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Guanine-rich sequences, which can fold into G-quadruplexes (G4s), are frequently observed in
oncogenes and telomere region. It has been suggested that G4s inhibit enzymatic activity such
as polymerase and telomerase, resulting inhibition of oncogene expression and telomere
elongation. To develop an anticancer drug targeting G4, a wide series of G4 ligands have been
developed. However, G4 ligands are required to have not only high affinity but also high
selectivity for G4. Here, we developed ThT displacement assay (TD assay), which can identify
G4-selective small molecules even in the presence of duplex (Figure). We reported that ThT
specifically bound to G4 and enhanced fluorescence. TD assay can determine the dissociation
constants of the selected ligands with the target G4 by measuring the decrement of ThT
fluorescence. Effect of the selected ligands on enzymatic inhibitory and cell toxicity will be
shown in the presentation.
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