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the formula 1, to their preparation angisso their use 5 as medicanents, in
particular fRo bpeashpg tunors. According to one aspecbcq.,Ei,B E%?tl on,

novel acridine derivatives of the formyla 1 10 fornula 1 1n V\A

R1, R2, R3 can be attached to any of thé acridine 20 25 IYN~IWIIN carbon
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(C3-C7) -cycloal kyl, straight- chain or branched (Cl-C8)- aI kyl car bonyl

preferabl y aegeylinakicaioht ;&1 8 Of obr é@dheég GaY 1 Aldsas,e il ogen,
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one or nore Atoordiegat ons, opeef esrqhalcytthﬁ t thél u@h«)@ﬁﬁ:ﬁ}éh,gr RRre1Car boxy-
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pr opar gyI
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formula 1

in which

15 R, Ri, Rz, Ri can be attached to any of the acridine
carbon atoms C; to Cy, are identical or
different and independently of one another
denote hydrogen, straight-chain or branched
(C1-Cg) -alkyl, (C3-C7) -cycloalkyl, straight-

20 chain or branched (C1-Cg) —alkylcarbonyl,
preferably acetyl, straight-chain or branched
(C1-Cg) -alkoxy, halogen, aryl-(C;-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-Cs) ~alkyl, carboxyl, (C;-Cg)-alkoxy-
carbonyl, (Ci1-C4)-alkyl which is substituted
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10 15 straight-chain

cyanonet hyl, aryl, wh
or pol ysubstituted by
consi sting of hal ogen,
“cycl oal kyl, carboxyl,
preferably tert-butox

or branched cyano-(Cl-C6)- al kyl, preferably
ere the aryl radical nmay be unsubstituted or

nono-

identical or different substituents fromthe group
strai ght-chain o, branched (C1-CB)-al kyl, (C3-C7)
|, straight-chain or branched (Cl-CB)- al koxycarbonyl,

ybycanbObylmdm¢ tenifdriereoridng ,, el éb@ﬁly the

strai ght-chain or branEp?gl&g}O&%%E§E§)g¥bP€p{S%?%§P&§i %gﬂyegf gE

benzyl oxy, nitro, am no

I s oxygen or sulfur,
substituted on the ac

represent oxygen or

nitrogen or CR5, where

hoxy,

C4) - al kyl am no, cyano, o8t rai ght - &ﬂaﬂh)oalBOXWEambheélcy€m6C(Cﬂalﬁ@%aﬂ kyI25
wh Hh al | rP, m m
Hg%flbe h%tlg(%gll(}:'qcl e néw;gfﬁga&ayttacl{:h%l écg%%s Cl1- C9
of the acridine ring 3kkyBybn; Boe erQPﬂMdeﬁéﬁd@Nﬂly<¥ﬁ (ﬂﬁ@pﬂﬁﬁykw
| steaCHheasRat MO fwﬂromﬁm (bégno %ég Xis
ﬁ5 r epr esent ﬂgdr (C1- - al 0 35 3
oPEKRhot HEFS HeraR yl, 21 2 Khere

n, m i ndependently of
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25

the aryl radical may be unsubstituted or
mono- or polysubstituted by identical or

different substituents from the group
consisting of Thalogen, straight-chain or
branched (C1-Cg) —alkyl, (C3~-Cy) -cycloalkyl,
carboxyl, straight-chain or branched (C;-Cg)-
alkoxycarbonyl, preferably tert-butoxy-
carbonyl, by trifluoromethyl, hydroxyl,
straight-chain or Dbranched (C1-Cg) ~alkoxy,

preferably methoxy or ethoxy, benzyloxy,
nitro, amino, mono-(C;-C4)-alkylamino, di-(C;-
Cs) -alkylamino, cyano, straight-chain or
branched cyano-(C;-Cg¢)-alkyl,

is oxygen or sulfur, where the radical

(CH2 n R,
N// L\X//,

P

/ (CH,)m \Q

substituted on the acridine heterocycle may
be attached to C atoms C;-Cy of the acridine

ring skeleton;

30 P, Q independently of one another represent oxygen or

in each case two hydrogen atoms (i.e. -CH,-):

X is nitrogen or C-Rs, where Rs represents hydrogen
or (Cl—Cs) —alkyl;

35

Z




between 0-3, with the proviso that in the case n = 0, X denotes a CR5R6
group where R5 and R6 independently of one another represent hydrogen or 5
(C1l-C6)-al kyl and that the nitrogen atom adjacent to the C=Z group is
substituted by a hydrogen atom or a (CsC6) -al kyl group; R4 [lacuna] a
straight-chain or branched (Cl-C20) 10 al kyl radical which nmay be saturated
or unsaturateud, wnflepenéehvlyhree daebl enatitéor dendtplse handsit&nd whi ch

b bstit Ly ituted th
G T terent G at o g okn UK, CRLERTELEY pOBuIRASLLbE 85 Fhe ﬁ%s%—gﬁ ~cyano
(C1- C6) - al koxy- chr bo?iyl dﬁﬂﬁ@es( Ca- C@)RsRaI k@D arwlmere MORO- i -

| kyl d +C 06 Cl4
iiargl am( rC]:g (()32) I—alllﬁ%p%a?%giyybg%ﬂg aﬁo%i)@ Fjg%%) roaryl }W()%% :

-het eroaryl - (Cl- €&4)-Cedoadkiyl Fdi BBRtwiiheh riteden @h@moradﬂmnrtet ero-

atons sel ected frogm the grpugreapsist k0Bsef tNtel b@n@ %y %e?l E®m
(C1-A) - al kyl radl cal na 5 13? ubstltuted or nono- [l acuna

pol ysubsti t ut ed b FaEnifa iFFBEnt substi tuents fromthe group 25
consi sting of (Cl- CG) al kyl, hal ogen and oxo (=0 and where the (C6-Cl4)

