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Development of a radioactive probe targeting the cell cycle regulatory factor
CDK2
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We developed a cancer imaging diagnostic radiotracer targeting the cell
cycle regulatory factor CDK2 protein, which exhibits high activity in various types of cancer. We
designed, synthesized, and evaluated novel CDK2-binding inhibitory compounds, leading to the
identification of a promising compound (I-KAN). I-KAN demonstrated potent CDK2 inhibition activity
(IC50 = 0.096 p M) and proliferation suppression activity in A431 cells (CC50 = 1.8 p M). Cellular
uptake of 1251-KAN in A431 cells showed a 500% dose/mg protein increase after 60 minutes. We
conducted Western blot analysis and cellular uptake experiments using various cancer cell lines, and

found that the gastric cancer cell line MKN45, which exhibits higher CDK2 expression, is optimal
for establishing a xenograft mouse model for our cancer imaging studies.
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