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Summary

Protein- and Peptide-Derived Radiopharmaceuticals

Yasushi ARANO

Department of Radiopharmaceutical Chemistry, Faculty of Pharmaceutical Sciences, Kyoto University

Recent development of radiochemistry has pro-
vided various reagent that allow stable attachment of
radiolabels to proteins in vivo. The advent of genetic
and protein engineerings have generated proteins and
peptides with reduced or no immunogenicity or more
favorable distribution characteristics. However, local-
ization of radioactivity in nontarget tissues still consti-
tutes a problem to be resolved for accurate diagnosis
and effective therapy using the radiopharmaceuticals.
Recent studies have indicated that radiometabolites
after lysosomal proteolysis of proteins play a critical

role in the radioactivity levels in nontarget tissues.
Furthermore, radiochemical design of polypeptides
that liberates radiometabolites of rapid urinary excre-
tion after lysosomal proteolysis in nontarget tissues
has facilitated rapid radioactivity elimination from
nontarget tissues to urine. From these findings, we be-
lieve a new era of protein- and peptide-derived
radiopharmaceuticals much more suitable for diagnos-
tic and therapeutic applications will be opened soon.

Key words: Targeting, Metabolizable linkage,
Proteins, Peptides, Radionuclides.
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