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IC-Radiolabeling of Fatostatin by Pd’-Mediated ''C-Methylation (Laboratory for Labeling
Chemistry, RIKEN Center for Biosystems Dynamics Research) OTatsuya Kida, Hisashi Doi

Fatostatin is a sterol regulatory element-binding protein inhibitor with potentially various
research applications to metabolic diseases and drug discovery. Thus, observation of its
pharmacokinetics in vivo is highly desirable. The purpose of this study was to synthesize ''C-
labeled fatostatin ([''C]fatostatin) to observe its biological phenomena using positron emission
tomography (PET) imaging technology. The desired [''C]fatostatin was obtained by Pd-
mediated rapid ''C-methylation using a organostannane precursor and [''C]methyl iodide.
Although the radiolabeling research is still in the early stage, the !'C-radiolabeling of fatostatin
was successfully completed within 40 min, including purification. At this stage, ['!C]fatostatin
with 88 MBq radioactivity was obtained with a chemical purity of 80% and radiochemical
purity of 99%. At the 102" CSJ annual meeting, we would like to report on the details of !'C-
labeling and efforts toward small animal PET imaging research.
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