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Hal—7 /L\
ANL 17 /Cl Il
A ?N\Cl
Cl

A+ A'F AR Hal REZR > 105 1.5% 8%

EXEAHE (BRAILH )
R' represents an optionally substituted alkyl, aryl,

heteroaryl or cycloalkyl group,

R? represents a hydrogen atom or an alkyl group,

or

R} and R? together with the interjacent ring form a
heterocyclic group, and

R® each independently represent a hydrogen atom or an
alkyl group,

which comprises: heating a mixture consisting essentially

of heteroaryltrichloromethane compound of formula II,
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in which a! through A’ and Hal are as hereinbefore
defined,
‘and 1.0 to 1.5 equivalents of concentrated sulfuric acid,
and reacting the resulting intermediate product with an
alcohol or amine of formula III

HXR! III

optionally in the presence of a diluent and/or a base.
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The invention relates to a process for the

'o
]

epara

=t

heteroarylcarboxylic amides and esters of formula

7\4 V
AN -
Aﬁ/ \A:
Hal Z 1 -
AN 7 X—R" 1

in which A° through A%, R, Hal and X

ons or two of the groups 2}, a2, A%, 2% and as represent a
nitrogen atom and ths other groups each independently
represent CR?, -

Hal represents a halogen atom,

X represents oxygen or NR?,
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F8T111870%% 4| o 34 &
P XA AR E (91E3H)

£ #  |'"HNMR (DMSO-dg) & =

12253, 4|722 (t 2H), 7.80 (m, 1H), 7.90 (m, 2H), 8.12 (d, 2H), 11.0 (s, 1H)

. 6.93 (m, 2H), 7.54 (d, 1H), 7.88 (t, 1H), 8.19 (d, 1H), 8.43 (m,
1H), 9.85 (s 1H)

6 1.34 (d, 6H), 5.18 (m, 1H), 8.05%8.20 (m, 3H)

2,85 10 717 (t 2H), 7.29 (d, 1H), 7.6-7.9 (m, 4H), 7.67 (m, 2H), 7.90 (d,
1H), 8.11 (t, 1H), 9.93 (s, 1H)

1.26 (d, 6H), 5.09 (m, 1H), 7.35 (d, 1H), 7.5-7.7 (m, 4H), 7.83 (d,
1H), 8.07 (m, 1H)
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