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Strain-promoted alkyne-azide cycloaddition for PET molecular imaging
study
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ABSTRACT '8F_labeling reaction of bioactive molecule via click chemistry is widely used to produce "°F-labeled radiotracer
in the field of radiopharmaceutical science and molecular imaging. In particular, bioorthogonal strain-promoted
alkyne-azide cycloaddition (SPAAC) reaction has received much attention as an alternative ligation method for
radiolabeling bioactive molecules such as peptides, DNA, proteins as well as nanoparticles. Moreover,
SPAAC based pretargeting method could provide tumor images successfully on positron emission tomog-
raphy system using nanoparticle such as mesoporous silica nanoparticles.
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Figure 1. Representative strain-promoted alkyne azide-cyloaddition
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Figure 2. General synthetic route for the synthesis of "®F.Jabeled peptide compounds.
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Scheme 1. F-18 labeling protocol based on the copper-free SPAAC reaction using the azido-substituted peptides with F-F-18 labeled ADIBO synthon to

prepare "°F-labeled peptide tracers.
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Scheme 2. SPAAC conjugation reaction of three "®F-labeled azides using ADIBO group tethered bombesine peptide.
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