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Adverse drug reactions are the decisive risk factor associated with cancer chemotherapy. In
recent years, the development of targeted cancer therapy (missile therapy) to overcome the
problem has been rapid and impressive.' One such method, called radiopharmaceutical therapy,
could deliver radionuclide directly and specifically to the cancer cells. Herein, we developed a
technique that combined organic synthesis and 2'' At, an element that emits a-particle.

Previously, we have discovered that acrolein is overproduced in cancer cells but negligible
in healthy cells.> Moreover, we found that aryl azides could react selectively with the acrolein
of cancer cells to give diazo compounds, which could further react with the nearest organelle
to form a covalent bond inside the cancer cells. Based on these, we designed 2" At-radiolabeled
aryl azide molecules and investigated its antitumor effect. Herein, we will discuss the synthesis,
radiolabeling efficiency, and the results of in vivo experiments using xenograft mice.
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