t al. Pharmazie 30,
1 = 21
S+ FS0HE U ) SHE L HEIZAIFH 62.502 =

Ch. OIEE2 =40t
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) 1 C69.12, H6.43, N 24.40
HIAEXI(%) © C 69.34, H 6.40, N 24.26
2

a) 5-HE-4-(4-LIERH Y )-1-H-0l0ICHE
N 5-BI€-4-HY-1-H-0I0ICFE[R. Morgenstern, et al. Pharmazie 30, 103(1975)]1(50g)

S 96% EAH(100ml )0l =24 FHOISHCH, £S& Xt SHE 2AI12 SO 100C2 Ji€ol) 2

( |8t = EH\I 70CZ 20AI2F S0+ JrgstCh. H=2tst 90”; 30% =&

1 =1 P-LIE

=

=
to
o

RS M=2Im

Hon

Ql
Y

J
~g2002 Z3ARC. HFE DH(0 -
30%0 HArS OIS0 019 BAEoz MEBAIRICH SIS 0 ¥ P
2 NWBIADA e8t Te-0l4HE +S8T Hek-lUsS Rex ) e
HE-4-(4-LUERHL)-1-H-O00ICIES TS ©HHAM ARSI =28 =HZol 2=

oo & o
Mo

W
x

Im
0

9
0x |
!
N
o o
T lo
= 1o
o

_m
i

Il

o
o4
N

190 LHXI 191°C

¢ CyoHoN302

[(%) : C 58.94, H 4.42, N 20.81
[(%) : C59.10, H 4.46, N 20.68
-0l -4-(4-0t0l = HI 2 )-1-H-0I DI+ &

S0l SoHAIZ] 5-0IE-4-(4-LIEZHE )-1-H-0I0ICtE(60g)S THIIY 2 A=20A
%(0.79)2 Z=THGHOl =ASBHAIRICH OI222 A & =
A2 4302 5-0IE€-4-(4-0t0I = H L )-1H-0I0ICIE S =S5t

: 215 LHXI 216°C

© CyoHiiNg

XI(%) : C69.12, H6.29, N 24.15

XI(%) : C 69.34, H6.40, N 24.26

AlGI 3]

a) N-[3-(0IDICtE-4-2)HE]-0E OtME OIDItIOIE

4-(3-0101 HIY)-1-H- OIDIEE[W Schunack, et al. Arch. Pharm. 306, 934(1973)]1(15.9g)1 Ez2l
e <QZ2& OIMHOIE(18.17g)22 EE =22 0229 E=0l =82 MK JIEsCh, MAS
IME A8 og2-Cog o211 V/V)E2 28 MZESAIA 21.692 N-[3-(010ICHE-4-L )-H|
d1-0e OlHlE Ol0IHI0OIEE £S¢t

126 WXl 127°C
© CygHisNa0
: C68.14, H 6.64, N 18.01
: € 68.10, H6.59, N 18.33
APBH 2O 2 HIEBHC} :
CHE-4-2)-HL ]-0IE OLME OI0ICIOIE
ND-1-H-0I0ICHE & E2INZY2Z2E OIMEIOIES
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[(%) : C69.32, H7.08, N17.15

XI(%) : C69.11, H7.04, N 17.27

-(5-DIZ0I0ICtE-4-2)-HIL]-0E OtAME otoltIolE
|2-4-(4-0l0I=-HE)-1-H-0I0ITHE % ECINEXREE OLNHIOIEE

ey, & 2 B
E'”ﬁ&JM
E# v
W
ne
Mo
I
Hu
>
olo
Qﬂ
=y
1>
n

& 171 WX 172°C(Et,0)

FAaE4A 1 CuHiNO
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A=X(%) : € 69.43, H7.09, N 17.34
HAXI(%) @ C69.11, H7.04, N 17.27
N-[4-(0I0ICtE4-L)-HE]-0E OLHIE OIBIHIOIE

(| Ol=-HY)-1-H-0I0IC+=[E. Balaban et al. J. Chem. Soc. 2701(1925)]%L ECZIHEEE

HEHIOIEE SYL=2&=Z AIE0l =S8t}

X : 144 WX 147°C(Et0)

