(®)
2021 2023

At 211 o}

Development of a highly effective target alpha therapy with At-211-labeled amino
acid derivative
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To enhance the therapeutic effect of an astatine-211 (211At) labeled a
-methyl phenylalanine (AMP) derivative, 2-211At-AAMP, the following two strategies were

investigated. 1) Development of a 211At-labeled amino acid derivative with excellent tumor
accumulation and retention properties, and 2) improvement of tumor accumulation and retention
properties of the 211At-labeled AMP derivative in combination with other drugs. Pre-treatment with
probenecid greatly enhanced the tumor accumulation and retention of 2-211At-AAMP, which greatly

improved the therapeutic efficacy in tumor-bearing mice. Pre-treatment with amino acids also
improved tumor cell accumulation.
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