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Progress in the Synthesis of Targeted RET Inhibitor Selpercatinib
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Abstract  Selpercatinib is a receptor tyrosine kinase RET (rearranged during transfection) inhibitor being
developed by Loxo Oncology. Selpercatinib was approved by the US FDA in May 2020 for the treatment of RET
fusion-positive non-small-cell lung cancer, RET fusion-positive thyroid cancer and RET-mutant medullary thyroid
cancer. This paper reviews the synthetic methods of selpercatinib that reported in recent years, and discusses the
characteristic of each method in order to provide a reference for industrial production.
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Scheme 1 The structure of selpercatinib (1)
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