-aryl or (C;d o) aryl be unsuybstitut nono- or
pol y- substi t‘ht ed[ é]{%ﬁeﬁt |%alsgxaadloqcl%f ecrr%a}/n " silist :é(rlfé’r?#]sede ‘%m Fapd - group
consi stilfg of st r%il]ghhl chizadi @al 30 WrisglthednayCl- €8) - aldayturat€® C7pr

-cycl oal kyl, hal ogn @8 r&£y&8M0, {dr C6dneaal kgxy ny
al koxy, carboxyl nCl Clé - al koxycarbonr;}(la gtgralﬁ:l Qg Hg%ﬁgr %%g}r/lcﬁed

(Cl- C6) - al kyl ple S0BSSit ARY WRishe TRY mbee lmfc‘»}dwthﬁetlatt@ﬂ‘rspr%
pref erably trlfl um;@nﬁipbwlond”w 06 , SR iGhrehdith Qhebdr aRghedqy

ﬁn%l/ Ogl)-sgl ng?/i, b %hfﬁr abréyll éxzret tﬁo(ﬁj/ﬁ g:%,etghox \/\k‘}%reo?:dj %%errét g@ﬁ?n at ons
15 heteroaryl halogen, cyano , (C1-Cg) —alkoxy-
carbonylamino, (C3-Cs)-alkoxy, amino, mono- (C;-Cy4)-
alkylamino or di-(C;-C4)-alkylamino; a (Cg-Cy4)-aryl
radical, (Cg-Ci14)-aryl-(C;-C4)-alkyl radical or a
(C2-Ci0) -heteroaryl or (C;-Ci)-heteroaryl-(Ci;-C4)-
20 alkyl radical which contains one or more hetero-
atoms 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 gro.up
25 consisting of (C;-Cg)-alkyl, halogen and oxo (=0)
and where the (C¢-Ci4)-aryl or (C;-Cio)-heteroaryl
radical may be unsubstituted or mono- or poly-
substituted by identical or different substituents
from the group consisting of straight-chain or
30 branched (C;-Cg)-alkyl, (C3-Cy) -cycloalkyl, halo-
gen, cyano, (C1-Cs) —alkoxycarbonylamino, (C1-Cg) -
alkoxy, carboxyl, (C;-Cg)-alkoxycarbonyl, straight-
chain or branched (C1-Cg) —alkyl which is
substituted by one or more fluorine atoms,
35 preferably trifluoromethyl, hydroxyl, straight-
chain or branched (C1-Cg) —alkoxy, preferably
methoxy or ethoxy, where adjacent oxygen atoms may
also be linked by (C1-C3) -alkylene groups,
preferably by a methylene group, benzyloxy, nitro,



preferably by a nethylene group, benzyloxy, nitro, 4 am no, nono- (Cl-C4)
-al kylam no, di- (Cl-C4) -alkyl- amno, aryl, which for its part may be
unsubstituted or nono- or polysubstituted by identical or different
substituents fromthe group 5 consisting of straight-chain or branched
(C1-C8)- alkyl, (C3-C7) -cycloal kyl, carboxyl, straight-chain or branched
(C1- C8) - al koxycar soagd, bynchoi-f(IQjeCe) - aEkyamidydr oy l-,(cst ¢ Ai-GHitkahai n or

branched (Cl- C8): XY, erabl.y: qeth or . et hox 0 benzyl gxy,

nitro, amno, nnn%@h?%l- _czt%ﬁ'kw glr}r?/lndgf %;%(Cl-l )-alﬁ{']%am'rh , c%o,

strai ght-chai n orungrasthtdteganer (@CPGE) -ef kybolasdbshéitutetr udiwr al

i soners and ster episQEBESL bR AlBfBRbhtCULBE i RULARRS Frofi LIS © and
b aFis, in partrcul ar

enantioners, and their pharnaceutically acceptable s

aci d addi*tion sal tSSLFINGr OF dRHE2DNTHERAL1R oPTexRIANAed héCodPounds of

the formula (1) aTkeldi 00;{®)thecilBEeRE1QN ANV &1ARE Bt S CENters

of chirality and mhi%P ar?Fﬁge?Snt §s racemat e can be separated by

net hods known per®%e IS i FC1S RO GREPOTYIL /o LY ARt OES ~or

di ast ereoners. Thee@BySepaydtoaylcars te iagrt-cthiout oby beandmedsepgr-at i on on

chiral phases or r al i } m an tically _acti sol vent or
p Y JOG{AS) al | 1 6BLEQDA DS heFBGAL | Yot T on S

using an optically active-dcid ase or b eri Yan
optical I active PeRZGEPXY. sutitngs, RovMnexampbee-af: ohti-edkyyaadtiove 30

al cohol, and subsgguent-d,emaYal,1ahihBe radiLal - FQﬁﬁQP?HPIQhaEHe agridine

derivatives of the formula (1 according to the 1nveniion can be converted
into their saltsP¥RReNAT o Csf gahk¥lacids, in 35 particular, for
pharmaceuti cal physiol ogically acceptable salts.

and their structural isomers and stereoisomers, in

15 particular tautomers, diastereomers and
enantiomers, and their pharmaceutically acceptable
salts, in particular acid addition salts, are
provided.

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

25 separation can be carried out by column separation on
chiral phases or by recrystallization from an optically
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

30 alcohol, and subsequent removal of the radical.

