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Development of radionuclide therapy with a fusion of CSC binding peptides and
high energy alpha nuclides

Mitsuyoshi, Yoshimoto

13,400,000

CD44 111In
DOTA 3 DOTA-A5G27 DOTA-RP-1 DOTA-P7
111In 225Ac

1111n-DOTA-RP-1

Ch44
111In 225Ac

Based on compounds that have been reported as CD44-binding peptides, three
types of peptides (DOTA-A5G27, DOTA-RP-1, DOTA-P7) conjugated with a chelating agent (DOTA) for
labeling metal radionuclides such as 111In were synthesized. All peptides could be labeled with
111In in high yield. Furthermore, 225Ac labeling was also investigated, but it was confirmed that
the labeling efficiency was poor. We investigated the pharmacokinetics of 111lIn-labeled peptides in
BxPC-3 and U-87 MG bearing nude mice. Unfortunately, the tumor uptake of these peptides was

extremely low. In in vitro competitive inhibition experiments, the tumor uptake of 111In-DOTA-RP-1
was inhibited by hyaluronic acid.
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