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(54) Title: SUBSTITUTED QUINOLINES AND THEIR USE AS MYCOBACTERIAL INHIBITORS
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< (57) Abstract: The present invention relates to novel substituted quinoline derivatives according to the general formula (la) or
the general formula (Ib) salts, quaternary amines, stereochemically isomeric forms, tautomeric forms and N-oxide forms thereof,
wherein R! is hydrogen, halo, haloalkyl, cyano, hydroxy, Ar, Het, alkyl, alkyloxy, alkylthio, alkyloxyalkyl, alkylthioalkyl, Ar-alkyl

I~ ordi(Arjalkyl ; pis 1, 2, 3 or 4 ; R? is hydrogen, hydroxy, thio, alkyloxy, alkyloxyalkyloxy, alkylthio, mono or di(alkyl)amino or a

c radical of formula (Ic); R? is alkyl, Ar, Ar-alkyl, Het or Het-alkyl; R* is hydrogen, alkyl or benzyl; R is hydrogen, halo, haloalkyl,

ln hydroxy, Ar, alkyl, alkyloxy, alkylthio, alkyloxyalkyl, alkylthioalkyl, Ar-alkyl or di(Ar)alkyl ; or two vicinal R’ radicals may be taken

& together to form together with the phenyl ring to which they are attached a naphthyl; ris 1, 2, 3, 4 or 5 ; R® is hydrogen, alkyl, Ar or

& Het R7 is hydrogen or alkyl; R® is oxo ; or R7 and R® taken together form the radical - CH=CH-N=; Z is CH, or C(=0). The claimed
compounds are useful for the treatment of mycobacterial diseases, particularly those diseases caused by pathogenic mycobacteria
such as M. tuberculosis, M. bovis, M. avium, M. smegmatis and M. marinum. Also claimed is a pharmaceutical composition contain-
ing a compound of the present invention, the use of the claimed compounds or compositions for the manufacture of a medicament
for the treatment of mycobacterial diseases and a process for preparing the claimed compounds.



formtogether with the phenyl ring to which they are
attached a naphthyl; r is 1, 2, 3, 4 or 5 ; R6is
hydrogen, al kyl, Ar or Het R7 is hydrogen or al

is oxo ; W@Q@OS/(WO%HE%HOQdﬂlﬂ‘lﬂillll||lllﬂllﬂllmlllllﬂllﬂll||ﬂ|ﬁﬂlﬂ|lﬂ|ﬂl||||||||||||||||||||||||||||||
—CH=EHN=—2Z+5€CH2—or+—C6(=0—The—ttatret——corpourgds—————

are useful for t he treat nent of cobacterlal

e gé’ fli ot aihy phose di Se‘ﬁ? e Y ity il dewgnations
gj[i]ﬁ CMW!@?&’I\%\’L gﬁ as daf lnve;liltors i ( rLl!le% I7(§v ) fo S only
POY 8, PMO RAY s8R, SMSG%VIFBQ L§S an num

Tmnalmeﬁe s 73 Lphar, meoeutA, aal zaconposi ti on cont ai ni ng a
Zig, OmpOrURpagt: (BN SHPEI KENS, MNVWENt Pwished he use of the
Ng|SBi Sre'd 1 éla r?d‘@ Fe'laﬂ@@myo@Mt i onswif @rernpfypal pearrfutratt ur e

ﬁ)fBYé‘Gn‘%jW; feﬁ;bpatégé‘c%t ment of nycobacteri al
s ?G%%%e% caNLp DCESS, 306, T CPARL NG L8 oS oBh B uiarions, refor to the “Guid.
BF, B]

T@Oém%ﬁ CF, CG, CI, CM, GA, GN, GQ, ance Notes on Codes and Abbreviations" appearing at the begin-
GW, ML, MR, NE, SN, TD, TG) ning of each regular issue of the PCT Gazette.



