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[4-(3,4-CIHISAIME=)-1-THt XL ]-3,4-Clct0I1EE2 JtEAEIE, & @ 145 WX 148TC, =%
)

8-[4-(4-HIEEIQH Y )-1-TIH2tXIL]-3,4-CIcI0IEE2 StEAEIZE, & @ 178 WX 179.5C, 2

MIEAEE(NES)
[&AIG 77]
7-[4-(2-22 22U )-1-TIH XL ]-3,4-CIGI0I1EZ2 IIEAEIE, & : 194 WX
195.5C(OIES), SN F4=E.
[& Al 78]
27;[4—‘:(‘;3\;5315;@}_%)_1—E|1_H|E|'I|lél]—3'4—E|6|'O|E§ IHEAEIE, & 136.5 LUKl 138.5C (Ol E
[& Al 79]
-[4-(4-2 22U X Y)-1-TIH X EL]-3,4-CIGI0l1E2 IE2AEE, SF 289 WX 291T, M
Y(SR22EE-NES)
[&AlGI 80]
-[4-(4-HISAHE=L)-1-TIIH KL ]-3,4-CIGH0IE2 IIHE2AEE, 8F 231 WXl 233C, =M &

7
ASH(UES).

7-[4-(3,4-DIER-ICISAIME Y )-1-TI H 2t X € ]-3,4-CISI0I EZIHEAEIE,

0z

207 WXl 208°C

00

( — — =
[&AI01 82]

7-[4-(4-LERNEL)-1-DHtXIL]-3,4-CIGH0IE2 IHBAEIY, 8F : 240 LK 242C(222E
S-NHES), FMDEASE.
[&AI01 83]

7-[4-(3,4,5-EIHSAMEL)-1-TI B2t X L]-3,4-CIGI0I SR2IBAEIY, SF : 195 LK 196.5C
(HES), PUASSRE.
[&4AI01 84]

S(4-MIZY)-1-TI MK E)-3,4-CIG0I SR BAEIZ, SF : 2645 WX 265.5C(222LS-0

BE), LM FA2H
[ A0 85]

7-[4-(3,4-CIHIS A M T )-1-T B2t X 2]-3,4-CIG0| S22 AEIZ, S& : 118 LHX 120C(0IE
S : B0COHIN 25H0I SAIZ SO 2AX), PADYASH.
[&4AI0 86]

[4-(4-HEEIRQUEY)-1-TIHI2t X L]-3,4-CIGH0I S22 AEIZ, S : 258 WX 260C(222

DE-HES), PUAYHEE.
[&2AI01 87]

7-(4HYE2TU-1-TIH2tXL)-3,4-CIG0I SRS AEIZ, SF : 183 WX 184C, P4 &y
S (0ES).
[&4AI01 88]

6-[4-(4-HSAHLOME)-1-IIHR KL P2 AEIZ, SF : 224 WX 225C(HEE), BMaANES
Al
[ A0 89]
6-[4-(4-5t0I SZAIHILOLME)-1-TI B2t KNI L ISH2AEIZ, S : 300TOI4(ONF), Bz
[

A0 90]
5-[4-(4-LIERMEY)-1-T|H2kX 2 ]-3,4-CI510| SRR AEIZ,
2D}

83 292 WXl 294°C(=aH) (ol
EBES-2S22EE), FMNEHLAESE.
[& A0 91]
-[4-(4-0t0l ¥ =) -1-TIHIctXIZ]-3,4-CIGH0I E2ILEAEIE, SF 285 LHXI 287°C(=aH) (Ol
EBES-222EE), FHNHLESE.
[& A0 92]
6-[4-(3,4-CIHISAIMIZY)-1-TIH2tXIZ)3,4-CIGH0I E2I2AEIE, BF 238 WAl 239.5TC, 2
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MMM,

e E e

HI&EXI(%) :© C 66.84, H 6.33, N 10.63

AEXI(%) : 66.69 6.49 10.51

[& AT 93]

