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Evaluation of silicon-astatine exchange reaction by kinetics approach and its
applications to the development of alpha-emitting therapeutic agents
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Astatine-211 is one of the promisin? radionuclides for the Targeted Alpha
Therapy (Radionuclide therapy using alpha-emitting radionuclides). The aims of this study are to
evaluate the usefulness of silicon-astatine (Si-At) exchange reaction (electrophilic desilylation)
by kinetic approach and to synthesize astatinated compounds via the Si-At exchange reaction. We have
successfully synthesized an astatinated amino acid (phenylalanine) and benzylguanidine (MABG) in a
good yield which is better than those by the conventional astatinated method. Therefore, this study

revealed that the Si-At exchange reaction is quite useful for the synthesis of astatinated compounds
for the Targeted Alpha Therapy.
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