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carbon atons C2 to C6, ar e |dent|mﬂ@dﬁcamﬁﬁﬁ%rent and |ndependently of one
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(C3-C7) -cycloal kyl, straight 20 chain or branched (C1-(CB) - alkylcarbonyl
preferably ad®EylIn€en el oht FERAIASortBr BR¥RED NYIEEEY L afRBXY2 LhEFSgen,
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formula 1

in which

15 R, Ri, Rz, Rz can be attached to any of the pyridine
carbon atoms C, to C¢, are identical or
different and independently of one another
denote hydrogen, straight-chain or branched
(C1-Cg) —alkyl, (C3-Cy) —cycloalkyl, straight-

20 chain or branched {C1-Cg)—alkylcarbonyl,
preferably acetyl, straight-chain or branched
(C1-Cg) —alkoxy, halogen, aryl-(Ci-Cg)-alkoxy,
preferably benzyloxy or phenylethyloxy,

nitro, amino, mono- (C1-C4) —alkylamino, di-
25 (C1-Cy) —alkylamino, (C1-Cg) —alkoxycarbonyl-
amino, {C1-C¢) —alkoxycarbonylamino- (C;-Cg) —
alkyl, cyano, straight-chain or Dbranched

cyano- (C1-Cg) —alkyl, carboxyl, (C;-Cg)-alkoxy-
carbonyl, (Ci;~C4)=-alkyl which 1is substituted
30 by one or more fluorine atoms, preferably the
trifluoromethyl group, carboxy-(C;-Cg)-alkyl
or {C1~Cg) —alkoxycarbonyl-(C;-C¢)-alkyl, (Co-
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2 510 15 20 25 C6) -al kenyl, preferably allyl, (C2-C6) - al kynyl,
‘preferably ethynyl or propargyl, straight-chain or branched cyano-(C: -C6)-
al kyl, preferably cyanonethyl, aryl, where the aryl radical my be
unsubstituted or nono- or polysubstituted by identical or different
substituents fromthe group consisting of hal ogen, straight-chain or
branched (Cl-Cg) -al kylCs) {&Bk€nY), - cydrmeddndbly carbbxyl, str@.ghtr€hain or
branched (G -Ce)- al ko nyl ,..pref er y ¢t - put oxy- bonyl, by
trifluoronethyl, hydr oéé%%ggt’r aipéc%tf-%gﬁéj? oretg{jgﬁ?he Clg%??]é%/%%ky,
preferably methoxy or EtEGLghtoERa¢NoxyQr nik¥ached no,cyemto- (LECsCA)
-al kyl am no, di- (Cl- @kyal kypagiragant aneyanéﬁléahgm-cgég, orynhdranched
cyano- (Cl- C6) - al kyl , where addition-  al éy R and Rl and/or R2 and R3 may
forma fused aromatic "6SneAbEred PRAGEN t R2¥ hePe pyPReiRet FRefordfng a
qui nol i ne or acridi ne moinpg warch dadry utbss thianitevay e sitbsitiedied @&  any C
atomring position by the radicals SI\D)%bStl , elg%sand E:%SOmhavi t he_neani ngs
sultur, Wh ﬁq%i

mentioned above; Z is oxygen or ere the radical (PH 2~°"P -R4 30

r J substituted on thecppsiigtaachetal ochelegany Is¢ ratitthchedatioo C at ons

C2-C6 of the pyridine pranched  (C;-Cg)-alkyl,  (C3-Cs)-cycloalkyl,
10 carboxyl, straight-chain or branched (Ci-Cg)-
alkoxycarbonyl, preferably tert-butoxy-

carbonyl, by trifluoromethyl, hydroxyl,

straight-chain or branched (C1-Cg) ~alkoxy,

preferably methoxy or ethoxy,’ benzyloxy,
15 nitro, amino, mono-(C;-C4)-alkylamino, di-(C;-
Cq4)~alkylamino, cyano, - straight-chain or
branched cyano-(C;-C¢)=-alkyl, where addition-
ally R and R; and/or R, and Rz may form a
fused aromatic 6-membered ring with the
20 pyridine ring forming a quinoline or acridine
ring which for its part may be substituted at
any C atom ring position by the radicals R,

Ri;, Rz and Rz having the meanings mentioned

above;
25
Z is oxygen or sulfur, where the radical
CH.)n R
(EHn - R,
N X
Z
S AN
p/ (CHz)m\Q
30 substituted on the pyridine heterocycle may

be attached to C atoms C;~C¢ of the pyridine
ring skeleton;
P, Q independently of one another represent oxygen or
in each case two hydrogen atoms (i.e. -CHy-);
35



ring skeleton; P, Q independently of one another represent oxygen or in
‘each '‘case two hydrogen atons (i.e. -CH2-); 35 3 X is nitrogen or G R5,
where R5 represents hydrogen or (Cl-C6) -al kyl; n,mindependently of one
anot her denotes an integer 5 between 0-B, with the proviso that in the
case n = 0, X denotes a CR5R6 group where R5 and R6 independently of one
anot her repr&sent ilsydridgergar of CL-86) - ahkyk ahd ddrate sera i hydgepeat om
adj acent to the GzZ grogp .iaslks);ﬂb,sti tuted by a hydrogen atom 10 or a
(C-C6) - al kyl group; I$4 [lacuna]” a straight-chain or branched (Cl-C20)-
al kyl radical which may be saturated or unsaturated, with one to three
doubl e i’ilnd/gh,ﬂc\5btihid|é|p%n(lgl@ﬂ(ﬁ8.,yhadﬂﬂ \MﬂeChangy?fbe Lﬂﬁittbﬁétuhegi@{egé@y
opti ona e substituted_.at, the sane or i.fferent C atqns one, two or
nore ar yIE?/ het er%grtf/qlefmhé)l"tggeﬁq,lt?lc%)p-réﬂvl%osﬂ,t%aarﬁ ng: t%b%oqe}/?%lg Ca)
-al kylami no or di0; (Q&l- @notakylaamRyRea €6uR0 Ghéye- aRyl aadi cak,
(C6-C14) -aryl- (CL- - L, Jtadj.cal - C10).. .- a [
(C2-C10) - heteroggjg%}g&f-%éﬁ%yalogﬁjn%aﬁ%%v%%qu:eo%etnaél.'ﬁﬁj%ﬁ%&é%rgﬂore
het er oat ons sel ect(&éd-F¢loma kel grBddp thednsike | RtEPIRD G temd Bljakenre the
(C1-C4)-al kyl 25 radicgal d%&%%ﬁ&@%ﬂﬁéﬁi%t@d N f{ @ atom
pol ysubstituted by iderzt I a}_oL i)fferen'g substituents fromthe group
consi sting of (CLo&f- ‘& %3? "2hBY bgRFCBRH oxo (=0) and where the (C8-Cl4) -
aryl or (C2-Cl10)-heteroaryl radical nay be 30 unsubstituted or nobno- or
pol ysubstituted b i ti cal L r .substit fro he. gr oup
consi sting o%‘lst rgﬁaﬁtgl-%%r]]ai %'ogegg%hggegﬂ%&- Cg% %?%é?he?cg}%)%zg)
-cycl oal kyl , hal ogékylcyaiedicei- ceyhich  may = be

unsaturated, with one to three double and/or

saturated or

15 triple bonds, and which may be unsubstituted or
may optionally be substituted at the same or
different C atoms by one, two or more aryl,
heterocaryl, halogen, (Cl-C6)-alkoxy, amino, mono-
(C1-Cyq) —alkylamino or di-(C;-C4)-alkylamino; a (Cg-

20 Ciq) —aryl radical, (Ce—C14) ~aryl-(C1-Cy4) -alkyl
radical or a (C2-Cy10) “hetercaryl or (Cy=Cqp) -
heterocaryl-(C;-Cy)-alkyl radical which contains one
or more heteroatoms selected from the group
consisting of N, O and S, where the (C;-C4)-alkyl

25 radical may be unsubstituted or mono- [lacunal]
polysubstituted by identical or different
substituents from the group consisting of (C1-Cg)-
alkyl, halogen and oxo (=0) and where the (Cg-Ci4)-
aryl or (C2-Ci0) ~heteroaryl radical may be

30 unsubstituted or mono- or polysubstituted by
identical or different substituents from the group
consisting of straight-chain or branched (C;-Cg)~-
alkyl, (C3-Cy)-cycloalkyl, halogen, cyano, (C1-Cg)-
alkoxycarbonylamine, (C1-C¢)-alkoxy, carboxyl, (Ci-

35 Cg) —alkoxycarbonyl, straight-chain or branched (C;-
Ce¢)—-alkyl which 1s substituted by one or more
fluorine atoms, preferably trifluoromethyl,
hydroxyl, straight-~chain or branched (C1~-Cg) -
alkoxy, preferably methoxy or ethoxy, where



al koxycar bonyl am no, (Cl-Cg)-al koxy, carboxyl, (Cl 35 C8)-al koxycarbonyl,
'strai'ght-chain or branched (Cl- C6)-al kyl which is substituted by one or
nore fluorine atons, preferably trifluoronethyl, hydroxyl, straight-chain
or branched (Cl-C8)- al koxy, preferably 4rethoxy or ethoxy, where 4 adjacent
oxygen atonms may al so be linked by (Cl- C2)-al kyl ene groups, preferably by
a nmethyl ene groupdiserend oxyygent roomanminey, abso- beCl-iGRed abkyl (@ii-no,

di - (Cl- 4) - al kyl a\_na whij r 5,i may,,be_un i ed or
nono- or pol ysub?tz?t ﬁtlggil%ei dggﬁpﬁ%gr Q?%i???g{ogt %gub%ti?ggﬁ%gp%omthe
group consi sting SFOUStrai §REZERAKNH, or HrldiftvhedapEroes) netky(C1-Ce8=C-7) -
cycl oal kyl, car bommlkylsatnriaicghtd;phmlncm-Qnapgﬁﬁgnép 6@11C8)wiad koxygar bonyl ,

by triflugronethyl, hydroxyl, straight-chaln_o ranched (Cl-Cs)- al koxy,
pr ef erabl§ met hoxy St e??ﬁ)éy,mﬁé(nz%%xy‘fnsﬁ}i’ﬁbgugﬂgno?rm 2MQTC1- B4)

-al kyl am no, di - (EOL-yGHbstidutedam noy cyadentsteai ghtorchai diffebeanched

;5 cyano- (Cl'CB)SU%éeﬂﬁuéyE% th%&%n§tr%%%uragrbﬁgneréoﬁggs§ggéeo!89nﬁrs’
in particular tautonmers, diastereoners and nanti oners, —an hei r

phar maceuti cal | y &SRB €E0saPt s Pranabec i €¢d ) aeltdvaddi tGof-sal ts,

are provided. Thusscifd18X3MPEerbbRe1¢oMPortsh ©fciden f @ymubasfdheq
accor di nﬂoto t he i(%eeti on. whi ch ggve one or nore 25 centers of chirality
t

and whi ch?are presénf ek~ FHERFETREP O be sePhr at edt by HBPROUE L RKbwN per

se into their opthyckloxyslgner straightenhainoners obrdhasker eomer£,) Fhe

S LT San. Do ARl A0 BULDYLG0L I RRA) ALE 0L by bah DiBRES O DY

recrystallization froman optica 3 sol vent using”an Spti cally
active acid or baseLs, byrdep vatenat |Gl thlknlepineal 194 acdi-fe) -

alkylamino, cyano, straight-chain or Dbranched
15 cyano- (Ci1-Cg) —alkyl;

and their structural isomers and stereoisomers, in
particular tautomers, diastereomers and
enantiomers, and their pharmaceutically acceptable

20 salts, 1in particular acid addition salts, are
provided.

Thus, for example, the compounds of the formula (1)
according to the invention which have one or more

25 centers of chirality and which are present as racemates
can be separated by methods known per se into their
optical isomers, i.e. enantiomers or diastereomers. The
separation can be carried out by column separation on
chiral phases or by recrystallization from an optically

30 active solvent: or using an optically active acid or
base or by derivatization with an optically active
reagent, such as, for example, an optically active
alcohol, and subsequent removal of the radical.

35 Furthermore, the pyridine derivatives of the formula
(1) according to the invention can be converted into
their salts with 1inorganic or organic acids, in
particular, for pharmaceutical use, into their

physiologically acceptable salts. Acids which are



reagent, such as, for exanple, an optically active alcohol, and subsequent
renoval of the radical. 35 Furthernore, the pyridine derivatives of the
formula (1) according to the invention can be converted into their salts
with inorganic or organic acids, in pardicular, for pharmaceutical use,
i'nto their physiologically acceptable salts. Acids which are 5 suitable
for this purposeadie, fdorexamplies, hydmacd oriaregci d,fdydr obxanpTe aci d,

S furic aci gy ARASANOL cackd. YMBERELALD. ABYGE! MLG AGLLL 1actye acid

ulf . ﬁg
citric acid, acetic aci tartaric’acl oni ¢ acl
mal oni ¢ aci dPhesPhPGdcoazeitic femdrisr aalkdi c suiqlnivbr ecidr, lm@tL:@rrpounds

of the formubai@ql) @&@pf@laalho 481 AVERLLON €2 At LAY conk @ N-a
sufficiently 10 aci dic such as a carboxyl group, be converted, if

desired, 1 nt8°tHei r’e“?aﬂnc Gf'hd‘l nBf gaht € éFlﬁlrgattﬁlcflUcPaFé@sceqlrF pAF ¢ cul ar,

f or phar maceuti malleigeaciint.o their physiol ogically acceptable salts. Bases
which are suitable for this purpose are, for exanple, sodium 15 hydroxi de,
pot assi um hydr oxi de, cal ci um hydroxi de, |ysine, cyclohexyl an ne,

et hanol am neModeevkanoltduei rempamddsr icdt Hdrsol fanrimela Ablc)ordiargrdm@ o ef erred

embodi ment , exendhaeen%QoqerbgatIV§§ ofhtpe fonmila larg, peg % hJ,n which
R R, R3, Z, Q n and m have the nmeani ngs gi ven ove %d R4

denot es st?&ﬁ&ﬁ?<ﬂﬁﬂqpmnsﬁ?%néﬁedi(%ﬂ??ﬂ%ﬁl drRyP, ??r@RﬂYﬁﬁtﬁﬁdch may

be saturatedidr densatedr,atiatho wikidi ongalost hiea dewdqenard/or éf%ﬁ%ﬁbbonds
and which gg unsubstlt ted or. optionall substltuied on the same or

di ff erent Chg 86 ' by T onBE FFRGUSF T fror OﬁryPhXﬁ%?%?%5}§? &t Dgent 39
(C1-CB) - aIkok??lanphwﬁl@d@@l@@ll&4ﬁ€@d@¢h@dﬁn@aﬁts(MBaidﬂ.ﬁﬁbcheﬁkglanino;

suitable for this purpose are, for example, sodium

15 hydroxide, potassium hydroxide, calcium hydroxide,
lysine, cyclohexylamine, ethanolamine, diethanolamine
and triethanolamine.

According to a preferred embodiment, pyridine

20 derivatives of the formula 1 are provided in which R,
R1, R2, R3, X, Z, P, Q, n and m have the meanings given
above and

R4 denotes a straight-chain or branched (C;-Cy)-alkyl

25 radical which may be saturated or unsaturated,

with one to three double and/or triple bonds, and

which may be unsubstituted or optionally

substituted on the same or different C atoms by

one, two, or more aryl, heterocaryl, halogen,

30 (Cl-C6)-alkoxy, amino, mono-{(C;-C4)=-alkylamino or
di-(C1-Cq)=~-alkylamino;

a phenyl ring or a naphthyl ring, each of which
may be unsubstituted or mono- or polysubstituted
35 by identical or different substituents from the
group consisting of straight-chain or branched
(C1-Cg)—-alkyl, (C3—-Cq)-cycloalkyl, halogen, cyano,
(C1-Cg) ~alkoxycarbonylamino, (C1-C4) —alkoxy, car-

boxyl, (C1-Cg) —alkoxycarbonyl, straight-chain or.



a phenyl ring or a naphthyl ring, each of which may be unsubstituted or

‘nono-* or pol ysubstituted 35 by identical or different substituents fromthe

group consisting of straight-chain or branched (Cl1-C8) -alkyl, (C3-C7)
-cycl oal kyl, hal ogen, cyano, (Cl-C6)-alé&oxycarbonyl am no, (Cl-C6)-al koxy,
car- boxyl, (Cl-C8)-al koxycarbonyl, straight-chain or. 6 branched

(C1- C6) - al kyl whi drrarsheubstGit-Gsedabyybnehioh rmresdldardrtiutecatkwrscpne

preferably trifluqo- Ayl g1 hydroxyl 5+ gal
(C1-C8B) - al koxy, preferably nethoxy_ or aet gé:%eef%?%g g] ag ?on gen at ons

may al so be Ilnkeéﬂelﬁhyl(c @?rﬁwwené@?@bﬁﬁt Prakrer alolty abrerahedne

group, benzyloxy, (u,tce)- éﬁabiy)me@ﬁgyiaﬂln@thox% tw?efed
stitutea or

di - (Cl-4) - al kyl am no, I ich for _its par e un

mono- or 10 pol ys@SSEFEH %d By 9dentd HS orm%f %]r%%t Sub H”E%‘éntgyfrom

t he group consi sti(gg- 65 -slkplgid - cheowp®r bpeatheab(1- £8)meahityéne( C3- C7)
- cycl oal kyl, car st ai n _gr anc (1 0 ar bonyl ,
by trifl uoronethyl”, hyd}?%}(g?iog{}fal rﬁt&[{al nQorg fancr%cf) @I &f

al koxy, preferabl ?lﬁé‘t or ‘é%ﬁb@(lyﬁgeﬂ%}/éﬁiylnom tarrcyl,arwfmﬁh nmbao-

(Cl-C4) -al kyl am a@s dipaf€l- % k@ kyu@%@@tlﬁu@@@ skr aighischasp or
branched cyano- I) pyri mdinyl radical

- al or
or 2-, 40 trﬁ?\}l d( ]@ﬂ) alléﬁptﬁﬁallcal Ohergtffpgent
(C1- C4)-a| kyI radlsmaalstmuehrﬁwns&lmtu t uted or groupo- {:bﬁ@u@@lng of

pol ysubsti tut ed b 6%) i r, 29, different Sl’k? S fro t he group
consisting of (CI- q%lh hlaqL o er:fagln réf)jxo &;I)E 25{ % 3 Ialf)-, 5- or
6- pyri m di nyl radlcc’aqlor?W(YHe Gﬁgh%vlt utfe@faz)lrghﬁ)'r@altm slia slubsltld:heldi ed by

(C1-Cg) —alkoxycarbonyl, by ‘ trifluoromethyl,
15 hydroxyl, straight-chain or Dbranched (C1~Cg) -
alkoxy, preferably methoxy or ethoxy, benzyloxy,
nitro, amino, mono-(Ci-Cy)=-alkylamino, di-(Ci;=C4)-
alkylamino, cyano, straight-chain or Dbranched
cyano- (C1-Cg) —alkyl;
20
a 2-, 4-, 5- or 6-pyrimidinyl radical or 2-, 4-,
5- or 6-pyrimidinyl-(C;-C4)=-alkyl radical, where
the (C1-C4)-alkyl radical may be unsubstituted or
mono- [lacuna] polysubstituted by identidal or
25 different substituents from the group consisting
of (C1-C¢)=-alkyl, halogen and oxo (=0) and the 2-,
4-, 5- or 6-pyrimidinyl radical may be
unsubstituted or mono- to trisubstituted Dby
identical or different substituents from the group
30 consisting of hydrogen, (C1-C¢) ~alkyl, halogen,
nitro, amino, mono-{(C;-C¢)-alkylamino, di-(C;-Cg)-
alkylamino, hydroxyl, (C1-C¢) —alkoxy, Dbenzyloxy,
carboxyl, (C1-Cg) —alkoxycarbonyl, (C1—Cg) -
alkoxycarbonylamino or (C;-Cg)=-alkyl which is mono-
35 or polysubstituted by fluorine, preferably
trifluoromethyl, (Ce—Ci1p)-aryl and (Ce—C10) —aryl-
(C1-Ce) —alkyl;



identical or different substituents fromthe group 30 consisting of

hydr ogen, (C1-C6)-al kyl, halogen, nitro, am no, nono- (Cl-C6) -alkylam no,
di- (C1-C6) - al kylam no, hydroxyl, (Cl-C6)-al koxy, benzyl oxy, carboxyl,
(C1-C6) -al koxycarbonyl, (Cl-C6) - al koxycarbonyl am no or (Cl-C6)-al kyl

whi ch is nmono 35 or gol ysubstituted by fluorine, preferably
trifluoronethyl, (C63CL0F—~aryl @ahdo(pEBrOdeyingtylradiCcalCd)r - atkyl-,7 a 3-,
4-, 5- or 6-pyridazi nyy, rgdical g8k 131 -4ty —cD—0r :

6- pyri dazi nyl - (C1- C4) - al kyl b?i&idgaﬂl%y\%mé% CPLLE HPRN ( 5°ES my
be unsubstituted o€ mohs=Cq I Addyd] PAYbsPryuted BySukeht Feaedoprs

ﬂi }‘fer ent Zubsti Eunmtcs- Br[cmhadd’r&a]gr QL VU tSIHUGd gfby( Cilzj@@)té-cglllkyb,r )

al ogen apd oxo (=0).and the 3-, .4-, 5- or 6-pyridazin radi cal may be
unsubst i tgt ed or r?g%%geﬁeontirisgﬁﬁgtlitflﬁpga bfi[/‘:c’"il déh?i HOGr GPRFérEAPI
substituents fromahe(@réup-20kygdnsihstlioggnofaniay draogetr0) Glado)ihal By, ,

hal ogen, nitro, auno, smno-,fCl-£6), -alkylam no, di; 1-(;1?\ -
al kyl am no, hydroxyl, (Cil- CG)?aI koxy%yjt:)enzyjfo Y, gg?b%)%%l , %ﬂ CG)be

-al koxycar bonyl , (EEREBCLEH&ky- °&ar BRI ani §8 ort{iGniT)iwiigd whivch is
Emno- o; 15 plol ysdwhﬁéétéﬁjlﬁl&a]d &y d%ﬂﬂéii@t@@lﬁl@é@i@?&ﬂtérfro@ HH%O%BU)H :

C6- C10) . -aryl an - C10) -aryl - - -al kyl; a 2-, 3-, 5- or

6- pyr azi :rng)/I r adi caqo(no%lsg-l,g%- ,O%- }Qé)g%?g%‘%’pyr Lé(]i_ﬁd?l) ?f%fyéﬂf) - BPRYEePadi cal ,
where the (Cl-Ca) raltad, radiiczl, magnde (Onsubstilkylediap, nodb- (§1-acuRal

pol ysubstituted by, j 4 ory, ok nt ubst i n fromth roup
consi sting of (Cl-a&]%ﬁ-rgr%llqﬁéy'l , }h}g(?%%e Ie’and((és)]Xo 6? :é¥ﬁg%g’t hgeﬁ-z,ﬁgg,y’& or
25 6-pyrazi nyl radiddofay be (Gnstdswilteregagbomydo- t 6Ct1lssubdkioruted by
identical or diffefeonyshstid uent s¢d,~e7) LtEEK QI OUR iGANSE St ighf o

