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HNMR (CDCh): 2.38~ 2.84(m, 6H, 2 6H -
CHN), 3.7 3.80(t, 4H, 2 5-H), 4.20(m, 3H, Ar
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3 4 5-H),2.06(s, 3H,-COCH) ,2. 43~ 2.73(m,6H,

2 6H -CHN),4.38(d, 2H, ArOCH, ), 5. 48(f, 1H, -
CH(OAc)), 6.59~ 8 23(m, 7H, Ar-H), 10. 60( brs, 1H,
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98(100% ); HRMS MW 429.2162( M+ H),
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Yield 18% , mp 15 153C, IR(KBr.cm '): 3304, 2978,
1733, 1606, 1509, 1110, 790, 750, 724; M S(m /z): 2. 56(t, 4H,
2 6-H),2.91(d, 2H, CH- ), 3. 59(t, 4H,

3 5-H), 4.53(d, 2H, ArOCH,.); 5.80(f, 1 H,-CHOCO Ph),
6. 67 8.25(m, 12, Ar—H), 10. 12(brs, 1H, Ar-N H); M S(m/
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Yield 3% , mp 58 60C. IR(KBr,cm '): 3406, 3251,
1732, 1606, 1509, 1111, 784, 752, 723;' HNMR( DM SO-d+
CDCh )& 2.09(s,3H,-COCHs ), 2. 54(t,4H, 2 6-H),
2.76 (d,2H, CH— ). 3. 69 (. 4H, 3 5-H); 4 34
(m, 2H, ArOCH, ), 5 54(f, 1H, =CHOAc ), 6. 58 8.21
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368. 171312, G HuN, 0,4
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1. 04(t,6H, N(CHCHs)2) , 2. 64(q,4H, N(CH:CH)2), 2. 98
(d, 2H,-CH,NEp), 4. 51(d, 2H, ArOCH,), 5.73 (S, 1H,
= CHOCOPh ), 6. 72~ 8.38(m, 12H, Ar-H) , 10. 32 (brs,
1H, ArtNH), MS(m /z): 417(M+ H), 222, 154, 86( 100% );
HRM S MW 417. 216644( M+ H), Co6 Hhs N2
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1(9H=F"% 48 ) 3—C ek 2T BT BLAES (V)

Yield 18 ,mp 98 10fC. TR(KBr, em™'): 3407,2960,
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3 1.02(,6 H, N(CH CHs)2), 2. 06(s, 3H, -COCHs) , 2. 65( g,
4H, N (CH, CH; ),), 2. 80(d, 2H,-CH, NEn), 4. 39(d, 2H,
ArOCHy); 5.45(S, 1H, = CHOAc ), 6. 67~ 8.30(m, 7H,
Ar-H), 10. 40(brs, 1H, Ar-N H); M S(m /z): 355(M+ H), 294,
154, 86( 100% ); HRM S MW 355.2077(M+ H).
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Tab 1. B -Adrenergic blocking actions of the compounds tested in the B_

in vitro Guinea—pig atria

Conc. Inhibition 1Cs ] VI
Compd- o1 % ) ! (mol/L) ’
mo o mo ~ Vs
Carazolol 1073 202. 6F 63.2 4 4.55 1078
10-6 93.0k 8.3 4 °
10-7 68.2F 6. 1 3
10-8 24.2F 11.8 3
10-9 3.082.6 3
Viz 1073 139. 5= 20.2 3 2.1% 1078
10: 101. 0k 3.1 3 (] 7 . (1], B 45 %
138 ;2 Oi ;7‘11 i & (Chin Circ J), 1998, 13(6): 321-325.
10-9 5. 6- 4.8 4 [2] (Shang LM). [J]. BsHE %
Viz 10-5 109.9 1 7.0K 10- 8 % 5 5 M ( Foreign Medical Science Section on Pharmacy )
107 88. 7-- 18.0 4 1998, 25( 4): 248-249,
1077 46. 7 25.5 3 o
108 28 0k 9 6 3 (3] (WANG LS), (Zhang YJ). 1H(9H-  4- )-3-
1077 1.7+ 2.9 3 -2~ (I). FEZHAX
Vi 10-5 264.2 1 1.8X 108 % 3 (J China Pharm Univ), 2001, 32( 6): 408-411.
10-6 111 K 15.8 3 [4] LY R MG aE : , 1993,
10-7 60. 8E 17.3 3 12661445
10-8 52.8F 12.6 4 o
1079 50.0 8.6 0 (51 , , . [J].
Vi 10-5 108. 8 1 3.96¢ 10 8 ¥ B HAKRFEF IR (J China Pharm Univ), 1998, 29( ) 40-
10-6 76.4E 18.6 3 2.
10-7 59.9k 16.6 3 _ _ _ )
10-8 32,95 9.5 3 [6] Hiroyuki Obase, Hideko atsuno, Katsutoshi Goto, et al-
107 ° 9. H 2.5 3 Synthesis and adrenergic [ -blocking activity of some
propanolamine derivaties [ J]. Chem Pharm Bull, 1978,26(5):
Vis 3 1443-1452.
, Vi2 Vb [7] . , CBEEBRFEE (M ]
, . , VI~ Vk , 1991, 776-777.

Synthesis and Bio activity of 1+ H €arbazol 4yloxy ) 3-Substituted

Amino 2Propanol Compounds II .
W ANG Li-Chen, ZHANG Yi-Yun, ZHANG Lu-Yong', JIANG Zhen-Zhou

Department of Organic Chemistry;' Center of Drug Pharmacokinetics, China Pharmaceutical
University, Nanjing 210009, China

ABSTRACT AIM The purpose is to make a search for new compounds with B-adrenergic recepotor

antagonistic action. METHOD  Using caramlol as a lead compound, the 1+ 9H-carbazol-4-yloxy)-3-

substituted amino—2-propanol compounds were designed and synthesized, all of which were not reported

previously. Their structures were identified by IR, 'HNM R, EA or HRMS. RESULTS AND CONCLUSION
The preliminary biological tests suggested that all the ten compounds could inhibit isoprenaline<4nduced

tachycardia to different extent, and three of them showed better activity.

KEY WORDS (-Adrenergic receptor antagonist; 1« 9H-carbazl-4-yloxy) —3substituted amino—2-pro panol

compounds; Carazolol; Synthesis



