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Tab 1. Elementary analysis and spectra analysis of benzofuran and dihydro benzofuran analogues
No  Formula ™ (C) Yield  Anal Found HNM R MS IR(em™ !, KBr)
Solv. (% ) Caled ’
I o CowH2NO3 170-172 43 (65.61 65. 16 2. 92(t, 2H, ArCH2); 3 19(t, 2H, 3455, 3097
HC1 EtOH/ He6 04 6. 04 NHCH;9; 3. 73(m, 6H, OCHX 2); 4 2761, 2644
EtOAc N 4. 03 3. 65 45(s, 2H, Furan—-CH); 6. 74-7. 72(m, 1600, 1450
8H, Ar-H+ Fuman-H); 9. 59(s, 2H,- 1031, 751
1T, CpH;NOs 190-192 90 C65.24 65. 52 NHJ-3. 59 (m, 8H, (ArCH~« 2H); 3440, 3097
HC1 EtOH/ N 6. 58 6. 37 N HC H,« 2H) ; Furan-CH,(2H); -C - 2768, 2656
EtOAc N 4. 01 3. 80 (Furan) (2H)); 3. 74(m, 6H, 0CHxX 1592, 1237
2); 5 15(m, 1H.-OCH( CH29 CH- 1028, 1025
( Furan)); 6. 76-7. 27(m, 7TH Ar-H+
Furan—H); 9 17(s, 2H, N It)
I , CigHoNOs 178-180 38 C64.77 64. 49 2. 76 (t, 2H, ArCH,9; 3. 16 (t, 2H, 3515, 2939
HC1 EtOH/ HS5. 70 6 11 NHCHz9); 3 75(s, 3H, OCH3); 4 45 2649, 1607
EtOAc N 4. 20 3.70 (s, 2H, Furan-CH, ); 6. 01-7. 72 (m, 1281, 1025
8H, Ar-H+ Furan-H); & 93 (s, 1H,
OH); 9 48(s, 2H, N 1b)
I « CoH2z3NO 194-196 37 C 63.58 63. 90 2 86(t, 2H, ArCHe); 3. 19 (1, Zh,  3482(M+ 1) 3200, 2960
HC1 EtOH/ H 6. 09 6. 58 NHCH,9; 3. 74(m, 6H, Ar(OCHs)»); 161( 100) 2800, 2600
EtOAc N 371 3. 69 3. 93 (s, 3H, Furan-OCH; ); 4. 61 (s, 152 1600, 1460
2H, Furan-CH,); 6. 74-7. 49 (m, 6H, 1260, 1040
Ar-H+  Furan—H); 6.59,9. 53(s, 1H, 760
s, | H, N Hy)
II', CxHysNOy4 188-190 91 C63.24 63. 07 2 92-3 43 (m, 8H, ArCH,H 2H); 3500, 2955
HC1 EtOH/ H 6. 59 6. 87 NHCH,« 2H); Furan-CH, ( 2H); 2717, 2467
EtOAc N 3. 70 3.85 CEB~ Furan) (2H)); 3. 733. 77(m, 1592, 1441
9H, Ar( OCHs ) 2 Fuan-OCHz); 5. 17 1262, 1024
(m, 1H, -OCH( CH;9 CHy~ Furan)); 760
6. 75-7. 24( m, 6H, Ar-H+ Furan-H);
9.24,9. 63(s, 1H, s, 1H, NH)
[ 4 CuHsNOy4 162-164  33.8 C 64.36 64. 74 L. 16(d, 3H,-CH( CH3)9; 2. 80-2 89 3427, 2955
HC1 EtOH/ H6 39 6. 74 (m, 4H,—~CH2CHz2-); 3. 70(m, 6H, Ar 2711, 2634
EtOAc N 3. 580 3.24 (O CHs)z); 3. 93(s, 3H, Furan—-OCHjs); 1589, 1463
4. 74(m, 1H, -CH( CH) 9 ; 6. 70-7. 37 1263, 1026
(m,7H, Ar-H furan—-H) ; 9. 58-9. 95(s, 737
1H,s, 1 H, N Hy)
II' . CuHyyNO4 176-178 90 C64.04 64. 30 1. 06(d, 3H, CH(CH); 2 76-3. 47 3200, 2980
HCI H6 87 7. 09 (m, 6h,-CH, CHy—(4H); -C Hy« Furan) 357(M+) 2760, 2480
N 3.56 3 14 (2H)); 3. 53(m, 1H, -CH(CHz) ); 4. 85 208( 100) 1600, 1520
(m, TH, OCH( CH2) CH2o Furan)); 175, 165 1460, 1260
6. 80-7. 26(m, 6H, Ar-H Furan-H); & 152 785
87,9. 22(s, 1H, s, 1H, N Hy)
Tab 2 Effect on blood pressure and heart ratio of compounds in anesthetized rate (iv. X s)
SAP DAP HR
Compd. Duration Max. Duration Max. Duration Max.
(min) range(% ) (min) range(% ) (min) rang e(% )
DDPH > 79 - 18.33F 44.92 > 79 - 3195 4.81 53 - 28 O 10. 79
I a 0 - 0.74£ 0.79 0 - 15. 60t 11.50 0 - 252+ 4.43
I ia 39 - 15.6+ 6.90 39 - 24. 56t 10.23 22 - 10. 63F 11. 47
I b 7 - 4.48t 7.03 14 - 9,37 22.02 11 - 292F 9.89
I ¢ 4 - 4.16t 3.35 7 - 1L 79E 11. 14 1 - 5 97 11 46
I ib 39 - 13.7+£ 9. 93 24 - 20. 99t 21.34 42 - 2567t 5. 14
I d > 63 - 29.49t 3.44 > 64 - 52455 9.05 > 61 - 47. 26t 9. 95
[ ic 31 - 12.98+ 6.24 19 - 2380t 11.80 13 - 18 53+ 147
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Synthesis and Hypotensive Activity of Benzofuran

and Dihydrobenzofuran Analogues
Zhou Jianming, Ni Peizhou, Fu Jihua, Du Jinsong, Xia Lin
Department of Organic Chemistry, China Pharmaceutical University, Nanjing 210009

Abstract Seven unreported benzofuran (I .«) and dihydrobenzofuran(ll .~) compounds were designed
and synthesized, starting with ovanillin and coumarin , I % andl ¢ were prepared by reducting corre—
spondent ammonium., I 4 were synthesized via cyclicatiaon, reduction, chloridation, amidation and
saltion. Il « were prepared by correspondent benzofuran compounds through Boureaualt-Blanc reaction .

All target co mpounds, structure was determined by elementary analysis and spectra analysis. a,1I ae

have some degree of hypotensive activity, and the hypotensive activity of Il » is superior to that of
DDPH
Key words a1 —Adrenoceptor antagonist; Hypotensive activity; Benzofuran, Synthesis



