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Pretargeting system for targeted alpha therapy using 211At
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211At is an alpha-emitting radionuclide appropriate for medical use. To
expand the application of 211At-labeled compounds to targeted alpha therapy, we developed neopentyl
derivatives as a novel scaffold for astatination. The model neopentyl derivative radiolabeled with
211At was stable both in vitro and in vivo. The results showed that the neopentyl derivatives would
serve as a useful scaffold to develop 211At-labeled compounds. Thus, we designed a tetrazine
derivative including neopentyl astatide structure. In the preliminary study using 1251, the
tetrazine derivative showed biodistribution appropriate for pretargeting system. These findings
indicate that the novel tetrazine derivative would be useful for pretargeting system using 211At.
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