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indolo-quinolone

Although a few PPARy (peroxisome proliferator-activated receptor-y)
inhibitors including rosiglitazone (Avandia) and pioglitazone (Actos) are
already on the market for the treatment of type-2 diabetes, the pursuit is still
on-going for finding better PPARy inhibitors. In the discovery synthesis of a
selective PPARy modulator by Merck,”® the Gassman indole synthesis
between m-trifluoro-methoxy-aniline and (ethylthio)acetone provided the
desired indole regioisomer in a 2:1 ratio. Nonetheless, the major isomer of
indole was converted to a potent and selective PPARy modulator after
functional group manipulations.

1. t-BuOC!
/@\ 2. CH,COCH,SCH;
F3CO NH> 3 Et;N
87%

H
H N Me
F3CO\©\/Z/M9 . / 1. Ra-NI, E'(OH, rt
SCH, 2 Si02, 49%
OCF,

SCH, 2:1

N

F,CO Q Me

| )

N

F4CO yMe —— O cl
g

PPARy modulator
3.3.9 Cadogan—Sundberg Indole Synthesis

The Cadogan—Sundberg indole synthesis, often known as the Cadogan
reaction, refers to the deoxygenation of o-nitrostyrenes or o-nitrostilbenes