SAAEM 1 CigHisNs0

A=X|(%) : C 68.21, H6.60, N 18.14

HAXI (%) © C 60.10, H 6.59, N 18.33

(b) N-BIE-N'-[4-(0I0ICIE4-L)-HE ]-0LMEOIDIE (StE2 1)
OlEF=(20ml) =2 N-[4-(0I0ICHE-4-2)-HE]0HE OIME OIDICIOIE(8.02g)2 =
O 33% HEO2E 330 ZH™H(2D| 8g2l, = 24g) 6 SOl HIISCLH. SH=2 g
A=2ES2 10% S0 ZSoHAIZICH. & 2HZ2 HE OIMIHIOIEZ AIAGHD 10% ==&t
Z 107tX EIIA8BIAIZICH. 22I9 DHE WS 22D HXAIH EXH 38
X : 226 WXl 227C

o
LA 0 CioHiNg

| OIEt= =
A AIZID

an
o
()]
(@]
1o
1
Jn
il
o

=

im
R = =

: € 67.53, H6.53, N 25.98
: 0 67.26, H6.59, N 26.15
& 170 WAl 171°C

Ol0IE = &=gt ot 201 Hgst g OtME OI0ICI0EE EZL=EZ MECNH &
HIZ= 8t

'-[3-(5-HIE0l0ICtE-4-)-HE ]-OtH E0lDIE (atEE 2)
1201 WXl 202°C

o CiaHisNg

XI(%) : C67.77, H7.05, N 24.18

XI(%) : C 68.39, H7.06, N24.54

SIOIEZ22=2201E & 8& 260 WXl 261T
N-OIIE-N'-[3-(010IC+E-4-2)-HE Ot E0IDIE (3E= 3)

& 117 WX 120TC

24 1 CioHulg

Z oo
2 gjo

x
YR

0z
T 2
|0

W M o F
B 0 2
HI il
x L

X
>

o
B 0

AEXI(%) : C66.86, H6.81, N25.82

HI&EXI(%) © C 67.26, H 6.59, N 26.15

SIOIEZE2Z0IE & : & 288 WXl 290TC
N-OIIE-N'-[4-(5-CI 201 0ICHE-4-2 )-H E ]-OtN E0I0IE (3HES 4)
& 223 WX 226C

o
LM C13H16N4

o

A=XI(%) ¢ C68.45, H7.08, N 24.36

HAEXI (%) :© C 68.39, H 7.06, N 24.54

SIOIEZ22=2201E & 8& 283 WXl 285T

[& A0 4]

N-CIE-N'-[4-(0I0ICHE-4-L)-HEL]-ZS0t0IE (&S 5)

S OoE odZ(1oml) =2 N-HEEZS 01E(2.36g) SH0 <= CIOE OoHZ(30ml) =<
iz Z2=22t01=(5.629)2 EBHS 0COUHA H/\-Iél EOtetth. 1AIZE SQt wetst =, FdE A
DHE st ZAl CISAH50mI) =9 4-(4-0i0I=HIEY)-1-H-0I0ICtE(1.5g)2f S EH HOts

Ct.

Sg== M ubtotl Y AXZANZIL. &F=SES =22 Xilotd SHE 10% =MHLUEESR
Z pH 100tX SI1dstAlZl = —rE|5| HH=S W2 OtMIHIOIEZ F=EE&C. RIIEAHS &4 0t

Us2=z =06t &2 HEXAA 0.75g2 £ OlOIEE =56t1) 0IE OtME2= MZHESHAIZICH
& : 189 WAl 190C
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FAaE4A 0 CyyHeN,

AEXI(%) : C65.55, H5.92, N 27.56
AbXI(%) @ C 65.98, H 6.04, N 27.98
Z0HIOIE & && @ 188 WXl 189C

[
N-Ol €-N'-[4-(0I0ICHE-4-2)-HIL |-Z S0t0lE (3& 2 5)

CISS2ME(15n) = N-HEXZSO0I0I=(1.489)21 EA0 CIS==2ME(25n) S E2lNE =

Am EFLZEYO0IE0l EH[H. Meetwein, Org. Synth. 46,113(1966)]2 0COIA A M3

HOLettt, A20lM 6AI2E S mEtst =, S (1oml) =2 4-(4-0t0I=HE)-1-H-0I0ITHE (2
I3

5t
0)S ZDISILE. EES UM nBtst & S AT AI2ICH

N-CIE-N'-[4-(0|0ICtE-4-L)-HIL |-EZS0I0|Cle] ERQZLY0E E2 20 oAl =SHsS
10% =&SILIEE2Z pH 100K ZIIHS AZICH. Z2ESE ME=22 Aot 2210 1.49° =X
ZIEO0IHE =58ttt

=& 189 WXl 190C

CS S22 Hgsd 0l0ICEE HYoll 2 N-X&& ZE Ol0IEE sSY=EZ ol RAHSH &
Hoz NSt

N-32-2E-N'-[4-(0I0ICHE-4-L)-HEL]-ZE0t01Y (S &2 21)

ZOHYIOIE & & : 192 WXl 194TC (OES).

