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Tab 1. Physical properties and spectral data of compound

o,
Compd. mp, T Formula Anal, % IR,XBr,vcm™ 'HNMR, d—acetone, § ppm MS, M*
Caled Found
1 176-8 C,¢H;;NO, C 66.40 66.58 3200-2500, 890 (-COOH) 7.25(d,J=1.3 Hz, 2Ar—H) 271
H 4.8} 4.82 1620, 1600 (—CONR), 3350 6.7 (d,J=1.3 Hz, 2Ar—H)
N 5.16 4.32 1200 (Ar—OH) 7.26 (s, SAr—H), 4.6 (s,
~CH,-), 3.9 (s, OH)
la 88—9 C,yHyNO, C 66.83 67.23 1743, 1738,1190, 1021 7.36(d, J=1.2 Hz, 2Ar—H) 1
' H 5.6l 5.62 (—COOR), 1630, 1585 6.96(d,J=1.3 Hz, 2Ar—H)
N 4.10 432 (—-CONR) 4.55 (s, -NCH,-), 4.18
(q,J=1.4 Hz, OCH,), 1.25
(t,J=1.2 Hz,~CH,)
2 2046 C,H,NO, C 6820 68.25 J2(d,)=12Hz 2Ar-H) 299
H 573 5.81 6.6 (d,J=1.2 Hz, 2Ar~H)
N 4.65 4.65 7.05-6.85 (m, 3Ar—H)
4.5 (s, ~CH—), 3.85 (s, 10H)
2.1 (s, 2CH)
2a oils 1720, 1200 (—COOR)
3 162.5—- C,H,,Cl,NO, C 54.23. 54.56 3200—2400,1715, 900 7.6—6.9 (m, 8Ar—H), 4.65 354
42 H 3.67 3.76 (—-COOH), 1680, 1620 (s,~CH;~), 4.4 (s, —CH,~)
N 3.5 4.10 (—CONR), 1230,1018
(ROR%
3a 78-80 C,H,,Cl,NO, C 56.54 56.76 1740, 1200 (-COOR), 1680 7.70—6.85 (m, 8Ar H), 4.7 382
H 445 4.64 1620 (~CONR), 1200, 1010 (s, OCH,~), 4.4 (s, —NH,)
N 366 3.3t (ROR") 4.15(q, J=6.8 Hz, -CH;~)
1.2(t,3J=6.7 H2,—CH,)
4 138—40 C,H,C,NO, C 56.54 5§6.36 3200—2400, 1710, 920 7.4—6.88 (m, 6Ar—H), 4.65 382
H 445 446 (—COOH), 1236, 1040 (s, OCH;—), 4.35 (s,
N 3.66 3.80 (ROR") —NCH,-), 2.25 (s, 2CH;y)
4a 65-7 C,H,CL,NO, C 58.53 58.56 1740, 1200 (—COOR), 1690 7.4—6.85 (m, 6Ar—H), 4.67 410
H 5.6 5.23 1620 (—CONR), 1200, 1035 (s, OCH,), 4.35 (s, NCH,),
N 341 343 (ROR) 4.15(q,J=6.9 Hz, —CH ),
1.2(t, J =6.7 Hz, CH,)
5 129-31 C,;H {NOy C 65.15 64.98 3150—2450, 1750, 870 3
H 433 4,82 (—=COOH), 1622, 1585
N 447 433 (CONR)
sa  132-3 C,H,NO, C 66.83 66.76 1730, 1230 (<COOR), 1625 341
H 5.61 5.70 1610 (—CONR)
N 4.10 3.99
6 1768 C,H,NO, C 64.19 63.59 3200-2400, 1745, 900 299
H 4.38 4.36 (COOH), 1630, 1610 (—CONR)
N 4.68 4.76 .
6a 1802 C,H,NO, C 6603 66.05 34002400, 1750, 820 (~COOH) 327
H 524 5.02 1730, 1200 (-COOR), 1622,
N 428 4,10 1580 (—CONR)
7 208-9 C,H,N;O, C 5727 5811 3300-2400, 1750, 858 (~COOH) 398
H 3154 3.64 1660, 1620 (—CONR), 1530,
N 7.03 7.30 1340 (-NO,)
7a  180-1 CuH,N,0, C 59.13 59.18 1744, 1197 (~COOR), 1654, 1533 426
H 4.57 4.62 (-NOy
N 6.57 6.69
8 182—4 CH (N,04 C 58.23 58.01 3400—2400, 1740, 850 (~COOH) 412
H 391 3.94 1660, 1580 (—CONR), 1530, 1340
N 65 648 (-NOy
8a 1624 Cp,HyN,0, C 5999 60.00 1740, 1210 (~COOR), 1620, 1610 440
H 4.58 4.79 (—CONR), 1542, 1342 (-NO,)
N 6.36 6.36
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Y. R GEK RECREE, Wk, TR
KM ZRZEES &, 10 200 mg, WH 43.5%.
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~N-{o] AR H EAR (B), WA 54.3%.

AN 68— FHE-F U R-3- R -N—F
HEBRZ K (Ta)

RS- EK-FUK-I-KR 6.9 g (0.026

mol), N-¥iHEERZKi 5.4g(0.030 mol), WT—
LML 160 ml . FEVKEBVR AT, LA EEE
WMEE DCCY g T HIP L 50 ml WP, £
TBEPE 4h, HBRNBRRERBEIE, LB
b L, REPAFESER=ER #13e K
#11.7%.

Rl & o—mi -8~ EE-FT K-3-HE-M
HAREHEMZEL (8a), BUF 29%.
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Syntheis of Acyl Derivatives of N—Substituted Glycines
Chen Wenhao, Li Minzhi, Zhang Xiaowei, Qiao Lin

Division o fMedicinal Chemistry

In order to scarch for novel angiotcnsion converting enzyme inhibitors, we prepared cight compounds of acyl
derivatives of N—substituted glycine. They were p—hydroxybenzoyl—N—substituted glycine, 2, 4—dichloro—
phenoxyacetyl-N—substituted—glycine and 6—nitro—8—mcthoxycoumarin—3—formyl—-N—substituted glycine.
Acylation by acid chloride or acid anhydride and DCC methods were involved in the preparaion to avoid the te-
dious opcration of isolation, because the pure compound could be prepared by the routine crystallization.
Pharmacological experiment results showed that none of these compounds possessed any obvious angiotension
converting enzyme inhibitory activity.

Key words compounds of acyl derivatives of N—substituted glycine; angiotcnsion converting enzyme
inhibitor