15 polysubstituted by fluorine, preferably tri-
fluoromethyl, (Cg=Cyp) —aryl and (Ce~C10) —aryl-
(C1-C¢) —alkyl;

a 2-, 3-, 5- or 6-pyrazinyl radical or 2-, 3-, 5-
20 or 6-pyrazinyl-(C;-C4)-alkyl radical, where the
(C1-C4) —alkyl radical may be unsubstituted or mono-
[lacuna] polysubstituted by identidal or different
substituents from the group consisting of (Ci1-Cg)-
alkyl, halogen and oxo (=0) and the 2-, 3-, 5- or
25 6-pyrazinyl radical may be unsubstituted or mono-
to trisubstituted by identical or different
substituents from the group consisting of
hydrogen, (C1-Cg)-alkyl, halogen, nitro, amino,
mono- (C1-Cg) -alkylamino, di-(C1-C¢)~-alkylamino,
30 hydroxyl, (C1-Cg) —alkoxy, benzyloxy, carboxyl,
(C1-Cg) —alkoxycarbonyl, (C1-Cs) —alkoxycarbonylamino
or (C;-Cg)-alkyl which is mono- or polysubstituted
by fluorine, preferably trifluorcmethyl, (Cg—Cig)-
aryl and (Cg-Cyp)-aryl-(Ci-Cq)-alkyl;
35
a 3-, 4-, 5-, 6-, 7-, or 8-cinnolinyl radical or
3-, 4-, 5-, 6-, 7-, or 8-cinnolinyl-(C;-C4)-alkyl
radical, where the (Ci-C4)-alkyl radical may be

unsubstituted or mono- [lacuna] polysubstituted by



hydr ogen, (Cl1-C6)-al kyl, hal ogen, nitro, am no, nono- (Cl-C6) -alkylam no,

'di - ("C1-C6) -al kyl am no, 30 hydroxyl, (Cl-GC6)-al koxy, benzyl oxy, carboxyl,

(C1- C6) - al koxycar bonyl, (Cl-C6)-alkoxycarbonylam no or (Cl-C6)-al kyl which
is nono- or polysubstituted by fluorine8 preferably trifluoronethyl,
(C6-010)- aryl and (C6-Cl0)-aryl-(C1-C6)-alkyl; 35 a 3-, 4-, 5-, 6-, 7-, or
8-cinnolinyl radi dedergridagl on-different ?ubbetge@tﬂnérpmythecgrcmp al ky
radi cal , where t hqjc(rgllga)ng’:ll Kyl rchtg)alalnj@}yl behayg?g{qstal rldut &g, or _pno-

[Iacuna] pol ysubstituted by 8 |dent|dal differen substltuents romthe
group consisting B9 (ERLT6)>al ki élogeﬁ ~and '6x0 640)8‘5ﬁ6n9Hén31 4-
5-, 6-, 7-, or 8-citadmiatdinyl maradi pal mayshies tnsubsdi t wed efon®NOo- tbo 5

pentasubs ituted b |dent|caJ i fferent stituents fr he group
conS|st|né of hydiByeh Qé%‘glk hafog%g itro %&f% ﬁ

(C1- C6) -alkylamlﬁybsnltqqmtiﬁ) fmwmylaﬁmno grbw@roxybns@ﬁilﬁﬁ) ablkoxy,

benzyl oxy, carbox 0 - ko bon oxycar hanyl am no
or (C1-C8) -alkyﬁAydﬁéﬁlfé gﬁ%o? ) gyg %subg%%?éted b)l @%Eﬁorgﬁégg

pref erably trlflud?%TWI‘C6(CBl@é§ma?9} and ?7664@1‘(96 aﬂywlam@moca)
-al kyl; 15 a 2-, 4rydfoxy®;, (T ,C6§N’—a@k@ﬂynabﬁhhplbwgad'c%@'bo@kr -6C 4, 5-,

?adlcal ﬁgysbgUI3n§ubl ¥<t §§é g%%%gno- F}égﬁ ?kﬁ§W§§6 ﬁ &beoralkyl

i denti dal or diffeﬂth6SUb$kyluehushfn@nmkhﬂrgr@mppaDysmhststungdoby
hydr ogen, (Cl-C6) E&J&@lnéﬁﬂ5&@%@9@@1§0§91£r9% gﬂgtﬁyf Ofi¢c %%B %r?l T

6-, 7-, or 8-quinazolinyl radi cal unsu stltu ed or
pent asubst it ut ed BAG deririCeal ~aY L di%:irEebnelkyibsti t uents from the group
consi sting

15 a 2-, 4-, 5-, 6-, 7-, or 8-quinazolinyl radical or
2-, 4-, 5=, 6-, 7-, or 8-quinazolinyl-(C;-C4)-alkyl
radical, where the (Ci-C4)-alkyl radical may be
unsubstituted or mono- [lacuna] polysubstituted . by
identidal or different substituents from the group

20 consisting of hydrogen, (C;-C¢)=-alkyl, halogen and
oxo (=0) and the or [sic] 2-, 4-, 5-, 6-, 7-, or
8-quinazolinyl radical may be unsubstituted or
mono- to pentasubstituted by identical or
different‘ substituents from the group consisting

25 of hydrogen, (C;-Cg)=-alkyl, halogen, nitro, amino,
mono=- (C1-Cg) —alkylamino, di-(C;-C4)-alkylamino,
hydroxyl, (C1=C¢) ~alkoxy, benzyloxy, carboxyl,
(C1-Cg) —alkoxycarbonyl, (C1-Cg) —alkoxrycarbonylamino
or (C;-Cg)-alkyl which is mono~ or polysubstituted

30 by fluorine, preferably trifluoromethyl, (Cg—Cig)-
aryl and (Ce-Cyp) —aryl-{C;1-Cq)-alkyl;

a 2-, 3-, 5-, 6=, 7-, or 8-guinoxalinyl radical
{lacunal} 2-, 3-, 5-, 6-, 7-, or 8-quinoxalinyl-
35 (C1-C4) —alkyl radical, where the (C1-Cq)—alkyl
radical may be unsubstituted or mono- [lacunal]

polysubstituted by identidal or different
substituents from the group consisting of (C;-Cg)-

alkyl, halogen and oxo (=0} and the or [sic] 2-,



25 of hydrogen, (Cl-C6)-alkyl, hal ogen, nitro, am no, nono-

'(C1l- C6) - al kyl ami no, di-(Cl-C6)-al kyl am no, hydroxyl, (Cl-C6)-al koxy,

benzyl oxy, carboxyl, (Cl-C6) -al koxycarbonyl, (Cl-C6) -al koxycarbonylam no
or (Cl-C6) -alkyl which is nono- or polysubstituted 30 by fluorine,
preferably trifI uoronet hyl, (C6-Clo)- aryl and (C6-Clo) -aryl- (Cl-C6)

-al kyl; a 2-, %, %=, P-, or.,8-qui ﬁexaﬁhnybliaglcaiadl[daacumaﬂr Be, 3-,
5-, 6-, 7-, or % QU A pl e B5 {CL-A)- al é%" bagts ghealineplCl- c4)
-al kyl radical may be unsubstituted or nono- cuna o ysu StIP ted by

i dentidal or diff 4Rty t%ﬂeﬁ%rer%w%tﬁg?mt%oﬁgmtthg gtopel- C6) -
al kyl, hal ogen and:d}Ms(t1Q9g ar&tthwd)focie&l cl Z,-RQ)3a1kP1, Ohaldr enOr

8- qui noxali nyl radi, unsubstifute no- pent asu stltut ed
byq |dent‘{3caly or cﬂJT er en m%G&tlT%%t% %?Réggﬁ%ﬁo'co‘%s §ti7hg

hyfllr(olgen_, (Cl- %)edlwammm,logdrvdﬁvxﬂ,ro f&ﬁ‘lC:aD aﬁmmy (Cﬂleﬁ:@)’logyr I
-al kyl ani no, a , 0X enzyl oxy,
(qukoxfcar wf C%l )%%)% nyléarb rljyﬁl’J Xko

car boxyl, (Cl-C6) bony al koxi;
(C1- C6) - al kyl whi cq?ﬁ THorfe et oEol Voobst rabke Wlfdfyoitﬁnemorm-ef erabl y 10
tri fI uor omet hyI stlaifd’deoand (&8 ClO) f'l@f)!‘llne( Cl Co re@le!&{iol a 1-

4-, 7- hthal i.n - 7

8- pht hal ggl nyl - 163) “1?% 3’)%5 g‘#sc%llo vi?rf@fje t%d(cicaﬁwérﬁﬂflradl cal
may be unsubstltutCadC@r abkpk ; [Iacuna] pol ysubstituted by identidal or
different substituents fromthe group consisting of (Cl-C6)-alkyl, hal ogen
and oxo (=0) and the or [sic] 1-, 4-, 5-, 6-, 7-, or 8 20 phthal azi nyl

radi cal may be unsubsti t4tedor éronol- toope&tahnlb@lazumleb b:ydltdehton:al or

different substitugnts from the gT_o,upof:ogq%ﬁﬂgngapfnyl C4)-alkyl
15 radical,- where the (Ci-C4)-alkyl radical may Dbe
unsubstituted or mono- [lacunal] polysubstituted by

identidal or different substituents from the group

consisting of (C;-Cg)-alkyl, halogen and oxo (=0)
and the or [sic] 1-, 4-, 5-, 6-, 7-, or 8-
20 phthalazinyl radical may be unsubstituted or mono-

to pentasubstituted by identical or different
substituents from the group consisting of

hydrogen, (C1-C¢)-alkyl, halogen, nitro, amino,
mono- (C1-Cg) —alkylamino, di-(C1-Cg) —alkylamino,
25 hydroxyl, (C1-Cg) —alkoxy, benzyloxy, carboxyl,
(C1-C¢) ~alkoxycarbonyl, (C1—C¢) —alkoxycarbonylamino

or (Cy-C¢)-alkyl which is mono- or polysubstituted
by fluorine, preferably trifluoromethyl, (Cg-Cqip)-
aryl and (Cg-Cip)-aryl-(C;-C¢)-alkyl;

30
a 2-, 3-, 4-, 5-, 6-, 7- or 8-quinolyl radical or
2-, 3-, 4-, 5-, 6-, 7 or 8-quinolyl-(C;-C4)-alkyl
radical, where the (C;-C4)-alkyl radical may be
unsubstituted or mono- or polysubstituted by

35 identidal or different substituents from the group
consisting of (C3-Cg¢)-alkyl, halogen and oxo (=0)
and the 2-, 3-, 4-, 5-, 6-, 7- or 8-quinolyl
radical may be unsubstituted or mono- to hexa-
substituted by identical or different substituents



hydr ogen, (Cl-C6)-al kyl, hal ogen, nitro, am no, nono- (Cl-C6) -alkylam no,
di - (‘Cl-C6) -al kylam no, 25 hydroxyl, (C1-C6)-al koxy, benzyl oxy, carboxyl,
(C1- C6) - al koxycar bonyl, (Cl-0C6)-al koxycarbonylam no or (Cl-C6)-al kyl which
is nono- or polysubstituted by fluoringo preferably trifluoronethyl,
(C6-C10)- aryl and (C6-Cl10) -aryl- (Ci1-C6) -alkyl; 30 a 2-, 3-, 4-, 5-, 6-,
7- or 8-quinolyl rfadircalther g2eup3- qorﬂSJ,s151=ng 6-of 7h§zdrogen, (C1-Cg)

8- qui nol ! - ( C1- Ol oy] pf:é‘f!efé%l Rigyhhe (Bl s allyl tadleab, quy be

unsubstituted or i tuted By 3

substituents fromzt‘HTtetdﬂdup %@h@g%@c ngRéfrecl- @@)lﬂaﬂ kylmorh%fr b@:eﬁ?sand 0X0
(=0) and the 2-, Zrkylmir, 6-, di~(0(-&) oflaln@lsémlrfchl cal hayoke1,
unsubstituted or 0- L 1tugxa- sub tltu ed by |dené)r? or dlfferent
substituents 10 from the JrotdY consPEPFEGCEY “ hy dribd&ir*Yiel- o6y« 174iskyl

pref erably net hyl ,alpartycutlaryl pr ef ecabd:@o azmmdrbdmgjlmmo nit pe,

am no, nono- (Cl1- K n al kyl hydr oxyl., , 5
(C1-C6) -al koxy, C@ﬁzyl’si)x%%%r ghlgh %@{% Cﬁy ]?%% { %(gd by
(C1- C6) - al koxycar Bdrig e Wef%@bm)trafkwrmﬁthﬁs r(rﬁﬁroclod)raryl

pol ysubstituted bynd ! uoric Jef-erably) Lgm y,ororret hyl, (C6-CIC) -aryl
and (C6-Cl10) -aryl n(C(LlipscG;Ma)-al ﬁ (rc? é % 5-, 6-, 7- or

8- |squ|?1 |yl radical or 1-, 3-, 4- 5-, 6- 7- or 8- i soqui nolyl- (Cl1-C4)
- al kyl radical, where, the,(@:& q'z's)- al6k—yl 7r—admca$ Meyqubgo LisURSHE EHled or

nono- or pol ysubstdj#uhted Dy 145 %ntlgal oI dgerent SUbftfh H@Rtgsifromthe
al'k %nd

group consisting o (Cl hal ‘ogen and ox0
4-, 5-, 6-, 7- or @-K@oqmwfylr Wh@lr%althﬁaycbecwnsaﬂﬂgtlltm@m@l meHo- to

hexa- be wunsubstituted or mono- or polysubstituted by
15 identidal or different substituents from the group
consisting of (C;-Cg)-alkyl, halogen and oxo (=0)

and the 1-, 3-, 4-, 5-, 6-, 7- or 8-isoquinolyl

radical may be unsubstituted or mono- to hexa-

substituted by identical or different substituents

20 from the group consisting of hydrogen, (C;-C¢)-

alkyl, halogen, nitro, amino, mono-(C;-C¢)-alkyl-

amino, di-(C1-Cs)~alkylamino, hydroxyl, (C1~Cg) -

alkoxy, benzyloxy, carboxyl, (C1-Cg) —alkoxy~-
carbonyl, (C1-Cg¢) —alkoxycarbonylamino or (C;-Cg)-
25 alkyl which is mono- or ©polysubstituted by

fluorine, preferably trifluoromethyl, (C¢-Cig)-aryl
and (Cg~Cyp) —aryl-(Ci~Cg)-alkyl;

a 2-, 6-, 8- or 9-[9H]-purinyl radical or 2-, 6-,
30 8- or 9-[9H]-purinyl-(C;~C4)-alkyl radical, where
the (C;-Cy4)-alkyl radical may be unsubstituted or
mono—~ or polysubstituted by identidal or different
substituents from the group consisting of (C1-Cg)-
alkyl, halogen and oxo (=0) and the 2-, 6-, 8- or
35 9-[9H]-purinyl radical may be unsubstituted or
mono- to trisubstituted by identical or different
substituents from the group consisting of
hydrogen, (C1-Cg)-alkyl, halogen, nitro, amino,
mono- (C1-Cg) —alkylamino, di-(C1-Cg¢)~-alkylamino,



substituted by identical or different substituents 20 fromthe group
tonsisting of hydrogen, (Cl-C6)- alkyl, halogen, nitro, am no,

nono- (01- C6) - al kyl - am no, di- (Cl-C6) -al kylam no, hydroxyl, (Cl-C6) -

al koxy, benzyl oxy, carboxyl, (Cl-C6)-al kaxy- carbonyl, (Cl-C6)

--al koxycar bonyl am no or (Cl1-C6) 25 alkyl which is nono- or polysubstituted
by fluorine, prefrerdtstsylsifl(GarOmetdhioxy/Co- CEMzvdony, andagB6xE10)

-aryl- (Cl-C6) -al kylg¢ —glkogica?i 19 [g&%{gyrEEXEXRQQkéﬁkEE%m%PEI

30 8- or 9-[9H] -puri n Cl- r adi where t

radi cal may be unsq}bs :t-é?teédaé Ylm‘z)’ -Chorlsde%ﬁSQIbs@rtQPéMSE?Stdénttedal or
ﬂi}‘ferent dSUbStl(tkbanf&ééfﬁﬁbth@r@rﬂb&@b@@/nsﬁﬁifﬂﬁbﬂﬁmé ﬂﬁl) c@é@ || o
al ogen apd oxo an purinyl radical may be
unsubst i tgt ed or ar#?’ 0-21 {s% §tﬁ®sta}liy§]t e@flﬁg id%%lfg’_g:a or different
substituents fromthe group consisting of hydrogen, (Cl C6) al kyl,

hal ogen, nitro, aryg np, gonoy ( _) I , al kyI am no,
11 hydroxyl, (Cl-Cs)-al koxy, bergl;i:y%gxyThaJ ?‘bﬁrﬁyl rcgdl ) al %okycat‘bonyl

(Cl- 08) - al koxycar bohy P&ni $iol 7 8~ Reainos) = dkgh) whlbhll s amirmel or where

pogy?gstl B ;Jt ed llﬁhéz Eﬁ@f-‘@%—am&ﬁerl@éﬁﬂcéﬂ'ﬁxégo%%nﬂirhé’ﬁbsl_ﬁ:@ul@c) o§ aryl
an -ar y - uri ny
radi cal g& -, dtt @O?ﬁbsﬁiﬁqm by cidenyidal koF fiééifééﬁ{ltV\here
the (C1-C4) - alkylsuhhﬁmﬂuannstﬁxmmsubstgkuhpdc@mslgtﬁa@o©ﬂﬂ (C1~Cs) -

pol ysubstituted by, nt| d e t bstlt nts, fro th group
éégﬁ J'[ogo{]a Ligepgnt | g %% dsz[ g

consisting of (01- | ogen and ox - or
8-[7H - puri nyl raditlal? W@@Xﬂnsd@ﬁhqath edhagr bﬁongnsubstntgmgtlbut ed by

identical or diffefsn- 16 substibyentacEnomyt heygroup consi gt kpg-of ¢
hydrogen (Cl Cﬁ)gﬂg(tltggﬂéyen nltroth%nln%roup consisting of
hydrogen, (C1-Cs) —alkyl, halogen, nitro, amino,
mono- (C1-Cg) —alkylamino, di-(C1-Cg)—-alkylamino,
hydroxyl, (C1-Cg) —alkoxy, benzyloxy, carboxyl,
(C1-C¢) —alkoxycarbonyl, (C1-C¢) —alkoxycarbonylamino
20 or (C1-Cg¢)-alkyl which is mono- or polysubstituted
by fluorine, preferably trifluoromethyl, (Cg-Cip) -
aryl and (Cg-Cip)-aryl-(C;-Cq)-alkyl;

a 1-, 2-, 3-, 4-, 5-, 6-, 7-, 8- or 9-acridinyl
25 radical or 1-, 2-, 3-, 4-, 5-, 6-, 7-, 8- or 9-
acridinyl-(C;-C4)-alkyl radical, where the (C;-C6)-
alkyl radical may be unsubstituted or mono- or
polysubstituted by identidal or different

substituents from the group consisting of (C;-Cg) -

30 alkyl, halogen and oxo (=0) and the 1-, 2-, 3-, 4-
, 5-, 6-, 7-, 8- or 9-acridinyl radical may be
unsubstituted or mono- to octasubstituted by

identical or different substituents from the group
consisting of hydrogen, (C1-Cg) —alkyl, halogen,
35 nitro, amino, mono-(C;-C¢)=alkylamino, di-(C;-Cg)-
alkylamino, hydroxyl, (C1-C¢) —alkoxy, benzyloxy,
carboxyl, (C1-Cg) —alkoxycarbonyl, (C1—-Cg) —alkoxy-
carbonylamino or (Ci-C¢)-alkyl which is mono- or
polysubstituted by fluorine, preferably trifluoro-



nmono- (Cl-C6) -al kylam no, di- (Cl-C6) -alkylamno, hydroxyl,

(C1-C6) - al koxy, benzyl oxy, carboxyl, (Cl-C6)-al koxycarbonyl,

(C1- C6) - al koxycar bonyl am no 20 or (Cl-C6) -al kyl which is nobno- or

pol ysubstituted by fluorine, preferably2trifluoronethyl, (C6-Cl0)- aryl
and (C6-C10) -aryl- (Ci1-C6) -alkyl; a 1-, 2-, 3-, 4-, 5-, 6-, 7-, 8- or
9-acridinyl 25 raditdail,or ACe- Qro)-aryl4- a5d GGCG—TC-lo Baror- mla@bbdl nyl -
(C1-4) -alkyl radqjlqg) where the (Cl-C6)- al kyI radi cal may be
unsubstituted or nono- ‘or pol ysubstituted by identidal or different
substituents fromthe group consisting of (Cl-C6) 30 al kyl, hal ogen and oxo
(=0) and the 1-, %— ﬁ. 49-5-, 36-, 74_, 8 50f 96acr|d|_nyl g_adlgfal gay be
unsubstituted or cc} asubst i b identic or di fferent
substituents from tg\.i[pl s Jﬁg'ﬁ fo y]d'r'ogg )-arkyP;

hal ogen, 35 ni tro7—am8ro om*om&pr(e@h{ﬁ&)rlmjrﬂwl—amlnoﬁ eh}k;(ﬁlré,‘alcal

al kyl am no, hydro al koxy, XY, y Cl-

- al koxycar bonyl , %1 -gﬁéoxy %%rcﬁg %Xklgno orra%éio]& agﬁ' Fch is
nmono- or pol ysubﬂﬁ%qhsédwefd uoP¥ nemoppef ercabl prlry:‘clllb,mi?JotutaQ nmevhyl ,

(CIS ClO) -aryl and Jdef-16t0) Gﬁ”d&fféf@néxgubs@ﬂ$wgnt§-ér@mzﬁhe groﬂp’ 5"
6 9- phenant hri djn radi cal aor 4-, 5- 7-,