BLZA 1 CohHpNyOs

A=X](%) : C55.94, H5.67, N 11.68

HAXI (%) © C 55.69, H5.52, N 11.81

N-HIE-N'-[4-(0|0ICtE4-L)-HL ] EZS0t0IE (SIES 38)

EIZEY0E & & : 106 WAl 109C

JAAZA 1 CogHgoN4Or2

A=X|(%) : € 53.99, H6.48, N 8.94

HAEXI(%) @ C 53.84, H 6.45, N 8.97.

[&Al0] 6]

(a) N-IE-N"'-[4-(0IDICHE-4-L)-HIL |-EZE0I0IL (SES 5)

24 EZ2 20ml £9 4-(4-0l0I=HY)-1-H-0I0ICHE(0.89) & OIE N-HE-EZZE0|0IGI0IE &t0l
CZ2 22210/1=(1.869)[F.H.Suydam, et al., J. Org. chem. 34, 292(1969)]2 HHEIMS AR AM 2
ASOt WBHEHCH, EYE 2dg SY 2AXAPID UM AFES 20 SdHA2ICH. =S8 292
10% =&SHLIEE 2 E pH 100K SI1 8 & AI2ICH.

ZclE MHdEZS2 UHE OMIEIOIEZ FE£6tL KI| 2SS Y HXZAIILD MH=22 012 dlolE=z
2220l H2 Sall M3 0.3502 HH stEE22 2HH DMZA =S8t

& : 280 WXl 282C (OIE=)

AAEA C11H14C|2N4

Al=X|(%) : C 47.98, H5.26, Cl 25.78, N 20.21

HAXI (%) : C 48.36, H 5.17, Cl 25.96, N 20.51

(b) N-HIE-N'-[4-(0I0ICIE4-L)-HE]-ZE0i0IE (&2 30)

509 4-(4-0l0I=HY)-1-H-0I0ICHES OINIE(25ml)=2 Ole N-H=-ZZO0|0/HO0IE(0rg. Synth.,
35,65(1965)](4.69)21 SH =L, A 20 A 4A12F S0 uwetst & =22l DHE ot &

S0l HAXZAIZICH. MEZ2E OLMERLZ XHMoldotl Loz M-S AIZICH. OAIHEIOIE o:'OE/\-I
Z2FstE N-HE-N'-[4-(0I0ICHE4-2)-HE]-ZS OGSt 4.6021 HM dMEId=sS =S5

ron

& 1 123 WXl 124C

o
AArEM CgnggN404

AEXI(%) ¢ C62.58, H5.72, N 14.69
HI&EXI(%) : C 62.81, H 5.80, N 14.65

A
Hy
=
0l
_O'ﬂ
2
10
=
@

s stg=s= Hget OI0ICEE mEotel & g ZSO0I0IC0EE 2=

24-10



88-001317

N-3, 4-DIZSCISAIHE-N'-[4-(0I0IC+E-4-2 )-HIL | E
Z0HIOIE & + & 140 WAl 1417TC

AArEH CQ5H22N4010

o
f=
=
gul
™
o]
0
wW
&

AEXI(%) : € 55.48, H4.15, N 10.50
HEEXI (%) :© C 55.76, H 4.12, N 10.41
N-4-222HE-N'-[4-(010ICHE-4-L)-HE | ZS0t0lE (SES 41)

OLMIEIOIE & : & 78 WXl 79C

FAEA 1 CuHaiCl N0y

A=XI(%) : C57.73, H5.12, Cl 8.63, N 13.36

HAEXI (%) © C 57.62, H5.08, Cl 8.50, N 13.44
N-4-S-N'-[4-(0I0I1C+E-4-L)-HL |-ZS0I0IE (TS 42)
OLMIEIOIE & &8 : 91 WXl 92C

AN 1 CoHasC NSO,

AEXI(%) : C62.98, H6.13, N 14.08
HI&EXI(%) : C 63.62, H6.10, N 14.13
N-4-OtLI&-N'-[4-(0IDICHE-4-L )-HIEL -2 S0t0le (3& S 43)
Z0HIOIE & && : 131 WXl 132C

FAEA 1 CosHasNaOg

MERI(%) : C57.01, H4.64, N 10.71

HAXI(%) @ C 57.25, H 4.61, N 10.68

N-(3, 4-CIHEO0IASAFE-S-L)-N'-[4-(0|0IC+E4-L)-HL | EZS0t0IL (SES 44)
& 204 WXl 205°

HLEA 1 CisHisNs0

A=X(%) : C63.91, H5.40, N 24.85

HAXI(%) @ C 64.04, H5.37, N 24.90

[& A0l 7]

