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Quinolone is an important motif found in natural products and biologically relevant compounds
exhibiting antibacterial* and anti-cancer activities.? Besides, 4-quinolone derivatives have found
applications as ligands in metal-catalysed processes.® The attractive biological profile and synthetic
interest have made them the centrepiece of many synthetic strategies over the past decades.*

While synthetic approaches have flourished recently in the literature to prepare heterobiaryl
atropisomers, which represent an important class of axially chiral compounds that have stimulated the
development of new synthetic approaches in the past years, the quinolone ring has never been used
for making axially chiral C-C bonded aryl-heterocycle compounds.®

In this context, our group is focused on the atroposelective construction of axially chiral 2-aryl-
pyrroloquinolones. This approach relies on a two-step protocol including an enantioselective
organocatalyzed synthesis of pyrroloquinolines followed by an oxidation reaction allowed the formation
of axially chiral 2-aryl-pyrroloquinolones. Thorough optimization of the experimental conditions for the
second step allowed the oxygenation reaction to take place and ensured, in most cases, a central-to-
axial chirality conversion with complete retention of the enantiomeric excess.®
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