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Drug design for BNCT against tumor hypoxic cells: functionalization of BPA by Click-
Chemistry (‘Aoyama Gakuin University, “Kyoto Univ.) OTatsuya Ozasa,' Minoru Suzuki,’
Tatsuya Nishihara,' Kazuhito Tanabe'

Hypoxic cells are known to cause cancer malignancy and radioresistance, and therefore,
there are increasing demands for hypoxia-targeting drugs. In this study, we designed drugs that
can treat hypoxic cells by BNCT. We focused on the nitroimidazole (NI) group, a hypoxic cell-
accumulating molecule, and introduced it into BPA, which is well-documented BNCT agent.
We prepared '°B-enriched BPA with NI unit (BPA-NI) by using click-chemistry. In cellular
experiments of human tongue cancer cells SAS, BPA-NI significantly enhanced a cell-killing
effect against hypoxic SAS cells upon thermal neutron irradiation, while their effect on aerobic
SAS cells was limited.
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