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Table 1 The agonistic and antagonistic effects of C7-substituted
estradiol derivatives on uterine growth in juvenile rats

OH

Dose Activity/%
Compd. R 1 . -
/mg-kg™,sc  Agonism  Antagonism
1 COOH 25 23 30
2 CH,OH 25 28 33
3 CH,N(CH,CH,), 10 33 62
4 CONH(CH,),COOH 25 19 33
5 CONH(CH,).CH, 10 -3 92
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Table 2 The effect of 7a substitution on activity

Table 3 The effect of alkyl chain length on activity
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Compd Dose Activity/%
ompd. n

P /mg-kg?, sc  Agonism  Antagonism

13 2 nCuH, 25 10 13

14 4 n-C,H, 10 81 34

15 4 nCH, 10 7 104

16 7 nCH, 10 28 60

17 7 nCH, 10 1 92

8 10 nCH, 10 3 100
18 11 n-C,H 10 26 59
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Table 4 The activity of 7a-tertiary amide compounds

; f HSCH
HO NSNS g

c ” Dose Activity/%
ompd. /mg-kg*, sc  Agonism Antagonism

8 H 10 -3 100
19 CH, 10 -7 105
19 CH, 25 -1 85
20 CH, 10 10 93
21 n-C,H, 10 1 46
22 CH(CH,), 10 42 39
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Compd. R Dose/mg-kg™, sc : Activity/% .
Agonism Antagonism
6 CH,CH, 25 34 63
7 CH,CH,CH, 10 20 70
8 CH,CH,CH,CH, 10 -3 100
9 CH,CH,CH,CH,CH,CH, 5 2 83
10 CH,CH,CH,CH,CH,CH,CH,CH, 10 36 27
11 C(CH,), 5 12 70
12 CH,C(CH,), 10 -13 96
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Table 5 The effect of N-branched alkyl substitution on activity

Uterine growth promoting activity

Uterine growth promoting activity

Compd. R, R, (10 mg-kg™, subcutaneous injection) /% (10 mg-kg™, gavage)/%
Agonism Antagonism Agonism Antagonism

19 CH, A -7 105 -1 80

8 H A~ CHa -3 92 20 55
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Table 6 Activity of secondary amide compounds containing benzene ring at the end
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Uterine growth promoting activity

Uterine growth promoting activity

Compd. R, n R, (10 mg-kg™, subcutaneous injection)/% (10 mg-kg™, gavage)/%
Agonism Antagonism Agonism Antagonism

29 H 0 4-OCH, 23 59 19 19

30 H 0 4-CN 26 45 15 40

31 H 0 H 12 7 33 27

32 H 1 H 13 86 30 45

33 CH 1 H 5 85 27 51
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Table 7 The effect of N-butyl fluoride substitution on activity
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Uterine growth promoting activity

Uterine growth promoting activity

Compd. R, R, (10 mg-kg™, subcutaneous injection)/% (10 mg-kg™, gavage)/%
Agonism Antagonism Agonism Agonism
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