2021 2022

Devgloment of Radiometal Complexes for Selective Modification of Specific Amino
Acids

Watanabe, Hiroyuki

5,000,000
(TBD) DOTA
DO3A (TBD-DO3A-1) CRGDYK
In-111 [1111n]1n-Tyr-TBD-DO3A-1
N

In this study, a novel compound (TBD-DO3A-1) was designed and synthesized by
introducing DO3A, a DOTA derivative, into a triazabutadiene (TBD) scaffold for the purpose of
modifying tyrosine residues. Then, cRGDyK was selected as a model peptide, and tyrosine modification
and In-111 labeling were performed. As a result, we obtained [111In]In-Tyr-TBD-DO3A-1, the target
labeled compound, in high radiochemical yield and with high radiochemical purity. Furthermore, it
was stable in mouse plasma, suggesting the usefulness of this labeling method.
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sulfur-triazole exchange (SUTEX) (Nat. Chem. Biol., 16, 150, 2020, J. Am. Chem. Soc., 142,
8270, 2020)
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(TBD) (Bioconjugate. Chem., 32, 254, 2021)
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