(a) @& 100ml =2 D—[4( A-CISAIHEY)-1-TIH2 XL 0t 11g2 SH EcCIZ0otel
4.56mI2 J15tD SEAIIIGIA BIE 20m=o B-HISAIOITE ZS=Z2t0/E 3.9499 BHES

HOtetCt. X*DD ZUE, SEESS 1AMLSe SFJAIRIC B30 22 —$—OH, U*%é@%% ==
HIESF@ AXZARICH. EOHE SJFAIA Mot As=sS A2 ZE IAZ0tEcHIs EAH
StH N-(B-HISAIOIZE2Y)-p-[4-(3,4-CIHISAIBI XY )-1-TIHA4 XL ]0LLEl 10901 =SEC.

XI(%) : C64.92, H6.40, N 9.88
A=XI(%) : 64.77 6.50 9.75

(b) N-(B-DISAOIRE 2L )-p-[4-(3,4-CIHISA M ZL)-1-TIH A X L]0t 502 A20A wgt
StHA 60% H:S04 50mIO == L0 JtetCh. 2A12t S HI=6HH E%/\Ii =01, ftsEEgEs

1ON NaOHZ Z3StAIA ZBS EHHEAIZI G300l o0l 2ch +=&dtH 22 NSO, 2E S 22=2

IS-HEES2 2H MZHGH SFH0l 256Xl 266.5C(206H) 6-[4-(3,4-CIHIE A Z L )-1-1| H 2t
KL IIEAEIZ 230mg0] 22 DA SEZ £SEC}.

KAAEA

HAXI(%) : C 67.16, H 5.89, N 10.68

A=X|(%) : 67.03, 5.78, 10.81

AAIC 93T SAFSH RN M2, HEE SLUSES AR 6+04 AAIOI S0LHXI ALAIOH 53, ALAIOI 55
LKl &LAI0l 63, &IAIGI 67 LHXI &AIOI 72, &A1 88 & AIAIGISSOIA £SEe set2l SUs
SIS ES MXEH.

AAIOl 94 LHXI 98]

(
A0 12 2ol e, HEE SLSEE AE0H US =SS MXZEHH

[& AT 94]

6-(I-IIHRIKIL)IZAEIY GOISZEZ00IS, SF :© 300CO0IH(S-0ES), S8l A
2.

[&AI0] 95]

7-(FTIHELXIL)-3,4-CIBI0IS 23S ALY SHOISRS20I01S, & : 174UX 177C, 249 Bt
SP-E8

[& AT 96]

8-(1-IIH2tXIL)-3,4-CI5I0ISRISAEIY BIOIS2E20H0IS, S& : 300C014, Mo HaL
pN|

A0 97]

(
8-(1-IIHtXIEL)IHEAEIY GIOIEZEZ0I01E, & : 300TO0I4, MO OlASH,
(

o
>
o
0
X

= s sdE I 2=+ 20 ol =="settt. s2AE HMHM= [HS 8UHA 13kg2l If
HEHIHIE LIES(30mg/kg, HUMUN)SZ OIFAIZIL dlotel LLEZE(1000u/kg, HUUW)S
MEAIA L=C. 0 MMeE =2 Y2 ALEH U2H YW EOIZRE B8H=0 E=Ct. 0
of8Tt=Z KAE =X = I3l(glass water jacket)S0l 210 Mzt dUE = 2as
2 Soff U =E MHZRH EHS 10mmHgel LEHES 2H=IZ WX=2AIZICH. X I J
=0l 18UHXl 27kge 2, 0| JHE HEUIHIE UES(30mg/kg, HHU)e=z DPTI/\IEE
E& 1000u/kgll Loz UL SO0sHCH. SALUAM 2oLt g 20&E HOIX HEDIIE AIES
0o S&&HC. 24Y0le & 1.5901 otSECH. AN Lo QEA‘QE OCE' 9 g=s+=
ABIHE AIE0IH SESICH. S %l“% SEole €82 MIE STHZE =HE
ME= &Y, Sgss ¥ g8]s= 243-I|E SOet=ol 2lai XEEO JIEE'EP. Ol HIAo EH
ANIE &2 28 [&X :Chiba et al.,(Japan, J. Pharmacol . ,25,433-439, 1975 : Naunyn-
Schmiedberg's