- or 9- f)%enanthrlcdﬁnrﬁﬁ SHIEE ¢B) - gyﬁij?g?am (fgll‘c6 vﬂ?éf]%/lt'hehibi‘?%) aafikyl
radl cal may be unrsubstsd)utatd arhemone, 204r pﬂysu—b,stﬁuted by-, i dentirdal or

di fferent substit he ou n| tin gof dr ogen
(Cl- CB) - al kyl , hal o er?nfr?gﬁrﬁ%ll}%r%; Podd Qi TheaY, By dnsd Stltq%té%?r

or 9-phenant hri dimeo T dedt c%@tamﬁ}bﬁélmmsbwm@dtmal monodiféerent
octasubstituted byydantd e Ore did f erenrospbsbinkyenrt s of ram the gy oup

consi sti of (Cl-
Pg ( (%le halogen, nitro, amino, mono-(C;-C4)-alkyl-

- 8-

amino, di-(C;-Cg)-alkylamino, hydroxyl, (C1-Cq) -
alkoxy, (Ce~Ci0) —aryl-(C1-Cq¢) —alkoxy, preferably
benzyloxy, carboxyl, (C1-Cg) —alkoxycarbonyl,
(C1-C¢) —alkoxycarbonylamino or (C;-Cg¢)=-alkyl which
20 is mono- or polysubstituted by fluorine,
preferably trifluoromethyl, (Ce—Cip) —aryl and

(Ce~Cy10) —axryl-(C1-Cg)-alkyl;
a 2-, 3-, 4-, 5- or 6-pyridyl radical where the
2-, 3-, 4-, 5~ or 6-pyridyl radical may be
25 unsubstituted or mono- to tetrasubstituted by
identical or different substituents from the group
consisting of hydrogen, (C1-Cg)-alkyl, halogen,
nitro, amino, mono-(C1-Cg)-alkylamino, di-(C;-Cg)-
alkylamino, hydroxyl, (C1-Cg) —alkoxy, benzyloxy,
30 carboxyl, (C1-Cq) —alkoxycarbonyl, (C1-C¢) —alkoxy-
carbonylamino or (C;-Ce¢)=-alkyl which is mono- or

polysubstituted by fluorine, preferably trifluoro-

methyl, (Cg—Cip) —aryl and {Ce=C1g) =aryl-(C1-Cg) -
alkyl;

35
a 2-, 3-, 4-, 5- or 6-pyridinyl-(C;-Cg4)-alkyl

radical, where the (C1-Cg)-alkyl radical may be
unsubstituted or mono- or polysubstituted by

identical or different substituents from the group



15 al kyl, hal ogen, nitro, am no, nono- (Cl-C6) -alkyl- am no, di- (Cl-C6)
-al kyl am no, hydroxyl, (Cl-C6) - al koxy, (C6-Cl0) -aryl- (Cl-C6) -alkoxy,
preferably benzyl oxy, carboxyl, (Cl-C6)-al koxycarbonyl,

(C1- C6) - al koxycar bonyl am no or (Cl-C6)-aBkyl which 20 is nono- or

pol ysubstituted by fluorine, preferably trifluoronethyl, (C6-Cl0)-aryl and
(C6-C10) -aryl- (ConGBptialkydf &C2=Ge)3alk4l, Sralorgeh pynidyxa ad+enl where

the 2-, 3-, 4-, Q0% pysidyl radi C?L Ry él?all:%%l utq_sgc%té,gfd%%] nmono-

to tetrasubstltuted by ident’ical’ or different bstit nts rom t he group
consi sting of hydPSgeH; ST e k9F, MAlyeh? HHithadubatiine tavonby

(C1-C6) -alkylam a@entﬁlma(l%—rc@)lffe&lelﬁytl UL 1 thiedit XY ol GlndBg r&h K OXY,
benzyl oxy, 30 car box Cl Co6

ko carbony - al kox
car bonyl afi no or €€f Elgkyl fv\hhé’ﬁf(%eﬁﬂno C,(Sr&%pofll Gt i 7 %Jt%%lerby
fluorine, prefer abliyr‘pr,l fémono, metrinA ( Q(—C@Hﬁb&ylmyxhoandi:(—(z@-leﬂ:@)—-ar yl -
(CL-0o) - alkyl, 88312, Ao RILEd) I e dC)- CB) L byl radi cal

where the (Cl- CG) al |ca masl unsubsfltute or nono-
pol ysubsti t ut ed b?arlb@é‘b{tlvcal o Cdi fﬁék@ﬁvcéi@h@w@uent(§1f'€@hTtheO>gY0up 13

consi sting of (C cg@boalyK)ékmlnBa|@ﬂeﬂC§ﬂd6 030 €y0) whabd the Zonod- . of-, 5-
or 6- pynﬁjl nyl radl ga)é Hlntsbdbfﬁltut ed or nono- to tetrasubstltut ed
i dentY cal or fyél1J (7t l§l‘ﬂ5§ QLG RF rORP S okt SEPFe of
hydr ogen, (Cl1-Cs) mrtlhyzll,, hal(ogety,) -akyio, amt no,(ayeaer) (2&k166)c,—ak kyl am no,
di- (C1-C6) - alkyhg ? hydr oxyl, (Cl-C6)-al koxy, benzyl oxy, carboxyl,
(C1-C6) -al koxycar onyl (Cl- C6) -al koxy- carbonylam no or (Cl-C6)-al kyl
which is mono- or 10 polysubstituted by fluorine, preferably trifluoro-
a 2-, 3-, 4- or 5-thienyl radical or 2-, 3-, 4- or
15 5-thienyl~- (C;~Cq)-alkyl radical, where the (C;~Cg)-
alkyl radical may be unsubstituted or mono- or
polysubstituted by identidal or  different
substituents from the group consisting of (C;-Cg¢)-
alkyl, halogen and oxo (=0C) and the 2-, 3-, 4- or
20 5~thienyl radical may be unsubstituted or mono- to
trisubstituted by identical or different
substituents from the group consisting of
hydrogen, (C1=Cg)-alkyl, halogen, nitro, amino,
mono- (C;-Cg) —alkylamino, di-(C1-Cg)-alkylamino,
25 hydroxyl, (C1-Cg) —alkoxy, benzyloxy, carboxyl,
(C1-C¢) —alkoxycarbonyl, {C1-Cg) —alkoxycarbonylamino
or (Ci1-Cs)-alkyl which is mono- or polysubstituted
by fluorine, preferably trifluoromethyl, (Cg—Cig)-

aryl and (Ce—Cip)—aryl-(Ci-Cs)-alkyl;

30
a 2-, 4-, or 5-thiazolyl radical or 2-, 4-, or 5-
thiazolyl-(C;-Cg¢)—-alkyl radical, where the (C;-C¢)-
alkyl radical may be unsubstituted or mono- or
polysubstituted by identidal or different
35 substituents from the group consisting of (C;-Cg)~-

alkyl, halogen and oxo (=0) and the 2-, 4-, or 5-
thiazolyl radical may be unsubstituted or mono- or
disubstituted by identical or different

substituents from the group consisting of



nmet hyl, (C6-Cl0) -aryl and (C6-Cl0) -aryl- (Cl1-C6) - alkyl; a 2-, 3-, 4- or
S-thicenyl radical or 2-, 3-, 4- or 15 5-thienyl-(Cl1-C6)-al kyl radical,
where the (Cl1-C6) al kyl radical may be unsubstituted or nono- or

pol ysubstituted by identidal or differen# substituents fromthe group
consisting of (Cl-C6) - alkyl, hal ogen and oxo (=0) and the 2-, 3-, 4- or
20 5-thienyl radi celdorgerbe uifsobst Telkel, orhabagent o nitirsubstaimiobed by

identical or diff - (BuUbSiL mt he U C
hydr ogen, (Cl-C6) %gcﬁ%l = Q?o %ﬁﬁ?%%ﬁ%& am nogcwml{;C o%? ?L&%g?aﬁﬁ%l’am' no,

di - (Cl1- C6) - al kyl arﬁmowrhydr ExyFe) 1RCKTH)- al D@@ﬁyyl@éryzw og§roesvboxyl ,

S Tono- 01 POl YSUSt L UL Eq By L) Yot B el St ably L E LT YD OTE YL vhi o
(o 10y -Sar T anPX OGRS ~20kyt- "Perhc? AT “hobal 55 iBaEL Egrbe
5-thiazolyl radicay oflaexlxzie, me&erﬁbﬂ&zoﬂ:yifh(ﬁor@jhy]a,l kyts+@adi eal ,
Eﬂ?;guhgﬁ Egtleg%y [ ena]tf]([j:fE (H:T%}/e}h‘ent 3 %iwfﬂeﬁ[sn?pgm ?Le group
consisting of (C_-C6)- alkyl, haI ogen and oxo ( =0) and the 2-, 4-, or 5-

thiazolyl radical grey- be4unsabst5Ltl%@elia&o mo'ra@'icadL' %{bSﬁtU&Bd Q¥
i dentica 0 Or di fferent substltue(nt fro gr oup conS|st| n o]

hydr ogent?( C1- c8) 1 38ALRIRA g, (Girfebra }Fﬁ’%o raggfgd '(CI”’"@Be-aFR?I am no,
di - (Cl-C6) -alkyl@nine)-ahydr oxyliicd Clmép)bal koxybsbenaybé@xyr ganboxyl,

(G1:00) -l kowvcaromibo. §Gle o) sebboxysar tamlamo Sor (pmloal kil
(C6-C1C) - aryl arfthq<te-tCEIIts afxdm ’(1& gepupalckyplisisting of (Ci-C¢) -
alkyl, halogen and oxo (=0) and the 3=, 4-, or 5-
15 isothiazolyl radical may be unsubstituted or mono-
or disubstituted by identical or different
substituents from the group consisting of
hydrogen, {(C1-Cg)-alkyl, halogen, nitro, amino,
mono- (C;-Cg) —alkylamino, di-(Cy~-Cg)-alkylamino,
20 hydroxyl, (C1-Cg) —alkoxy, benzyloxy, carboxyl,
(C1-Cg) —alkoxycarbonyl, (C1-C4) —alkoxycarbonylamino
or (C1-Cg)=-alkyl which is mono- or polysubstituted
by fluorine, preferably triflucromethyl, (C=Cig)-
aryl and (Cg-Cip) —aryl-(C;~-C¢)-alkyl;
25
a 2-, 4-, 5-, 6-, or 7T-benzothiazolyl radical or
2-, 4-, 5-, 6-, or 7-benzothiazolyl-(C;-C¢)-alkyl
radical, where the (C1~-Cg¢)=-alkyl radical may be
unsubstituted or mono- or polysubstituted by
30 identidal or different substituents from the group
consisting of (Ci-C4)=-alkyl, halogen and oxo (=0)
and the 2-, 4-, 5-, 6-, or T-benzothiazolyl
radical may be unsubstituted or mono- to
tetrasubstituted by identical or different
35 substituents from the group consisting of
hydrogen, (Ci-Cs)-alkyl, halogen, nitro, amino,
mono- (C1-Cg) —alkylamino, di-(C;~-C¢)-alkylamino,
hydroxyl, (C1-Cg) —alkoxy, benzyloxy, carboxyl,
(C1-C¢) —alkoxycarbonyl, (C1~-Cg) —alkoxycarbonylamino



a 3-, 4-, or 5-isothiazolyl radical or 3-, 4-, or 10
'5-isothiazolyl-(Cl-C6)-al kyl radical, where the (Cl1-C6)-al kyl radical may
be unsubstituted or nono- or polysubstituted by identidal or different
substituents fromthe group consisting a6 (Cl-C6)- al kyl, hal ogen and oxo
(=O and the 3-, 4-, or 5 15 isothiazolyl radical may be unsubstituted or
mono- or di substi tan edifsi debhkytalkWwhachdiifsf eram- substiveehssifroadt he
group consisting ef;, PYQ&PQ&@; %@%f@@hb@bkyﬂmﬁalmtﬂwro cé‘-f@ .- Mono-
(C1-C6) -alkylam no di - al kyl am nag, 20 hydr oxyl ]) al koxy,
benzyl oxy, carbox Lyl (a@P d636- SLeardArbdnyFs) 11k Gs) - al koxycar bony! ani no
or (C1-C6) -alkyl which is nono- or poI ysubstltut ed by fluorine,

preferably trifluoropethyl, CGOO) aryl - (C
e A e TR L Tt T Y
6-, or 7-benzot hi d@zol yIO-r( Ci o) dakkyly 1 - ot Cal-a Lktysr ertaldaceld:l O@)leabkyl
radical may be unsubsiiiid ed 9k Torkoadlctralp%é@m%%“&r&g@éjs@:}’té%%d déﬁ?t' dal

or different substituents fromt group consisting o
hal ogen and oxo (FORO-arRF tRfelpsubstitufed gy bﬁiel?tb%]zo@ﬁl ﬁ%éﬁ?l‘fenﬁadl cal

ga]yf be ugsggstl Lutsﬁ%éﬂlttrﬂﬁﬂtf s tﬁoﬁqeﬂﬁ@sgb@hpt @Feﬁlwfm@er?ﬂ cat, @) -
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(Cl-06)-afkyl, hal ﬁ ﬁﬁlrocgerérﬁ’ffg c%f)‘ Lrky %o’ ar-

(Cl1-C6) -al kyl am rfo;imihisdraipyl ra(CGJcaCtG)ma_slr klwyunmmayimyedcarbmmyb-

(C1-C6) -al koxycargaoonylc,_,EigtggJt Qt@;gt@gko (Far bgoyl api no ]z% ordgghe yral kyl
stitute ra uo

whi ch is nono- or polysu uorlne prefe y tri ronethyl
(C6-C10)- aryl ancﬁh(@'—l(icl{ﬁntsarylf-rqﬂtil Che - apkpLp 5 gopsispingq- oy
S5-imdazolyl radigglam¥gekr, 2tG,-C¢)-alkyl, halogen, nitro, amino,

15 mono—(Cl;Ce)—alkylamino, di-(C1-C¢) —alkylamino,
hydroxyl, {(C1-Ce) —alkoxy, benzyloxy, carboxyl,
(C1-C¢) —alkoxycarbonyl, (C1-C¢) —alkoxycarbonylamino

or (C1-Ce)-alkyl which is mono- or polysubstituted
by fluorine, preferably trifluoromethyl, (Cg-Cjyg)-
20 aryl and (Cg-Cig)-aryl-(C;-Cg)-alkyl;

a l-, 3-, 4-, or 5-pyrazolyl radical or 1-, 3-, 4-
or 5S-pyrazolyl-(Ci-Cg)-alkyl radical, where the
(C1-C¢)—alkyl radical may be unsubstituted or mono-
25 or polysubstituted by identidal or different
substituents from the group consisting of (Ci;-Cg)-
alkyl, halogen and oxo (=0) and the 1-, 3-, 4- or
5-pyrazolyl radical may be unsubstituted or mono-
to trisubstituted by identical or different

30 substituents from the group consisting of
hydrogen, (C1=Cg) —alkyl, halogen, nitro, amino,
mono- (C1—-C¢) —alkylamino, di-{(C;~-Cg)-alkylamino,

hydroxyl, (C1-Cg) -alkoxy, benzyloxy, carboxyl,
{(C1~C¢) —alkoxycarbonyl, (C1~Cq) —alkoxycarbonylamino

35 or (C;-Cg¢)~alkyl which is mono- or polysubstituted
by fluorine, preferably trifluoromethyl, (Ce¢—Cip)-
aryl and (Cg=Cip)-aryl-(Ci-Cg)-alkyl;



4-, or 5-imdazolyl-(Cl-C6)-al kyl radical, where the (Cl-C6)-alkyl radical
may be unsubstituted or nono- or polysubstituted by identidal or different
substituents fromthe group consisting of (Cl-C6) 10 al kyl, hal ogen and oxo
(=0) and the 1-, 2-, 4-, or b5-imdazolywle radical may be unsubstituted or
nmono- to trisubstituted by identical or different substituents fromthe
group consisting of lhyd?ogeds, (€ir C8¥-atkykrohploged;caltpo, lani Re, 15

mono- (CL-C8) -al kyl amno, oql-biop%rgjgl I&ytamfg%carga %ﬂ where

(Cl- 08) - al koxy, benzyl oxy, car %
( C1- 06) - al koxycar Hoky/| ARiTes) -G él J-caéltkymamt@n pRswonbl teFed or

pol ysubstituted hyodduosi npolfawﬁa@fabuwearbﬁl yaeRtRERY! or( @6 +€LQENt20 aryl
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rad| cal may be unsabsglt ut®bdogen namd &bo of=ppl gsﬂbshetmt—ed%y Bdenui-dal or

different substit nt5sd§)%lﬁlrgltﬁe £ B,C Clon%aé}' ng ofun(sgbng,t)ute%l k%l

hal ogen and oxo (=0) an razoly dical
unsubstituted or MR~ to & smﬁaﬁﬁk@dlﬁ%}l’q nt ibyal eldedutflfC@rlent 030

substituents fromaf\@f@f@pr @%%rcatm@gt@f fmﬁir egen, gk dds Cebnalikyhng
hal ogen, 18' tro, (C1-C6) -al kyl am no,
| ;

hydr oxyl ;”( C1- C8) %fk%é(?m%‘éﬂzw? ky, rga](ﬁe%)nl’éFRox?@éPﬁonyl
(C1-Co) -aI koxycarﬂumry-} &g ) 351@511@1@15166) aI Kydli wWhe cIT 4)) Sammy(lamaho,

pol ysubsti tut ed é efe riflyor th |, - aryI
and (C6-C10) -aryl- % Q{% F )ra%i}y )%y % n%% ,’ gg gﬁr oI’yI
radical or 1-, 2-,(Ci3Ce) 4alk@i'<ysap?©¥1wyl (@IL Q’é@)—alébkybambz@mwélamlwbere

the (CL-06)-al kyl &adk@fvdcsrram?lumwltytrﬁgn&r o PRI yAhLRek ¥SWhgt i tut ed
by identi gal or di ffer
by £ uorlne, preferably trifluoromethyl, (Cg~Cig)-

aryl and (Ce-Cip)~aryl-(C;-Cg)-alkyl;

a 1-, 3-, or 5-[1l.2.4)-triazolyl radical or 1-,
3-, or 5-[1l.2.4]-triazolyl-(C;-Cg)-alkyl radical,
20 where the (C1-Cg) —alkyl radical may be
unsubstituted or mono- or ©polysubstituted by
identidal or different substituents from the group
consisting of hydrogen, (Ci-C¢)=-alkyl, halogen and
oxo (=0) and the 1-, 3-, or 5-[1.2.4]-triazolyl

25 radical may be unsubstituted or mono- or
disubstituted by identical or different
substituents from the group consisting of (C;-Cg)-
alkyl, halogen, nitro, amino, mono-(C,-Cg) -
alkylamino, di- (C1-C4)-alkylamino, hydroxyl,

30 {(C1-Cq) ~alkoxy, benzyloxy, carboxyl, (C1-Cg) -
alkoxycarbonyl, (C1-C¢) —alkoxycarbonylamino or

(C1-Cg) —alkyl which is mono- or polysubstituted by
fluorine, preferably trifluoromethyl, (CgCio)-aryl
and (Ce-Cqp)—aryl-(Ci1-Cg)-alkyl;

35
a 1-, 4-, or 5-[1.2.3]-triazolyl radical or 1-,
4-, or 5-[1.2.3]-triazolyl-(C;-Cg¢)-alkyl radical,
where the (C1-Cg) —alkyl radical may be

unsubstituted or mono- or polysubstituted by



5 substituents fromthe group consisting of (Cl-C6)- al kyl, hal ogen and oxo
'(=0) ‘and the 1-, 2-, 3-, 4- or 5-pyrrolyl radical nmay be unsubstituted or
nono- to tetrasubstituted by identical or different substituents fromthe
group consisting 10 of hydrogen, (Cl-C6lL7al kyl, hal ogen, nitro, am no,
nono- (Cl-C6) -al kylam no, di- (Cl-C6) -alkylamno, hydroxyl, (Cl-C6)

- al koxy, benzyl oxy;demalib@ﬂylor qiGIte@@ntal dog/cldrurormd ,from the group

(C1- Co) - al koxycar |4 —alikyl 0-
pol ysubsti tut ed 1%%3/2%@&2% ne (Sr%éé:?a aa'Lyklg%irl VW%%?%%:& E@a ¥ (C6- &165 aryl

and (06-CL0) - ar ylRNd Eheosh- r-a‘iwlor 2101-3.3] grrazalyl 4{[6%‘%?%&0@9}/
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t he - al ky i.ca unsubst i

pol ysubst Tt ut ed by 9§ (cif ld(ﬁ]'ycffcﬁeﬁeerf n?ubs%bjgtt‘ﬁlhte%t’g ?Wo’f‘ﬁ? h&rgrBup
consi sting of hydrogei,st(iCl Ce)E allpdrodeal ,ogeltafd) @kby(,-O)hahdgehe 1-
3-, or 5-[1.2.4]-trigzoly ra y_b te

di subst i t ut ed by |tne?1"t%| ca}am%ﬁo s#eren{@ é:ugs"%(l %}g%trq%égfrgdm t(hd.rD oup

consi sting of (0143(364)31—1&@111(574 el BgetyL mi t o Caht abkoxpno- b@@&ytﬁ%yf

al kyl am no, (Cl:'a(f@m@]lkw aIZthles h)ﬁd;'k@ C%obaragng,gl C6)c,~al koxyxoRenzyl oxy,

car boxyl (Cl Co6) | Ko ycar bon | koxycar | ami no or

(C1- C8) - WP kyl whi GR5 §6|y Bgﬂt%f]é‘ﬂl &’%lF?uo F n8ONS ef 8F abl y
trifluoronethyl, (Eﬁaﬁlib)start;ﬂteoartw (Badid)e - apyéfefdit Co)ri Al upko-35 a

1-, 4-, or 5-[1.2 |azoI i_ or 4 r_ _ _ _ :
5-[1.2. 3]-triazol ;ﬂgtzhg al6k ggb’%al gm(\"il/\/nergac e (&ryéB) i I<C)9f r adi cal
may be unsubstit @leédlor m)no- or pol ysubstltut ed by 17 identidal or
different substituents fromthe group

15 a 1l- or 5-[lH]-tetrazolyl radical or 1-, or 5-
[1lH]-tetrazolyl-(C;-Cg)-alkyl radical, where the
{(C1-Cg)—alkyl radical may be unsubstituted or mono-
or. polysubstituted by identidal or different
substituents from the group consisting of (Ci-Cg)-

20 alkyl, halogen and oxo (=0) and the 1-, or 5-[1H]-
tetrazolyl radical may be unsubstituted or
substituted by hydrogen, (C1—-Cg) —alkyl, halogen,
nitro, amino, mono-(C;-C¢)-alkylamino, di-(C;-Cg)~
alkylamine, hydroxyl, (C1—-Cg) —alkoxy, Dbenzyloxy,

25 carboxyl, (C1-Cg) —alkoxycarbonyl, (C1—Cg) —alkoxy-
carbonylamino or (C;-Cg¢)-alkyl which is mono- or
polysubstituted by fluorine, preferably trifluoro-
methyl, (Cg=Cip) —aryl and (Cg—Cip) —aryl-(C1-Cg) -
alkyl;

30
a 2- or 5-[2H]-tetrazoyl radical or 2- or 5-[2H]-
tetrazolyl-(C1-Cg)—-alkyl radical, where the
(C1-Cg) ~alkyl radical may be unsubstituted or mono-
or polysubstituted by 1identidal or different

