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Development of SN-38 derivatives with antitumor activity toward theranostics
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With the objective of low molecular-based theranostics for cancer PET
imaging and cancer treatment, we tried to develop a complex of 18F-radiolabeled RLC140050 (an
original compound with higher anticancer activity compared to SN-38) encapsulated in lipocalin-type
prostaglandin D synthase (L-PGDS) as a transporter protein capable of carrying small lipophilic
compound. However, it was extremely difficult to realize the encapsulation because of mixing both
highly diluted solutions of a 0.5-0.7 p M solution of radioactive [18F]RLC140050 and a 160-300 p M

solution of L-PGDS. After extensive experiments, a mixing methodolody focused on capsule-inclusion
exchange equilibrium gave the desired [18F]JRLC140050/L-PDGS complex to a small extent, and then PET

imaging studies of mice using the complex were performed.
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