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[& A0l 13-20]
H 10l JIME SHEES2 AAI0 11 2 AAI0 1201 M2t ISt oz MEISC 2 12 &£
NIl BE2SO TXE L 22E HE(SE)Z GAISD. H 2= 22 SS9 H-MR 249 ZIES

[l A0l 21]
CIOIE 4-(4-HEoDl=AUSel2-L)HEZATIHOIES M=

CIOIE 4-[N-(2-AILIQHIE)II2HI 2L HEZAZHOIE 3.7g & %
= 50ml2l THF S0l EoHAIZ12 70COHIA 30 Al2t SOt SFAIZICH gS2
SAZICH dF=S Acotd Z2d AZ20t&E 01 (%Elﬂ*iéiig_%'
xZES :iii——n—"“&9§$a MHZEotH M Z2HLZAH SHSEESE
=S8 e X ¥ 22l HdH(8H)S HAISTC.

[l A0 22-35]
H 101 JIHE 3

B2 S2 AAIN 210N SYUE wPOR KIS0 E 12 T AJ| sEe

Sol X Y 2N HH(SF)S YASO. E 2= U B2 HMR 249 ZUE BABC

[& A0 36]

Il 4-(6-222-4-HEZEIQALSRI-2-L)UBEATH 0 ES] ME

CIOIE 4-[N-(4-222-2-A0H-HE ) 2B 2L HETATH0IE (A 12 2l e 101A
o SUBH YP o2 £SEC), EEIS 50m L 0.49° SMSUESS TH 50nl S0 &ototn M4
CHOIGH 60COIA 30 Al2F SOF MUKGHBA JFHEICH INS| SASHLIES £8% 100nE &e &, oIS
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Of S50 MESS A2ISIY 2 IJROEIND (S2AW:ZR2TS)S 285D S8 AW
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stet2ol 7X ¥ 2olXN SE(SF)S BASD

[ AlCH 37-38]

10l JIHE SESSS AAIG 60IAIS SUE WHOB HEECH E 12 L& &) S8
So Px ¢ 22X SE(SF)S YA

[& A0 39]

CINE 4-(4-HYRAUER-2-L)HETATYO0IES HE

2-010= M X = 7.99 =, 4.70% 4-MELHELIEL 9 2099 60% +LSUEES TH 4oml =
B HEADID BUAEA A S0t DTE Jl@ett WEs sia =, BISSIBES WAAIID BA
22 O{DAIH SBEOZM, ZMES2A 2-(4-HEZHY)4-HLRUER 5798 +SHC.
QeIALN, £S8F SHEIE 4.4, 2709 NBS & 0.20° MZUHSACE ASSIEL 50l SO HEIA)
D 2A2F SO OJIYGIHN BRAIRC HISER2S WAAIID 20mol CIHZUEHIZE Il
EOlEiTh. AT ZIES GDAF CRINZC, OfUE 2Us SHE0. NEES 222zB-n-u

M EHMOZN 2-(4-E22HEHEY)-4-HLERA LSS 1.998 =S§&CH. JeldLt
S EcIUEXZAMO0IE 10ml S0l & AIZID 130COIA 2/\|?_ SO wWhtolHAM It

stlh. B89 25 =, ngo ECNEEAMOIES dYotll SF[AIL dRES A2ot2 ZE A2
OIEDHIN(SCM: 222 EE n-8lat=1: 1)OE dHota CoE OHZS-n-dA22H XHD“HOPO4 S
U2 N =X E 0.298 +=SEth. 12 S22 2= 2 2™ 42 (88)s HAIETLL.
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H =gotll, OtNELIEZEZ 23 MAEGHLD, 3N S4& 10mI S0 FItotH & =20A 1022 DLUJEFEP sF
2= 1mIRE A0 Eototn dHE Z2HS HIUAIH =6t 22 NEEF2ZM, PN BFZCEMH =
HSEE 0.1g2 =S80 B 12 stg22 72X ¢ S2d 2 (88)2 EASt
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101 JIHE stet=S2 AA 430Aet SEe YEHeZ Mt & 12 Eat &) sg=
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JHIZ LAY OIES HZE
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S20E0PT(229: 222 TS 0ES 30:1)2 SHD SRREE -HANORDE WREA §S
g 2O N SH BB 7.602 +SHL. E 12 4S8 820 Px L 22X S (8F)2 Y
AIBHCE,