Furthermore, the acridine derivatives of the formula
(1) according to the invention can be converted into
their salts with inorganic or organic acids, in
35 particular, for pharmaceutical use, into their
physiologically acceptable salts. Acids which are
suitable for this purpose are, for example,
hydrochloric acid, hydrobromic acid, sulfuric acid,

phosphoric acid, fumaric acid, succinic acid, lactic



use, into their Acids which are suitable for this purpose are, for
exanpl e, hydrochloric acid, hydrobromc acid, sulfuric acid, phosphoric
acid, fumaric acid, succinic acid, lactic 5 acid, citric acid, acetic acid,
tartaric acid, malic acid, malonic acig, enbonic acid, trifluoroacetic
acid or maleic acid. 5 Mdrreover, the conmpounds of the fornula (1)
accordi ng toacide ichvedti ccidn, abbthheya@ﬁﬂlam@r@agutﬁ|§¢§@tIyalqgld|c

roup, such C X p, convert esired, into their
gal tg with |a§%rcgan$%9§?¥%r i % C i ‘g’rtFEng}lor%Fethr R&dEut i cal
use, into 1001 h@lemy@xﬂogi caI ly accept abl e salts. Bases which are
suitable for this purpose are, for exanpl e, sodium hydroxi de, potassium
hydr oxi de, cal ci um hydr.oxi de, ysi ne g\cl ohexyl am ne, et hanol am ne,
di et hanoPamiMRF SURF ¢ rike h‘é‘?f&@%ﬁﬁ% ofi 5t %cé@ﬁmhéat 6lh prebpudind to

enbodi ment, e i dirfeentderd vatdnves i theyf oemka il age E{JQ\E&QEthgyV‘h' ch R,
Rl, R2, RS, Q'1 n and. m have the meanl ngs given above an
denotes a stard&lcé‘rﬂ ShAMR oFUSParRched CETPEZ) SHIRR. Padreavewkrdh may be

sat urated orifundedired edintwi theomne sthtshrvelle:}d(z)iéH%ﬁg{)a?ﬁié Odsrfjbk Etﬁhéonds

and which un ubstltute or ORti ona substituted on e sane or
di ff erent CHE¥5%§ bfﬁlo g, q 8 ar?%axﬁgFgPGéFﬁ HEFogehto

(d - 0s) 14l kcbl;enammlqﬁnmca(loly @bcwﬁ@bb&n Sl 0 . Bhsed Gﬁhhféh are

-al kyl am no; eyh 1 t (e may be
unsubstltutéﬁggfﬁﬁgﬂo?xcr tﬂ?ysd%st§§€€e2¥4%) entlcgfn%fl ??g%gﬂt

substit uent SYFHHRIdRe POLPSSHAR| SW@@O@dﬁrraI@ﬂtcml nhmdrbxadehed

lysine, cyclohexylamine, ethanolamine, diethanolamine
and triethanolamine. ' '
15
According to a preferred embodiment, acridine
derivatives of the formula 1 are provided in which R,
Rl, R2, R3, X, Z, P, Q, n and m have the meanings given
above and
20
Ry denotes a straight-chain or branched (C;-Cy)-alkyl
radical which may be saturated or unsaturated,
with one to three double and/or triple bonds, and
which may be unsubstituted or optionally
25 substituted on the same or different C atoms by
one, two or more aryl, heteroaryl, halogen,
(C1-C6)-alkoxy, amino, mono-(C;-C4)-alkylamino or

di-(C1-Cy) -alkylamino;

30 a phenyl ring or a naphthyl ring, each of which
may be unsubstituted or mono- or polysubstituted
by identical or different substituents from the
group consisting of straight-chain or branched
(C1-Cg) -alkyl, (C3-Cy)-cycloalkyl, halogen, cyano,

35 (C1-Cs) ~alkoxycarbonylamino, (C1-C6) —alkoxy, car-
boxyl, (C1-Cg) ~alkoxycarbonyl, straight-chain or
branched (C;-C¢)-alkyl which is substituted by one
or more fluorine atoms, preferably trifluoro-

methyl, hydroxyl, straight-chain or branched



(C1-C8) -alkyl, (C3-C7) -cycloal kyl, hal ogen, cyano, 35 (Cl-C6)

-al koxycar bonyl am no, (Cl1-C6) -al koxy, car- boxyl, (Cl-C8)-al koxycarbonyl,

straight-chain or branched (Cl-C6)-al kyl which is substituted by one or
nore fluorine atons, preferably trifluogo- methyl, hydroxyl, straight-chain

or branched 6 (Cl-C8)-al koxy, preferably nethoxy or ethoxy, where adjacent

oxygen atons nmay &Fsdsheallkokyd pyefEe€hbly) mathpxenergreailpsy ,phefiabl y a
nmet hyl ene group, Xy iLtro, 1.po, no- - - al.kyl ani no,

di - (Cl- C4) - al kyl a?n@%%?&é?él ‘?X%%{%h AEPnS, smggar F&%yog’)ee u&sli(?ﬂ)‘&% t (¥ed or
mono- or poly- subStiGitadklyengengirearser oirefferabtlysulst imaidytlend rom t he

group consi sting efoshs abehky LN AL c-Br aBRNEY, (FnGB)cal&y! 41663~ C7)

-cycl oal lgyl , car 10,%%xyl . s}t,ra)i%yht-chgi n or brancgirelg8 &-d%%-aél (OXY-

car bonyl > by trif¥HrOne iyl CLrGarBAY Laming gharyénaviish bfanchiss

(C1- 082 = «'itl Ié?l?y m@fer abay bet ?%Mté%ét@tllisé?l, BeNzybawy, B&tl r5 S01§1 Nno,
nono- - -a m no, di: - - m_no, cyano |

