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Effective synthesis of [ C]PK11195 for clinical application by using loop method
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Abstract

[M'C]PK11195 is a specific ligand for the peripheral type benzodiazepine receptor and a marker of activated
microglia, used to measure inflammation in neurologic disorders. A simple, rapid and fully automated preparation of
["'C]PK11195 was achieved with the automated methylation labelling system based on the loop method. To a solution
desmethyl-PK11195 (1 mg) in MEK (60 pL) was added TBAOH (1 M in methanol, 6uL), and the solution loaded onto
the loop. [**C]MeOTf passed through the loop at room temperature. The products of the reaction were then transferred
by passing mobile phase to a semi-preparative HPLC system. The method produced [*C]PK11195 in approximately 20
min after end of bombardment, with a 25-60% radiochemical yield (decay corrected yield from radioactivity trapped in
the loop to isolated HPLC fraction). The final ["'C]PK11195 activities are sufficient for several human PET. Moreover,
the method can be successfully applied for routine clinical application, proved to be a simplified alternative to the
bubbling method.

225