024 Qb T rjr 2 2= 0y
S =
U
0
ﬁ
o NE

Q
=
-
>0
QO

Ar rmacol.289, 315-325 1975)]01 JI=E 0 UCH 10LHII 3oml el SE=EE 4=
2t SHUE FASCH Ol St =22 AHE =Faile Lde JHsS A= AL FH0 UE %
ges/2) = EFZMmI/E)H DIXls SEE2 sSite SEEZ2 FA6HI

2 UEHO. s2Has=(
& =2 X0IZ HAIBCH 2t= E 101 JIIHGHACEH.
Al

te=

Qe
tol
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—

4-(3,4-CIDIS A I Z)-1-TI B2t XI € 1-3,4-CIGI0I| ER2IEAEIY
4-(4-DISAIHIEL)-1-TIH 2t XL ]-3,4-CISI0I S22 AE &
4-OLHIE-1-TIH 2t X1 2 )-3,4-CIGI0I S 2t 2 AEI 2
4-HIS AR )-1-TI H 2t XL ]-3,4-CISH0I E 232 AE
3,4,5-EC|HSAIHELY)-1-T B2t XL ]-3,4-CI5I0| E2IEAEIL
3,4,5-EC|HSAIHEY)-1-T B2t XL ]-3,4-CI5I0| E2IEAEIL
4-222¥ 3 )-1-TIH kXL ]-3,4-CISH0I| E23IEAEI
1-IIH 2K L)-3,4-CI5H0| E2IEAE| L
-(4-LIEZ2MZY)-1-TIH XL ]-3,4-CIGI0IE2IEAEH
6-[4-(4-010| £ Yl 2 )-1-T| H 2t XI £ ]-3,4-CISIOI =2t 2 AEI &
-[4-(3,4-BI LRICIS A ZY)-1-TH 2t XL ]-3,4-CISH0I S22 A E| &
12. 6-[4-(4-E222 -
13. 6-[4-(4-AlO e HI R )-1-T| HI2tXI L ]-3,4-CISIOIE 22 AEI &
14, 5-[4-(3,4-CIBIS A Z)-1-TIH 2t X L ]-3,4-CISI0I =22 A E| &
15. 8-HISAI-6-[4-(3,4-CIHIS A=Y )-1-T|H 2t X L ]-3,4-CIGI0I S 2 B AEIE
16. 1-DIE-6-[4-(3,4-CIHIS A I X )-1-T|H 2t XI L ]-3,4-CI5I0| E2 It B AEI &
17. 6-(4-F22L-1-TIH2tXIL)-3,4-CIGI0I S22 AEIH
18. 6-(4-HIZU-1-T|H2tXIL]-3,4-CIGI0I S22 AEIH
19. 1-#I1&-6-[4-(3,4-CIHSE AW Z Y )-1-T B2t X L ]-3,4-CIGH0| EZIEAEI L 1/2