strai ght - chain orS%?%fﬁ:’ﬁlé%e‘gylﬁ%o}%ﬁyéﬁ??af%y%,lfrilefia,n 4Substifuents

6- pyri mdinyl radfoah arhe2- gréup BGenstsbipyriaf digvdaildBl--Chaial Kyh

radi cal, where t -&4) - al kyly radi gal _he,unsubstituted or 20 nono-
[l acuna] pol ysubs]%??rlgj%ed%y (?He@net)i 32?_%%# gfc%gf g?énfygu%%{'}it{}’{tjent §% omt he
group c@fsi sting P&y Clstepighitkyhaihal @gefpranthedo (C0)Csandlkhay2-, 4-,
5- or 6-pyrim di nydrpsslical pyay He 1iside i1t Ut B0 P PPNO5 194 he -
trisubstituted by id_e(%%cal gg or differ eerﬁﬁysubs}t??ctiue}rc\ s’ frsgé'fngtlﬁgtgr oup
con- sisting of HRYyen X cLXegpchedy| , (Ratederlkerero, PrastRsabiwno-
l(301- C|6) - al kyl ambm}ladqz (;Eleeﬁbr{%(;al Iﬁémga_ra;,dlg;q, (M@,xy&?jkﬁg,l- g;@)lggl koxy,
enzyl oxy, car- yl. - - al koxycar bonyl, . (CL- - al koxycar

bonyl am no or (Cl%(i)c-‘lél %Fi%m%ﬁ“%ﬂ% s 0(%10?‘1 )po‘ﬁ)f%wc?'t ut E42Bg-

fluorindd preferatinaightfialmios or branched cyano-(C;-Cs)-alkyl;

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
20 mono- [lacunal polysubstituted by identidal or
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 unsub-
stituted or mono- to trisubstituted by identical
25 or different substituents from the group con-

sisting of hydrogen, (C;-C¢)-alkyl, halogen, nitro,

amino, mono- (C1-Cg) —alkylamino, di-(C1-C¢)-alkyl-
amino, hydroxyl, (Ci;-Cg¢)-alkoxy, benzyloxy, car-
boxyl, (C1-Cs) ~alkoxycarbonyl, (C1-Cs) —alkoxycar-
30 bonylamino or (C;-C¢)-alkyl which is mono- or poly-

substituted by fluorine, preferably trifluoro-

methyl, (Ce-Ci10) —aryl and (Ce-Ci0) —aryl-(C1-Cg¢) -
alkyl;
35 a 3-, 4-, 5- or 6-pyridazinyl radical or 3-, 4-,

5- or 6-pyridazinyl-(C;-C4)-alkyl radical, where
the (C;-C4)-alkyl radical may be unsubstituted or
mono~- [lacuna] polysubstituted by identical or

different substituents from the group consisting



met hyl, (C6-Cl0) -aryl and (C6-Cl10) -aryl- (C1-C6) - alkyl; 35 a 3-, 4-, 5-
or 6-pyridazinyl radical or 3-, 4-, 5- or 6-pyridazinyl-(Cl-C4)-alkyl
radical, where the (Cl-C4)-al kyl radical nay be unsubstituted or nono-

[l acuna] polysubstituted by identical or, different substituents fromthe
group consisting 7 of (Cl1-C6) -al kyl, hal ogen and oxo (=0) and the 3-, 4-,
5- or 6-pyridazi ngt r(adirccal aiky lbe hailseden Sdnd ubed QEONDAOY fthe 3-,
trisubstituted by, |de %J dlff rent substdltu:ints fr mthe oup5
consi sting of hydro en fC%) PRI 2 Hdito g &R CRiTt rBaY

(C1-C6) -alkyl am ﬁbltuted(Qr- agayne- aItonItamsmbst.’rtytdncB(c;/I by( G:Ide%jlcaiﬂ(oxy,

benzyl oxy, carboxgyl, (&€t | ko (ca aI nyl am no
or (Cl-C6)-al kyl whi ch isf%)ﬁg-@ Oréﬁ%@'{;@@g}ébgg“ tlft ?ﬁorlcg%r&%

po
pr ef er abl%y trlfl ubPBSLFELAYI OFCGhEQG?geﬁvyI §nDC6()C@-1@SJ¥G): -M%qrcl C6) -
2' kyl; a 2|— (?él Cﬁ;t@dsk6 a%ﬁrrglil n?hbn\?ﬁ-db‘fa(tshwal 1éa§amol‘3k lé§— CiCe) - o
- pyr azi nyl - radi ca re the al'’kyl radical may be
unsubstituted or ?ri)]ﬁ%i T‘%‘&Unaﬁ‘yﬂ’6?§¥§bsti@méﬁd ‘lipﬁod‘éfntl RENZTL o f er ent

substituents from:ah]eo:gybup qmﬂ5C§)t4ang<@iyc(ﬁbd£§)} al kgl-chalagexyand oxo
(=0) and the 2-, 3- 6- pyr may. be unsubstituted or
nMono- to tri substlg 5mllg%ntdlq%:/a 68“ f"\raLgP’ Wh]s%‘bstlist UBHES™ f P8m t he
group cadsi sting BQlYﬁvldfﬁbg@lmi;e@ChyCﬂualrkyb, baxledgeablyi ttrd flawiree, NONO-
(C1-C6) - al kyl am qgetQYI(Cl &)Lo ;314 kyallew N0 &0 h{%ﬁ‘@é}é% ’-a£§’é % I koxy,

- oxXY

benzyl oxy, carbox (C1-C6) -alkoxycarbonyl, ar® onyI am no
(C1-Co) - al kyl Yﬂ'v i's nmono- or polysubsti tut ed by fluorine, preferably
tri f luoromethyl , (C6-Cl0)- aryl and (C6-ClO-aryl-(Cl-C6)-al kyl; 30

a 2-, 3-, 5- or 6-pyrazinyl radical or 2-, 3-, 5-

15 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 (C;-Cg)-

alkyl, halogen and oxo (=0) and the 2-, 3-, 5- or

20 6-pyrazinyl radical may be unsubstituted or mono-

to trisubstituted by identical or different

substituents from the group consisting of

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

or (C1-Cg)-alkyl which is mono- or polysubstituted
by fluorine, preferably trifluoromethyl, (C¢-Cio)-
aryl and (Cg-Cyg)-aryl-(C1-C¢)-alkyl;