(a) N-AIOH=-N'-[4-(0I0ICIE4-L)-HEL]-ZE0l0IE (SIE2 6)

HEtS =9 4-(4-0l0I=HY)-1-H-0I0ICtE(25.3g) & OIE N-AlOt: ZEOOIHIOIE
(18.79)[K.R.Huffman et al., J. Org. Chem. 28, 1816, (1963)]2 SUS A20IA LAl WEHEHCH,
EE%@E?WH ZESIE MAES Aot 2o H2AE HEt=SZ MESHH 30.792 EHM SE=ES
228 234 WXl 235C

HAALZA 1 CiHigNs

A=X(%) : C61.94, H4.36, N 32.95

H AR (%) @ C 62.55, H 4.30, N 33.16

s steg=2 HEs OI0IGEE HE Ol ES2=E 2 AME0tH |Ae Z$H 22 MISHCH
N-AIOt=-N'-[3-(0I0ICtE4-)-HIE|-ZE0I0IE (SHES 7)

=& . 206 WXl 207C

HAALZA 1 CyiHoNs

A=X((%) : C62.60, H4.22, N 32.84

HEEXI (%) - C 62.55, H 4.30, N 33.16

N-AlOF=-N'-[4-(5-0I €0l 0ICHE-4-L)-HI L |-Z 5001 H

28 236 WXl 238C

HALZA 1 CiHiNs

A=X(%) : C 63.44, H5.04, N 30.94
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HAEXI(%) @ C 63.98, H4.92, N 31.09
N-AlOt=-N'-[3-(5-HIE0I0IC+E-4-L )-H L |-Z S 0t0| &
s& 1 221 WAl 223C

A1 CHiNs

o

o
B 0
Bl

X(%) : C63.96, H5.06, N 30.82
X(%) : C63.98, H4.92, N 31.09
N-AlOt=-N'-[4-(0I0ICIE-4-L)-HIL |-ZE0t0lE (38
4-(p-OL0| = HIY )-1-H-0I DI C+Z(113.8g),

F22 100COA 2022t Jrgém A 01H BAItS Ot

o A=

X‘” §|’x:t§a —|——|3\_I'E+
& @ 236 WXl 238T
(b) N-GIEZ-N'-[4-(0IDICHE-4-L)-HIL |-ZS0t0l1E (&S 5)

Ote-N'-[4-(0I0ICtE-4-)-HIL]-ZS0t0I1El(20g) & =(70ml) =2 35% OIE0t2lol stetol &
P@EP. =220 DM N-HIE-N'-[4 (OIDIEPE—4—%)1HIE']—E§O OlElol SHe=Z
Ct. O DME OGitotn =2 MAEg COS 2X0t0 13.45¢21 HAH steg=EE =+=Sot, 0l
o2 ZESAIZICH

PSS

& 189 LHXl 190C
Z0HIOIE & && @ 188 WXl 189C
Cl

o
2 stefE2 Hgst N-AO=-ZES00IY |REA

Fl JIN'

X

a

—
~

lo rmu
OII

b

i
W
nz
i
[l
y
=
h
Qvﬂ
=
10
=
@
0z
I
0
Hy
x
P
o

t

tol
o
o
x

N-DIIE-N'-[3-(0I0ICtE-4-2)-H L ]-ZS0t0l & (
g & 149 WX 150C (MES).

HAZA 1 CigHaoN4Os

=2
=)
Im

A=XI(%) + C51.93, H4.73, N 13.15

HAEXI (%) @ C 52.78, H 4.66, N 12.96
N-OIE-N'-[3-(5-HIZ0I0IC+E4-L)-HE]-ZS0t0IE (
& 1 180 Xl 181TC

o
LA 0 CioHiNg

tor
el
1o
e

AEXI(%) : C 67.40, H6.67, N 26.40
HI&EXI(%) © C 67.26, H 6.59, N 26.15

N-DIE-N'-[4-(5-HIE0I0ICHE-4-L)-HE |-ZE0t0IE (3t&E 10)
& 225 WXl 226C

FAEA 1 CiHulg

A=XI(%) : C66.81, H6.70, N 25.82

HAEXI (%) © C 67.26, H 6.59, N 26.15

N-OlE-N'-[3-(0I0ICHE-4-2)-HE]-ZS0t0Ig (&S 1)
SlOIEE22=2240l= S & : 253 LKl 254TC

A 1 CioHigCloNg

AIZXI(%) : C49.92, H5.70, CI 25.00, N 19.56
H&EXI(%) : € 50.18, H5.61, CI 24.69, N 19.51
N-SE-N'-[4-(010ICHE-4-)-H L |-Z20t0IE (BB 12)
SIOIS22 2210/ & SX : 206 LYK 208C
HAALEA  CuHaClN,

