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Exploring the potential of PIP-CBI derivatives with amino groups as anticancer
agents for drug discovery
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CCC-030, a gene therapy drug that binds to the gene sequence of DNA encoding
human telomerase transcriptase (hTERT) and suppresses its expression, has an antitumor effect of
100-200 nM against cancer cells overexpressing hTERT. In this study, we aimed to further improve the
efficacy of CCC-030. Three derivatives are novel: NH2-CCC-030 with an amino group at the N-terminus
of CCC-030, a NH2-CCC-030 witha -position on y -turn, and 2NH2-CCC-030 with both the N-terminus and
o -position was synthesized. These three derivatives showed excellent results in terms of DNA
binding power, cytotoxicity, and antitumor effect in animal experiments.
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