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Development of peptide-based PET probe targeting integrin alphaShetal
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This study was aimed to develop a novel PET imaging probe targeting the
transmembrane glycoprotein receptor, a 53 lintegrin, by use of the fibronectin-mimetic peptide sequence
KSSPHSRNSGSGSGSGSGRGDSP (called PR_b). PR_b was modified and conjugated with the chelating agent
p-SCN-Bn-NOTA, and radiolabeled with 18F based on the chelation of 18F-aluminum fluoride. 18F-PR_b was
produced with a radiochemical purity of >95%; it exhibited a 58 1-binding activity and specificity in
cultured cells and in tumor-bearing mice, and had a rapid blood clearance and a predominant renal
excretion pathway. In vivo a 58 1-positive tumors could be clearly visualized by 18F-PR_b PET imaging.
18F-PR_b was developed as a promising PET imaging agent targeting the o 53 1 integrin.
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Organ Uptake (%ID/g) | Organ Uptake (%ID/g)
Blood 1.82+026 Pancreas 0.40=0.05
Tumeor 1.07+£0.14 Spleen 0.41£0.02
Muscle 0.36+003 Stomach 082=034
Bone 0.72=0.12 Small intestine 0.63=0.04
Brain 0.05+0.003 Large intestine 0.50 = 0.06
Heart 0.61=0.02 Kidney 73.4=062
Lung 1.18+0.08 Skin 143=030
Liver 0.48=0.04 n=10 for blood and tumor: n=4
for other organs
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