AI=R|(%) : C53.48, H6.51, Cl 22.63, N 17.59
AR (%) : C 53.34, H 6.39, CI 22.49, N 17.77
N-Ol2 Z2E-N'-[4-(010ICHE~4-2)-HL|-ZS0t0IE (382 13)

24-12



Z0tdI0IE & &8 ¢ 130 WAl 133C

AArEM CQ1H24N408

=

I
=
=

: € 53.91, H5.30, N 12.36
: C54.78, H5.25, N 12.17

N-2&-N'-[4-(0I0ICHE-4-2)-HIL |-ZS0t0lE (32 14)
20IE & 88 : 153 WAl 154

0
k>
Al
x

* Co1HooN4Og

nx

=XI(%) : C54.85, H4.71, N 11.93
HAEXI (%) @ C 55.02, H 4.84, N 12.22

-GHOIES AI-N'-[4-(0I0ICtE-4-L )-HE |-ZS0t0IE (3&2 15)
olOIE22=2240l= S & : 207 LHKI 208TC

LA 0 CioHiCl2NL0

9,_

AEXI(%) @ C 43.70, H 4.34, Cl 25.48, N 20.45
HIEEXI(%) @ C 43.65, H 4.39, CI 25.76, N 20.36
N-n-Z2Z-N'-[4-(0/10ICtE-4-L)-H L ]-ZS0t0| &

=R (
SHOIE2 22201 & 8F @ 220 WX 221C (NER).
AA2H 1 CiHigCloN,

) 1 C51.13, H6.10, CI 21.30, N 18.51

%) : C51.83, H6.02, Cl 23.54, N 18.60
S-N'-[4-(0I0ICHE-4-L)-HIL ]-ZS0L0IZ (
222101 ¥ 87 : 196 WXl 197C (OlErS

JAAZA 1 CigHaoCloNs

A=X(%) : C52.97, H6.51, Cl 22.08, N 17.44

HAXI (%) € 53.33, H 6.39, Cl 22.49, N 17.77

N-Ol AR E-N'-[4-(0I0ICHE-4-L)-HEL ]-ZS0t0IT (&S 20)
SIOIE2222101E & & : 238 LIX 240C (HIEtS)
ALEA 0 CyHaCloNy

A=X|(%) : C52.69, H6.54, Cl 22.04, N 17.38

HAXI (%) @ C 53.33, H 6.39, Cl 22.49, N 17.77

N-(1-DIl € )n-sU &-N'-[4-(0I DI CHE-4-L )-HL ]-ZS0I01E (32 22)
LY O0IE & & : 150 LUKl 151T (OLMIE)

PAASA 1 CosHaNyOg

A=X(%) : € 59.09, H6.08, N 10.63

HARI (%) © C 58.13, H 6.24, N 10.85
N-Zalld-N'-[4-(0I0ICtE-4-L)-HI L |-ZS0t0lE (StES 23)
ZOIAOIE & 8F : 174 WXl 175T (MIEH2).

AASA 1 CogHaNaOg

A=X|(%) : C 56.94, H5.48, N 11.67

HAEXI (%) : C 56.78, H 5.39, N 11.52
N-Z2I2-N'-[4-(0I0ICHE-4-L)-HL -2 E010IE (SIES 24)
HEEZHOIE & 8& : 184 WXl 185C (OIEHS)

AASA 1 CyaHagNi0sS,

[(%) : C42.75, H 4.93, N 13.20, S 15.29

nx
Jh
ball
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HAXI (%) @ C 43.26, H 4.84, N 13.45, S 15.39
N-n-sA-N'-[4-(0I0ICHE-4-L )-H L ]-EZS0t01 Y (SHE S 25)
SIOIEZ2Z222101E & 8F : >270C (HES)

BAZA 1 CigHauCloNg

A=R(%) : C55.35, H7.00, Cl 20.39, N 16.00

HAXI (%) @ € 55.97, H 7.05, Cl 20.66, N 16.32
N-ALOI 22T 2ZH E-N'-[4-(0I0ICIE-4-L)-HL |-ZE00IE (3ES 26)
ZOHYOIE & & : 127 WXl 128C

