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Development of At-211-labeled agents targeting the tumor hypoxia region
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Tumor hypoxia region is well known to show a resistance against
radiotherapy. Because 211At emits alpha-particles with very high energy and a short path length,
211At-labeled agents may be useful to treat the tumor with a resistance for the conventional
radiotherapy. However, radiolabeling methods to provide 211At-labeled compounds with high in vivo
stability are limited, making it difficult to develop 211At-labeled nitroimidazole derivatives as
agents targeting tumor hypoxia. Recently, we developed a novel astatination scaffold to provide
211At-labeled compounds with high in vivo stability. We applied the scaffold to develop an
211At-labeled nitroimidazole derivative that accumulated in tumor hypoxic region. However, it showed

low tumor accumulation, suggesting that further structural modifications would be required to
improve the tumor accumulation.
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