35 substituents from the group consisting of (Ci-Cg) -
alkyl, halogen and oxo (=0) and the 2- or 5-[Z2H]-
tetrazolyl radical may be unsubstituted or
substituted by hydrogen, (C;-Cg¢)-alkyl, halogen,

nitro, amino, mono-(C;-Cg¢)-alkylamino, di-(Cy-Cg) -



consi sting of (Cl-C6)-al kyl, hal ogen and oxo (=0) and the 1-, 4-, or
5-[1.-2. 3] -triazolyl radical may be unsubstituted or nono- or disubstituted
by 5 identical or different substituents fromthe group consisting of

hydr ogen, (Cl-C6)-al kyl, hal ogen, nitrag am no, nono- (C -, -C6)

-al kyl am no, di- (Cl-C6) - al kyl am no, hydroxyl, (C1- C6) - al koxy, benzyl oxy,
car boxyl, (Cl-C6) a-lalykexyear bomidrox@l- C6)! ClaCkbxaylliwxcar boay: ahoxp, or
(C1-Co) - aIkyI whi no- L y f r rably
trifluoro- methyl, %erb%x gcgl d%()) 5%&49%&5%8%? (%o t&g an;&‘{(g |5 15 a
1- or 5-[1H]- tetr&f‘élbﬂnyrlélailé@l ‘éﬂ? 101 o) RIEYHHY ltcétrﬂa%omno-(cnrca)

-al kyl radical, m@@u@smmtle;@k,e@ |ﬁ(JM,{oﬂ'J.a’CE caéré@é/réa@lynﬁybﬁiu&%ed or
nono- or §olysubst|% id de 9r dlf%ereﬂ% bstltue ts fron1the
group consisting OF ?‘ k?Fy hal ¥Y 89( Cre"1-, or
5-[1H] - tetrazol ylalﬂ<ald|,cal may be unsubstituted or substltut ed by

hydr ogen, (Cl-C6)-al kyl, hal ogen, nitro, am no, nono- (C -C6) -alkylam no,
di- (C1-C6) - alkylanlno hydroxyl (C1-Co) - al koxy, benzyloxy, 25 carboxyl,
(C1- C8) -al koxycafbohyl , 4 €C1-B) 64|y ~EaABEAYIVAN FrAbral CPICE = al ky
Whlt(r:]hl i S(rmncc):-lo?r 4-pol M@U(tj)@I [Cié% el b«c{riém&ym(%gfc% eaﬁhw t%%aié'%;[ 0- c
nmet hy an ; a 2- -
[2H -tetTazoyl r¥§|%§I or® g? FELﬂalk§%tra£%%HC?k1 Cﬁ?yalkywe

radi cal wher e thens@@b{@&)a—taeldkylor admncad- rray>rbe paisuhsistithactdr wpno-  or
pol ysubstltut ed b al, s fr omthe roup
consi sting of (Cngg;let'lB] Aol z#lff erﬁernﬁ oxo Lm%)nts d{%cf'um g[ZH] -
tetrazol yl radlcapoﬁﬁysﬁénanéﬁ%shY @R or (Csubs tatliydd mwﬂqaﬁnmﬁmm

(C1-C6) -al kyl, habggen(=o0) and the 2-, 4-, or 6-[1.3.5]-triazinyl

15 radical may be unsubstituted or mono- or
disubstituted by identical or different
substituents from the group consisting of
hydrogen, (C1—-Ce) —alkyl, halogen, nitro, amino,
mono- (C;-C¢) —alkylamino, di-(C1-Cg)~alkylamino,

20 hydroxyl, (C1—-Cg) —alkoxy, benzyloxy, carboxyl,
{C1—-Cq) —alkoxycarbonyl, (C1-C¢) —alkoxycarbonylamino

or (C;-Cg)-alkyl which is mono- or polysubstituted
by fluorine, preferably trifluoromethyl, (Cg-Cig) -
aryl and (Ce¢-Cip)-aryl-{(Ci-Cq)-alkyl; '

25
a 2-, 4-, or b5-oxazolyl radical or 2-, 4-, or
5~oxazolyl-(C;-Cg)-alkyl radical, where the
(C1-Cg) —alkyl radical may be unsubstituted or mono-
or polysubstituted by identidal or different

30 substituents from the group consisting of (C1-Cg)-
alkyl, halogen and oxo (=0) and the 2-, 4-, or
5-oxazolyl radical may be unsubstituted or mono-
or disubstituted Dby identical or different
substituents from the group consisting of

35 hydrogen, (Ci-Cg)~-alkyl, halogen, nitro, amino,
mono- (C;-C¢) —alkylamino, di-(C1-C¢)—alkylamino,
hydroxyl, (C1-Cg) —alkoxy, benzyloxy, carboxyl,
(C1-Cg) —alkoxycarbonyl, (Ci—-Cg) —alkoxycarbonylamino
or (C;-Cg)-alkyl which is mono- or polysubstituted



nitro, am no, nono- (Cl-C6) -al kylamno, di- (Cl-C6) 18 al kyl am no,

fydr oxyl, (Cl-C6)-al koxy, benzyloxy, carboxyl, (Cl-C6)-al koxycarbonyl,
(C1-Co6) - al koxy - carbonylam no or (Cl-C6)-al kyl which is nono- or

pol ysubstituted by fluorine, preferablyaiorifluoro 5 nethyl, (C6-Cl0) -aryl
and (C6-C.o0) -aryl- (C-C6) - alkyl; a 2-, 4-, or 6-[1.3.5]-triazinyl

radi cal or 2-, 4hy ofléoringd, 3p5f fetrribdzi nyt+f{ Ci=@thyl kyl(Ceadli,¢cal , 10
where the (Cl-C6) yl dica subst d or nono- or

pol ysubsti t ut ed by‘—;\allX%(ldéanr{cfldaciC blwaf%‘)@r e(lnétﬁI gu sﬁ}tg%’gnts fromthe group
consi sting of hydrogen, (d-C6)-al kyl, halogen and oxo (=0) and the 2-,

81- gr 6-[ 1. g ﬁ] tarlaz;nwl- ,15%F aS'—@@be@Ml?% unsulshi t(?i:e@—orh N0y ,Or

i substituted by identica rent stit ent rom the group
consi st i ng of dc’dol o1 Z(Oéﬁ’JCG Crla kRyTal ]ﬁ%rogeﬁa hfeto, aM'ReS nbRS-
(C1-C6) -alkyl am N1 - dls)- § Ry Coyadat&yl maynoe 20shydt oxyted( €L- &Bhoal koxy,
benzyl oxy, carboxy, ar honyl ) - al kox rbonyl am no
or (C1-Co6)-al kyl vdm chis %%mﬂw&(& B bstldte(n[cé équy T uo%éllgge 5¥£ferabl y
trifI uor omet hyl , (SCRSCERerdrsy| £ 2o ‘E]QIG CIoyp- goplsistChaCR)f - Gﬂlk'sﬂs -25 a

2-, 4-, or 5- oxazghyg lradhg% @5 2ind 4oxo0r| oxagolyls (§1- I
radi cal , ][%gxlnere th rnadl 8}5? maoﬁbe unSl}%lStltg:ufeC?il)Ol’ rgn%no- or

pol ysubstFtuted b |JcFé3rﬁqu%%Iylor chfaelré?ﬁy§E)es%%‘f@%%ﬁﬂ%e%@mmﬁéogroup
consi sting of (C -0rC6) dialbkyglithakdgenoand igxemt(i=)1 andrt heq2frefdentor
5-oxazolyl radicalg A% ynsubstd t uted or nono- or disubstituted b

i dentical or different bCsuebstl tutz-j’clntglﬂ f rg% t he 9grotip CSRQ%F%ﬁBgof ‘3%
hydr ogen, (Cl- C6) raidgAgerhal ogenCehiatbyl amih@logen, nitro, amino,

mono- (C;-C¢) —alkylamino, di-(C;-Cg)-alkylamino,
15 hydroxyl, (C;-C¢)-alkoxy, benzyloxy, carboxyl, (Ci-
Cg) —alkoxycarbonyl, (C1-Cq) ~alkoxycarbonylamino or

(Cl—Cg)—alkyl which is mono- or polysubstituted by
fluorine, preferably trifluoromethyl, (Ce—Cip) ~aryl
and (Cg-Cyp) —aryl-(C;-Cg¢)-alkyl;
20
a 1-, 2-, 3-, 4-, 5-, 6- or 7-indolyl radical or
1-, 2-, 3-, 4-, 5-, 6- or 7-indolyl-(C1-Cg) -alkyl
radical, where the (C;-C¢)-alkyl radical may be
unsubstituted or mono- or polysubstituted by
25 identidal or different substituents from the group
consisting of (C;-Cg)-alkyl, halogen and oxo (=0)
and the 1-, 2-, 3-, 4-, 5-, 6- or 7-indolyl
radical may be unsubstituted or mono- to hexa-
substituted by identical or different substituents
30 from the group consisting of hydrogen, (C;~Cg)~-
alkyl, halogen, nitro, amino, mono-(C,-Cg) -
alkylamino, di-(C1~Cg¢)-alkylamino, hydroxyl,
(C1-C¢) —alkoxy, benzyloxy, carboxyl, (C1—-Cg) -
alkoxycarbonyl, {(C1—-Cg) ~alkoxycarbonylamino or
35 (C1-Ce) —alkyl which is mono- or polysubstituted by
fluorine, preferably trifluoromethyl, (Cg-Cyio)=-aryl
and (C¢-Cyp)-aryl-(C;-Ce)-alkyl and the isomers, in

particular tautomers, diastereomers and



nmono- (Cl-C6) -al kylam no, di- (Cl-C6) -alkylamno, hydroxyl,
'(Cl1l- C6) - al koxy, benzyl oxy, carboxyl, (C1-C6)-al koxycarbonyl,

(C, -Co6) -al koxycarbonyl am no or (Cl-C6)-al kyl which is nono- or

pol ysubstituted 19 by fluorine, preferabby trifluoronethyl (Cc-Cl0)- aryl
and (C6-C10) -aryl- (Cl1-C6) -alkyl; a 3-, 4-, or 5-isoxazolyl radical or
3-, 4-, or 5 5-i sowazclopler(sCl- €6)- aitky| phadimealeitifserlé vt hec¢&pte&b)eal Kyl

radical my be unsiisttyted Gl ERAGT AlciROLYRSGH t%%gf&sby e %%t'fda' or

different substituents the group conS|st|ng of
hal ogen and oxo (=0) and the 3-, 4-, or 10 5-isoxazolyl radical may be
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Cl-Co6 alko I C al
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pol ysubstitute orine, preferably trifluorome
and ( C6- C10) un&ru}w&tl(t@f—e@es)or alswrstlizetadlby 2one 3to 4ﬁlves identpeal

7-indolyl radicalgdffedent 2- (c3Gg)4alkdxy 6 gﬁyhﬁé'r“uﬂé@e (£d5582neal ky
radi cal , Jc%)A/nere the (C1-C6)-al kyl radlcal may unsubstltuted or nono- or

pol ysubst Y t uC&y Iy 2§tpﬂéntTﬂéJ %k$ﬁ|#*%réh?k§9bs?Ytu%hf§2fr%h¥¥%%n©roup
consi sting ofgr(cdpsCo) - al kyl, hal ogen and oxo (=0) and the 1-, 2-, 3-, 4-,
5-, 6- or 7-indolyl radical may be unsubstituted or nono- to hexa-
substituted by identical or different substituents 30 fromthe group
consi sting oftdepdidigen,tq GL- T thar kgmbodkmanfen, pyridbne afenoyatives
mono- ( C1- 06) v ralded a1 i (1)Cla kB) p A KA S s cHYIEOX¥haracterized
15 in that R4 has the meanings given above, R, Ri;, Rz, Rz
each represent a hydrogen atom, Z -represents an oxygen
atom and X represents a nitrogen atom, P and Q each
represent two hydrogen atoms (i.e. -CH2-), m is zero
and n is the integer 2.
20
According to a further embodiment, pyridine derivatives
of the formula (1) are provided which are characterized
in that R, Ri, Rz, R3, X, Z, P, @Q, n and m have the
meanings given above and R4 represents 3,5~

25 dimethoxyphenyl.

According to a: further embodiment, pyridine derivatives
of the formula (1) are provided which are characterized
in that R, Ri, Ry, Rz each represent a hydrogen atom, 7Z
30 represents an  oxygen atom, X represents a nitrogen
atom, P and Q each represent two hydrogen atoms (i.e. -
CH2-), m 1s zero, n represents the integer 2 and Ry

represents a 3,5-dimethoxyphenyl radical.

35 According to a further aspect of the invention, a
process for preparing pyridine derivatives according to
any of claims 1 to 6 is [lacuna], characterized in that

a pyridine carboxylic acid of the formula (2)



(C1-C6) -al koxy, benzyloxy, carboxyl, (Cl-C6) - al koxycarbonyl,
( C1- G6) - al koxycar bonyl am no or 35 (C1-C6)-al kyl which is nono- or
pol ysubstituted by fluorine, preferably trifluoronethyl, (C6-Cl0) -aryl
and (C6-Cl10) -aryl- (Cl1-C6) -alkyl and the isoners, in particular
taut omers, diastereoners and 20 enantioners, and the pharmaceutically
acceptable salts, in particular acid adﬂition\salts, thereof. According to
a further enbodi nent, pyridine derivativ of the formula (1) are
provi ded which are characterized in that B Rl, R2, R3, X, Z, P, Q n and m
have the neani ngs gi ven above and esents phenyl which is
unsubstituted or substituted by one ve identical or different
(C1-C6) - al koxy groups, where adjace gen atons may al so be |inked by
(C1l-C2)-al kyl ene groups. According her enbodi ment, pyridine
derivatives of the fornula (1) are prNvNded which are characterized 15 in
that R4 has the neani ngs given aboJ&, R Rir R2, R3 each represent a
hydrogen atom Zrepresents an oxygen atom and X represents a nitrogen
atom P and Q each represent two hyfoogelaatons (i.e. -CH2-), mis zero
and nis the integer 2. 20 According to a further enbodi ment, pyridine
derivatives of the formula (1) are provided which are characterized in
that R Rl, R2 wWigichx Rz RPp, Qgth%n@ﬁﬁ$h%Q% neeningang hyen gikerneabdve and
R4 represent siehdres25afli mMalypyy phenydul AGCORELRAT dr avf Wddierssriodiment
pyridi ne derivatives of the formla (1% fre $rov'dgd whi ch ar?
char act eri zed ®3H thatIRURL, S RB° ealhlPIPF eseRYIRORYHr 0géhlatéhy z 30
represents amldopgen atrefierXbilgpresehbgya o t raagerxy ,at em-tBsgngd Q-each
[ﬁf;gzre“tz ;‘r’]‘%\e%ﬂrf&?(”;)%fa%%ﬁ'yﬁ- s AeadreaMlitrZ el RihEPrEsepLg the
ormudia

10
(CH,)n R,
HN/ )\x/

P (CHz)ﬁ& Q

formula 3
in which R4, X, P, Q, m and n are as defined above,
15 using, 1f appropriate, diluents and auxiliaries, and

the desired pyridine derivative is formed.

Synthesis route:

20 The compounds: of the formula 1 can be obtained

according to Scheme 1 below:



represents a 3, 5-di met hoxyphenyl radical. 35 According to a further aspect
‘of the invention, a process for preparing pyridine derivatives according
to any of clains 1 to 6 is [lacuna], characterized in that a pyridine
carboxylic acid of the formula (2) 21 foemula 2 in which R Rl, R2, R3 have
the neani ngs given above, Z 5 denotes an oxygen or sulfur atomand Y
represents a | eaving group such as h&khgee, lhydroxyl, (Cl-Co)- al koxy,

pref erably nmethoxy or ethoxy, -0-tosyl, -0- nmesyl or imdazolyl, is reacted
with an amne of the formula (3) 10 (PH2~ ~R4 HN X C (H2)MOQ formula 3

in which R4, X—P—Q —mrand n are as deflned above, 15 using, if
appropriate, diluen d auxiliaries, and é%e desired pyridine derivative
is formed. Synthesisf route: 20 The comnpoun ¥ the formula 1 can bpe
obtai ned accqrdin Scheme 1 /rehow: chere Py-B2R3 py-BOP N et hyl
nor phol i ne  OCH3 OGH3 HN N—\ -
P \ / N-methyl-
N morpholine
OCH,
OCH,
/TN
0] N N
_/
N OCH,
| =z
N
The starting materials (2) and (3) are either

5 commercially available or can be prepared by procedures
known per se. The starting materials (2) and (3) are

useful intermediates for preparing the pyridine

derivatives of the formula (1) according to the
invention.

10
The solvents and auxiliaries to be used, if

appropriate, and the reaction parameters to be used,
such as reaction temperature and reaction time, are
known from the literature or familiar to the person

15 skilled in the art owing to his expert knowledge.

The pyridine derivatives of the formula (1) according
to the invention are suitable as medicaments, in
particular as antitumor agents, for treating mammals,

20 in particular man, but also domestic animals such as
horses, cattle, dogs, cats, hares, sheep, poultry and
the like.




The starting materials (2) and (3) are either 5 comercially avail able or
¢an be prepared by procedures known per se. The starting materials (2) and
(3) are useful internediates for preparing the pyridine derivatives of
the formula (1) according to the inventdzon. 10 The sol vents and
auxiliaries to be used, if appropriate, and the reaction paraneters to be
used, such d@cqmatinon tenper dtutbeandaseacti ot t ity dmwenkri@a) f wom t he

literature orydgqad | f%rt@oﬂf‘f"opffﬁé)ntur;rér§ki%;l {agginglghe'ﬁf Ff?@i%%lta hi's

expert know edge. The pyridine derivatives o or frul'a according to
the inventi odi&te 4 t RBPELIdedngd ktheritss, charaphptieabarims &t t afor

agents, for treadi ngneBnEPptsdind ide NG abr Mihe bUbra:$89 donestisc
animal s sych a horses, .cattl e, do% ,.cats, hares, sheefgévgou try and the
t

like. 23 AcctUiHy TTET urd Hert 1nfap h@MPRYENEEERC nméPKRod For
control li ng turemrtsndnt mafmelrss tumpart Tl athe raveut ScPrDyi dedewhiich is
characteri zegydn. t | e - pyLL di ivative. of the forpula (1)
is 5 admi ni ssiedrsged [%faatth%%m %hggﬁean%%g%?§¥?§%ti%%‘L’%{Jé?l?ﬂe %f’regguﬁent of
the tunor. THé1SiErJeutcalrytérhectiiah H®s&oofoe hadpim i g ereedierfiovat i ve

according to difte tidweménondépeadssthearvlaileh icn tihde, adm&i st gr edcf or
t he treaf gent tde end% ig er alia ont nat ur e ang the 10 stage of the
oncosi s, “the |ge and 't he"§ex°Of T hr 9 eAfe t ABAt ype ofSHUnohi sth&ti on
and the duratdaoniesft, tttes ttwse nehtadtm it 54t Bbh oandathé akerptass efal |y,

rectally, buggal |y (LK B¥xaML % Y).... parenterall gfo exanpl e
subcut aneously, 1§ri nt rgnus'cul(grrrl%?één Fader mal | yg%gei Lefen Eéﬁw,’
topi cal |y or &&hsdetnal | ucpetdydi nd fics a ferareke aspecblofigthéliynyenti on,
parenterally (for example - subcutaneously,
15 intramuscularly, intradermally or intravenously),

topically or transdermally.

According to a further aspect of the invention,
medicaments for the treatment of tumors are provided
20 which are characterized in that they comprise, as
active ingredient, at least one pyridine derivative
according to any of Claims 1 to 4 or a pharmaceutically
acceptable salt thereof, if appropriate together with
customary pharmaceutically acceptable auxiliaries,
25 additives and carriers. These can be solid, semisolid,
liquid or aerosol preparations. Suitable solid
preparations are, for example, capsules, powders,
granules, tablets. Suitable semisolid preparations are,
for example, ointments, Ccreams, gels, pastes,
30 suspensions, oil-in-water and water-in-oil emulsions.
Suitable liquid preparations are, for example, sterile
agueous preparations for parenteral administration

which are isotonic with the blood of the patient.

35 The invention is to be illustrated in more detail by
the example below, without being restricted to the

example.



medi canments for the treatnment of tunors are provided 20 which are
‘characterized in that they conprise, as active ingredient, at |east one
pyridi ne derivative according to any of Clains 1 to 4 or a
pharmaceutically acceptable salt therep&, if appropriate together with
customary pharnmaceutically acceptable auxiliaries, 25 additives and
carriers. These can be solid, seffoxRinyi Exampiliel or aerosol preparations.
Suitable solid preparations are, for exanple, capsules, powders,

granul es, tablets. Suitable sem sqlid preparations are, for exanple,

oi ntnents, creams, gelks’ (axidmethexyprhanwt ity (GRYGH¥t er and

wat er-in-oi |l enul sions. SuitahiserBoritli)piperadiaid ons are, for exanple,
sterile \%‘queous preparations for parenteral adm nistration which are
isotonic Wth the blood of the patient. 35 The invention is to be
illustrated Bnanor(@dét ainlolly dihe mywainplree betaawbasithiout doeidig weséricted
to the exa r kil Exanpl g, 143 1 ?mhe )= 4 - i dyl -
car bonyl ) pi gglrugfieﬁlée\ébghg&%45. 8 m’rrg‘:{ )“gf 1%9&“%?%20 -car [%lx%/}? i %&g%l?%£mer e
suspended wi ERISELAG NP i 150 (AP - BFWPRE)  Aift A Migtiheamomthialding, aBd 93 g
(68|-;3 mfrml) QﬁmeN-rlT?h{é%DE@I&U n@f?nld:a._%hgn al@g!sutmm R )OL 30 6pg-£68. 5
mmol) o - -benzotri azo r.ipyrrolidinophosphoni um

hexaf | uo%@ﬁh?%ﬂ?&%)o &g Z .Yﬁfdp(y .Oglr?]%PP%SFP op3 Ug.

di met hoxyphehgkpfilperaphosphaté) rndfl ONPB wer e addethol)o ¢hi s- B xure. The
m xture was St:irnh I - I re, forn24-h, 4h s distilled
of f under 15%ltrlkan &glg) rheegl ur)gHE%%tzﬁtglét elsrli dEg \{}]\%s Op%rlﬁl%lj%e\g% a%%l%?i ca gel
col um (Ki esélPgelthg®, PigFINErckTAS MDEEREEadVRSusshgrthe nabi | eophase

di chl or omet harepeeihanel / 28opercen; apmonma (AR Hlskilled off under

15 reduced pressure and the residue was purified on a

silica gel column (Kieselgel 60, from Merck AG,
Darmstadt) using the mobile phase
dichloromethane/methanol/25 percent ammonia (90:10:1
v/v/v).