AASA 1 CoHaNiOg

A=R(%) : C56.21, H5.09, N 11.99

HARI (%) : C 55.93, H5.12, N 11.86

N-HIAFOIZ22-[2, 2, 1]-HE-2-L-N'-[4-(0I0ICtE-4-L)-HIL]-ZE0t01E (3ES 27)
UYOIE @ S : 182 LHXI 183C

AASA 1 CosHaNyOg

A=X(%) : C57.90, H5.43, N 10.94

HAEXI(%) @ C 58.58, H 5.51, N 10.93
N-Z2ZL-N'-[4-(0I0ICHE-4-L)-HEL]-ZS00IT (3ES 28)
SIOIE2222101E & 8& : 215 WX 217C (HEtS)

AALEA 1 CeHiClNO

A=X|(%) : C52.80, H 4.87, Cl 20.62, N 16.27

HAEXI(%) @ C 53.11, H 4.75, Cl 20.90, N 16.52

N-ALOI2 2 A-N'-[4-(0I0ICHE-4-L)-HIL ]-ZE0t0IE (382 29)
ZOYOIE & & @ 139 WX 141T (ME2)

PAASA 1 CyHagNiOg

A=X(%) : C57.89, H5.68, N 10.99

HAEXI(%) @ C 57.59, H 5.64, N 11.20

N-BIlZ-N'-4-(0I 0| CtE-4-L)-H L ]-ZS0t0I1E (3= 31)
SIOISZ2225101= & 8& : 210 WXl 212 (KIES)

AALEA 0 CiHiClN,

A=X[(%) : C57.91, H5.29, Cl 19.94, N 15.87

HAEXI(%) :© C 58.46, H 5.19, Cl 20.30, N 16.04

N-AFOI2 2T 2Z-N'-[4-(0I0ICHE-4-L)-HE ] ZS0L0IY (382 32)
ZOHYOIE & & @ 185 WXl 186TC (OIEHS)

PAASA 1 CyyHaNyOg

A=R(%) : C55.09, H4.74, N 12.48

x

: 0 55.02, H4.84, N 12.22

I
=
=

n = =

N-(a-HIEZ202)-N'-4-(0I0ICtE-4-2 )-H L |-ZS0t0lE (32 33)
201E & 8& : 1887C

BAZA 1 CooHaoNaOs

A=XI(%) ¢ C56.28, H4.45, N 11.87

HAEXI (%) © C 56.16, H 4.17, N 11.91
N-(a-HIE2LE)-N-[4-(0I0ICHE-4-L)-HE ]| ZS0t0IE (SEE 34)

20l & 88 : 1867T

24-14
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10
b

=4 CQ1H24N408

AEXI(%) ¢ C55.87, H5.04, N 11.76

HI&EXI(%) :© C 55.93, H5.12, N 11.86

N-n SE-N'-[4-(0I0ICHE-4-)-HEL]-ZS0t0I (3HE2 (35)
Z0HOIEY & 152 WAl 153C

BAZA 1 CogHaaNaOs

AEXI(%) : € 58.52, H6.35, N 10.72

HA&EXI (%) © C 58.85, H 6.46, N 10.56
N-UIQEE-N'-[4-(010ICT+E-4-2)-HE -ES0t0IE (&2 36)
Z0HIOIE &8 @ 251 WAl 2527C

o

2l AF A 1 CoghagNyOsg

AEXI(%) @ € 56.57, H5.81, N 11.40
H&XI(%) @ C 56.55, H5.78, N 11.47
N-(2, 2-CIHIE)-MO0I2EEEZ2ZHE-N'-[4-(010IC+E-4-L)-HEL]-ZS0t0IE (S&E 37)

CIOIEZZ2Z201E & & : 246 WHXI 248TC

HAArEA C15H22C | 2N4

A=XI(%)  C55.90, H6.53, Cl 20.88, N 16.30

HAEXI (%) © C 56.30, H 6.50, Cl 20.78, N 16.42

N-AHOI 22 AHE-N'-[4-(010IC+E-4-L)-HE [-ZS0t0IE (S&E 40)

Z0tIOIE &8 : 154 WAl 1557C

HAaE4H 1 CosHaoNsOg

AEXI(%) : € 57.59, H5.91, N 10.75

A& (%) € 58.36, H 5.88, N 10.89

[&Al0I 8]

N, N-CIOIE-N'-[4-(0I0ICtE-4-L)-HIL|-ZS0t0lE (32 16)

N, N-CIBIE-ZSO0I0IE CIEZO0tME (8.829) =2 4-(4-0t0I=HE)-1-H-0I0IC+ZE (3.18g)2 XN
£ A20lM 222 WeHsC. CIHE HHEESE Zototed E4e ZS0i0le A (Stes 16)2 o

ototol 220+ (3.99).

