D1441-Tam-02 B4 $103ESESR (2023)

SOANATUERAT S S/ AT 140 ARMORFE—RF N
UFILVRHEZFALE P EHEHEI X TILOER

(ilijt%’féfii e TIERE?D OFW ER - HE K2 B 2 - | i

Development of Theranostics Technology by Using Radiohalogens - Synthesis of '*I-Labeled
Activated Esters possessing a Neopentyl-Labeling Group ('School of Materials and Chemical
Technology, Tokyo Institute of Technology, *Graduate School of Pharmaceutical Sciences,
Chiba University) OMasatoshi Tada', Yuta Kaizuka®, Tomoya Uehara?, Hiroshi Tanaka'

There exist radioisotopes of halogens with various decay forms that are applicable to
diagnostic and therapeutic applications. In our laboratory, we are developing radiolabeling
techniques using the neopentyl labeling group, a hydrophilic labeling group that can stably bind
all radiohalogens in vivo. In this study, we aimed to develop radiolabeled activated esters for
efficient labeling of biofunctional molecules such as antibodies using the neopentyl-labeling
group. However, the labeling precursor of the activated ester has two different functional
groups (activated ester and sulfonate ester), which are unstable to basic and nucleophilic agents,
and thus require some ingenuity in synthesis. In this study, we planned to synthesize a labeled
activated ester with a triazole as a spacer, which can be synthesized by a click reaction. As a
result, triazole enhanced not only the reactivity of the neopentyl labeling group but also the
reactivity of the nucleophilic acyl substitution reaction of the ester. This activated ester was
successfully used for two-step '*°I labeling of EGFR antibodies.
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