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We have successfully developed several new amino acid derivatives labelled
with astatine-211 (211At-XAMT), which has an alkoxy group in the molecules, for targeted alpha
therapy of cancers. Radiolabeling was performed using borono-astatine substitution reactions. The
reaction proceeds efficiently in an aqueous solution at mild conditions without any toxic agents and

organic solvents. The compounds demonstrated tumor growth suppression in mice with breast cancer
and lung cancer, which highly expressed an amino acid transporter, LAT1, on the surface of tumor
cells. The effect of treatment was more pronounced in drug-resistant tumors comparing to the
untreated tumors. A patent application was filed in September 2022.
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