K5-2am-13 AZ{b2a B1025SE2 (2022)

RIRT P BEADEREARFARRIGICE AT I/ BIXATILO
Bk

A

ERETYH O=A fE'- B b’ i FBE!

Synthesis of amino acid esters by nitrogen-induced ring-opening reaction into cyclic ketones

(‘Faculty of Science and Engineering, Kindai University) oKensho MIki,! Koki Nomura,'
Kengo Hyodo'

y-Aminobutyric acid (GABA) has been known as neurotransmitters and compounds
containing moiety of y-aminobutyric acid such as baclofen, which is the derivatives, been also
utilized as drug for the nervous system. In this work, we attempted to develop novel synthetic
method for esters of y-aminobutyric acid derivatives by nitrogen-induced ring-opening reaction
into cyclic ketones.

We previously developed bench-stable oxime reagents which worked as an equivalent of
unstable and explosive hydroxylamine derivatives.! Using this reagent, we have achieved de-
acetylative amination reaction from acetyl arenes and alkanes in the presence of Brensted acid
in methanol solution, and obtained corresponding aromatic and aliphatic amines.’

In this work, we have performed de-acetylative amination reaction using four-membered
cyclic ketone 1 with oxime reagent 2 and obtained esters of y-aminobutyric acid derivatives 3,
which is the precursor of GABA. We will discuss the details in this presentation.
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Scheme 1. Bronsted acid catalyed ring-opening amination.
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