30
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 (C1-Cy)-alkyl radical may be
unsubstituted or mono- [lacuna] polysubstituted by
35 identidal or different substituents from the group

consisting of (C;-Cg)-alkyl, halogen and oxo (=0)
and the 3-, 4-, 5-, 6-, 7-, or 8-cinnolinyl
radical may Dbe unsubstituted or mono- to
pentasubstituted by identical or different



a3, 4-, 5-, 6-, 7-, or 8-cinnolinyl radical or 3-, 4-, 5-, 6-, 7-, or
8-cinnolinyl-(Cl-C4)-al kyl radical, where the (Cl- C4) aIkyI radical may be
unsubstituted or nono- [l acuna] pol ysubstituted by 35 identidal or
different substituents fromthe group @onsisting of (Cl-C6)-alkyl, hal ogen
and oxo (=0) and the 3-, 4-, 5-, 6-, 7-, or 8-cinnolinyl radical may be
unsubstituted or gnhgtlt@enﬁentasﬂ@mtltum@d @ﬁ@ﬁbﬂﬂldgﬂsfgtgh fergnt 8

substituents fron1tg§ 8é up ?8?23§t|9%y§|k| ro eQdI %ﬁcﬁgggg%WWanlno

hal ogen, nitro,
hydr oxyl , (Cl-CB)m@@bkb&yﬁkbeaikydnm;noarboxyIdlé@blahﬁsbmmymmmmmubonyI

Cl-06) -alk
éolysu%st?tu?éécgﬁ§8?¥%%$:RgCPB%g%g%§§?§ ﬂ@% %ﬁﬁ§25n§%#$g§§%CB(%h0) -aryl
and ( C6- C10) -aryé ) akaep)cariaayl, 1dca-Qs aﬂkoxycambonmiamxno or

8- qui nazol i nyl ragdrgcal;)0n1kgl, whichd-is Qnom?- » 0Pl polysubstituted b
8- qui nazol i nyl - al ky radi ¢ where the gC1-C4)-aIkyI radlcal may

be unsubstltuted%5?° o FFEEGH%??ﬁbFﬁégﬂgpFPWF BYdy (Cdehta) qaryar

di fferent substitaredt 6Cf+rmp tdaey ¥ 0UpP-CLP-adRgilsti ng of hydrogen,
(C1-Co6)-al kyl, halogen and oxo (=0) and the or [sic] 2-, 4-, 5-, 6-, 7-,
or 8-quinazolinyl radical may be unsubstituted or nono- to

pent asubl$tit ut ed dy2+ dedti cat, ob-, diff epenB-subhsbizblényyd fradockhe ogr oup

(CL D) ol kyl am hos A- TEL: CG?aF‘L5¥am QA B oy B oy,
benzyl oxy, carbox?@al%ﬁﬁf <Hﬂeﬁﬂ ké%?caf%nﬁyp—a4611C6§a@1«@&yG@nboh¢Ianlno
or (Cl-Cs) -alryﬁngﬁbgiutﬁt@@n@r ﬁ6n80|¥§55§hhz ed Qﬁbgg%EhH@E'B9
preferably it uosgreily] . (G a0l ayl and (S clo) ol (SLos
5-, 6-,1B-, or 8-cpnsixedndybf hydrogen, (C;-Cg)-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
20 of hydrogen, (C;-C¢)-alkyl, halogen, nitro, amino,
mono- (C1-C¢) —alkylamino, di-(C;-Cg¢) -alkylamino,
hydroxyl, (C;1-C¢)-alkoxy, benzyloxy, carboxyl, (C;-
Cs) —alkoxycarbonyl, (C1-C4) —alkoxycarbonylamino or
(C1-C¢) ~alkyl which is mono- or polysubstituted by
25 fluorine, preferably trifluoromethyl, (Cg-Cip)-aryl
and (Cg-Cyp)-aryl-(C1-C¢)-alkyl;

a 2-, 3-, 5-, 6-, 7-, or 8-quinoxalinyl radical
[lacuna] 2-, 3-, 5-, 6-, 7-, or 8-quinoxalinyl-
30 {C1-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 (C;-Cg)-
alkyl, halogen and oxo (=0) and the or [sic] 2-,
35 3-, 5-, 6-, 7-, or 8-quinoxalinyl 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-(Ci-C¢)-alkylamino, di-(Ci-Cg)-



30 (C1-4) -alkyl radical, where the (C1-C4) -al kyl radical may be
unsubstituted or nono- [lacuna] polysubstituted by identidal or different
substituents fromthe group consisting of (Cl-C6)- alkyl, halogen and oxo
(=0) and the or [sic] 2-, 35 3-, 5-, 6-,97-, or 8-quinoxalinyl radical my
be wunsubstituted or nono- to pentasubstituted by identical or different
substituents froneikglgmoop, cbomsirskiyig of( Chydg)o@rkop(ﬁl C@n@}]lty;lty[( I

hal ogen, nitro, no C >ga(ca yl am no,
hydroxyl , (Cl- cs)égkgexymnbeﬁfg|%xgﬁgl%g%%gégﬁaﬂfin Yonyl |
(Cl- 06) - al koxy- éarb@nyﬂamin@ dﬁf(CQrGEQaﬁﬂ@Mlmmh@hh|S£anonoeror

pogy?ggstltuted bFoiggebseﬁtuEésfsPthho&&h@lﬂﬁféé%fgﬂﬁyNUr£é¥h‘P§D -ary
an -ar

8- pht hal azi nyl rgﬂ?E } (Cs-Cao) -axyl g and ' dfs-Cio) -aryl-(Cy Ce) -

8- pht hal azi nyl - (Cdik#]); al kyl 10 radical, where the (Cl-C4)-al kyl radical
may be unsubstituted or nono- [l acuna] pol ysubstituted by identidal or
different substituents fromthe group consisting of (Cl-C6)-alkyl, hal ogen
and oxo (=0) andathe, ok-|[sbe] &-, 4-, br, %—mqthalaarlrﬁrll&amtdaal &z nyl
radical may be ungubspituged gr mpno- tog Qg gHQ%tI tEt gg} %qgl dFintl cal or

different substituents fromthé grbup con
(C1- C6) -1l kyl , haFageaalni twheramthe, (ﬁmﬁm%(a@ky%) radi kgl amao, ki -

