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Development of polymeric immune checkpoint inhibitor by extension of low
molecular weight compound

Ito, Yoshihiro
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In this study, we aimed biological activation of small molecule compounds as
immune checkpoint inhibitors according to two principles. One method is the increase of the number
of interaction points with target molecule by the peptide conjugation, for making them interact more
strongly. To this end, we have developed a new method of evolutionary molecular engineering. In the

other hand, we employed multivalent effect to enhance the local concentration of
low-molecular-weight compounds around the target molecule. A polymerizable group was introduced to
make it a polymer, or it was composited into a polyamideamine dendrimer or a branched polyethylene
glycol. In addition, immobilization was performed on gold nanoparticles. In this study, three types
of small molecule inhibitors were used, and it was found that these multivalent effects differed
depending on the type of inhibitor.
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