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The development of 99mTc-labeled melanoma targeting imaging agents based on
chelation mediated multivalency
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In this study, we have developed o -MSH peptide based molecular imaging

agents which target MC1R, overexpressed on metastatic melanoma. At the beginning of this project, we
had planned to synthesize 99mTc-labeled hexavalent o -MSH peptides from monovalent isonitrile
ligands. However, because we could not obtain the objective 99mTc-labeled hexavalent a -MSH probes
due to unexpected side reactions, we instead synthesized DOTA conjugated bivalent MSH analogues and
evaluated them in vitro. We compared linear MSH peptides and cyclic MSH peptides as an o -MSH
analogue, and the results showed that 111In-labeled bivalent cyclic MSH peptides possessed superior
targeting capability to melanoma compared with the linear MSH counterparts. These results show the
potential of 11lIn-labeled bivalent cyclic MSH peptides as a novel melanoma imaging agent.
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(a) Uptake of "In-[L3a]
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4. (a) WiIn-[L3a] & (b) MIn-[L3b]> BL6F1 (2x 105 {l/well) ~HEF%
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