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Development of the strategy for the site-directed modification in hydrophobic
pocket of DNA for the control of gene expression
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Alkylation to DNA is one of the mechanisms on the anticancer drug. Some of the
alkylating agents, for example, cisplatin, melphalan etc., are used as the anticancer drugs for clinical
application. But these drugs did not have the selectivity to target genes, resulted in the serious side
effects. The alkylated reactions with high selectivity to target genes have the potential for developing
the new anticancer drugs without side effects. In our research, we attempted the development the site
directed alkylation activated with proximity effects to a target base in the hydrophobic space. We
designed the new alkylated probes activated by hydrogen bonding formation to a target base in hydrophobic
space. These probes consisted of alkylating part, 2-amino-6-vinylpurine, and binding part, Hoechst,
exhibited high selectivity to thymine. These probes are expected to apply for the new tool as a selective
control of gene expression
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