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Abstract

Steroids represent an important class of natural as well as synthetic drugs
because of their ability to penetrate cells and perform some of the most
fundamental biological functions mainly as antitumor and antiviral agents. This
thesis included preparation of Cholic acid amide , Cholic acid hydrazone
derivatives , cholic acid tetrazole derivatives , biaryl cholic acid derivatives and
also some of cholic acid chalcone derivatives. This thesis included a number of
synthesis paths:

1- Amide derivatives (73-75-77-79-81-83-85) were prepared from the
reaction of collic acid with a different of amines by using DCC as a
coupling agnet and DMAP as a catalyst.

2- The thiazole derivative of colic acid (87) was prepared from the reaction
of C.A with thiocarbazide in presence of concentrated sulfuric acid.

3- The derivatives ( (97-95-93-91)were prepared from the reaction of
derivative (89) with a different of aliphatic amines by using DCC as a
coupling agnet and DMAP as a catalyst.

4- The derivatives (117,115,113,111,109,107,105,103,101) were prepared
from the reaction of derivative (100) with aromatic aldehydes and
ketones in presence of acetic acid as a catalyst.

6- The derivative (119) was prepared from the reaction of derivative (100)
with acetyl acetone.

7- The derivatives (125,123,121) were prepared from the reaction of
derivative (99) with hydrazide compounds (126,124,122) in presence of
DMF as a catalyst.

8- The derivatives (133,131,129,127) were prepared from the reaction of
derivative (75) with a number of amines (134,132,130,128) in presence of
acetic acid as a catalyst.



O- The derivatives (139-137-135) were prepared from the reaction of
carbonyl compounds (140-138-136) in presence of acetic acid as a catalyst
with a reflex for 12 h.

10- The derivatives ( 143,142,141) were prepared from the reaction of
derivatives (131¢ 113,105) with sodium azide.

11- The derivatives (156-154-152-150-148-146-144) were prepared from
the mixing of the compounds (115,73) with aryl boronic acid via Suzuki
coupling reaction by using MW ray.

12- The derivatives (162- 160-159-158-157 ) were prepared from the
reaction of derivative (75) with aromatic aldehydes and in presence of
Sodium hydroxide as a catalyst.

13- The derivatives(165,164) were prepared from the reaction of derivatives
(160 < 157) with thiourea in presence of Sodium hydroxide as a catalyst.

14- All of the derivatives were identified by spectroscopic methods (FT-IR)
and (*H NMR) and (**C NMR) and 2D-NMR in addition to accurate

analysis of the elements (CHN).in addition of some physical properties.

The final stage of the research included the study of the biological activity of
Some of these derivatives against 17B-HSD1 and 17B-HSD2 .Theis
derivatives showed less than 10% inhibition against 173-HSD1 at 1.0 uM and
were considered to be inactive. On the other hand, compounds 95, 105 and
107 exhibited inhibition activities against 173-HSD2 of 21.1%, 23.9% and
21.3%, respectively, at 1.0 uM concentration, and thus turned out to be
promising analogues for treatment of osteoporosis.

Study of biological activity for all prepared compounds towards a class of
pathogenic bacteria, a gram positive bacteria (Gram Positive) from type
(Staphylococcus aureus) and a class of fungi from type (Candida albicans),
Some of these compounds have demonstrated inhibitory activity against this
type of bacteria and fungi, and some of these compounds showed moderate



inhibitory activity against this type of bacteria and fungi , while the other part
showed no inhibitory activity against these bacteria and fungi that used.

Summary of derivatives preparation is shown in the following schemes :
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Scheme (1) Show preparation of cholic acid amide and imine derivatives
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