20
Yield: 12.34 g (82.3% of theory)
m.p.: 94-96°C

1. Antiproliferative action in various tumor cell

25 lines

In a proliferation test, the antiproliferative activity
of the substance D-43411 was examined using established
tumor cell 1lines. In the test wused, the <cellular

30 dehydrogenation activity is determined, which makes it
possible to determine the vitality of the cell and,
indirectly, the cell count. The cell lines used are the
human cervical carcinoma cell lines KB/Hela
(ATCC/CCL17), the murine lymphocyte leukaemia L1210

35 (ATCC CCL-219), the human breast adenocarcinoma line
MCF7 /ATCC HTB22) and the ovary adenocarcinoma line
SKOV-3 (ATCC HTB77). These are established cell 1lines
which are very well characterized and were obtained
from ATCC and cultured.



viviv). 20 Yield: 12.34 g (82.3% of theory) mp. : 94-96C 1.
‘Antiproliferative action in various tunor cell 25 1lines In a proliferation
test, the antiproliferative activity of the substance D 43411 was exam ned
using established tunor cell lines. In2¢she test used, the cellular 30
dehydrogenation activity is determ ned, which nakes it possible to
determne the vitality of the cell and, indirectly, the cell count. The

cell lines u cervi cafci Ll i

( ATCC/ CCL17) ?ﬁtghgfﬁ%{r’?ﬁ% |ngnrp,B&ﬂo1 c%‘e f%%ka.glm JeD T8 % A.?%% @L&%’g) t he
human br east Pa#eR&c & diimerrd IGar@t iveraataTec MBP2} 34Ad the Waargell
adenocar ci nomankisne s\ ,3 (ATCLIITBEAH . Hhesexkmre eqstagl i shed ggbl 1ines
whi ch are. ver || .characterized and re . obtained. . fromATCC and

cul t ur ed.® 25PTRELFULAREY Soth §TOab. O dlforhet bt &ibRe. iighI ST BoE ent
antiproliferafive-4t4ibniof ddeA3d44ti petrhedcedf 4Bi esi SKOWLY, 4mdP10 and
HeLa/ KB. Oni nggk0itRep3 RN heukanly ,gl/aw, Jeguwkh e ? ge, the
effect of EF4341i In the tegt perioﬁaéf 48 EW%SSSEF%HSﬁgng. %é@b
inhibition at 3.16 g/m; thus stated as >3.16). 10 Tab. 1 In-vitro
cytotoxicityrap.t umonrncelik rbl ReSotbkakuey dat ehrbredefomihegubst ance

LR AL LN S T R e
concentrations)
v | iﬁ-XTTﬁrA%mYICw {pg/ml]
D Structure | |MW |SKOV-3 | L1210 | KB/Hela | MCET
D-43411 o™ 429 | <0.0003 | <0.0003 | <0.0003 | >3.16

o

o

o A
H

2. Method

15 XTT Test for cgllular dehydrogenase activity

The adherently growing tumor cell lines HeLa/KB, SKOV-3
and MCF7 and the L1210 leukaemia line, which grows in
suspension, were cultivated under standard conditions
20 in an incubator with gas inlet at 37°C, 5% CO, and 95%
atmospheric humidity. On Test Day 1, the adherent cells
are detached using trypsine/EDTA and pelleted by
centrifugation. The cell pellet 1is then resuspended in
RPMI culture medium at the appropriate cell count and
25 transferred to a 96-well microtitre plate. The plates
are then cultivated overnight in the incubator with gas
inlet. The test substances are made up as stock
solutions in DMSO and, on Test Day 2, diluted with

culture medium to the desired concentrations. The



O~N"_ , 2. Method 15 XTT Test for cellular dehydrogenase activity The
‘adherently growing tunor cell lines HelLa/ KB, SKOV-3 and MCF7 and the L1210
| eukaem a |ine, which grows in suspension, were cultivated under standard
conditions 20 in an incubator with gas ralet at 37C, 5% CO2 and 95%

at nospheric humdity. On Test Day 1, the adherent cells are detached using
t rypsi ne/ EDTAvarsd epeldsetisd tlye cehtwi¢ugation. aTke tdeinl gpElddttd sthhen

resuspended 'c%llgpwn&w&éﬁb%tr@ﬂlﬂ{n@{etﬂﬁcm&prm@ gekly LEOUR! ¢ £8pd 25
transferred to a 96-well mcrotitre plate. The plates are then cultivated

over ni ght i n%hebi nc%%%&%r Wit g&S Ve nPeE. TR t dteadifsst #AESs hrétmade up
as stock solsutbhs@nsidan IV and,cootrbast Day 2, diluted with culture

medi um t o, t he desired concentrations. The 26 substances in the cul ture

medi um ar® then added to the cells and incubated in the incubator with gas
inlet for 4thr €hlel sX®i chshaye nbt rbopeml t redat &@'Twi t(hotléstn 3Ub$tance
serve as contt I SSAay,_ Q A

(phenyl am noca? ﬁ%ﬂa Otliﬁit et rg'lgl fsﬁ tﬂ)etrE%{f@llq“&n XE% s qde%qo:;(y 6-

ni t r o) benzen@syHom Qflzdiﬂ@cﬁ)uhfé?fmcss@w@d iir$ RM/FSQBM@d riedi RRY L &0t
Phenol Red. mltunpwal&ryou@ @h§§§1 ngerl, hQaselivhiadn yvof PMP. 383 mg/ml

( N- et hy{gl ben razi ne th suI f at e%\g}’f hos hat e- buf f er ed sal I ne
(PBS) is ©ftn e RLYFFZPME  nfktive are

pi petted ont@mﬂl"f@t@ell erat eghdmiplhahebgourfc&wrehlavesbéénel ncubased wish the
test substan 5 i nd,7d h ol Ut i IS X W th
the PVM5 sol E)?lsegfﬁaqlrer#a ?Stillléoe%? tgl(%ys gv/ v75t E(l)ﬁ;%- tslibe%yj%)rgﬁlll?sex}fnf Egscell
plates are tﬁéﬁq%@eﬁ%@%ﬁﬁﬁtr%il%%aﬁﬁ Cell plates, which by now

have been incubated with the test substances for 45 h.
15 To this end, the XTT solution is mixed with the PMS
solution in a ratio of 50:1 (v/v)- shortly before use.
The cell plates are then incubated in the incubator
with gas inlet for a further 3 h, and the optical

density (ODjoonm} 1s determined in a photometer.

20
Using the ODsjgonm obtained, the inhibition in percent
relative to the control is calculated. The
antiproliferative activity is estimated using
regression analysis.
25
Example T
Tablet containing 50 mg of active compound
Composition:
(1) Active compound 50.0 mg
30 (2) Lactose 98.0 mg
(3) Maize starch 50.0 mg
(4) Polyvinylpyrrolidone 15.0 mg
(5) Magnesium ' stearate 2.0 mg
Total: 215.0 mg
35
Preparation:
(1), (2) and (3) are mixed and granulated with an
aqueous solution of (4). The dried granules are admixed

with (5). This mixture is tabletted.



with gas inlet for a further 3 h, and the optical density (0D990nn) is
‘determ ned in a photoneter. 20 Using the OD990nm obt ai ned, the inhibition
in percent relative to the control is calculated. The antiproliferative
activity is estimated using regressionz2analysis. 25 Exanple | Tabl et
containing 50 ng of active conpound Conposition: (1) Active conpound 50.0
mg 30 (2) Lactose 98.0 ng (3) Maize starch 50.0 ng (4)

Pol yvi nyl pyrr;Egilaimg)qrée %5 0 mg (5) Magnesium stearate 2.0 ng Total: 215.0
ng 35 Preparation: (I , (2) and (3) are m xed and granulated with an
aqueous sol utCiamsugfe CONEtafme rdr i58d Mgr &rfuleed 1aice comoredd with (5). This
mxture is taRheldadioht Exanple Il Capsule containing 50 ng of active
conmpound _ Co sition: 5 (1) Actjve compound 50.0 mg (2) Maize starch,
dried 58.0 rrdnqg(B)AthaYé’teoé’“%?&m 50.0 rrgbl‘?ﬂ‘gl\/agnesi um stearate 2.0 ngy
Total : 160. 0 (2g 10eaRrzepartatdcdn: dfiBd i s g8otndgwith (3) . This ground

L2l e added i viggraue Xl ng L bhgamxiure of (2) and (4)
(4) Magnesium stearate 2.0 mg
Total: 160.0 mg
10
Preparation:
(1) is ground with (3). This ground material is added

with wvigorous mixing to the mixture of (2) and (4).
This powder mixture is, on a capsule filling machine,

15 filled into hard gelatine capsules size 3.



15 filled into hard gel ati ne capsules size 3. WO 02/08190 28 PCT/ EP01/ 08262
Patent Clainms 1. Pyridine derivatives according to the fornula 1 N |
H21X,Ra 5 in which R2 formula 1 10 R Rl, R2, R3 can be attached to any of
the pyridi newocadyysiaicons C2 to C8, arge identical orpcﬁﬁp‘oq_rﬁ,rgz@nd
independentl*;ﬁ n aqg&per denot e hydrogen, straight-chain or branched
(C1-C8) -alkyl,efgé- -cycl oal kyl, straight 15 chain or branched
(C1-Cg) -al kyl carbonyl, preferably acetyl, straight-chain or branched
(C1-C8) -alkagxy, - (+C1-.C8). -8l . preferahl y .benzyl oxy or
phenylethylogy, Eﬁ%ﬁ%ﬁggh?%%¥jﬁ%%%75§fﬁi?ﬁt-g¥&9f£§$ﬁb, %W%QG'?CJ-CA)

-al kyl am no, (Cl1-C8) -al koxycarbonyl- am no, (Cl-C6) -alkoxycarbonyl am no-
(C1-C8) - alkyl, cyano, straight-chain ordg?g hed rcyano- (Cl-C6) -alkyl,
carboxyl, (CI-CB) -al koxy- carbonyl, (Cil- Zallyb " which is substituted 25

by one or nore fluorine atons, prefera t he i fl uoronet hyl group,
carboxy- (0-0g) -alkyl or (Ci1-C8 koxycar bonyl - (C1-C6) -al kyl,
(C2-C6) -alkenyl, - preferably allgl, < C6) - kynyl, preferably ethynyl

or propargyl, 30 straight-ch
preferably cyanonethyl, aryl,
or nono- or polysubstituted by T

bretAaChe K. jmno- §1- C6) - al kyl,
the aryl®radi cal may be unsubstituted
ical or 29 5 10

formula 1
in which

10 R, Ry, Rz, Rz can be attached to any of the pyridine
carbon atoms C; to Cg, are identical or
different and independently of one another
denote hydrogen, straight-chain or branched
(C1-Cg) —alkyl, (C3-Cy) -cycloalkyl, straight-

15 chain or branched (C1-Cg) —alkylcarbonyl,
preferably acetyl, straight-chain or branched
(C1-Cg) —alkoxy, halogen, aryl-(Cy-Cg) -alkoxy,
preferably benzyloxy or phenylethyloxy,

nitro, amino, mono- (C;-C4) —alkylamino, di-
20 (C1-Cy) -alkylamino, (C1-Cg) —alkoxycarbonyl-
amino, (C1-C¢) —alkoxycarbonylamino- (C;-Cg) -

alkyl, cyano, straight-chain or branched
cyano- (C1-Cg) —alkyl, carboxyl, (C;-Cg)-alkoxy-
carbonyl, (C1-C4)-~-alkyl which is substituted
25 by one or more fluorine atoms, preferably the
trifluoromethyl group, carboxy-(C;-Cg)-alkyl
or (C1-Cg) —alkoxycarbonyl-(C;-Cg) ~alkyl,
(C2-Cg) —alkenyl, -preferably allyl, (Cp=Cg) -
alkynyl, preferably ethynyl or ©propargyl,
30 straight-chain or branched cyano- (C1-Cg) —
alkyl, preferably cyanomethyl, aryl, where
the aryl radical may be unsubstituted or

mono- or polysubstituted by identical or



15 different substituents fromthe group consisting of hal ogen,
'strakght-chain or branched (Cl1-C8) -al kyl, (C3-C7) -cycloal kyl, carboxyl,
straight-chain or branched (Cl-C8)- al koxycarbonyl, preferably tert-butoxy-
carbonyl, by trifluoromethyl, hydroxyl,29straight-chain or branched
(C1-C8) -al koxy, preferably nethoxy or ethoxy, benzyloxy, nitro, am no,
nnno-(Cl-C4)-aIkylanindifdbzebel Cépbatkyhantao dyamo, sthreai ghdx=@l@i n or

branched cyano- ( Cl-C6) ?Etlé@ erggéigﬁenallét?ﬁ§gg +RLy ng/onofa and

R3 may forma fused arona pyri |ne ring
form ng a quinoline orbaerrkfAe KEmtFaittiadfkvilor i t(&sp@rit-ameyldel lsubst it ut ed

at any C atomring pogktbeRyby the A ltc@h%ll?\ oﬁlbrgizcﬁeé R%, bay d)lng the
meani ngs nentioned abo 8 gen or where the radical 25

sm
30 P, Q substituted on PXgOﬁVFFHPHEY eteroé?@l@rﬁgﬁylxaeﬁ?%ﬁﬁR&FQ%Vt:alons
C2-C6 of the pyridine ceirbgngkel et oy, i ndegadentdnetefylgne aneihety epresent

oxygen or in each casg.t §¥gr39§9 at %% e nltrogen or
C-R5, where R5 representsgﬁg roaen or(%gi- ? ?% I%Céocﬁ ﬁﬁﬁh&@béndently
of one anot her denotesPiffphnbder nsdthesen 008, ﬁﬁthVhe[hqnmxlimat in
the case n = 0, X dengtesoa CRREG I oOUR-MbBElE, 4>aggk§§amgggepqu@ntly of
one another represent hgdro en or '
-alkylamino, cyano, straight-chain or
branched cyano-(C;-C4)=-alkyl, where addition-
ally R and R; and/or R; and R; may form a
fused aromatic 6-membered ring with the
pyridine ring forming a quinoline or acridine
15 ring which for its part may be substituted at
any C atom ring position by the radicals R,

R;, Rz and Rz having the meanings mentioned

above;
20 Z is oxygen or sulfur, where the radical
L
N X

P% (CH,jm \o

substituted on the pyridine heterocycle may
25 be attached to C atoms Cp-Cs4 of the pyridine

ring skeleton;

P,Q indepedently of one another represent oxygen
or 1in each case two hydrogen atoms (i.e.
30 ~CHp-) 7

X is nitrogen or C-R;, where Rs represents hydrogen
or (C1-Cg)-alkyl;



5 (Cl1-C6)-al kyl and that the nitrogen atom adjacent to the C=Z group is
‘substituted by a hydrogen atom or a (CC6)-al kyl group; R4 [lacuna] a
strai ght-chain or branched (Cl-C20)- 10 al kyl radical which nay be
saturated or unsaturated, with one to thoee double and/or triple bonds,
and which may be unsubstituted or nmay optionally be substituted at the
same or diffiementnQ@eptonsnbyvonef twe oznpbher ardenotks henerimtreycjer

hal ogen, (d - 06) g%lsgéé @m3n0w1 n(Ehe( g%o%)so iy qm (@% {Gl-CA)
-al kyl am no; radi cal -ary -al kyl
radi cal or a (C2 €10) X- h@teéltoé'e?rsyl 3or P@ﬁéCl@))fouRetE%rear?b (@1d04¥6al kyl

radi cal which CO”EQH@ﬁeQB%nQﬂ_yZQfm@h% faeatoe;m Qrep rel et e}q,off&jaﬁ her gr oup
consi sting of N, and S, e the r adi cal

unsubsti tUt ed or r?Sho- ['Iaaldi}’ﬁa]an%olt §Gbs%tﬁet u?éﬁr%%’?d@ﬁﬂ“ca?a’bﬁcﬁ?ferent
substituents frombhehgr aea @&@Mpswsngsxm‘st(ﬁbt%i) by2& alktagdral ogen and
oxo (=0) and where_the Cl [ (C2-C10) -heteroaryl radical may
be unsubstit ut edggr Qm)%g_@ gik %% ﬁgt uted by identical or different
substituents fromthe group COI’ISI sting of straight-chain or branched

(A -C8) 30 akkyl, [(&3u&d) -sycg@agkght hRL 98eNe r CYoh ck&d - CRY, -
al koxycar bonyl am n car boxyl, (Cl-(C8)-al koxycar %onyl

straij ght:&hain or Elké{ﬁucheaad%éi CG)WQLHE I FEh RS substTiiateRrd by ®he or
nore fluorine atansatpretesabl withi flomer omet hydhre3b hydiidey| ,and/or

straight-chain or t?r grﬂgheo I{(g:l (é)rl alklgloc | grggfkgr abl %Tgeé%?gﬁ?éﬁylre%hoxy,

where adj acent oxXygen atons n’a
groups, preferabl paby apﬁephylléme bgroaprb’ehzyé@xy@t ni the, sameo,or

mono- (C1- C4) 31 abkylkanene, @i-6EInc4) pgl kyham ngyoaryl, whieh fof
15 hetercaryl, halogen, (Cl-C6)-alkoxy, amino, mono-

{(C1~Cy) —alkylamino or di-(C;-C4) —alkylamino; a

(Cg—=Crq) —aryl radical, (Ce=C14) ~aryl-(Cy;-Cy4) —alkyl

radical or a (C3-Cip)-heterocaryl or (C;-Cig)-hetero-
aryl-(C;-Cy)-alkyl radical which contains one or

20 more heteroatoms selected from the group
consisting of N, O and S, where the (C;-C4)-alkyl

radical may be unsubstituted or mono- [lacuna]

polysubstituted by identical or different

substituents from the group consisting of (C1-Cg) =

25 alkyl, halogen and oxo (=0) and where the (Cg~Ci4)-
aryl or (C2-Cy9) ~heterocaryl radical may be
unsubstituted or mono- or ©polysubstituted by

identical or different substituents from the group
consisting of straight-chain or branched (C;-Cg)-
30 alkyl, {(C3-C4)-cycloalkyl, halcgen, cyano, (Ci-Cg)-
alkoxycarbonylamino, {C1-C¢) —alkoxy, carboxyl,
(C1-Cg) —alkoxycarbonyl, straight-chain or branched

(C1-Cg¢) —alkyl which 1is substituted by one or more

fluorine atoms, preferably trifluoromethyl,
35 hydroxyl, straight-chain or branched (C1~-Cg) -
alkoxy, preferably methoxy or ethoxy, where

adjacent oxygen atoms may also Dbe linked by
(C1~Cy) —alkylene groups, preferably by a methylene

group, benzyloxy, nitro, amino, mono-— (C1—Cy) -



its part may be unsubstituted or nono- or polysubstituted by identical or
different substituents fromthe group consisting of 5 straight-chain or
branched (Cl1-C8) -alkyl, (C3-C7) - cycloal kyl, carboxyl, straight-chain or
branched (Cl-C8)-al koxycarbonyl, by trikfluoronethyl, hydroxyl,

strai ght-chain or branched (Cl-C8)- al koxy, preferably methoxy or ethoxy,

benzyl oxy, 10 nit raikﬁlﬁmlmo modo- (€ Gl @hlkgh kih agi ne, g(il - WGleKHAFor

al kyl am no, cyano,, LSt rai ght ht - chal n Qr branc c‘{gg Cl-C6) -al ké and
ar Fer s

their structural isomer®®and SE&redi sorre? Foul™M Y aut
di ast ereoner s and rerdarmubstertsiteshd their ptianrtracedltl calty adcéptabhe

salts, in particulgaGid,ad8di tigngalt 2 i ne es t he
formula 1 _according to 20 Claiml1, char%ggterl ZBBBI n tﬁﬁgiéﬁl&b{% Rg} R3, P,

Q X Z 1 and m FAré4Ihe 1ReTgeT gitFém anRoa K mCsl-andyds 305357 R4

denotes a strai ghtc—yeﬂwallkq;rl br aaebedy( C1-£26) rgrd Jota radiceal pwhheReARY be
saturated or uns with o e to, three double and/or triple bonds,

and which may be unéugé)t %Julf%}ély%‘?' %@H’onal | yPSubst i ot EHURRCFRE EAe Or
different C atombhyisyroong,, twetoeigbtechayh, het erbaaythedhal agews) -

(C1- C6) - al koxy, a@l%xﬁno refg}agﬂgch o?%v)\ﬁ;ncﬁp %I‘th%l Cly C4 fl k¥l am no;

a phenyl ring or a napht rmn unsu ed or
mono- or ?)ol y-  subsittiicut eémbyor dé‘i‘ﬁriQ:'a1ClorClerﬁbYéﬁmm@ubsiu-t lfamcs) fromthe

group consisting efl kySlamainght - chgdilo Or Reanehed-cd169) -A Kybran&k35C7)
-cycl oal kyl, hal ogen, Syano C6(C]1kyf

and their structural isomers and stereoisomers, in
15 particular tautomers, diastereomers and
enantiomers, and their pharmaceutically acceptable

salts, in particular acid addition salts.