(C1-C8) -al kyl ani #9suRB: DydE8xYbr nGhoCo)1akkaxy. e Egééfu%%?kgﬁy (Cl-

C6) - al koxycar bony al_kaoxycar bonyl am no or whi ch

[ s) mono- or pol ysh@%‘%?%‘a‘?%doﬁydlfﬁﬁﬁﬁpﬁeSuBFéFéP&BF? EPy G@ﬁo@é’toh@l
(C6-C10) -aryl andoﬁ@sﬂﬂﬂé o&ry C1-CEL- 86y al hﬁ}é]log%ﬁ ardt oo, (40) 5-, 6-,
7- or 8-quinolyl ‘%gaiﬁ e 0Ty [S %] Ai_ 54,_, e og_' - or -

8-quinolyl-(Cl-C4
15 phthala21nyl 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- (C;-Cg) -alkylamino, di- (C;-C¢) ~alkylamino,
20 hydroxyl, (Ci-C¢)-alkoxy, benzyloxy, carboxyl, (C;i-
Cs) —alkoxycarbonyl, (C;1-C¢)-alkoxycarbonylamino or

(C1-C¢) ~alkyl which is mono- or polysubstituted by
fluorine, preferably trifluoromethyl, (Cs—Clo)—aryl
and (C¢-Cip) —aryl-(C;-C¢)-alkyl;

25
a 2-, 3-, 4-, 5-, 6-, 7- or 8-quinolyl radical or
2-, 3-, 4-, 5-, 6-, 7 or 8-quinolyl-(C;-C;)-alkyl
radical, where the (C1-C4)-alkyl radical may be
unsubstituted or mono- or polysubstituted by

30 identidal or different substituents from the group
consisting of (C;-C¢)-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

35 from the group consisting of hydrogen, (Ci1-Cg)-
alkyl, preferably methyl, particularly preferably
2-methyl, halogen, nitro, amino, mono-(C;-Cg)-
alkylamino, di-(C;-C¢)-alkylamino, hydroxyl, (C;-
Cs) —alkoxy, Dbenzyloxy, carboxyl, (C1-C¢) —alkoxy-




radi cal, where the (Cl-C4)-al kyl radical may be unsubstituted or nono- or
pol ysubstituted by 30 identidal or different substituents fromthe group
consi sting of (Cl-C6)-alkyl, halogen and oxo (=0) and the 2-, 3-, 4-, 5-,
6-, 7- or 8-quinolyl radical may be unspbstituted or nmono- to hexa-
substltut ed by identical or different substituents 35 fromthe group
consi sting of hyd¢@39b<n§1YIC1 0B)~Ceal-R} kpxprafrboaplypmivbhy by pacgicgéql_arl y
preferably 2- met Iam no,

- (C1- 06) - al kyl a%%o hy ?‘%21 ?i“((c_u O%g]) aﬁmxy’?3 é}gé‘zlg%%%‘,‘ rb&’k’w
(c1 C6) - al koxy 10E LUPBHRAG | | p(gieceplm ket fdacompicayilno (6k-CGl-6a)-1 al kyl
whi ch is nono- orapel y@y@“lw}@ﬂ b(yl_d‘s uglikg}q preferably trifluoronethyl,
(C6-Cl10)-aryl and (C6-Cl10) -aryl- -C6) -alkyl; 5 a 1-, 3-, 4-, 5-, 6-,
7- or 8- |530qU| nolyl radical or 1-, 3- 4-, 5-, 6- 7- or
8-1isoqui nol yl - (ClaCa); al-kyl4-r ada'-cals V\:h’E-II eothg- (iga;q@&hoag,l_{ylra@a@iaqal may
be unsubstituted Sf {onog poI gsub tityted b 10 ident&dﬂl or different
substituents fronithe group 4condistPny OF ‘()El OB grkPPLY halbgert and oxo
(=0) and the 1-,aBkyl4radbcals- whé-reorth&-lquqmmediy]kylrﬁdﬂﬁ:ahlmﬁybe
unsubstituted or n Sfit d by identjcal d|ff nt 15
substituents frongg%) g“ﬁ&%ﬁﬁqﬁ%ﬁgt% % h 8rog¥§| Y?Ltﬂs ngg
hal ogen10nitro, akAetidadkner @Cif%?nél Rybam—hoends €CQmCG)1eablry>Iu@m no,
hydroxyl, (Cl- %)caigpgwln@eazylmyc pﬁémw' hé@é ef%ﬁ)arﬁi kgxycacheonyl
(C1-Co) - aI koxycar bogylﬁ o or g \Mcﬁ[ I'S nNDNo- or
pol ysubstitut ed FO8r it E)ref rablfi/ ¢r§f‘Puc7r‘on%’€ h@tls(’e@leﬂ?éylaryl
and (C6-Cl10) -ar y:fad:(cﬁﬂ.‘k CG)mayaI ke, auRsubbdtitB8te@r B IHmapy- nykor adi cal

or 2-, 6-, 25 8-par Qi dH ¢puLd ny! b§101 C@en%:l I@/ 1" adl Cal d\M%%erent

15 substituents from the group consisting of
hydrogen, (C1-C¢) -alkyl, halogen, nitro, amino,
mono- (C1-C¢) —alkylamino, di-(C;-C¢) -alkylamino,

hydroxyl, (Ci1-Cs)-alkoxy, benzyloxy, carboxyl, (Ci-
Cs) ~alkoxycarbonyl, (C;-Cg)-alkoxycarbonylamino or

