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Adverse drug reactions are the decisive risk factor associated with cancer chemotherapy. In
recent years, the development of targeted alpha therapy to overcome the problem has been
impressive.' Previously, we have discovered that acrolein is overproduced in cancer cells and
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. In this study, we designed a targeted
alpha therapy using the azide-acrolein reaction and utilized various alpha-ray emitters. Their
antitumor effects have been investigated, and the details will be discussed in the symposium.
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