2. Pyridine derivatives of the formula 1 according to
20 Claim 1, characterized in that R, R1, R2, R3, P,
Q, X, Z, n and m have the meanings given in Claim

1 and

R4 denotes a straight-chain or branched (C;-Cyq)-

25 alkyl radical which may be saturated or

unsaturated, with one to three double and/or

triple bonds, and which may be unsubstituted or

optionally substituted on the same or different

C atoms by one, two or more aryl, heterocaryl,

30 halogen, (Cl-Cé6)-alkoxy, amino, mono- (Ci~Cy4)-
alkylamino or di-(C;-C4)-alkylamino;

a phenyl ring or a naphthyl ring, each of which
may be unsubstituted or mono- or poly-
35 substituted by identical or different
substituents from the group <consisting of
straight-chain or branched (C1-Cg) —alkyl,
(C3-Cq) -cycloalkyl, halogen, cyano, (C1—-Cg) =

alkoxycarbonylamino, (C1—Cg) —alkoxy, carboxnyl,



al koxycar bonyl am no, (Cl-C6)-al koxy, carboxyl, 32 (Cl-C8)-al koxycarbonyl,
'straight-chain or branched (Cl-C6)-al kyl which is substituted by one or
nore fluorine atons, preferably trifluoronethyl, hydroxyl, straight-chain
or 5 branched (Cl-C8)-al koxy, preferably2nmethoxy or ethoxy, benzyl oxy,
nitro, am no, nono-(Cl-C4)- al kylam no, di-(Cl-C4)-alkylamno, aryl, which
for its part may be ufistdst-atlidoeycarrbmmyd- or pokysgbstchated by sdentica
or different 10 subs f rom-t he isgin ght.- chai n
or branched (Cl-C8)- gkégﬁgga(dgggyf -%g}a(?oalﬁﬁra§1 ca%bg§§ tlgFﬁgdgq% Y chai n
or branched (Cl-C8)2°&Pkox9Ear bBay®, b lwnm%or At hyl ,PHRARAEAY

Etral Ight chai P or bre@m@qo%éme% €3) - ﬁlylﬁQé)éyllprefs&rr%@thtér?:tﬂéqw fl::;(r fet hoxy,

cyanor % rai ght - chaPRaBrRERa g%e&ez:yémom S GLY é@egso%aag%ry Aviths

4-, 5- or 6-pyrim dléyhokgdlcménzyldky, #4irrb; Gdmino, mono- (C;-C

6- pyri mdinyl - (Cl-04 I dic Cl-CA alk dl aI ma
& TLuted or ChEnhBt G ol el et PV eI Oy Thnt i A % ’

be unsubstituted or atuna
di fferent substltuenﬁ@rfﬂdnﬁtmﬁitgméMpk%xwun%nbskytﬁtiinpﬁﬁyw@bkth:haIogen

and oxo (=0) and thgo2ysupscibutll 6-WYri Nigdinylea1radihcal JByrde
unsubstituted or nono- ? trisubstituted by identical or different

substituéhts from t h& GP5GSE EBRSI st of Ry dPbgeR, CEISESFiacky|of
hal ogen, nitro, am netrafighe-ch€inC6) ol kybashaneddi - (CGleF6)atigfkyl am no,

(C3-Cq) -cycloalkyl, carboxyl, straight-chain or
branched (C;-Cg)-alkoxycarbonyl, by trifluoro-
methyl, hydroxyl, straight-chain or branched

15 (C1-Cg) —alkoxy, preferably methoxy or ethoxy,
benzyloxy, nitro, amino, mono- (C1-Cy) -
alkylamino, di-(C1-Cy)=-alkylamino, cyano,

straight-chain or branched cyano-(C;~Cg)-alkyl;

20 a 2-, 4-, 5- or 6-pyrimidinyl radical or 2-,
4-, 5- or 6-pyrimidinyl-(C;-C4)=-alkyl radical,
where the (C1-C4)-alkyl radical may be
unsubstituted or mono- [lacunal] polysubstituted
by identidal or different substituents from the

25 group consisting of (C;-C¢)-alkyl, halogen and
oxo (=0) and the 2-, 4-, 5- or 6-pyrimidinyl
radical may be unsubstituted or mono-~ to
trisubstituted by identical or different
substituents from the group consisting of

30 hydrogen, (C;-C4)-alkyl, halogen, nitro, amino,
mono- (C;-C¢) —alkylamino, di-{(C1-Cg)-alkylamino,
hydroxyl, (C1-Cg) —alkoxy, benzyloxy, carboxyl,
{C1-Cg) —alkoxycarbonyl, (C1-C¢) —alkoxycarbonyl-
amino or (C;-Cg)-alkyl which is monco- or poly-

35 substituted by fluorine, preferably trifluoro-
methyl, (Ce—Ci1p)—aryl and (Cg-Cip)-aryl-(Ci-Cg)-
alkyl;



hydr oxyl, (Cl-C6)-al koxy, benzyl oxy, carboxyl, (Cl-C6)-al koxycarbonyl,

'(Cl- ©6) - al koxycar bonyl - am no or (Cl-C6)-al kyl which is nono- or poly-

substituted by fluorine, preferably trifluoro- nethyl, (C6-Cl0) -aryl and
(C6-C10) -aryl- (C1-C6) - alkyl; 33 5 1@z 3-, 4-, 5- or 6-pyridazinyl
radical or 3-, 4-, 5- or 6-pyridazinyl-(Cl-C4)-al kyl radical, where the
(Cl-c4) -alkyl radica fay be, uhsubﬂtiﬁt@gﬂi@azmb rblda@ana]or 3-,

onsi sting of (CL-06)dl ko - Pal Sa -and 53"ty P vhe 3t =a3oads by
6- pyridazi nyl radi cal"eus bethmsub&titCui eélbk’grmn@adwalt ri slabstl et ed by

|hdgnt| cal ?r di f;eanInSLﬂdHllSi[ﬂdtt@ﬁt§€frﬁ&%1 he1gEQHR) CBBig%Eb@QLQEtedl
rogen, . (Cl-C6)-a al ogen, nitrop kyl am no,
|y g ~CB) -al kyl ani gl 19T (@Lf%’ie%ﬁ k%&?Sth‘ﬁ%?F%xﬁroﬁlaﬁbéxyl

(C1- C6) al koxycar bonyj:o(pﬁle@ﬁﬁaatkngyma? bODYHC 615 aamiyno Q{aj(&élerﬁi)mal kyI
whi ch is nmono- or poly; bstit] fJl_uorj ne, p_refer trifluoro-

net hyl, (C6-Cl0) -ary ang ?2:6 %fg)tg%ryl 7 (G- o8) -Oml yPY/rigaélﬁyl’l 3-, 5-
or 6-pyrazinyl radicaladicgl may Be ounGupptdziupgld- (Cl: Copembkyl tpadi cal ,

where the (Cl-C4)- mﬂ%ﬁsdﬁﬁkf&ﬂt&@y g, unguRSListuted qr ”BQ?E ckbagunal
polysubsigtuted by identidal or different substituents fro e group 25

consi st i of (C1-C6) It HiDgeht FRd 686  (EPPandcemel sting- [ o§- or
6- pyrazi nyl radical Hmrduensubsidevhedy;, MaN@gdQ trliit_sy@sthﬁyhgg

mono- (C1-C¢) —alkylamino, di-(C;-Cg¢)-alkylamino,
hydroxyl, (C;-Cg)~-alkoxy, benzyloxy, carboxyl,
(C1-C¢) ~alkoxycarbonyl, (C1-Cg) —alkoxycarbonyl-

15 amino or (C1-C¢) —alkyl which is mono- or poly-
substituted by fluorine, preferably trifluoro-
methyl, (Ce=Cig) —aryl and (Cg-Cyp)-aryl-(Ci-Cq)-
alkyl;

20 a 2-, 3-, 5- or 6-pyrazinyl radical or 2-, 3-,
5- or 6-pyrazinyl-(C;-C4)-alkyl radical, where
the (C;-C4)-alkyl radical may be unsubstituted
or mono- [lacuna] polysubstituted by identidal
or different substituents from the group

25 consisting of (C;-C¢)-alkyl, halogen and oxo
(=0) and the 2-, 3-, 5~ or 6-pyrazinyl radical
may be unsubstituted or mono- to trisubstituted
by identical or different substituents from the
group consisting of hydrogen, (C1-Cq) —alkyl,

30 halogen, nitro, amino, mono-{(C;-C¢)-alkylamino,
di-(C1-C¢)-alkylamino, hydroxyl, (C;-C¢)-alkoxy,
benzyloxy, carboxyl, (C1-C¢) —alkoxycarbonyl,
(C1—-Cg) —alkoxycarbonylamino or (C1-Cg) —alkyl
which 1is mono- or polysubstituted by fluorine,

35 preferably trifluoromethyl, (Ce—Ci0) —aryl and
(Ce=Cy1p) —aryl-(C1-Cq)-alkyl;

a 3-, 4-, 5-, 6-, 7-, or 8-cinnolinyl radical

or 3-, 4-, 5-, 6-, 7-, or 8-cinnolinyl-(C;-C4)-



by identical or different substituents fromthe group consisting of
+hydrogen, (Cl-C6)-al kyl, 30 hal ogen, nitro, am no, nono-
(C1-C6) -al kyl am no, di-(Cl-C6)-al kyl am no, hydroxyl, (Cl-GC6)-al koxy,
benzyl oxy, carboxyl, (Cl-C6)-al koxycarbsayl, (Cl-C6)-al koxycarbonylam no
or (Cl-C6)-al kyl which is nono- or polysubstituted by fluorine, 35
preferably trifluoroaﬁkyyl rdditdﬂ&»whargltamd (€64 CLe) kyar ytad Gl C6)

-al kyl; a 3- - i lyin r cal -,
7-, or 8- C|nnoI|nyI ?gl n%%b%F%§p%%gdl%glngﬁLere lgéu?%ﬁ é%?’alkyl
radi cal nmay be unsubgbstmtééedr ponoidengddnd] ol y-disifisstantut epilpy

identidal or differegtigulntst Iftrlé%nttshef r@mwecgﬁgy&m@swtlm ef) { C1- C6)
5 al kyl, hal ogen and oxo_(=0) _.and the 3- nnollnyl

radi cal may be unsuBst¥tut 8818FSRoAGS Péopén§356%§¥ﬁ¥ﬁﬂé%"by '|d%n¢|cal or
di fferent substituengs, frona;heoxgro&pctmn61smyng afaciydilogenay be

(C1-Co6)-al kyl, 10 halo e ni_tr n C . n
(C1- Co6) -alkylanlno, % Bstltutggl%%% %bn koxy, %852 ﬁ£§¥l% eg
(C1-Cs) - aIkoxycarbonyﬂentécﬁlCBQIakk@%?@éﬁﬁbn§M@ﬂ¢n@u@ﬂt@C1fCBm anm@|

which i's nmono- or polygy stbgggggtgﬁgflgqu@@dr%%earequgbb
trifluoronethyl, (C6-Cl0 I ( I IkyI 20 25

30 35 a X, 4, 5-, éﬁlogenunn¥¥¥ﬁnnéEbPPnyWK¥5ﬁy6ér ra%%yl@mln%k 6-,
7-, or 8-quinazo|inyu1@Q@- €4)-z1ad Kydmirmadi caldrvker e tlmg-€CH - &y&ox@Jkyl
radical my be “”S“b%%EE§E%§y9r n%%%%o&bﬁgunahcl—C6)—alkoxycarbonyl,
(C1-Cg) =alkoxycarbonylamino or (C1-Cg)—alkyl
which is mono- or polysubstituted by fluorine,
15 preferably trifluoromethyl, (Cg-Cio)-aryl and

(Ceg=Cqg) —aryl-(Ci-Cg) ~alkyl;

a 2-, 4-, 5-, 6-, 7-, or 8-quinazolinyl radical
or 2-, 4-, 5-, 6-, 7-, or 8-quinazolinyl-(Ci-
20 Cq)—alkyl radical, where the {(C1-Cy) —alkyl
radical may be unsubstituted or mono- [lacuna]
polysubstituted by identidal or different
substituents from the group consisting of
hydrogen, (C1-Cg¢)-alkyl, halogen and oxo (=0)
25 and the or [sic] 2-, 4-, 5-, 6-~, 7-, or
8-quinazolinyl radical may be unsubstituted or
mono- to pentasubstituted by identical or
different substituents from the group
consisting of hydrogen, (C;-Cg)-alkyl, halogen,
30 nitro, amino, mono- (C1-Cg) —alkylamino, di-
(C1-C¢) —alkylamino, hydroxyl, (C1-C¢) ~alkoxy,
benzyloxy, carboxyl, (C1-C¢) —alkoxycarbonyl,
(C1-Cg) —alkoxycarbonylamino or (C1-Cg) —alkyl
which is mono- or polysubstituted by fluorine,
35 preferably trifluoromethyl, (Ce—Ci0)—aryl and
(Ce~Cip) =aryl-(Cyi-Cq) —alkyl;

a 2-, 3-, 5-, 6-, 7-, or 8-quinoxalinyl radical

[lacunal 2-, 3-, 5-, 6-, 7-, or 8-quinoxalinyl-



pol ysubstituted by identidal or different substituents fromthe group
rconsksting of hydrogen, (Cl1-C6)-alkyl, halogen and oxo (=0) and the or
[sic] 2-, 4-, 5-, 6-, 7-, or 8-quinazolinyl radical nay be unsubstituted
or nono- to pentasubstituted by identigal or different substituents from
the group consisting of hydrogen, (Cl-C6)-alkyl, halogen, nitro, am no,
nono- ( Cl- C6) - al kyl am(Ag;Cdi~al(k¥l- Copdiakbkyl| anheaoe h;,fdar oXyh-C{ 2136y 1

-al koxy, benzyl oxy, . gggﬁylmry(‘%f@ aﬂjggf?&@éﬁ mono-_ [lacunal]

(C1-Co) - al koxycar bony amno o I'S nmono-— or
pol ysubstituted by fPQéB’ﬁﬁéStlﬁiﬂéﬁér am:y trhdfelntidrd@ﬁﬁet hok, (GetBWnt aryl

gnd ( C6- FlO)I-arél ng%tgﬁhen@Ek%Hhxﬁ12 thé- g§0up6 co%sasQHn Iof | a5

qui noxal i nyl radica ac qU|noxa | ny

(Cl-c4) -alkyl radicafF:™ é\ﬁ ra:ﬂ‘t% (kﬁfil?ﬁﬁn 3ngloxor a&l‘%al aRdy Hhe or

unsubstituted or nondsifllaczna]l 3-pol gsubsé+t utied byri Muﬁe&xﬂlrdyifer ent

substituents fromth§ %839 C?‘{%} st%@g gﬁst?bé%&?@%aa' K haI Logen and 0X0
3-, 5-, b-, /-, 0Of

(=O and the or [SIC -, -qumoxaln N9 adi B2l may
be unsubstituted or mn@asvbstpénttaglubéft}itui@@lnbiycuienplrcaldzoﬁf@reflﬁ‘er ent

substituents fromt hgugrs(ggguggregl stfrqgn of - 10 h}jggggen,co(ng]l %)n

hal ogen, n| tro, am no, = nono- ‘Eﬁ()il anno - al yI am no,

hydr oxyl10 (C1- C6) - al k‘é’ﬁ?ﬁogﬁé‘mzylcox(ffi ot yl hal?@ﬁnCG)“ltélokox%i@aﬁcbonyl

(C1-Co) -aI koxycar bomyho-amh A0s) maj(@ha@a)mal kyldl\M*(lcthGy-sammmopol y 15

substituted by fl uorég iy grﬁf era I’Iaf Ikuoro Bl z}ﬁbx %]ﬁ% a% and -

(C6-C10) -aryl- (Cl- )% £%0 B Bt W wzi nyl

r adi cal (C1-Ceé) alkoxycarbonyl '(C1~Cé) -alkoxycarbonyl-
amino or (C;-Cg)-alkyl which 1is mono- or poly-

15 substituted by fluorine, preferably trifluoro-

methyl, (Ce=C10)—aryl and (Cg-Cyp)-aryl-(Ci-Cq)-
alkyl;

a 1-, 4-, 5-, 6-, 7-, or 8-phthalazinyl radical
20 or 1-, 4-, 5-, 6-, 7-, or 8-phthalazinyl-
(C1-Cy)~alkyl radical, where the (C;-Cy)-alkyl
radical may be unsubstituted or mono- [lacunal
polysubstituted Dby identidal or different

substituents from the (group consisting of

25 (C1-Cg)-alkyl, halogen and oxo (=0) and the or
[sic] 1-, 4-, 5-, 6-, 7-, or 8-phthalazinyl
radical may be unsubstituted or mono- to

pentasubstituted by identical or different
substituents from the group <consisting of

30 hydrogen, (C;-Cg)-alkyl, halogen, nitro, amino,
mono- (C1-C¢) —alkylamino, di-{(C;~-Cg)~-alkylamino,
hydroxyl, (C;-Cg)-alkoxy, Dbenzyloxy, carboxyl,
(C1-Cg) —alkoxycarbonyl, (C1-Cg) —alkoxycarbonyl-
amino or (C;-Cg)=-alkyl which is mono- or poly-

35 substituted by fluorine, preferably trifluoro-
methyl, (Cg-Cip)-aryl and (Cg-Cqio)-aryl-{(C;—Cq)-
alkyl;



20 or 1-, 4-, 5-, 6-, 7-, or 8-phthalazinyl (Cl-C4) -alkyl radical, where
the (Cl1-C4) -alkyl radical nay be unsubstituted or nono- [l acuna]

pol ysubstituted by identidal or different substituents fromthe group
consisting of 25 (Cl1-C6)-al kyl, hal ogen3gnd oxo (=0 and the or [sic] 1-,
4-, 5-, 6-, 7-, or 8-phthalazinyl radical nmay be unsubstituted or nono- to
pentasubstituted by iadenti cat, of-di bfereént, Tsubstigeenisofydmbhecgroup

consi sting of 30 hydrg (£1-Cp) - kyI halo en, nltro m
(C1-C6) -al kyl ami no, 819 Cl§:c’6)%- al Eyram r‘lo yaBro i’ J()%1 E@) céﬂ%oxy,

benzyl oxy, carboxyl, al(k@'ﬂ— 06§d3¢kbxy(wéllelx@ny¢he(¢&%z) --al oKy caerbongl- ani no

or (C1-Co6)-al kyl whi Gy S BRNO-u R M B3R substi t ut ed, by flu Orb
preferabI%/ trifluoro- nmethyl, (C6-Cl10) -aryl and (C6- 010% -ary &1- Co) -
al kyl ; 5 10 15 20 Sélbftltslte% Py. igentidalyr @t quithb we%du gab- or 2-,

3-, 4, 5- 6-, 7 or s&lqmamﬂsylfrc(nCltlﬁél)groabkktbnl’s@@t@ab d/ine(cel-tglgﬁ- 4
(C1-A4) - al kyI radi cal_, bst i uted m)no substitute
by identidal or dlffere t s%\al%y uerﬁ he Ibc? qub gnm%ti n% of
(01 06) - al kyl, hal ogen &Td oko ©=0P- andnpﬁxe'lZ-radacaM-may B¢ GasuB- or

8- qui nol yl radi cal ey ke, dwsubey pStiput £d Oﬁxﬁnnﬂexggugg{ﬁ%HQégltuégd by
i dentical or di fferent substituents fromthe group consistin dr ogen,

(Cl-CB) - kyl, pref eS8 Gt h§F, PaFiseentr ISpaRtaftarsailsy f2omet Ak,
hal ogen, nitro, am ngrdm@nocdrSli«@@lrg of hydrogen, (C;-Cg¢)-alkyl,

preferably methyl, particularly preferably
2-methyl, halogen, nitro, amino, mono- (C1-Cg) -
alkylamino, di—(Cl—Cg)—alkylamino, hydroxyl,

15 (C1-Cg) —alkoxy, benzyloxy, carboxyl, (C1-Cg) -
alkoxycarbonyl, (C1-Cq) ~alkoxycarbonylamino or
(C1-Ce¢) ~alkyl which 1is mono- or polysubstituted
by fluorine, preferably trifluoromethyl,
(Ce~Cyp) —aryl and (Ce=Ci1o) —aryl-(C1-Cq4) —alkyl;

20
a 1-, 3-, 4-, 5-, 6-, 7- or 8-isoquinolyl
radical or 1-, 3-, 4-, 5-, 6-, 7- or 8-iso-
quinolyl- (C1-Cy)-alkyl radical, where the
(C1-C4) -alkyl radical may be unsubstituted or

25 mono- or polysubstituted by identidal or
different substituents from the group
consisting of (C;-C¢)-alkyl, halogen and oxo
(=0) and the 1-, 3-, 4-, 5-, 6-, 7- or 8-
isoquinolyl radical may be unsubstituted or

30 mono- to hexasubstituted by identical or
different substituents from the group
consisting of hydrogen, (C;-C¢)-alkyl, halogen,
nitro, amino, mono- (C;-Cg) ~alkylamino, di-
(C1-Cg) ~alkylamino, hydroxyl, (C1-Cg) —alkoxy,

35 benzyloxy, carboxyl, (C1-Cq) —alkoxycarbonyl,
{(C1-C¢) —alkoxycarbonylamino or (C1-C¢) —alkyl
which 1is mono- or polysubstituted by fluorine,
preferably trifluoromethyl, (Ce—Cip) -aryl and
(Cg=Cy10) —aryl-(C1-Cq)-alkyl;



al kyl am no, di-(C1-C6)-al kyl am no, hydroxyl, (Cl1-C6) -al koxy, benzyl oxy,
~car boxyl, (Cl1-C6) - al koxycarbonyl, (Cl-C6)-al koxycarbonyl am no or
(C1-C6)-al kyl which is nobno- or polysubstituted by fluorine, preferably
trifluoronethyl, (C6-Cl0) -aryl and (Cs7Cl0) -aryl- (Cl-C6) -alkyl; a 1-,
3-, 4-, 5-, 6-, 7- or 8-isoquinolyl radical or 1-, 3-, 4-, 5-, 6-, 7- or
8-iso- quinolyl-(Cl-C4)-al kyl radical, where the (Cl C4) aI kyl radical may
be unsubstituted or 25, moNo; _ orgpoloyfsug)s[télgu%gﬁég{yll dﬁ%igﬁl Q. éjlfferent

substituents fromthe gr oup consistin al ogen and oxo
(=0) and the 1-, 3-,62.,, 85 op. -?9Hbrp8rlwbqu¢mﬂ4yI-arléfd’lcaﬂadmgﬂlbe

unsubsti tut ed or 30 mqg@e tothgxasqb§1¢4t utadhy |q%rgﬂccéql orma§d| ff&r ent
substltuesnts fromthe rouﬁbt %% sting of hydrogen

hal ogen, ° nitro, aniHB ¢y - 31N amoﬁo p?ler f]%}'it%:%‘)lteﬁl K8 ani no,
hydr oxyl, (C1-C6) -ahaeny;d% b@m;dlcﬁf;e,remr bexykritGen€e) - ak&kexyaeas bonyl ,