[&AI0) 52]

CIOIE 4-(6-222-4-HELEFLER-2-2)HE (E|Q)ZAZHO0IES ME

AAG 140IM $+S3t 3182 3.0g ¥ % 2SS AAS 3.002 S2A 20m S0l AL 24
2 SOF JIAGIBIN ERAIZCH PISSESHZS A SHAIID HRSS MDA 2y I20ED
HIl(Sel: 222X 2)0 oo IMotD BRRLITS-N-HACZRE WAFAIH 24 ZFO2AN =X
3182 (88:196~199C) 2.202 +S8ICt,

[& Al 53]
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ALALOH 5201|/\-| =S8t 2efE 0.60g 22 THF 10ml S0l SoiAl212, 0.2n12 ECINE0tE H
me RIES HES 2=20M WEGH =XE22 HII0 ISt 4=20lA 30228 WEtE AS
éEP omle = ot =, EISEE¥=S =60, 2 22EESE =2 MEot, %“\HJ
EE RI0AM AXZAIIID, 26HA . Aot ZE A20EIHI(BeIH: 222X
-n-&lak=2:1)0ll 2o FH AT OEZ2-n-iMo 2R HZEHotK 24 2HZAM IHg= (E’;
&:126~127°C) 0.43gS +=S&tCt.
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H 300 JIMHE SEESs2 AAM 11 2 AAI0 120082t S2& HEeE M=ESCH HE
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2-0t0|=-5-2F 24 10g RE LS 20 100ml & 100ml 2l HelE S0l SoiAl2!Ct.
Somlel CIZE=Z0IE & 20ml Sl OMFE 3692 4-[( IOHE/\IEA_%L_%) HEHEASIZLA0E XS UH
OtHl wBHotHAM HIto h_l_ A20M 20A12 St WEtS HSEL. BIE 22 =, BHESSE=ES 300ml 2

CE2Z2ZHEH2Z 5&6t] sl&dE ot & ESHE OlEFSFLFEEOE =&z MHSL. RIISE R
= EAOEOUISE |I0M AXZAID11D RDHE Zotol = Alil:f == UEZZ20ECHENHIZ-n-
ANOZDE TG0l 24 ZHORA LINE 4 (T-BR 23, FHE AR -4-2 - BT AT
JdeldUA, =S8t 23 14.3g2 OHEt= 100ml =0 OH/\l [0, 25% =& 2LI0F 50mIE DI
Ol EIIotH A=201M 2A12¢ %C&F WEHAIZICH. BtE9 23 =, ZME SFAIHA B4 2Z2M COUE
4-[N-(2-IIE2HIRL-5-E2 2 HE )-IIEHI2 L |HA L ATZH0IE 87c—>r N4=2=2S =S80

== | N =8SHUES =2 50mlS HII0O EIHAIH &2
Ol 15A12t S 1Wekstlt, J%%g'%% CISZ2ME 300ml 2 s4AIZICH. RIIES 34de gae=z
N&otd P40t gotol SFAIZIL. =S UEZ2Z2HE-LINE
HHEZZFH MEEot0 9.8g2 #+=Sé&tlt. 2 32 =S8 fg=2 2= &
Scld g¥(838)s
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A

CIOIE 4-(4-¢l

ASA-6,7-CIHSAIAUSE-2-)HBZAZHOIES HZ
A AL 200N =5

=
gt Stef=E 4.32g &= P HES 50ml S0l SoHAlI2ICH
A X

& LIEE=% 0.25¢

2 g HIAEZO0E 1.7108 =XH2Z A20M HII0 EItotod 40CUHAM 17A12H SQF W BHAIZIC.
BESaletES 200m 2 CISEZ0E2Z o4otn sideE Faoz MAHEO. |RIISS ¢ 0tduls A
Ol AZAIZILD SHE 2ol SFAIRIC. &F=2S Aclot2 28 20L& 0HI 2o EXotl
o4F =2Ez USZZ20E-CHE oH=Z2=H HZ2EotW =M ZFe2M SHsE=E 0.208
=S8t

SUHESZAN, COE 4-(3-HE-6,7-CIHSAI-4(3H)-AUSe|=—2-2L )HEZALHOIEE 5I%
TECZRH S8 H 32 58 S22 X ¥ SclA HH(8H)S FAET

[& Al 71-81]

