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NOTES

Studies on Pyrimidines, Part II: Synthesis and Antibacterial
Activity of 7-(2’-hydroxy-5'-methylphen-1’yl)-2-acetyl-S-
substituted phenyl-3-o0x0-2,3,4,5-tetrahydrothiazolo
(3,2-a)-pyrimidines

H.R. CHAMPANER], S.R. MoD1* and H.B. NAIK
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The title compounds have been prepared by heating pyrimidine-
2-thiones with chloroacetic acid in acetic acid/acetic anhydride in the
presence of sodium acetate. These compounds were screened for antibac-
terial activity.

Thiazole compounds possess considerable tungicidal action'2. The present
work was carried out with the treatment of 4-(2’-hydroxy-5’-methylphen-1’-yl)-
6-substituted-phenyl—1,2,5,6—tetrahydropyrimidine—2-thiones3(I) with chloroacetic
acid in acetic acid/acetic anhydride in the presence of sodium acetate yielding
7-(2’-hydroxy-5'-methylphen- 1’-yl)-2-acetyl-5-substituted phenyl-3-0x0-2,3,4,
S-tetrahydrothiazolo-(3,2-a)-pyrimidines(II) (Scheme 1).

All melting points are uncorrected. IR spectra were taken on a Perkin Elmer-377.
spectrophotometer and PMR spectra were recorded on a Varian model EM-360L
spectrophotometer. Satisfactory microanalyses were obtained.

Preparation of 7-(2’-hydroxy-5"-methylphen-1'-yl)-2-acetyl-5-substituted
phenyl-3-0x0-2,3,4,5-tetrahydrothiazolo-(3,2-a)-pyrimidines(II)

4-(2’-Hydroxy-5’-methylphen-1’-yl)-6-substituted phenyl-1,2,5,6-tetrahydro-
pyrimidine-Z-thiones3 (0.005 mole), 0.5 g chloroacetic acid and 2.0 g fused sodium
acetate in 5.0 ml of acetic acid and 2.0 ml acetic anhydride were refluxed on
water-bath at 70-75°C for 3 h and left overnight at room temperature. The reaction
mixture was poured into distilled water and the solid obtained was filtered, dried
and crystallised from light petroleum ether. Ymax(KBr): 3450-3400 (OH), 1660—
1650 (N—-C=0) and 1600-1595 em™! (C=N); 8(CDCl3): 2.24-2.26 (CH3), 3.68—
3.72 (COCH3), 6.78-6.82 (OH) and 7.08-7.50 (Ar-H).
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(Scheme-1)

Compounds (II),

M.pt. (°C) M.pt. (°C)
1. R=CgHs; 82 9. R=2-OCH3CgHa; 65-67
2. R=4-CH3CgHy4; 86 10. R=4-OCH3CgHs; 75-71
3. R=4-CoHsCe¢Hg; 76 11. R=3,4-(OCH3)2CeHs3; 83-85
4. R=4-C3H7CeHs; 118 12. R=3,4,5-(0OCH3)3CsH; 98
5. R=2-CICgHg; 120 13. R=4-OH-3-OCH3Cg¢H3; 86
6. R=4-CICgH4; 108-110 14. R=3-NO»CgHyg4; 162
7. R=2,4-CloC¢H3; 93 15. R=4-NO,CgHgy; 178
8. R=2,6-CloCgHz3; 82 16. 4-FCgHa; 105
Antibacterial activity

The products were screened for antibacterial activity by cup-plate method,
using chloroform as solvent at a concentration of 10 mcg/d against S. aureus and
E.coli. All compounds show mild activity against both the bacteria.
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