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Abstract 

 

 

2‐amino‐6‐thioxouracil  (1) undergoes cyclo-condensation with pyruvic acid 

derivative 2 and ninhydrin (6) to furnish thiopyranopyrimidine 5 and 

thienopyrimidine 8, respectively. Alkylation of aminopyrimidine 1 with benzyl 

chloride consumed two moles to form S‐ and N‐alkylated product 9. Subjecting 

compound 9 to aminolysis with aniline derivatives resulted in 4‐aminopyrimidine 

10a,b through Dimorth rearrangement. Furthermore, the addition of cyclic enamine 

10a,b to ninhydrin and benzoyl isothiocyanate produced pyrimidine derivatives 

12a,b and 14. Finally, the addition of enamenic carbon of 10a,b to polarized 

systems 2 or 18 afforded the pyrido[2,3‐d]pyrimidines 17 and 21a‐d in moderate to 

good yield. Condensation of aminopyrimidine derivative 9 with acetophenone 

leads to olefinic pyrimidine 23, various addition-cyclization reactions of which 

give the corresponding bicyclic pyrimidines 25, 27, and 29. Cycloaddition reaction 

of pyrimidine 9 to benzoyl isothiocyanate gives thiourea derivative 30. 

Intramolecular cyclization of compound 9 with NaOH or Br2 produces pyrimidine 

derivatives 31 or 33, respectively. Heteroannulation of pyrimidine 9 with ninhydrin 

or α-carbonyl carboxylic acid 35 gives the tetracyclic pyrimidine 34 and diazepine 

derivative 38, respectively. Fluorescence properties of pyrimidine derivatives have 

been tested. The three synthesized pyrimidines derivatives compounds 9, 27, 30, 

are able to have a toxic effect on male albino rats as they produced both 

hepatotoxicity, renal damage besides their hazardous effects on the Hb and 

inhibition of ChE. 
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