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The Synthesis and Bioactivity Evaluation of
Pyrazolo[3,4-d]pyrimidineDerivatives
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Abstract: An efficient one-pot, three-component synthesis of pyrazolo[3,4-d]pyrimidines has
developed, utilizing 5-aminopyrazoles, formamide in presence of coupling agents POCl; or
PBr3.Their growth inhibitory results against cancer cells indicated that
3-(4-Chlorophenyl)-1-phenyl-1H-pyrazolo[3,4-d]pyrimidine possessed the better effectively inhibit
the growth of NCI-H226 and NPC-TWO01 two cells (18 and23uM). The newly developed method
was also able to apply toward the electron rich heterocyclic substrate such as 5-aminopyrimidine
and 2-aminopyrazines. This new synthesis methodology involved amidination, imination, and
oxidative cyclization three sequence steps.
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