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Scheme 1: Synthesis of Inavolisib (1) 
 
Inavolisib (1) is a highly potent and selective PI3Kα inhibitor, which is currently in clinical development 
for the treatment of HR+, HER2- breast cancer and has recently been approved by the FDA.1  
Herein we present the development of a robust and scalable manufacturing process for Inavolisib (1). A 
route scouting case study and process design for the oxazolidinone 3 is presented. The selected route 
for 3 features a diastereoselective Grignard addition followed by a Tamao-Fleming oxidation.3 At the 
core of the synthesis of Inavolisib (1) are two consecutive Cu-catalyzed CN-coupling reactions with one 
of them connecting the two key building blocks dihalide 2 and oxazolidinone 3 (Scheme 1).2  
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