& 141 WX 142C

FAEA 1 CHulg

A=XI(%) : C67.02, H6.50, N 26.28

HAEXI (%) © C 67.26, H 6.59, N 26.15

N, N-CIHIE-N'-[4-(5-HIE0I0ICIE4-L)-HE]-Z8 =k

5-0E€-4-(4-0l0I=HE )-1-H-0I0ICtES &Y SZZ MSB6I0 |AIE YHO=2 HMZEEHC
& 228 WXl 229°C

o
LA 0 CiHigNs

AEXI(%) € 69.08, H7.16, N 24.28
H&XI(%) @ C 68.39, H7.06, N 24.54

[&Al0H 9]
N-Ol & -N'-[4-(0I0ICHE-4-2)-HIL | ZS0t0lE (3= 5)

4-(4-0t0I = HI L )-1-H-0I0ICHE(1.590) 4  EcllE 2EEZZW0IE(2.229)2 Eg22 Sz
96% Ea Z=THSHO 100CUHM 3022 JHESCH. OIEF2 (9.50) =2 OIE0t2! 33% SUs H2tE gt
S =g=0 Horetth, ESUS A=20M 20AI2t St WEtotn S AXARIC. =S8 RSS2
10% Satol EaHAIZILD ASHE HE OHMHEIOIEZ MAS O3 10% =&MSUHESE2=Z pH 100Xl
goldal AIZITH. 228 44=2S 02 OtMHIOIEZ F=Zotn EWME SZAIFH 0.4502 HA M4
ES =S8t

24-15



88-001317

) N-DIE-N'-[4-(010IC+E-4-L)-HE El2<d 0t OES(30m) =2 4-(4-0l0I=HE)-1-H-0l0I
=0

|
t

(

CHE (2.3g) & MIE OIAEIAIOHUIOIE (1.15g)2 BUS 0.5AI2F S &RAIZID L AXAIZ
Ch. =S& g4 FIIE 0AZ2EHE S0HAM Sa HAE SHAAHA 4Sols ol0IEx2E=22401=
GOZ MMEAZTZM FMSEICH. SRS EI2RY 0l WA DXI(2g)2 M =S80
& 210 WX 211C

S|
o
A 0 CiHisCl NS

AEXI(%) ¢ C49.23, H 4.98, CI 13.20 N 20.64, S 11.72
HLXI(%) @ C 49.15, H 4.87, CI 13.19 N 20.84, S 11.92
(b) N-DIE-N'-[4-(010IC+E4-2)-HE]-ZS0t0|1g LTl

Datst=A (31%,  1.089)E OIEFS  (5ml) =2 N-GIE-N'-[4-(0I0ICHE-4-L)-HE ]EI2 =2 0
(1.160)2 LS-Y2AE WErst U 302200 2™ HIISHCH 2AI12t S wetst &, S8 &
g AXAIND =S &FSS =2 2832610 0.9502 SHE 2tsetE2 =S8,

A=XI(%) : C50.17, H4.55, N 21.41, S 12.04
HAEXI (%) : C 49.98, H 4.57, N 21.20, S 12.12
OLMIHIOIE & @ & 194 WXl 195C (OLAIE)
(c) N-OIE-N'-[4-(0l0ICHE4-L)-HEL]-Z80t0lE (&2 5)

N-DIE-N'-[4-(0I0ICIE-4-)-HIL]-ZSot0lgl  &Ta (0.99)2 L=4H(15ml)0l EoHAIZID 1Al
s BFAZU. =52 NS 10% ~USFUESSZE pH 100X SJlgst A2l Us OlE OrAIE

r

IEER FEEIL. RISXHS 32 AXZAIFH 0.3g2 N-HE-N'-[4-(0I0IC+EA4-2)-HE]-ZS0t0I
HE =S8t
& 187 WAl 189C

AAIG 1]

[
N-3=2-FE-N'-[4-(010ICT+E-4-2)-HE-ES0t0I1E (&2 21)

4-(p-Ol0l=H Y )-1-H-0I0ICtE  (2.3g), 3=-2EO0ALIEZ (1.25g), AgCl (0.2g) % ol0ICHE
(0.11g)0l E&=S 100CHAM 13AI2 S0t DSttt e g8 EE28S 10% S& 2 OLAIHI0IE
E Xclthh. & BAHES 10% =ASUEELZ pH 6.52 XFot) SEC=2 Mg Us sty
oA Foldst AT, 2elel 52 HE OlMHIOIEZ FHotd JRIIESHUS 3L AHAXZAIA

