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Development of light-up G4 ligands.
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_ G-quadruplexes (G4s) are higher-order structures of nucleic acids formed
from Hoogsteen base pairs in guanine-rich sequences. G4s regulate a wide variety of biological

processes, which are therapeutic target. G4-binding small molecules (G4 ligands) have been played a
key role in the progress of this field. Notably, light-up G4 ligands whose fluorescence is
selectively enhanced when interacting with G4s are useful for high-sensitivity detection. Herein, we
present platinum (11) salfen complexes and macrocyclic pyridone pentamers as novel G4 ligands.
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Concentration (uM) H1299 cells (Human non-small cell lung carcinoma cell line) were used.
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C-MyC (DNA G4) 15.3 16.9 12.9 10.8 15.1

TERRA (RNA G4) 27.0 275 21.0 15.5 26.0

ds (non G4) 3.6 0.6 0.3 0.5 16

35 eq of ligands were used.
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Ref: 1) Chem. Commun. 2011, 47, 12488.
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