20 (C1-C¢) —alkyl which is mono- or polysubstituted by
fluorine, preferably trifluoromethyl, (C¢-Cio)-aryl
and (Cg-Cio) ~aryl-(C;-C¢)-alkyl;

a 2-, 6-, 8- or 9-[9H]-purinyl radical or 2-, 6-,
25 8- or 9-[9H]-purinyl-(C;-C4)-alkyl radical, where
the (Ci-C4)-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-, 6-, 8- or
30 9-[9H] -purinyl radical may be unsubstituted or
mono- to trisubstituted by identical or different

substituents from the group consisting of

hydrogen, (C1-C¢) -alkyl, halogen, nitro, amino,
mono- {C1-Cg) —alkylamino, di- (C;-C¢)-alkylamino,
35 hydroxyl, (Ci1-Ce)-alkoxy, benzyloxy, carboxyl, (C;-
C¢) —alkoxycarbonyl, (C;-Cg)-alkoxycarbonylamino or

(C1-C¢) —alkyl which is mono- or polysubstituted by
fluorine, preferably trifluoromethyl, (Cg-Cio)-aryl
and (Cg-Cip)-aryl-(C1-C¢)-alkyl;



the (Cl-C4)-al kyl radical may be unsubstituted or nono- or polysubstituted
by identidal or different substituents fromthe group consisting of
(Cl C6) - al kyl, hal ogen and oxo (=0) and the 2-, 6-, 8- or 30

9-[9H] - purinyl radical my be unsubstitufed or nono- to trisubstituted by
identical or different substituents fromthe group consisting of
hydr ogen, (Cl-C6)-al kyl, hal ogen, nitro am no, m)no- (C1-C6) -al kyl am no,

di- (Cl-C6) -alkylagino,_35 hcg{ C6. enzy oxy,. car boxyl ,
(C1l- ©B)-al koxyca‘J’r‘bonyl e-ta’ IO- a1 k xbc%r%gnrxff ‘ﬁ%é%f ~oB)al kyl
whi ch i's nono- or7poIOyrsuB)sf7HthEdrb¥ylfK@ofctme;alﬂxlyéf eraﬁicyalrl fihie@reo et hyI ,

[7H purinyl radiial tor gt “RMIT LRl pibe dtefoltrdieq oryl Il
radi cal , “where tlh%n?tlowbéywbswa%a@ hﬁylﬁénﬁh§aﬂaspﬂft @tlé(iemenﬁ nono-

or pol ysubst i t ut &ﬂﬂbs/titd@éﬁtﬁafr@m dhbf enenb c%ﬁb’itsléﬂfd‘té fq@{nct()he gr OUD
consi sting of (C%@ ki’ hal ogen an oxo =0) .and the 2- 7-

8-[ 7H] - puri nyl \E 2@?7 BeSUn8hPs PFPut'EY) ora Groie 1o 1Pt suBst PEUL ed by
identical or diff@rEn]-iBusimsl i tuedical r oy hedegr aupueetsicttiedy ek

hydr ogen, (Cl-C6) yl, . .h ni m no mon al kyl am no,
di - (Cl- C5) - al ky! a%&#m% R gkqgﬁpsteét%g) Al léo%fl“b%%z ﬁg’()x?C%SFSB yl, (Cl-
C6) - al kéi@ycarbonWUbﬁ’(@lt‘@)tsal kdeyamar bdrnd  aginompor £6nECELCBY - abkyl whi ch
i s nono- or pol ysyhstd ed _ohu p |y | u o| net hyI ,
(C6-CL0) -aryl and (d éﬂClO ’ Cf} Q%jfgf Egi?égﬁq }lgtlcrg 8@‘ ,
6-, 7-, 8- or 9- AU Hyu-Ce oa%%m@a}n@r 1- 2di - QC; %) ; askylemm@,, 8- or
9 acri di nyl - ( ClL-KAjroatkyl (aflatdisotalalkw&wrebteh% ﬁ@kyCG)car%bwll ra@i cal may
be unsubstituted o sub (t:| tut ed i denti dal di ffler ent
substituents frog"t)hg 3‘96‘&'66158 t nz biCs( cRL ycarbonylamino

15 (C1-C¢) -~alkyl which is mono- or polysubstituted by
fluorine, preferably trifluoromethyl, (Cg-Cip)-aryl
and (C5—C10) —aryl— (C]_-Cs) —alkyl;

a 1-, 2-, 3-, 4-, 5-, 6-, 7-, 8- or 9-acridinyl
20 radical or 1-, 2-, 3-, 4-, 5-, 6-, 7-, 8- or 9-
acridinyl-(C;-C4) -alkyl radical, where the (C1-C6) -
alkyl radical may be unsubstituted or mono- or
polysubstituted by identidal or different
substituents from the group consisting of (C;-Cg)-

25 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~-C¢) —alkyl, halogen,
30 nitro, amino, mono-(C;-Cg¢)-alkylamino, di-(C;-Cg)-
alkylamino, hydroxyl, (C1-C¢) ~alkoxy, benzyloxy,
carboxyl, (C1-C¢) ~alkoxycarbonyl, (C1-C¢) —~alkoxy-
carbonylamino or (C;-Cg¢)-alkyl which is mono- or
polysubstituted by fluorine, preferably trifluoro-