6-[
6-[
6-(
6-[4-(
6-[4-( =
5-[4-( =
6-[4~(

6-(
6-[

© O N O O~ W N

10

6-I

Gl

4
[
4
[ o) —1-TI|H 2t XIY]-3,4-CIGI0I E2IIEAE S
(4

S
S

4
ton
10

20. 6-[4-(2-HIOE)-1-IIH XL ]-3,4-CICIOIEZHEAEIE LF4&E

21. 6-(4-Z2Y-1-TH 2t XL )-3,4-CIGI0I E2HEAEIE

22. 6-(4-0ISAIPI2ELHE-1-TIH2t X E)-3,4-CIS0| E2HEAEIE

23. 6-(4-HISAISIEE-1-TIH XY )-3,4-CISt0IE2IEAEIE

24. 6-[4-(3-222HU = )-1-TIHtXIL]-3,4-CIGI0I EE2IHEAEIE

25. 6-(4-0IEtE L Y-1-T H 2t XIE)-3,4-CIGH0I EZ 2 AEIE

26. 6-[4-(4-0IEWZ)-1-TIH X E]-3,4-CIS0I E2HEAEIE

27. 5-[4-(3,4-CIS2E2UZY)-1-THetXIL]-3,4-CIGI0IEZIIEAEIY dF L
28. 6-[4-(3,5-CILIEZH XY )-1-TIHt X E]-3,4-CIGI0I EZ2HEAEIE

29. 6-(4-22-1-IHCtXE)-3,4-CISHOI E2HEAEIE

30. 5-[4-(2-Z=20lY)-1-TIH XL ]-3,4-CISt0IE2IEAEIE

31. 5-(4-0IE2-1-IIH2tXIE)-3,4-CISIOIE2IHEAEIE LA

32. 1-2E-5-[4-(3,4-CINSAIH=)-1-TIH 2t XI L ]-3,4-CIGIOIE2ILEAEIE 1/2+32
33. 1-(2-Z21Y)-6-[4-(3,4-CINSAIH = )-1-LIH XL ]-3,4-CIGH0I E2IHE AL
34. 5-[4-(p-ERAULEY)-1-TIIH2tXIL]-3,4-CIGI0I EE2IHEAEIE