(C1-C6) -al koxycarbo no-
pol ysubstituted by f%%rgp]ne onSl c%irgab%f a(rl f}:ﬁor omet rhh hg?&%e&m%“ -aryl
and (C6-Cl10) -aryl-o¢el- @ %nlqkythEB?-a %5, 687 8« d%— @B H 1ot wmiury Iny|

radical or 2-, 6-, 834q9Fa?- [%ﬁb pQﬁinYunéégsggéu@égyloEadh%%bh where the
(C1-4) -al kyI radl cal g be 5 unsubstituted or nono- %substltut ed

by idertddal or diffF&rEHPSSubEERHUenPY frb%rf%cajgro@f cori%ll %8 5RJ tof
(C1-C6)-al kyl, hal ogenbandtuexes( Gf)roaﬂd rt}h@ 2gro@ip, Bon@h sihIH] -quuri nyl
radi cal may be unsub or ubstltut d by |dent| cal or
di fferent ~substi tueﬁ%’dEgégﬁfthgngg dup co‘\f15| 5{1? F €0, amif

mono- (C1-C¢) —alkylamino, (C1 Cg¢)-—alkylamino,

hydroxyl, (C;-Cg)=~alkoxy, benzyloxy, carboxyl,
15 (C1-Cg¢) ~alkoxycarbonyl, (C1-C¢) —alkoxycarbonyl-
amino or (Ci;-Cg)-alkyl which is mono- or poly-
substituted by fluorine, preferably trifluoro-
methyl, (Ce¢-Cio)-aryl and (Ceg-Cip)-aryl-(Ci;-Cq)-

alkyl;
20
a 2-, 6-, 7- or 8-[7H]-purinyl radical or 2-,
6-, 7- or 8-[T7H]-purinyl-(C;-C4)-alkyl radical,
where the (C1-C4) -alkyl radical may be
unsubstituted or mono- or polysubstituted by
25 identidal or different substituents from the
group consisting of (C;-Cg)-alkyl, halogen and
oxo (=0) and the 2-, 6-, 7- or 8-[7H]-purinyl
radical may be unsubstituted or mono- to
trisubstituted by identical or different
30 substituents from the group consisting of
hydrogen, (C;-Cg¢)-alkyl, halogen, nitro, amino,
mono- (C1-C¢) —alkylamino, di-(C;-C¢)-alkylamino,
hydroxyl, (C1-Cg)~alkoxy, Dbenzyloxy, carboxyl,
{C1-C4) ~alkoxycarbonyl, (C1-C¢) —alkoxycarbonyl-
35 amino or (C3-Cg)-alkyl which is mono- or poly-

substituted by fluorine, preferably trifluoro-
methyl, (Cs—=Cip)—aryl and (Ce~Cqio)—-aryl-{(C1-Cg)-
alkyl;



hydr ogen, (Cl1-C6)-al kyl, hal ogen, nitro, am no, nono- (Cl-C6) -alkylam no,
«di- (Cl-C6) -al kylam no, hydroxyl, (Cl-0C6)-al koxy, benzyl oxy, carboxyl, 15
(C1-C6) -al koxycarbonyl, (Cl-C6) -al koxycarbonyl- am no or (Cl-C6)-al kyl
which is nono- or poly- substituted by 8Buorine, preferably trifluoro-

net hyl ., (C6-Cl10) -aryl and (CG-ClO) -aryl- (C1-C6) - alkyl; 20 a 2-, 6-,
7- or 8-[7H]-purinyl arddi,cdl-,0r3-2-,4-,6-5-,7-6or B=, [FH orpdraayldi(Cl- C4)

-al kyl radical, wherg ( ) -al Kyl adi gal y b upsubstityted or
nono- or pol ysubstltute Qeal %Icgentl dal %r d?ffei%nt §u'bs?|tu2§nts Ifromthe
group consisting of @CPCGGF-@IYI%W Cinatloterkehd rafdceto) aldirche bhe 6-, 7-
or 8-[7H, - puri nyl  radiicale)nay ie Upsgbsiit wlgd B MBREH A tdddsubhst i tut ed
by identléz or different 30 substltuents fromthe group consj sting of

hydr ogen, ° ( C1- C6) - al &A™ hal 8§en PHXTE S HHhivréd  nB 2L al RY1 ani no,
di - (Cl-C6) -alkyl amdricfferheyxir oxybubg€itwbntal ko@romenzyh@xy, gasboxyl ,
(C1-C6) -al koxycarbonyl, ) =al kaxycar_hgn 35 1- CB) - al kyI
whi ch is nono- or pol%iémsl stl utoéfd Ee ?qo%ﬁr}f L h lOQ%In %llgfl uogr)o-

met hyl , (C6-C10) - ar yI=CAnch (o611 03 - ra?y}-3t61466) 5- raltkyl 7—38 & ler 2-,

3-, 4', 5-, 6-, 7-, & Qiri%iagnl dicdyi canadigdl gE 1uns§bst§tutéa’ St 6':
7-, 8- or_  9-acridinyl-(Cl-C4)- aI Kyl radl cal , where the cl -Co) -al kyl
r adi cal My be unsubS¥t edtBr o s&rltﬁélefsubgft’l t dO&¢ Hyrailden®fdal or

di fferent substi tuentcafffrecrr@rime gBObBtlﬁﬂéﬁtStl ngf x¥m ( C1+@86) - al kybuphal ogen

and oxo (=0) and th%o%51§%1ng of hyd?ogeg chlé¥kyl, halogen,
nitro, amino, mono—(Cl—CG)—alkylamino, di-

(C1-C¢)~alkylamino, hydroxyl, (Ci-Cs) —alkoxny,

15 benzyloxy, carboxyl, (C1—-Cg) ~alkoxycarbonyl,

(C1-C4) —alkoxycarbonylamino -+ or (C1-C4) —alkyl

which is mono- or polysubstituted by fluorine,
preferably trifluoromethyl, {Ce~=Cyp) —aryl and
(Ceg-Cio)—aryl-(Ci-C¢)—-alkyl;
20
a 1-, 2-, 3-, 4-, 5-, 6-, 7-, 8- or 9-
phenanthridinyl radical or 1-, 2-, 3-, 4-, 5-,
6-, 7-, 8- or 9-phenanthridinyl-(C;-Cg)-alkyl
radical, where the (C1-Cg)-alkyl radical may be
25 unsubstituted or mono- or polysubstituted by
identidal or different substituents from the
group consisting of hydrogen, (C1-Cs)-alkyl,
halogen and oxo (=0) and the 1-, 2-, 3-, 4-,
5-, 6-, 7-, 8- or 9-phenanthridinyl radical may
30 be unsubstituted or mono- to octasubstituted by
identical or different substituents from the
group consisting of (C1-Cg)—alkyl, halogen,
nitro, amino, mono- (C1-C¢) —alkylamino, di-
(C1-Ce) —alkylamino, hydroxyl, (C1-Cg) —alkoxy,
35 (Cg=Cip) —aryl-(Cy1-Cg) ~alkoxy, preferably benzyl-
oxy, carboxyl, (C;-Cg)-alkoxycarbonyl, (Ci-Cg)-
alkoxycarbonylamino or (C1-Cg)-alkyl which is

mono- or polysubstituted by fluorine,



9-acridinyl radical may be unsubstituted or 10 nobno- to octasubstituted by
Jrdentical or different substituents fromthe group consisting of

hydr ogen, (Cl-C6)-al kyl, halogen, nitro, am no, nono-(C -C6)-al kyl anm no,
di - (C1-C6)-al kyl am no, hydroxyl, (Cl-Cgk-al koxy, 15 benzyl oxy, carboxyl,
(C1- Co) - al koxycarbonyl, (Cl-C6) -al koxycarbonylam no or (Cl-C6) -alkyl
whi ch is nono- or polgmﬂasctaikﬂm ed:ﬂmyflfdcmmﬁertﬂzyl,pref@g—abby—arjzil uenanet hyl ,
(C6-CI O -aryI and ) Y e, (EL OB) | kyl; 20 a 1-, 2-, 3-, 4-,
5-, 6-, 7-, 8- or O- % Oﬁt ﬁr& nﬁl g Gi ca}fy%‘r 1-, 2-, 3-, 4-, 5-, 6-,

7-, 8- or 9- phenant hri di nyI (C1-Co) - aI kyl radical, V\/nere the (CI C6) - aI kyl
radl cal may be 25 unsubst i tit ed4.or IONOr SLp PPl Y. yb]sg@;wggdwm(rel dgpt i dal

or dlffer nt substituents fro roup consjstin rogen,
(Cl1-C6)-afkyl, hal oéen ahd o 'O)C%éna’ lnyJ? ?S ﬁadlcgl ngy, 7-,
8- or 9-phenanthri di rbﬁl ﬁﬁduba’clﬂ'ﬁyeBOdle m@substuot utédr@EuHEﬂQtut@d
octasubstituted by dent | diff 0t subst i fuent s fromthe roup
consi sting of (Cl- CB) ﬁkﬁg%#l 55 &€ ?rentagubstlt ntsn}rom tge
nmono- ( Cl- C6) - al kyl amgmpumh -CC(I@Q—SGGL)H@ alddiyl ari i gdrydr okGul-Ce [ €11 €B)

-al koxy, 35 (C6-Cl0) yAardlen (G Lhd, %'rnli‘%‘i)éy rp&?éﬁ(calbldg DQFE%}Lam%M,

carboxyl, (Cl1-C6) -al koxycar bon |, (Cl-C6) - al koxycarbon no or

(Cl- CB) - 4P kyl which i6~ foAGs) o"f‘l %HPJ%M tyesaxpy /f | Uor |C|ﬁé aBhopvef erabl y
trifluoronmethyl, (C64@nzyloaryl andkbd:G0- ClO) cay) ~al dxEB)rvahkyl; a 2-,
3-, 4-, 5- or 6-pyridy adi ¢ 3-. 4-,, 5- or 65 i di nyl
[sic] radical may be (ur}séﬁgtlﬁﬁ?e%lcagb?m%lamt °t et Pgsubs&ét_gﬁédalwi

which is mono- or polysubstituted by fluorine,

preferably trifluoromethyl, (Ce~Cyip)—aryl and
15 (Ce=Cio) —aryl-(C1-Cg) ~alkyl;
a 2-, 3-, 4-, 5- or 6-pyridyl-(C;-C¢)-alkyl

radical, where the (C;-Cq)-alkyl radical may be
unsubstituted or mono- or polysubstituted by

20 identical or different substituents from the
group consisting of (C;-Cg)-alkyl, halogen and
oxo (=0) and the 2-, 3-, 4-, 5- or 6-pyridinyl
radical may be unsubstituted or mono- to
tetrasubstituted by identical or different

25 substituents from the group <consisting of
hydrogen, (C;-Cg)-alkyl, halogen, nitro, amino,
mono- (C31-Cg) —alkylamino, di-(C;~Cg)~-alkylamino,
hydroxyl, (C1-C¢) —alkoxy, benzyloxy, carboxyl,
(C1-Cg) —alkoxycarbonyl, (C1-Cg) —alkoxycarbonyl-

30 amino or (C;-Cg)-alkyl which 1is mono- or poly-
substituted by fluorine, preferably trifluoro-
methyl, (Cs—Cip)—aryl and (Cg-Cyip)-aryl-(Ci-Cg)-
alkyl;

35 a 2-, 3-, 4- or 5-thienyl radical or 2-, 3-, 4-
or 5-thienyl-(Ci-Cg¢)=-alkyl radical, where the
(C1-Cg)—alkyl radical may be unsubstituted or
mono- or polysubstituted by identidal or

different substituents from the group



by identical or different substituents fromthe group consisting of
*hydregen, (Cl-C6)-al kyl, halogen, nitro, am no, nono- (Cl-C6)-alkylam no,
10 di- (Cl1l-C6) -al kylam no, hydroxyl, (Cl-C6) -al koxy, benzyl oxy,
car boxyl, (Cl-C6)-al koxycarbonyl, (Cl-@8) -al koxycarbonylam no or (Cl-C6)
-al kyl which is nono- or polysubstituted by fluorine, preferably
trifluoromethyl, (Co-Ci¥i-driylg amd 15:{CH--GIKRyI-ar ylalog€h- Céhd- abkyl ; a
2-, 3-, 4-, 5- or 6-pyrn dy C )5 al Kyl di , re fhe (6) - al kyl
radi cal may be unsubsf%tu%%% %Pgﬁﬁ%o- 2 pdfysggsf?ﬁﬂﬁégwg' ég§8ent|cal
or different substitd&n g rlbrhw%tlfg%mfb %r@%@rn@%irem €6} LEFRS
hal ogen and oxo (=0)andidhei 2zl S, dﬂffeﬁen@rs@bé)ﬁ/i[tlﬁjérﬁ\t‘{é fradi eak may be
unsubstit%ted or nono-_to tetras bstltupgd |dent|02£ or dlf erent 25
substituents from thégroup COHEIS ﬁ%b(ﬁ ﬁﬁﬁ%ﬁﬁﬂ ( plapkyyl.
hal ogen, nitro, am ndalagsm- (CirCH) amahloyl ambmo; ( i%kQEHiﬁﬁlamahbylanino,
hydr oxyl , (Cl-C6) - al XY henzy (004 al-kox rbonyl ,
(C1-Co) - alkoxycarbony 3é*a§]ﬁo$§%y{%§f%§ %p F&&% ch Q%(: n%?%og pol
substituted by fIuonhﬁ?ZX%QﬁXﬂ%ﬂﬂ%ﬁﬁbqﬁyhnnc) GretChytalkegycaoponstyl and
(C6-C10) -aryl (Cl- G, - cmlisyk@xféaﬁb@nylémn& 06 oS- t hignyl) Lé@k%' or
2-, 3-, 4- or 5- thleg%i (C1- CB% radical, where the (C f Co6) - al kyl
r adi cal h%y be unsubstiilt el o onﬂDnBr &PﬁﬁﬂﬂﬂﬁﬁﬁﬁWWQQeRVb?lPBEhPPdaI or
di fferent substi tuentps:e‘ﬁeomk:the gtrmﬂpldk@r@m&;s}t,i ng(Of-AQ -&H6y t al kyh,
hal ogen and oxo (:O) 1theci C4y_§gk§ﬁihienyl radi cal may be

d ’

unsubstituted or nDno- ris bstl
a 2-, 4-, or 5-thiazolyl radical or 2-, 4-, or
15 5-thiazolyl-(C1-C¢)~alkyl radical, where the
(C1-C¢) ~alkyl radical may be unsubstituted or
mono- or polysubstituted by identidal or
different substituents from the group

consisting of (C;-Cg)-alkyl, halogen and oxo
20 (=0) and the 2-, 4-, or 5-thiazolyl radical may
be unsubstituted or mono- or disubstituted by

identical or different substituents from the

group consisting o¢f hydrogen, (C1-Ce)—alkyl,
halogen, nitro, amino, mono-(C;-C¢)-alkylamino,
25 di-(C;=C¢)—alkylamino, hydroxyl, (C;-Cg)-alkoxy,
benzyloxy, carboxyl, (C1-Cg) —alkoxycarbonyl,
(C1-Cg) —alkoxycarbonylamino or (C1-Cs) —alkyl
which is mono- or polysubstituted by fluorine,
preferably trifluoromethyl, (Ce—=Crp) —aryl and
30 (Cg=Cqio)—aryl—-(C1-Cq)—alkyl;
a 3-, 4-, or 5-isothiazolyl radical or 3-, 4-,

or b5-isothiazolyl-(C;-Cgs)-alkyl radical, where
the (Ci-Cg)=~alkyl radical may be unsubstituted
35 or mono- or polysubstituted by identidal or
different substituents from the group
consisting of (Ci-Ce¢)-alkyl, halogen and oxo
(=0) and the 3-, 4-, or b-isothiazolyl radical

may be unsubstituted or mono- or disubstituted



by identical or different substituents fromthe 5 group consisting of
‘hydrogen, (G -C6)-al kyl, halogen, nitro, am no, nono-(Cl-C6)-al kyl am no,
di- (Cl1-C6) -al kylam no, hydroxyl, (Cl-C6) -al koxy, benzyloxy, carboxyl,
(C1-C6) - al koxycarbonyl, (Cl-C6) -al koxyegarbonylam no or (Cl1-C6) -alkyl 10
whi ch is nono- or polysubstituted by fluorine, preferably trifluoronethyl,
(C6-AC) -aryl and @QG-i@:b@x)ti@rlylor (ClEfeBental kst Zentd-fra@t the

5-thi azol yl radical 5-1 i (Cl y adi cal ,
where the (Cl1-C6)-al O%ltpad|Aéco,z§ﬁsqstl e uriugﬁ%!rtoﬁ ed orq%)1 % }( ‘Llf; 9

pol ysubstituted by |@@rltqg@aw, mltmffémenp,smmq-t@anﬁs fabhylehrelgooup

consi sting of (G -CBhsalkyle,hal ogerming 0xqydPoky? -the_21xo4c, or
5-thi azoI%/I radi cal may ag(:lsmsubstltut ed or ym)ﬁoy ) a@suggtltu%ey by

i dentical”or differ elkhen§l¥ Y uent @56 irhe ‘tfrloﬁp c%%%‘?’é-‘(??l@b%lflyhydr ogen,
(C1-C6)-al kyl, hal ogensr cm-tarbkow&arncborrmlrmm(m C6pral ky(lcanrt@pTazréy@Ii -

(G -C6) -al kyl am no, roxyl - enzyl oxy, -car boxyl ,

(Gi - C6) - al koxycar bonyltM% (Cr2 B %no I E%x car bo)rfl)sltalm no ?D%Cif%%ﬁm‘%{ kyl

whi ch is nono- or polpysdlestaibtlyt eciiwlmqmna’rél,yl,pr ef@r-abby-ary¥ | uvendnet hyl ,

(C6-C10) -aryl and 3@.( CJa 1—ak LC (_q_l- . -alkyl; 35 a 3-, 4-, or
5-isot hiazol yl radi cgl @O Qél _a(df - so]‘ffyﬁ)l ‘azol yl - (Cl- Co6) - al kyl radi cal,
where the (G -Co)-al kyI radl cal nay be unsubstituted or nono- or

pol ysubstituted by ident+dak-or 5-di féerent subsidddientssdiam iml@épup
consisting of (G - C6) alé<_yl hal egen and

O e 3-
5-i sot hi azol yl radical "be' uRsUbST Tt Gt e07 ob(e Z)Otguacﬁoq&' ut%:slt tht ed 41
alkyl radlcal where the (C;-Cg4)-alkyl radical

may be unsubstituted = ox mono- or

15 polysubstituted Dby identidal or different
substituents from the group consisting of (Ci-
Cs) —alkyl, halogen and oxo (=0) and the 2-, 4-,
5-, ©6-, or T-benzothiazolyl radical may be
unsubstituted or mono- to tetrasubstituted by

20 identical or different substituents from the
group consisting of hydrogen, (C1-Cg) —alkyl,
halogen, nitro, amino, mono-(C;-C¢)-alkylamino,
di- (C1-C¢)-alkylamino, hydroxyl, (C1-Cg)-alkoxy,
benzyloxy, carboxyl, {C1-C4) —alkoxycarbonyl,

25 (C1-C¢) —alkoxycarbonylamino or (C1-Cg) —alkyl
which is mone- or polysubstituted by fluorine,
preferably trifluoromethyl, (Ce—Ci1p) —aryl and
(Cg—Cro) —aryl-(C1-Cq)—alkyl;

30 a 1-, 2-, 4-, or 5-imidazolyl radical or 1-,
2-, 4-, or b-imidazolyl-(C;-Cg)-alkyl radical,
where the (C1-Cg)-alkyl radical may be
unsubstituted or mono- or polysubstituted by
identidal or different substituents from the

35 group consisting of (C;-Cg)-alkyl, halogen and
oxo (=0) and the 1-, 2-, 4-, or b5-imidazolyl
radical may be unsubstituted or mono- to
trisubstituted by identical or different

substituents from the group consisting of,



by identical or different substituents fromthe group consisting of
'‘hydr ogen, (Cl1-C6)-al kyl, halogen, nitro, am no, nono- (C -C6)-alkyl am no,
di - (Cl- Co6) - al kyl ami no, hydroxyl, (Cl-0C6)-al koxy, 5 benzyl oxy, carboxyl,
(C1- C6) - al koxycarbonyl, (Cl-C6) -al koxyearbonyl am no or (Cl-C6) -alkyl
whi ch is nono- or polysubstituted by fluorine, preferably trifluoronethyl,
(C6-C1O -aryl and ('CBETIHN -~ aft§l=Co) CBLRF) - dldydger,0 aiReo, 4amibho, 6-, oOf
7-benzot hi azol yl radiggdlo- 0f, -2,y -41kyPamif; Ofaf= PENZOY hlaaﬁglgb-i%gl- C6) -
; may frtated

al kyl radical, where the (CIL- -al kyl radi cal e unsu or
mono- or 15 pol ysubstt¥RE by | Fenttlosd =i f erentl oxsubsEreRenys /f rom

the group consisting af;—C¢l-aO8dpxyakkybnybal ogen, -and-axeok70k rand hhe 2-,
Cetrasubstiuted by J0oTRenoh cul 6 i el ont P STbst it QRS ronPPRE or oup
consi sting of hydrogerib{GId abkylfludvdnegerpref¢rahl amcme £l oono—
(ST ene Mn(Se Soalgn el (ISR o oo
- al koxycar bonyl ani no drkYE1-C6) -al kyl which is nono- or pol ysubstituted
by fluorine, preferably trifluoromethyl, (C6-Cl0) -aryl and (C6-Cl0)
4V or 55V dhzol yl L (Crcey 2 kYT 196 BaFY S RhEY e TRELFEL ©8) ral Ryr
radi cal may be _ unsubist i but eﬁ—wrmbflﬂfclpaleysmpsﬂt weeti dayl , | destkdal or
R B R Nk
unsubstituted or nmon®f t §ono- or polysubstituted by identidal or
different substituents from the group

15 consisting of (C;-C¢)-alkyl, halogen and oxo
(=0) and the 1-, 3-, 4- or 5-pyrazolyl radical
may be unsubstituted or mono- to trisubstituted
by identical or different substituents from the
group consisting of hydrogen, (C1-Cs) —alkyl,

20 halogen, nitro, amino, mono- (C;~Cs) —alkylamino,
di-(C3-Cs) -—alkylamino, hydroxyl, (C1-Cs) —alkoxy,
benzyloxy, carboxyl, (C1-C¢) ~alkoxycarbonyl,
(C1-Cg) —alkoxycarbonylamino or (Ci1-Cq) —alkyl
which is mono- or polysubstituted by fluorine,

25 preferably trifluoromethyl, (C—Cy0) —aryl and

(C6—C10) —aryl— (C]_‘C@) —alkyl;

a l-, 2-, 3-, 4-, or 5-pyrrolyl radical or 1-,
2-, 3-, 4-, or 5-pyrrolyl-(C;-Cg)-alkyl radical,
30 where the {Ci-Cg)-alkyl radical may be
unsubstituted or mono- or polysubstituted by
identidal or different substituents from the
group consisting of (C;-C¢)-alkyl, halogen and
oxo (=0) and the 1-, 2-, 3-, 4- or 5-pyrrolyl
35 radical may be unsubstituted or mono- to
tetrasubstituted by identical or different
substituents from the group consisting of
hydrogen, (C;-Cg¢)-alkyl, halogen, nitro, amino,

mono- (C1-C¢) ~alkylamino, di-(C;-Cg)~-alkylamino,



trisubstituted by identical or different substituents fromthe group
rconsiksting of. 42 hydrogen, (Cl-C6)-al kyl, hal ogen, nitro, am no, nono-
(C1-C6) -al kylamno, di- (Cl-C6) -al kylam no, hydroxyl, (Cl-C6)-alkoxy,
benzyl oxy, carboxyl, (Cl-C6)-al koxycarlkanyl, (Cl-C6)-al koxycarbonyl 5

am no or (Cl-C6)-al kyl which is nono- or poly- substituted by fluorine,
preferably trifl uor o-hycbidrwl, ( G+ €10)-aldropty andbenq-1CkY), - aryboxfCl- C6) -

al kyl; 10 a 1-, r |caI r_
5- pg;r azol yl - (Cl CG) aﬁ% nidd %IP %‘%9%}50}1 9 &8 C(li% a’i;.lkﬁi/{yé g gll may be
unsubstituted or r?éﬂlfé? %@I y§mb§¢|'t€1hkéﬂl ‘yhl@llénftisdélow @F f bedent

substituents fromth%ﬁéﬂ&ﬂ:dtsad:()]ﬁ?' &tllura)ql@lfe (Q;Lré@rﬁéwl trhahggen-and oxo
(=0) and Ehe 1-, 3- be unsupstituted or

ra may

nono- ri subst | tut”éeoth’b]y déﬁt%toél a&rﬁdl FFgr ehcf6 ~SupbsTRtent st Treom t he
gr oup con5| sting of mdryadgen, (Cl-C6)-al kyl, 20 hal ogen, nitro, am no,
nono- (Cl-C6)-al kyl am no, di- (Cl-C6) -al kylam no, hydroxyl, (Cl-C6)

