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[ Abstract]

with tumor-specific expression. Successful translation of FAP-targeting radiotherapeutic drugs requires a mul-

Fibroblast activation protein (FAP) has attracted much attention as a pan-cancer target

tidisciplinary approach, in which ideal pharmacokinetic (PK) characteristics are essential. This paper sum-
marizes the PK mechanisms governing systemic clearance, tissue distribution, cellular uptake, and intracel-
lular retention of various ligands (such as organic small molecules, peptide mid-molecules, non-peptide
mid-molecules, and antibody macromolecules) , analyzes the advantages and disadvantages of FAP-targeting
ligands based on non-clinical PK data, and reviews PK alterations following various modification strategies
(such as antibody fragmentation, albumin binding, homo- or hetero-polymerization, and click chemistry
modifications ) , as well as the comparison of clinical PK data of different FAP-targeting radiotherapeutic
drugs. This review aims to provide references for the development of FAP-targeting radiotherapeutic drugs in
the industry.
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