H 30 OIME SEES=2 AN 700K S2et dHeZ M0 2 32 L8 &) EE
so 7x ¢ SE HE(88)2s GASU
(2 1]

DN i
i
N o -OR4
R2 @-CHZ PLors
Ph=3 W 7|
H F Rr! R® r® Rr* R’ + 3 (T
1 H H -OCHa CHs | CHs | 850~860
2 H H ~OC2Hs CzHs CoHs 1150~1160
3 Br H -OCHs CHs CHs 930~94.0
4 Br H -OC-Hs CzHs CoHs  |995~100 (&3))
5 Br H | -OCH{CHz)z | C:Hs CoHs 102 ~105
6 Br H -0CeH13 CoHs CsHs 114~116
7| Br | H —OO CHs | Cills 9%6~99
B Br H -OPh Calls CeHs  [141~143 (30
g Br H -OCHsPh CoHs CoHs 168~171
10 Br H -0~-(CH:)}.OPh CzHs CoHs 134~136

20-13



" E| R R’ R’ R R + A (1)
11 Br H -OCH; | -CH(CHa)s | -CH(CHi); | 124.0~125.0
12 Br H OH ~CH(CHa)2 | ~CH{(CHa); .193"0"194'0
13 Br H -0CH; Colls Culls 148.0~149.0
14 Br H OH C:Hs CzHs 211.0-212.0
15 CI H ~-OCHy CiHg Catls 1300~130.5
16 Cl H OH CoHs CeHs 1885~189.5
17 | NOz: | H -QCHs CiHs Calls 186170 (23
18 | NO; | H OH C:Hs Catls > 250
19 |CHiO- CHaO-|  -OCHs CHs CaHe  [L38~139 (B3
20 |CHi0-[CHiG- OH CaHg CeHs 185.0~ 186.0
2l H H -NHCH; CoHs CeHs 1650~ 1655
22 H H ~NHC;Hs CaHs CzHe 123.0~124.0
23 Br H ~NHCHa CHs CHs » @80
24 Br H ~NHC;H; CHy CHj > 250
25 Br H | -NHCH;s CaHs CoHs 194.0~195.0
26 Br H | -NHCHs CaHg CaHs 202,0~-203.0
27 Br H -NHC:Hq CoHs CzHs 181~193
2% | Br | H |_ng _<_'> . Cals CaHs 247249
29 Br . H - C| CaHs C.H; 200~ 22
30 Br H - C> CoHe Catls 146~ 148
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My R R R’ R R® * A (T)
3l Br H -NHNH: C:Hs CHs 194 —198
32 Br H -NHCH |-CH(CHs):| -CH(CHs); | 222~223 (&3}
33 Br H =NHC;Hs |[-CH(CHy):| ~CH(CHg)s | 212213 (3)
3 Cl H -NHCH; CHs CoHs 188,0~188.0
35 |CH:0- | CHsO-| -NHCHs CoHs CoHs > 250
35 Br H =SC:Hs CoHs CoHs 95.0~-96.0
3 | Br H ~5CH; CoHs CaHs 120~122
38 Br H -5Ph CoHs CaHs 135~138
39 H H Ph CaHs CoHs 139.5-~140.5
40 Br H Ph CHs CHs 171.0~172.0
a1 Cl H Ph CH; CHy | 158~159 (&sW)
a2 Cl H Ph CzHs CaFle 151.5~1525
43 Br H -QOCHs CoHs H 198~200 (&)
44 Br H -OCHs C:Hs H . 7 250
45 Br H ~Ph CoHe H 250 (=2al)
46 Br H -NHCH; CeHs H 240 (&)
47 Br H -NHC:Hs CzHs H > 250
8 | Br H - > CoHs H 127~129
49 Br H -N(CHz)z CgHs H 92~04 (£}
50 Br H -5C;H, CzHs H 206~207 (¥sl)
51 Br H SH CoHs Col; | 185~156 (22l
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FEl
)

i
ok

‘H-NMR (5 :ppm, ¥ Ef: TMS)

129 (t, J = 69, 6), 328 (d, J = 218, 2H), 40 - 4l (m, 2H), 74 - 75
(m, 2H), 791 (d, ] = 89, 11, 809 (d, T = 74, 2D, 85 - 86 (m, 11,
0.14 (d, ] = 25, 1iD