-al koxy, benzyl oxy, car boxg/ (C1- 061 al koxycar bonyl , Cl- C6)

- al koxycar bonyl ani no @rl{-Cl 06)03-” abrYL - 2 whi Thr i azembnb- r@ l@@lygubér»t ut ed
by fluorine, 25 pr ef ey-abl y tréf 1 uor om;hy;t 41@:@9&1 .y ¥§10)
-pyr.roly

- ar yI ( -al kyl
g& 5- pyrrol yIracglél"“106)"”h%ﬂf€F<y1:h‘?'3adf:é:aq6 :?(}ererre‘"‘ JH%?‘]( c&aﬁce?e al kyl
radl cal may be unsuhstduhdteidredmpa- aonpel ycsub@tdltytssmmm)tutle@enbydal or

different substituents Jr{tqgg t;he rgzigyggggggicst %( ds c§| aI ky B hal ogen

and oxo (=0) and the : -pyrr
unsubstituted or nNONELAUP COHSlStlng of hydroqen, (C1-Cs) - alkyl

halogen and oxo (=0) and the 1-, 3-, or 5-
15 [1.2.4]1-triazolyl radical may be unsubstituted
or mono- or disubstituted by identical or
different substituents from the group
cohéisting of (C1-C¢)-alkyl, halogen, nitro,
amino, mono- (C;-Cg) —alkylamino, di-(C1-Cq) -
20 alkylamino, hydroxyl, (C;-Cg¢)-alkoxy, benzyloxy,
carboxyl, (C1-Cg) —alkoxycarbonyl, (C1-Cq) -
alkoxycarbonylamino or (C;-Cg¢)=-alkyl which 1is
mono- or polysubstituted by fluorine,
preferably trifluoromethyl, (Ce—Cip) —aryl and
25 {(Ce¢~C10) —aryl-(Ci-Cg)—~alkyl;

a 1l-, 4-, or 5-[1.2.3]-triazolyl radical or 1-,
4-, or 5-11.2.3]-triazolyl-(C;-C¢)-alkyl
radical, where the (C;-C¢)-alkyl radical may be
30 unsubstituted or mono- or polysubstituted by
identidal or different substituents from the
group consisting of (C1-C¢)-alkyl, halogen and
oxo (=0) and the 1-, 4-, or 5-[1.2.3]-triazolyl
radical may be unsubstituted or mono- or
35 disubstituted by identical or different
substituents from the group <consisting of
hydrogen, (C;~Cg¢)=-alkyl, halogen, nitro, amino,
mono- (C1-C¢) —alkylamino, di-(C;-C4)-alkylamino,

hydroxyl, (C;-Cg)-alkoxy, benzyloxy, carboxyl,



tetrasubstituted by identical or different substituents fromthe group
rconsisting of hydrogen, (Cl-C6)-alkyl, halogen, nitro, am no, nono-
(C1-C6) -al kylamno, di- (Cl-C6) -alkylam no, 43 5 hydroxyl,

(C1- C6) - al koxy, benzyl oxy, carboxyl, (@i-C6)-al koxycarbonyl,

(C1- C6) - al koxycarbonyl - amino or (Cl-C6)-alkyl which is nmono- or poly-
substituted by fluori(ger Cp)reefbka@qfaxtb@riyh,oro miet:taw-alk@ﬁy@iﬁbonmyl and

(C6-C10) -aryl- (Ci1- triazol radl cal
or 1-, 3-, or 5-[1. %@i]not ?C%};Z(SR/I Cfl Qﬁ(lcf}{ bgrg%fl i'Cal aozrv\h Fe’t he
(C1- C6)-al kyl radi calsum;tlﬁéltelﬁins@hsﬁfllpetfédeor Hﬁﬁf@—rahlmotysﬁbwwm ed by

identidal or differepitsuyasti tggr@l% [N ) thgndgr@yﬁpcg(gnsd lng: af hydrogen,
(C1-C6)-al kyl, hal og’I $1§ll1 0X0 O) ang]lt he 1-, 3-, ls} J
[1.2.4]- |azonI i&%(l ‘may be unsubstituted or m)no- or d| substituted

by identi cal or different substituents fromthe group consisting of

Cl- C6) - al kyl, hal alklam
(CLC8) 20" al kyl ant g0 Lot ofyf TH cﬁeﬁ%ggm SRy Py o bRyl
(C1-CB) -al koxycar boryiH] -(t@ltl@(?)ol—ylal IC@xy‘e)a-ra)Umyll amdmca)]c (Mem)tlaékyl

which is nono- orpls 1 d fdayor r
trifluoronethyl, 0(% gp)-sa%iwgné@él l(1 lln%? Ep %fn%[l%%k:Xt&g)ed ?lr( | ;
35 a 1-,19-, or 5 [1“1?“31' tr?ézol%ﬂlyrsé’cmsé%ltu&re 1- bY4 idgntidal or

5-11.2. 3] triazolyl- (cﬁ]ff@&)e—rﬁ] kyl subadi eakntwher ef ddre (Cineb) - agkylipr adi cal
may be unsubstitut e%o%rSl lng or fpoI ¥SU&)§U Lf{tyFiCj b¥1alogen and  oxo
(=0) and the 1-, or 5-[lH]-tetrazolyl radical
may be unsubstituted or substituted by
15 hydrogen, (C:-C¢)=-alkyl, halogen, nitro, amino,
mono=- (C1-Cg) —alkylamino, di-(C1-Cg)-alkylamino,

hydroxyl, (C1-C¢) —alkoxy, benzyloxy, carboxyl,

(C1-Cg) —alkoxycarbonyl, (C1-C¢) ~alkoxycarbonyl-

amino or (C;-Cg)-alkyl which is mono- or poly-
20 substituted by fluorine, preferably trifluoro-

methyl, (Ce—Cyip)—aryl and (Cg—Cip)~-aryl=-(Ci—-Cg)-

alkyl;

a 2- or 5-[2H]-tetrazoyl radical or 2- or

5-[2H]-tetrazolyl-(C;-C¢)-alkyl radical, where
25 the (C;-Cg4)-alkyl radical may be unsubstituted

or mono- or polysubstituted by identidal or
different substituents from the group
consisting of (C;-Cg)-alkyl, halogen and oxo
(=0) and the 2- or b-[2H]-tetrazolyl radical

30 may be unsubstituted or substituted by
hydrogen, (C;-Cg)-alkyl, halogen, nitro, amino,
mono- (C1~Cg) —alkylamino, di-(C3-C¢)~-alkylamino,
hydroxyl, (C;-Cg4)-alkoxy, benzyloxy, carboxyl,
(C1-C4) —alkoxycarbonyl, (C1—-Cg) —alkoxycarbonyl-

35 amino or (C;-Cg)-alkyl which is mono- or poly-
substituted by fluorine, preferably trifluoro-
methyl, (Cg~Cip)-aryl and (Cg-Cig)-aryl-(Cy1-Cg)-
alkyl;



identidal or different substituents fromthe group consisting of

'(€1- C6) - al kyl, hal ogen and oxo (=0 and the 1-, 4-, or 5-[1.2.3]-triazolyl

radi cal may be unsubstituted or nono- or disubstituted by identical or

different substituents fromthe group céssisting of hydrogen,

(Cl1-C6)-al kyl, halogen, nitro, amno, nono- (Cl1-C6) -alkylam no, di-

(C1-C6) -al kyl ami no, hydroxdr, C1eth) -l kbxyr ideiryl oxydicat boxyb:, 44

(Cl1- G6) - al koxycar bonyls,-,( Cl- C&)r al koxycgr bony| =+ 2 NG, of - f&l—cgﬁ).- @kwl

which is nmono- or poly- substituted by fluorine, prefeéerably tFi FTudro-

met hyl, (C6-Cl0) -ar ylraéﬁ&a(ics-%me -'é??/l {Cra og)L kv 15 raddaal meysba 1- or

5-[1H] -tetrazol yl radiwaslubatitutear br [rdflot etdxazploy%,s(lggt@@ltgbkygy
stituted or nbno- or

radi cal , ere the (ClL.C8).-alkyl _radigcal_ nmay be unsu

pol ysubst;,\ét]ut ed by idgﬁheﬁgéd%olr “di f&le]?‘g%fe%%bssﬁbﬁ}éﬁuse“ftﬁomftrﬁé‘ gFBep
consi sting of (Cl-C6)9J3ldap , hahegetiaad oxd (klr}ajrcagagu,t(rm—st%—ﬁlkyl,
5-[1H -tetrazol yl radingalogefYaRE WgHbstih ut or..substitute o
hydr ogen, (Cl-C6)-al kyl_, Ok?éel o?tagn, nit ro,s( a?rj n%,gd rtr:ll)r%oé(Cl-l}CG’) pél k§°/I am no,
di - (C1-C6) -al kyl ani g, 3 -Ryar&d@zinyel-xsical kBRy, dsenzysoxysicarboxy|
(C1- C6) - al koxycar bonylor ( Gbrics) - aﬁom@mf I it M Ny ?rié%ﬁ@gl ?: kyl
which is no- or poly,. substituted. uorine, preferably trifluoro-
net hyl, (C6-C10) -ar y?élﬁ%&r(e@%- Cfdbtbsg:&%e-nt(scr%é:)m - tjlekqur%u@- orn-
5-[2H] -tetrazoyl radi edlstdng2- odr hydrcRidn,-t etazel yd kG- GR1o@éky!

radi cal, where 25 the;¢GlL C6) fa?rli'%', ragigal_ (@yC?)e—élf@’Pésrﬁi'ﬁé{t ed di-

(C1-C¢) —alkylamino, hydroxyl, (C1-Cg) —alkoxy,
benzyloxy, carboxyl, (C14C5)—alkoxycarbonyl,
15 (C1-Cg) —alkoxycarbonylamino or (C1-Cg) ~alkyl

which is mono- or polysubstituted by fluorine,
preferably trifluoromethyl, (Ce—Ci1p) —aryl and
(Cg"'clo) —aryl- (Cl—CG) —alkyl;

20 a 2-, 4-, or 5-oxazolyl radical or 2-, 4-, or
5-oxazolyl-(C1-Cg)-alkyl radical, where the (Cq-
Ce) —alkyl radical may be unsubstituted or mono-
or polysubstituted by identidal or different

substituents from the group consisting of (C;-

25 Ce)—alkyl, halogen and oxo (=0) and the 2-, 4-,
or 5-oxazolyl radical may be unsubstituted or
mono- or disubstituted by identical or
different substituents from the group

consisting of hydrogen, (Ci-Cg)-alkyl, halogen,

30 nitro, amino, mono-(C;-C¢)-alkylamino, di-(C;-
Ce¢)-alkylamino, hydroxyl, {(C1-C¢) —alkoxy,
benzyloxy, carboxyl, (C1-Cs) —alkoxycarbonyl,
(C1-Cq)—alkoxycarbonylamino or (C1—-Cq) —alkyl
which 1s mono- or polysubstituted by fluorine,

35 preferably trifluoromethyl, (Ce~Cip) —aryl and
(Cs=C1p) —aryl-(Cy1-C¢) ~alkyl;

a 3-, 4-, or 5-isoxazolyl radical or 3-, 4-, or

S5-isoxazolyl-(C;-Cg)-alkyl radical, where the



or nono- or polysubstituted by identidal or different substituents from
‘t'he group consisting of (Cl-C6)-alkyl, halogen and oxo (=0) and the 2- or
5-[2H] -tetrazol yl radical 30 may be unsubstituted or substituted by 35

hydr ogen, (Cl1-C6)-al kyl, hal ogen, nitrogeam no, nono- (Cl-C6) -al kylam no,
di- (C1-C6) -al kylam no, hydroxyl, (Cl-C6)-al koxy, benzyl oxy, carboxyl,
(Cl1- C6) - al koxycar bonylC:~CE1=-LBhy hl kedicalbomyl- lzari o swbst@t-u@e)t abky|

whi ch is nmono- or pol bstitu r p fe |quoro

met hyl , (C6- C10) -ar;r/r?6 é’?fd (E():% C}Cﬁ%@ﬁbfft@cd %6&062}59 ryt Af{:'a
6-[1.3.5]-triazinyl radifenengr 2-subgti B?nts rom . the group
6-[1.3.5]-triazinyl- (c@hs@es)maidwa r adi @) -anhgng t e 16Gin0Bhnual kyb
r adi cal nay be unsubst tute gcr mpo-  or pol%/ Lr#)bstltut ed by 5 identidal or
di ff erent” substit uent's ¥roMthéSgroup donsi g genradical
(01-C6)-al kyl, hal ogery arel oxsups0)tanddt be %Qnd¥ o@rdﬁsubstltuted
[1.3.5]-triazinyl ra I V. {mono- i substituted
by identical or 10 di ?pgrde%ls qsﬁkf@nﬁféljfgr ?‘%Ee gr%%en%%n- %rflsﬁtl Rg of
hydr ogen, (Cl-C6) - al Iyflourhalcsgend,stima r of arhmotho (GrCebyankkyl ani no,
di - (C1-C6) -alkyl amh%Q,ogl'é)hdr oesyiroxcam@ﬁb 3By cl-léﬁnzxiQ%% I&g’%boxw

(C1- C6) - al koxycar bonyl. - al koxyc rbonyl am no_or | kyl
whi ch i s frono- or poly su(%:étﬁ t@%lyanﬂrb%'rl & roﬁVéfer(éjbl'%irﬁ]F‘aéYonet hyl ,
(C6-C1C0) -aryl and b(e(ﬁ&—y@b&)y, ar;darrb(c&‘leG) - @dkyk) - 20k@x 2earbony Of

5-oxazol yl radi cal oré:z al]g(%(eyun%@'% -nd Cl- gﬁ) -a(ldqq: radi]gai wher e

the (C=- C6)-al kyl ra ed or
W 1ch is mono— or polysubstltuted by fluorine,

-, or

preferably trifluoromethyl, (Ce—Ci10) ~aryl and
15 (Ce=C10) —aryl-(C1-C¢) —alkyl;

a 1-, 2-, 3-, 4~, 5-, 6- or 7-indolyl radical
or 1-, 2-, 3-, 4-, 5-, 6- or 7-indolyl-(C1-Cg) -
alkyl radical, where the (C1~Cg) —alkyl radical
20 may be unsubstituted or mono- or
polysubstituted by identidal or different
substituents from the group consisting of (C;-
C¢) —alkyl, halogen and oxo (=0) and the 1-, 2-,
3-, 4-, 5-, 6- or 7-indolyl radical may be
25 unsubstituted or mono- to hexasubstituted by
identical or different substituents from the
group consisting of hydrogen, (C1~Cg) —alkyl,
halogen, nitro, amino, mono-(C;~Cg¢)-alkylamino,
- (C1-Ce¢) —alkylamino, hydroxyl, (Ci;-C¢)-alkoxy,
30 benzyloxy, carboxyl, (C1-C¢) —alkoxycarbonyl,
(C1-Cq) —alkoxycarbonylamino or (C1~Cs) —alkyl
which is mono- or polysubstituted by fluorine,
preferably trifluoromethyl, (Cs—C1p)—aryl and

{Ce=Ci10) —aryl-(Cy,-Cq) ~alkyl.

35

3. Pyridine derivatives according to Claim 1 or 2,
characterized in that R, Ry, Rz, R3, P, Q, X, Z, n
and m have the meanings given above and R4

represents phenyl which is unsubstituted or



or polysubstituted by identidal or different substituents fromthe group

consisting of (ClL 25 C6) -al kyl, halogen and oxo (=0) and the 2-, 4-, or

5-oxazolyl radical may be unsubstituted or nono- or disubstituted by
identical or different substituents fremthe group consisting of
hydr ogen, (Cl-C6)-al kyl, hal ogen, 30 nitro, am no, nono- (Cl-C6)

-al kyl am no, di - @@bsuﬂﬁutadl@&aﬂheotohdeQQMdedﬂﬂciB)oraakﬁxyrent

Doty S ol (3 gy o o
preferably trlfI udrohetlfd by d6-nkEd) b-yal’)ﬂl §mu-a1(1%l@1©)gr<amg$r ( C1- C6)

-al kyl; a 3-, 4- or 5-isoxazolyl radical or 3-, 4-, or

5-isoxazolyl - (Cl-(6)-alk adj cal, where the 46 Cl-C6) -al kyl radical may
be unsubs%l th]ted &Dr)’) Jﬁ’l}r%e ‘%rjp‘(fl‘%ﬂs‘ﬁ%%t??ﬁ?éﬂl%‘% rgaeﬁtniydaﬂf orlams f érent
substituents fromum@,grcdtqrammd nigh of htCIR CR; ,- AKYRs, hB) oggnxand oxo

5 (=0) and the 3- e% %%;dS rﬁSH %ol%l @9%@11 N X be Q}substa?at d or

nono- or disubsti tdt y i den I cal 95UbSt itUent s ‘t he
group consi sting gfernafeagen, 3:(5615—1@@)thoa<lme,nylhal ogen, nitro, am no, nono-
(C1-C6) -alkylamno, 10 di- (Cl-C6) -alkylam no, hydr oxyl, (Cl-C6) -alkoxy,
benzyl ox C rboxyl (C1-C6) - al koxycar bonyl -al koxycar bonyl am no
or (Cl- C%? gﬂ kyl PXHHCRS s ol Grvssol y%ctﬂ)%]fcgltflﬁ edt®y #1Yiorphe, the

preferably tri fI ucm@nﬁdlyig dl%m@i O charydtaritked 5§ CBh&L0R, -R4y! théCl- C6)

-alkyl; a 1- /-indolyl radicgl or 1-, 2-, 3-, 4-,
5-, 6- or 7-i ndoI Vil a&f%)gl%?rky%b?‘é%i cgr ¥\}me?é' tﬁé QR BFPEFRGIr adi cal

20 may be unsubst ia Utystk agremtoem,orZ represents an oxygen atom and X

represents a nitrogen atom, P and Q each represent

15 two hydrogen atoms (i.e. -CH2-), m is zero, n

represents the integer 2,

6. Pyridine derivative according to any of Claims 1
to 5, characterized in that R, R;, Ry, R; each
20 represent a hydrogen atom, Z represents an oxygen
atom, X represents a nitrogen atom, P and Q each
represent two hydrogen atoms (i.e. -CH2-), m is
zero, n represents the integer 2, and Ry
represents a 3,5-dimethoxyphenyl radical.
25
7. Pyridine derivatives according to any of Claims 1

to 6 for use as medicaments.

8. Use of the pyridine derivatives according to any
30 of Claims 1 to 6 for preparing a medicament for

treating tumors in mammals.

9. Process for preparing pyridine derivatives

according to any of Claims 1 to 6, characterized

35 in that a pyridine carboxylic acid of the formula
(2)



pol ysubsti t ut ed by identidal or different substituents fromthe group
.consi.sting of (Cl- C6) -alkyl, hal ogen and oxo (=0) and the 1-, 2-,
4-, 5-, 6- or 7-indolyl radical nmay be 25 unsubstituted or nobno- to
hexasubstituted by identical or differest substituents fromthe group
consi sting of hydrogen, (Cl-C6)-alkyl, halogen, nitro, am no,
nono- ( C1- C6) - al kyl am no, di-(Cl-Co6)- aI%yIanlqo hydr oxyl , (Cl-C6) - al koxy,
30 benzyl oxy, car

(C1- C6) - al koxycar bonyl am no or (Cl-C6) -
pol ysubstituted by fluorine, prefeR

and (C6-Cl0) -ar
to daim1l or 2,

have the neani ngs gi ven above and R
unsubstituted or 47 substituted by
(C1-Co) - al koxy groups,

boxyl, (Cl-C6)-al koxyca

kyl mhlch i s nmono- or
yl- (CLl-C6) -alkyl.
characterized in tha RR1, R2, R3, P, Q X, Z, n

resents phenyl which is

five identical or different
where adj acent oxydgen atoms nmay al so be |inked by

3-1

bly/trifluoronethyl, (C6-Cl10) -aryl
Pyri di ne derivatives according

and

(C -C2)-al kyl ene groups. 5 4. Pyrldlge deﬁﬁ%?tlves according to any of

Clains 1

have the neani ngs given above and R4 represents 3, 5-di net hoxyphenyl.

characterlzed in that

represent

is zero,

to 3, c

haracterized in th

neanlngs gl ven above

R2, R3, P, Q X Z, n and m

m

10 5.
Pyridine derivatives ‘gﬁf}gl}ald'Rng &9, ay, ofpihe . pr eﬁlﬁg' ?r%a%l qﬁmS BVeR3 each

a hydr G§&¥eat ofn dZnPéﬁlsesaéht SXEACBX PFens Bt DM aAloOX arsbr¥sents a
ni t rogen atom P ae@n@sea&rs represeatidy tyeolydr euem atois KiiSgenCH2-),

SO AN, RSO 2t it g Ay et jue, aecording (o

repre

any of Clalns

10

15

20

25

10.

11.

ethoxy, -0O-tosyl, -O-mesyl or imidazolyl, is

reacted with an amine of the formula (3)

(CH,)n R,
HN//' L\X’//

P)\(CHZ)ﬁK Q

formula 3

in which R4, X, P, Q, m and n have the meanings
given above, 1f appropriate using diluents and
auxiliaries, and the desired pyridine derivative

is formed.

Method for treating tumors in mammals,
characterized in that at 1least one pyridine
derivative according to any of Claims 1 to 6 1is
administered to the mammal in a dose effective for

tumor treatment.

Medicament, characterized in that it comprises, as
active ingredient, at least one pyridine
derivative according to any of Claims 1 to 6, if

appropriate together with customary

m



20 represent a hyo@en atom Z represents an oxygen atom X represents a
-rmvtrogen atom P and Q each represent two hydrogen atons (i.e. -CH2-), m
is zero, n represents the integer 2, and R4 represents a

3, 5-di net hoxyphenyl radical. 25 7. Pyridione derivatives according to any of
Clains 1 to 6 for use as nedi canents. 8. Use of the pyridine derivatives
according to any B¢ uwfac@uwiirellyt @& dmralprepanknliar esj cadent ies
treating tunors inemml.s.., % Process for preparing pyridine derivatives
according to any of Cains 1 to 6, characterized 35 in that a pyridine
carboxylic acid of the formula (2)



