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Table 1 The blood platelet aggregation inhibiting action of repre-

sentative compounds. ADP: Adenosine diphosphate

g

ADP test Collagen test
No. R X Dosage Dosage
., Result 1 Result
/mg-kg /mg-kg
1 OCH, 2-Cl 3x25 94+3 3x25 0.14 +0.03
reference - 16+4 - 3.12+0.47
1 OCH, 2-Cl 3x5 82+11 3x5 0.19 +0.04
reference - 20+ 11 - 2.17+0.64
1 OCH, 2-Cl 3x2.5 56 +17 3x25 0.60 +0.20
reference - 23+15 - 5.00 + 1.02
5 OCH, H 3x100 72+4 3x100 0.51+0.18
reference - 4+0 - 5.00 + 1.06
6 OCH, 2-CH, 3x100 89+4 3x100 0.12 £0.02
reference 4+1 4.73 £0.55
7 H H 3x100 22+4
reference - 18+1
8 n-OPr 2-Cl 3x100 0.66 £ 0.18
reference 2.00+0.35
9 n-OBu 2-Cl 3x100 0.86 £ 0.18
reference - 2.25+0.32
10 i-OPr 2-Cl 3%60 65+7 3x100 0.11+0.01
reference - 11+0 - 3.41+0.55
11 OCH, 2-Cl 3%25 66+ 2 3%25 0.16 £ 0.07
reference - 8+0 - 3.92+0.63
11 OC,H, 2-Cl 3x125 49+11 3x12.5 0.54 £0.12
reference - 8+1 - 2.00 £0.35
1 OCH, 2-Cl 3x10 24+5
reference - 8+1
12 N(CHp), 2l 3x100 1143 3x100 0.83 £0.02
reference 2+0 2.25+0.32
13 %‘"D 2-Cl 3x100 275
reference - 4+0
14 i—ND 2-Cl 3x100 1.89+0.13
reference 2.77 £0.32
15 NHCH, 2-Cl 3x100 10.82 £0.81
reference 11.35+1.01
16 N(CH), H 3x100 41
reference - 18+1
17 N(CH,, 2-CH, 3x100  3.04+0.22
reference 11.35+1.01
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Figure 1 Main process of clopidogrel metabolic activation in humans
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Table 2 The anti-thrombotic activity and bleeding time of representative compounds

Aegsh

Antithrombotic activity Bleeding time
Compd. R X
Dosage/mg-kg® Wt thrombosis/mg Variation/% Dosage/mg-kg™ Result/s

1 OCH, 2-Cl 3x25 6.65+0.51 -85 3x25 1200
reference - 36.24 + 2.05 - - 420
1 OCH, 2-Cl 3x12.5 15.89+1.81 -56 3x12.5 1200
reference - 36.24 + 2.05 - - 420-
1 OCH, 2-Cl 3x5 27.7+2.82 32 3x5 1080
reference - 36.24 + 2.05 - - 435
5 OCH, H 3x200 8.42 +3.28 -79 3x200 1200
reference - 40.68+1.74 - - 420
6 OC,H, 2-Cl 3x200 5.89 +0.99 -86 3x200 1200
reference - 40.68 £ 1.74 - - 420

9 n-OBu 2-Cl 3x200 29.99 + 3.05 -22 - -

reference 38.56 +2.42 - - -

12 N(CH,), 2-Cl 3x200 21.39+2.92 -40 - -

reference - 35.76 +1.76 - - -
13 %""Q 2-Cl - - - 3x200 1200
reference - - - - 600
15 NHCH, 2-Cl - - - 3x%200 1200
reference - - - - 600
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