[CDCl; - CDOD]

3.13 (d, J = 45 3H), 315 (d, J = 21.8, 2H), 351 (s, 3H), 3.35 (s, 3HD,
7.39 (dABq, J = 20, 74, 2HD), 769 (ABq, J = 89, 1H), 787 (dABq, J =
2.0, 89, 1H), 840 (ABq, J = 74, 2H), B4B (d, J = 2.0, 1H)
[DMSO=ds]

133 {t, J = 72, 3H), 324 {d, J = 220, 2H), 3.54 (s, 3H), 3.58 (s, 3H),
3.7-39 (m, 2H), 749 (ABq, J = 82, 2H), 792 (ABq, J = 85, 1H), 804
{ABq, ] = 85, 1H), 836 (ABq, ] = 8.2, 2H), 871 (s, 1H), 9.5 {br. s,
10

[DMSO-dsl

126 (&, J = 6.9, 6H), 3.24 (4, J = 218, 2H), 3.25 (d, J = 50, 3H), 3.9-4.1
(m, 4H), 3.99 (s, 3H), 403 (s, 3, 556-57 (br. q, 1D, 656 (s, 1H), 7.20
{s, LH), 740 (dABq, ] = 25, 84, 2H), 849 (ABq, J = 84, 2H)

' [CDCL]

14

117 (£, T = 6.9, 3H) 102 (t, J = 7.2, 3H), 3.18 (d, ] = 21.8, 2H), 3.8=4.0
{m, 2H), 476 (g, J = 7.2, 2H), 745 (dABq J = 2.0, 79, 2H), 7.90 (ABq,
J = 89, 1H), 807 (dABq, J = 25, 85, 1H), 825 (d, J = 25, 1H), 843
(ABq, ] = 79, 2H)

[DMSE0-dg]

47

1.3 (br. t, 3H), 14 (br t, 3H), 326 (d, ] = 220, 2H), 3.9-40 (m, ZH),
4.0-4.1 {m, 2H), 75-76 {m, 2H), 79-81 (m, 1H), 818 (d, ] = 89, I,
8.36 (d, ] = 74, 2H), 8. 63 (s, 1H)

(CDCI-CDs0D)

857

3.27 (d, ] = 22.3, 2H), 371 (d ] = 109, 6H), 404 (s, 6H), 7.24 (s, 1FD,
750 (dd, J = 25, 84, 2H), 7.64 (s, 1H), 814 (d, J = 7.9, 2H), .11.0 (br,
1H)