[& A0 12]
N-(AOI 228 A-N'-[4-(0IDICHE-4-2)-HE]-ZS0t0IE (3= 29)

4-(p-OLDI = HIL)-1-H-0IDICHE  (1.59), AFOI228al 0lALIEY (1.29) 2 Cucl (0.99g)S &8t
SS 150COIAM 3A2F SO DtgsiC, st 8IS ESB2S HESER FE8l. HEES SUS =
o2 H2lst = B AX5tD MY OMEIOIE L 10% JUO2 Z=JEILH & BNUS 7% BUUE

SIIBHS Iy AXNACL. HE2

g pH 7.570tX &JldatAl2l = Ol OtMIHIOIEZ =Zetl.
OtMIEL =2 THZE3StAIA 0.25¢g2 HH HHd=S =58

& 220 WXl 221C
telOIE &8 : 139 WXl 141T

s ZAldls 2 2380 H2s o4sd 2d=010 0 AAIMZ2 Mgtols X2 OtLICH.

48 00 Mo

[&AIG 13]

SN

2848 E 50mg
-=SHEX 217mg
=S dF2 30mg
0tOuWls AHIOHHIOE 3mg
[&AIG 14]

EL L=

-E8HE 50mg
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378 9
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SIIA0A R, Ry, R ¥ Rs= MITEOIA EolE Biet 20,

HM208t0l UM, LEHA(11)2 olelS LBtAl N-R 2 OIALIEZD CuCl =Mool AE g3
A2l=E 2E.

g 2
H20 €= 2180 UK, $SS SHEMWE T= 2HS RIISH ZMoHH $SABIE 2.
78 2

H22g 0l U0iM, 228 RIS HES T (S0 e,

78 24

37 25

M1, 6, 13, 15, 18 &&=
& 4 BItgE HEote ¥

O=H0l UOCTA, S&b, ZOI24H, HE=EL E= LS AMECHH RS

a7 26

M1, 6, 13, 15, 18 E£&= 200 UM, R, Ry & Rt AKX LBA(1)2 SEFSE MESH=
=

e
s
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e

I
10

M1, 6, 13, 15, 18 L= 20&0i RUAUA, OF otet fIXIol EX6ts LBral(])

¥78 28

1, 6, 13, 15, 18 £= 2080 UNM, ROt SIS=A, HE, oL, D2, 0[AZ2F, =

2, 04RE, 23-F2, 33-FY, UQMEY, A, ;Y S, ¢y, o-HELY, DZyd, o=

D, o-WEZZ20, Aok, L22d, WE, AOS2Z2E, AOISRZZZHY, CIH A0

22ODZWHEY, MY, AOBEHM, ASRHMNEY, HY, p-22=HE, p-HSAHY, HE

ACISAHY T 2-Z2HE 180 Leral(1)9 3822 MEss 2

378 29

M1, 6. 13, 15, 18 i 20801 AOIM, N-OIEZ-N'-[4-(0|0ICHE-4-2)-HIL]-ESO00IE!, N-04
T2E-N'-[4-(0101CHS-4-2)-HI = ]-E S 00 &, N-22-N'-[4-( 010 C+Z—4-2)-H L ]-E S 040
N-n-Z 2 E-N'-[4-(0/01CHE-4-2 )-H 2 |-E S0H0I &1, N-23-F =2-N'-[4-(0I 0| C+HE—4-2)-Hl < -2

SOH0IE,  N-0IARE-N'-[4-(010/CHE—-4-2)-H L ]-ESO00| €, N-Z &l 2-N'-[4-(0 0| CE-4-2 )-

HY]-ZE0t0IE, N-AHOI 22 ZZ2Z 0 E-N'-[4- (OIDIEP’E‘—4—%) HEY]-ZE0H0IE, N-AIOIZ22Z=2
[

2 N' 4-(0|DICHE4-L)-HE|-ZS0t0IE, N- (OL HELE)-N-[4-(0I0ICHE4-L)-H L ]|-ZZE0t

OlEl,  N-UIQEE-N'-[4-(0I0ICHE-4-L)-HE]-EZS0t0IE, N-(2, 2-CIHE)-A0IS2Z22HE-
N'-[4-(OIDICHE-4-L)-HE]-ZS0t0IEl, L= 0IS9 G4, FOt24, HESE44 = i =2
jl’\:lE X'”_J_OI'E %Fﬂ
38 30

Cte BrAI(IV)Sl Jt=A O0DIEE HMIEZUS =201, EcldE2=sAs FZZY0E, ME 2
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=y
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