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Development of a radioiodine-labeled heparanase-targeted probe
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2,700,000

06T2115 [1-125]1
[1-125]2 1 2
[1-125]1
[1-123]1

Heparanase is an enzyme which plays an essential role for cancer metastasis.

In this study, we designed and synthesized novel heparanase-targeted radioiodine-labeled probes,
[1-125]1 and [1-125]2, based on a chemical structure of selective heparanase inhibitor, 0GT2115, for
quantitative diagnosis of cancer with single photon emission computed tomography. In a heparanase
inhibition assag, non-radioactive 1 and 2 exhibited high heparanase inhibitorK potencies similar to
heparanase inhibitors previously reported. In addition, [I-125]1 showed a high stability in
injection solution, cellular accumulation in cancer cells dependent on expression level of
heparanase, and good in vivo biodistribution in normal mice. These results suggest that [1-123]1
targeting heparanase could be a candidate for qualitative diagnosis of cancers.
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HPLC <conditions >

Column: COSMOSIL 5C18-AR-11 4.6x250 mm
Mobile phase: CH,CN containing 0.1% TFA:
H,0 containing 0.1% TFA = 60:40

Flow rate: 0.9 ml/min ([**1]1), 1.0 ml/min
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