[CDCL]
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[E 3]
R? oRe
ki | N 0
| ors
R2 N@ cH, ~PZ
RO ORS%
Eueld 7] iPr: ol 247 __Ph : ¥d7]
HE R R° | R*| R R’ R°| R [ % & (T)
54 H H | Et | Et CH; F| H 80~—81
85 H H Et | Et H F| H 172173
56 [-OCHs|-OCHs |CH:|CHa CHs H| H 138--139
57 _|-OCH; | -OCH; [CH, |CHa H H| H | 230 o4
58 | -OCH: | -OCH, | iPr | iPr CH; H| H 13314
59 |-OCHs|-OCHa| iPr | iPr H H| H [ 1680~191
& H ¢l Et | Bt CHa H|l H 108~ 17
61 H Cl Et | Ft H H| H 208 —-211
62 H F_ | Bt | Bt H H[ H 184186
63 H H | Et | Et H H| H [ 187-189
6 H H | CH:!CHs H H[ H 199 ~200
65 H H Et | Et H Cl| H 198 ~183
66 H CF3 | Et | Et H Hi H 210 (¥
67 | CHs H | Et | Gt H H} H ] 1985~200
68 H NO; | Et | Bt H Hi H | 252~
g3 H Cl Et | Et H Cll H 26352645
70 | -OCH=|-OCHs| Et | Et ~_HsFh H| H 141 ~142
F
7| B | H | Bt |BEt| -cu,-{ »er |H| H | 100~102
72 Br H | Et | Et -CH:.COOH H| H | 170 (&sh)
73 |~OCHs|-QCHs | Et | Ex -CH.CH=CH; |[H| H | 109--110
74 |-OCH;| -OCHa | iPr | iPr ~-CHzPh H[ H | 123 (#30)
75 | -0OCH; | ~OCHs | iPr | iPr ~CH:CH;Ph H| H | 150 (F=)
78 |=0OCH; | -QOCH-| Et | Et ~CHxCOCCH= H| H 86~87
Il
T7 |-OCHs|-OCHs| B | Bt | ~en, { Vo |H| H | 145~14
.13 H H | Et | Et -CHzFh F| H 109 —110
79 H Cl_ | Ft | Et -CH;Ph Hl H 105 G
80 H Cl Et | Et =CHCOOCH, H| H B0 (=)
81 |-OCH;|-OCHs| Et | Kt H H [-OCHs| 168~170
= ZHo a2 M WE S0 JIMHStCE.
[ 1]
[AHS MZ]
EHHE22Z M AAN 580A =S8t SIEIES AISol, 2842 250mgE & Role 2229
M (1000 AM)E otIIAHl et MESHCE.
A 2 2 (g)
A A0 589 3tEH=S 250
AEA (Y2 AT MHE 1 JP) 33.5
S5+ M2 (JP) 16.5
JI2=2ANME AEZA 2E (JP) 12.5
sz (JP) 6.0
AHOLElA OFOUIE (JP) 1.5
= 2t 320.0
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AD1o] Al Mmel, AAI0 582 SEES, HEA, S+ HE L IIESAHE HEZA 2SS
T OBSADID HYMERA 2BUS AISGI0 LYstEl. WS SaS % 24-04 ME Sofl S
210 M& WS AHOEA D OUsH =86t EHE S=S-8 &880
(Mg 2]
(&2 WX
SEHHEZCZM AN 190IM =S¢t SIE22 ME0IN, 250mgll EH4HES &Rote &
chEl 24 (1000 JH)S olJl A0l ek MZ=stCh.
= = 2 (g)
A A0 199 st 2 250
ZdE AEZ2A (JP) 30
S M2 (P) 17
g3 (JP) 2
AHORIA OFOUIE (JP) 1
ES 5 300
JHBZA, & Alg [iet, 82== 0IMSHH E2Motn =S8 22 2860 @&8 =4
SS +SH0. &) ZHSS NG 3|0 I S0S Bt ASI0 STAIH SH YsS 2S5
Ct.
[HEol 3]
[t el M=)
SHHZOZA AAIN 730A =S8t S22 AESH0, 2 O3 & 500mgll SHH=EE R
5t= W& (1000g)2 StJ1 A0 et MZ8tC.
A =2 2 ()
A A0 739 stEr =2 500
Z2HE 4224 (JP) 100
S M2 (P) 250
SHEA (JP) 100
JJIZEEANHE EEZ2A 2E (JP) 40
SICEANIZEHE BEZ2A (P) 10
ES 5 1000
JdelaLkA, &2 Ao Tet, AAI0 732 stetE, SEA, S 82, 288 424 2 Jt2
SANE MESA 2SS NHNOZ SO0 SISSADZENY LB2A 2ZUOE ERABL. M4
H ZEESS YSUEIIE ALSOI0 UESGHD S0TOHM 2A12F S AXZAIH SH BEgsS +=Sst

nXNEES0 2 = 22 =9 oY

al
[_Biochem. Biophys. Acta., 489, 119 (1977)]0i [[}EP E |

a H2
stCt
6 WXl 7€ 2! AAEF 50218 & Z(AMEZ)2Z2 6, Melalgs= 300mg/kgl EclE
(Triton WR 1339) EHsS NelHMN F0ictl, sAI0 0.5% CMC-Na SU=0 SEAIZ! 100mg/kgel AlE
setEs 72 FOHEU. HEZ22AM, EClE F0oE 5022 F2 22 0.5% CMC-Na =2Hs F+
SO etCt.

EClE E0 24A2t =, F2RH EHS iH-’_FISFO# Ec|Z2elMelE
Chemical Industries, Ltd. Ml RIZ)2 AI25t0 Z2tX0 £ E2I22MelEE

=X FDEN BE
ZOlM ZZE £ 0SB0, ANBRUM Baix0 5 E23eMelE 248(WE Sl BEACE
HABICH ABFHE 2o WHO SN E2IE SO M0l SAAIIL 22 ARSH SSS0
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