35. 6-[4-(4-HIEEIQU XY )-1-TIHAX L] IZ AL

36. 8-[4-(3-TelEZotE2Y)-1-TIH2tXIL]-3,4-CIGI0I EE2IHEAEIE

37. 6-[4-(4-BISAHEOtME )-1-TIH2tXI £ ]-3,4-CICIOI EZHEAEIE 1/25t2
38. 6-(4-HEZZ202<-1-TIH X E)-3,4-CIGI0I E2IHEAEIE

39. 8-[4-(3,4-CIBISAIHZ )-1-TIH X LI 2 AEIE

40. 5-[4-(4-GLOIESAIMEZ Y )-1-TIH 2t XIE]-3,4-CIGI0I EZ2IHEAEIE

41. 6-[4-(3,4-CIISAIHEZ Y )-1-TIH X L ]| -HEAEE

42. 6-[4-(3-222U XY )-1-LIHt XL ]HEAEE

43. 6-[4-(3,4-0IERICISAIME Y )-1-TIH X E ]| -HEAEE

44, 6-[4-(4-LIEZH Y )-1-TIHt X LI 2 AEIE

45. 6-[4-(4-AlIOt =B 2 )-1-TIH 2t X E |2 A EIE
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46. 6-(4-HIZL-1-TIH XL )IIEAEIZ
47. 6-[4-(4-S 22U X Y)-1-TIHt XN E]HE2AEIE
48. 6-[4-(3,4,5-ECIHSAIH = )-1-T H XL -2 AE L
49. 6-(4-0ISAIIEL-1-TIH X L )IHBAEH
50. 6-[4-(4-0t0l =¥ Z)-1-TIH et L2 AEIE
51. 6-(4-Z2L-1-TH2t XL )IEAEIZ
52. 5-(4-HIE-1-T|H2IXIY)-3,4-CIGI0IE2IEAEIY LS AS
53. 7-[4-(3.4-DILBICISAIMEY) |-1-TIH 2K L ]3,4-CI510| S 2 E AEI
54. 7-[4-(3,4,5-E2IHISAIMZL)-1-TI H 2t X £13,4-CI5H0| S22 AEI
55. 7-[4-(2-22 2 X 2 )-1-0IH2tXIL ]-3,4-CIGI0| E 2B AEH
56. 7-(4-HEZ 20 Y-1-TH2IXIY)-3,4-CIo0I1EZ2IIEAEIH
57. 7-[4-(3,4-CIHISAIHI = )-1-TIH 2t XIL ]-3,4-CIGIOI S 2 I B AEIE
58. HHItHIE (WX E)
59. OIRel=(UEE)
[E 1]
dyce AAER 3 o
dot | vo |3 B (ME e [HE [ ET
1 100 79.6 1.2 11 100 46.9 1.6
2 100 100 0.8 12 300 33 1.6
3 300 46 0.8 13 300 63.2 ©0.6
4 100 25 14 300 65.9 1.0
5 200 83 1.6 15 1000 25 1.2
6 200 35.7 0.8 16 300 10.7 2.0
7 100 8.0 17 100 53. § 1.2
8 106 5.7 0.4 18 300 4o L6
9 100 66 . 1.0 19 300 '1?;; 9 2..0
10 300 50.0 1.2 20 500 185 0.3
2l 100 122.2 0.4 30 100 21.4 0.3
22 1000 15.3 0.4 31 100 20,7 0.2
23 100 25,0 0.4 32 300 i3 1.2
24 100 57.1 0.2 33 300 12 0.8
25 100 24.1 0.3 34 300 42 1.1
26 100 19.0 0.2 41 300 145 1.4
27 300 20,0 0.2 52 300 37.8 —
28 300 - 14.3 1.4 58 100 73.8 C 2.4
29 100 20.3 2 |

0l Mge Mg=5 SIS ) A+ IS0 o +EC SHER2 MHES HE 8UHK 13k
LLES(30mg/keHLH)O2 OHFAIZID SITHEI LIES(1000u/keFAL)E S0i8t

S MBS =0 0 s F2 EHE A DME33 o gudacz Agu0 o0
[

EPOIEOI‘: M= <L=CH 0 HAME & 38° 2 SN =X =X 210 Msetdt A=
MY AUSWS =i W ZZEMZLH XS 100mmHgS %"SOF et A W %U\IB'EP &
2338 M= MBS0 18LHII 27kg O|NHIEHIHIE UES(30mg/kgHMN)S2 0O AIZICH ollmtel
LIEE2 1000u/kgll =202 HMWM|| SOHSICH. ZAER22 AXE(0.5LHX 3V)el 2F 1.5H1S)
QHgl By - secl AE2J|, 0 24 M22 Soll 1208/22 LIS HTI HEE KESHCH 0 20
= 21.5g0| ol=Elt. MY StsHs St 232 MUY SEHZ SISO, ZMeE &3 2 &
g 23-JI12 HFIetZo 2 XEN JI=ECH. 0l HMAHO et AMsE 2¥e 23 [EX
Endoh and Hashimoto (Am. J. Physiol. 218, 1459-1463,1970)]101 JI=% 0 UCH. 10mILHXl 30ml2l
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X EE=2 YU 4=t ASICEH. 0l SEE2 AE ==&l LME FHZ2 FEE F
MBSl SN st %2 LHEH '—HE 20 0Ixe 22 site SFE2 FAMEDL FO X0l(ml/
2)2 HZAISHC.

Zit= 2 201 ISt

[E 2]

) PO y S S . PR o=
LW RS A W e |
29 60 126 1 42 300 56.0 2.5
30 1600 11.5 0.5 43 300 75.0 1

31 1600 15 2 i 300 52.3
35 100 17.4 0.5 45 300 45.5 1
36 1006 444 15 46 200 30.0 1.5
37 1000 18.4 47 1000 28.0 ¢
38 500 60.7 1 48 1000 8.3
-39 1000 2. 2 19 300 56.7 3.5
40 1000 17.6 50 100 15.8 0.5
51 100 73.3 1 l 55 1000 14 3
53 1000 13.2 3.5 l 57 1000 14.2 8.3
" 1000 1.5 M 59 1000 30.8
55 1000 17.4 3.5

