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G-quadruplex (G4) is one of the secondary structures of nucleic acids and is known to be widely
involved in the transcription of oncogenes in DNA. Although various G4 ligands have been
developed, few of them are able to target specific sequence from the whole G4 forming
sequences, which are identified more than 700,000 sites in human genome. In this study, we
synthesized a conjugate of a pyrrole-imidazole polyamide (PIP) with an analog of pyridostatin,
a typical G4 ligand. PIP is a minor-groove-binding molecule and can be designed to specifically
recognize any DNA sequence. We used conjugates having recognition sites for both G4 and
duplex regions and evaluated changes in selectivity and binding ability to the target DNA
sequence.
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