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Recently, fibroblast-activation protein (FAP) inhibitor has attracted attention as one of the
carrier molecules for targeted o-particle therapy. FAP abundantly expresses in the interstitium
existing around various cancer cells and plays an important role in cancer growth. We have
developed FAP inhibitors (FAPIs) possessing actinium-225 (***Ac) as an alpha-particle emitter
and found that > Ac-FAPIs show significant antitumor effect in animal experiments (Fig. 1). "
However, *Ac has a problem in stable supply in Japan.

In this study, we focused on an alpha-particle emitter astatine-211 (*''At) which can be
produced by using an accelerator. Because of its relatively short half-life (7.2 hours), it allows
cancer treatment by hospital visit, which is expected to improve quality of life (QOL) for cancer
patients. Synthesized FAPIs were initially astatinated. 2'' At-FAPIs selectively accumulated into
FAP on cells, and antitumor effect was also observed in animal experiments. This demonstrates
that >'' At-FAPIs can be new therapeutic agents for targeted alpha therapy.
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