[HES &A 1]

6-[4-(3,4-CIHIS Al HI = )-1-LIH 2t X L ]

-3,4-CIol0|EZIIEAEIE 5mg

= 132mg

OFaulE AHIOHHOIE 18mg

sSEX 45mg

22 A ZREE e FHE S&Q gHol et HESHCE.

[HE3 &A 2]

6-[4-(4-HISAHIE L )-1-TH 2t X L ]-3,4-

ClotolEZ 2 AEIH 5mg

= 127mg

OFaulE AHIOHHOIE 18mg

eSEX 45mg

20 D ZEE = FHE S&Q gHol WMt MESHCE.

(& s A 3]

6-[4-(4-LIEZHZ Y )-1-TIH XL ]-3,4

-CIaI0IEZ B AEIE 500mg

ZolH g2 2(2 X © 4000) 0.3¢g

HILIEE 0.99

Z2I=SAl0E SHIE 2=22|001E 0.49

Imzotgs LHEE 0.1g

ENE] 0.18g

TZZ et 0.02g

FMNE BFS 100m |

AbJ|o] Tetdl, m=zotEst LIEE % ESLESS 80TCOHAM DL 8}'34/\‘| SE=0 0H/\|9|E} M

HdE 292 40Ccz H2AAI0 Z20EdZcES £ Z2sA0E *HIE* _‘?__%_%EIOHOI =xo]
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N2ICH, =AIE Z242 J16i0] 2Z 2XNO2 XNsi(. S22 XME=st LS AIZat) oD
N0 HFES M BZ( =Xt TAIE MHZ MZEsCH
[HIE s A A0 4]
6-[4-(3,4-CIHZ SAIMEL)--TIHAXIL |FZAEIY  5mg
e 132mg
OIS AHOMYOIE 18ng
gEX 45ng
2] AD| EAS 2= FHHES SAO ©HOR HESC).
2 oo o SXE YD 02 AMG JISSIAON, 2 20 SIS 2 9y U
SIZ HOLIK D Gl2iJtNE B2 2 BEAY & S0l QXY 2H0/C
(57) 879 25
HE 1
ABAl (XI11-1)°] SIBSS HEBAZLS SZOZ 50, Yal(le-1)9 IBAEY SEES F= 1
o HHENOZ FEEE AS M Aots W
/"\N - R?
N
N
(le -!)
N‘/K.O
}
R? R!
N N—R?
R%
' (XE-~1)
N O
R? R!
ADJIAIA, R S 249X, MIYLIE, M2LHLIE, MN2LILIE £= HE-H222]
SSUEUD RS 249K $= HAIL2BANES UEUEH ;RS 242X, 2L 0E=,
m2ouE, NYIPYIs, NIUYNLTUINE, HIYZADNRLIS, HSLBADIEL-H2
UUATE, HHMBANAN HSLUISH od MBE 2 Y= HoA =

= )

ZEIE, M=22218. A
HEIE, NsSLINLEE, HUSHUA 1WA 3 HsSL2SAI0E, 22 ,

Megzds, AMotdE, UE=ZIOS, 0018, ol0IEEAISsS, Magstk2otilas =

=2
NSLZERIS0 od X2 & WU MSLZACNSAIS Ao &= & U= HLHE
SOE, HHSMNA 1 LK Y HSLZAIS, ZRAVKX, HSLYLIS, LEZIE L=
ODI=180 Sof M2 4+ Y= HY-MSLLIE, L= HESANN HSLBSAISE L= of
OISZAIDSH ook X&E = Y= HL-NSYH=UIES UEHHN R = ZRAVDE LIEt
Ct.
78 2
ABLAI(XXVI-1)2] SIBIES HEBAZLS SIOEoi0f, Lral(Ih-1)2 JBAEZ 382 L= 19
NSOz P8 A8 MRS 2y
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