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Synthesis of drugs with Hoechst unit and their delivery to cell nucleus ('Aoyama Gakuin
University) OMiu Mizutani', Hiroki Makanai', Tatsuya Nishihara', Kazuhito Tanabe'

The cell nucleus performs an important life-supporting function for the cell: the storage and
transmission of genetic information. Therefore, a molecular system that targets DNA in cell
nucleus have a significant impact on the cell survival. In this study, we focused on nuclear-
transferable Hoechst molecules to establish a delivery system of drugs to the cell nucleus and
constructed a molecular system to prepare drugs with Hoechst unit by Huisgen reaction.

Herein, we designed boron compounds and Gd complexes bearing Hoechst units, which can
be applied to BNCT or NCT. We expected that these molecules act as high-performance
anticancer agents under neutron irradiation conditions, because these drugs accumulate in the
cell nucleus. We prepared Hoechst molecule bearing acetylene unit (Alkyne-Hoechst) to
prepare cell nucleus-targeting drugs. At present, Huisgen reaction of Alkyne-Hoechst is in
progress.
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Figure 1. Huisgen reaction of Alkyne-Hoechst
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