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Development of GLP-1 based imaging probes focused on extrapancreatic action of
glucagon-like peptide receptor agonist
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In this study, we focused on the extrapancreatic action of glucagon-like
peptide receptor agonist (GLP-1RA) and developed a novel imaging probe that enables quantification
of GLP-1R expression in vivo. In addition, we developed novel probes targeting MMPs, representative
markers of inflammatory diseases which are therapeutic targets for GLP-1 RA. The novel GLP-1R
imaging probe achieves high specific activity, convenient labeling, and high accumulation in
pancreas, which is a GLP-1R high expression tissue. And co-localization of the radioactive
accumulation region and the GLP-1R expression region were observed. As a result, it was shown to be
effective as a GLP-1R imaging probe. On the other hand, the accumulation in prostate cancer tissues
that have been reported to have therapeutic effects by GLP-1RA is low. Therefore, the correlation
between the therapeutic effects and the amount of GLP-1R expression needs to be examined in detail

in the future.
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1 [51]Ex4
Ex4 N Cys
Ex4-0-Cys Ex4-0-Cys Fmoc 95%TFA
HPLC N-(3-[***1]iodophenyl)maleimide
([**°171PM) (N-[3-Tri-(n-butyl)stannylphenyl]maleimide) -
Ex4-0-Cys (50 ng/ 100 pL PBS(-))

[2=1]IPM 40 30 HPLC
[1251]Ex4

Condition; 5Cis-AR-11 10><250 mm column, 0.1% trifluoroacetic acid (TFA) in
water/0.1%TFA in acetonitrile= 90/10 (0 min) to 50/50 (20 min), flow rate = 5.0

mL/min.
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