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Evaluation of reaction between boron cluster BSH and chloroacetyl-modified tripeptides
(‘Kindai University, *Okayama University) O Shomu Fujimoto,' Ken Inoue,' Mizuki
Kitamatsu,' Hiroyuki Michiue?

Boron neutron capture therapy (BNCT) is attracting attention as a new cancer-targeted
treatment. The boron agents used for BNCT is desirable that deliver in the cells. The boron
cluster BSH is a potential boron agent, but it is not delivered into the cell by itself. Therefore,
we have developed a conjugate of BSH and cell-penetrating peptide. For the linkage, a Michael
addition reaction is used to conjugate BSH with a chloroacetyl group (ClAc)-modified peptide.
Here, we have found that the modified peptide promotes the reactivity of BSH. We synthesized
a tripeptide consisting of various amino acid residues containing a ClAc group (CI-3X) and
confirmed the reaction between the peptides and BSH by HPLC. As a result, it was found that
the CI-3X containing basic amino acid residues promotes the reaction with BSH. In addition,
it was confirmed that the reactivity with BSH was promoted depending on the number of basic
amino acids and the distance between the tripeptide and the ClAc group. From these results,
we conclude that the negatively charged BSH is concentrated by electrostatic interaction with
the basic amino acid residues in Cl-3X and the reaction is promoted.
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