35 methyl, (Cs—clo) —aryl and (C6—C10) —aryl— (Cl-Cs) -
alkyl;
a 1-, 2-, 3~, 4-, 5-, 6-, 7-, 8- or 9-

phenanthridinyl radical or 1-, 2-, 3-, 4-, 5-, 6-,



25 al kyl, hal ogen and oxo (=0) and the 1-, 2-, 3-, 4- 5-, 6-, 7-, 8- or
9-acridinyl radical may be unsubstituted or nono- to octasubstituted by
identical or different substituents fromthe group consisting of hydrogen,
(C1-C6) - al kyl, hal ogen, 30 nitro, am noi2 nono- (Cl-C6) -al kylam no, di-
(C1-C6) - al kylam no, hydroxyl, (Cl-GC6)-al koxy, benzyl oxy, carboxyl,
(C1-C6) - al koxycar“bﬂnyIB— (a@1- %})haﬂlmlxlyrldm:{abﬂyd:l&rdsmeanyCLClra%)caa_l,kyI
which i s nono- or,uppe ysuaﬁ,%étut b \fI Jne, nytrlquro 35
nmet hyl , (CG-ClO) -ary Co6 C% %{ar (101 ;ﬁfl% ¥1-, %8, 3-,
4-, 5-, 6-, 7-, 8ungpbotipneadnt ﬁlrl dlwo-radfblcal peﬁyﬁubszantused 4by 5-, 6-,
12'7-, 8 or 9 ph@a@g@@mmaylaiﬁe%}mals{%gt&e%ﬁert, £ Bhe g;gogl%l c6)

- al kyl di cal may be, upsubstituted or nono-
A

pol'ys
i denti dal® or diffePRAtsEimSt PLudEL ogesm t Ha @lsbu?)llsy%onbﬁépgﬁg @fnd

hydr ogen (Cl C6)e;ed>ky4=o hah@geneand, on e 0) 4andsthegl-, 72-, g3- op4-, 5-,
nono- to

6-, 7-, eka%nt hr.i d|cg¥ )éiadl ﬁ be .unsubstj tut ed or

oct asubstl tut ed b TR A LA £ £ 8 éﬁf" stP% UBREYPEEORIERE §Foup
consi sting of (Clm@8)- 100 ab&ypasubatdgenednbyr adeaninal BendiFE€ered)- al kyl -
amno, di- (Cl-C6 o] d yI al kox 1O -aryl -
(C1-C6) -al koxy, %%%%%‘E%mgbgﬁgﬁ{ %)%é car ox;%g2 I]é’6) aI &ébfcf’&r bonyl ,

( C1- C8) 19l koxycatHony aﬂﬁaﬁégﬁl (CL 59, - &mkylo, V\km@JhO-lscj-slsr)rﬁadxkydxF

pol ysubstituted wmfhsiori ge- fyesah I dq_rg;%t] , 10) -aryl
and (C6- C10) -arglij( ’£C1 C6 (Cg{(%i/ 3 lyMatho w '6-p ( C% ? radi cal
where the 20 2 o %Fle p@ﬁ?i{%ﬂ%&dbcaﬂkﬁﬁy be BReEBEE t‘LMt ed or

nono- to tetrasuhsénzyn@cy,by i derbos®ll ,or dli(f:lefc%mf—a§!¢6§:9bh%eh§lfr0mthe
group COHSIStlngK9fCh¥dr99 YCég%onyia%£§X| hal%g -alkyl which
15 is mono- or polysubstituted by fluorine,
preferably trifluoromethyl, (Cg-Cyo)-aryl and (Cg¢-
Ci0) —aryl-(C1-C¢) ~alkyl;

a 2-, 3-, 4-, 5- or 6-pyridyl radical where the
20 2-, 3-, 4-, 5- or 6-pyridyl radical may be
unsubstituted or mono- to tetrasubstituted by

identical or different substituents from the group

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

carbonylamino or (C;-Cg¢)-alkyl which is mono- or

polysubstituted by fluorine, preferably trifluoro-

methyl, (Ce-C10) —aryl and (Ce-Crp) —aryl- (C1-Cg) -
30 alkyl;

a 2-, 3-, 4-, 5- or 6-pyridinyl-(C;-Cs)-alkyl
radical, where the (C;-Cq)-alkyl radical may be

unsubstituted or mono- or polysubstituted by
35 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 substituents from the group



nitro, am no, nono- (Cl-C6) -al kylamno, di- (Cl-C6) 25 al kylam no,

Rydr oxyl , (Cl-C6)-al koxy, benzyl oxy, carboxyl, (Cl-C6) -al koxycarbonyl,
(C1-C6) -al koxy- carbonylam no or (Cl-C6)-al kyl which is nono- or

pol ysubstituted by fluorine, preferablyj4rifluoro- nethyl, (C6-Cl10) -aryl
and (C6-C10) -aryl- (C1-C6) - 30 alkyl; a 2-, 3-, 4-, 5- or

6- pyri di nyl - (C1- C6¢nahkyhpgradfcahydwbgéﬁ thqcﬁﬁﬁﬁ(lalxyﬂqﬂ Héﬁ%#@ﬂ may be
unsubstituted or or substi tute ent i cal i fferent
substituents from Egogr5ﬁEQL%on§%étlgE o?qyégﬁﬁ%flﬁkal dﬁalg@eQGand 0X0
(=0) and the 2-,a3kylamins, ohyérpyyﬂdlnyblf@uhﬂamkqnay hﬁnunﬂubQX|tuted
or nono- to tetraggpggk§yted @X —ciy §gb§%i ereq s%hh&fnts from

the group 13 consisting rogen, am no,
nmono- (CP- C8) - aIk?Péh?ﬂb aEFn?CIHCBXCréPHyﬁé#WﬂO Why@hoﬂyi me@d= CO)r- al koxy,
benzyl oxy, carbopylys(EatCohtedl kox¥aaokanyl , p(rgfe%)olyaltlﬂ)@i o-

car bonyl am no or éhC$) aI§¥I whi ch is nono- oOr ol substltuteg

fluorine, preferaBPy™Ytifl ubroS1metdryL (éG'ldClO)Can:l;w éﬁk{l(‘éﬁltﬁ@)—-aryl
(C1-C6) - alkyl; 40keal2-, 3-, 4- or 5-thienyl radical or 2-, 3-, 4- or
5-thieny|-(C1-CB)-aIkyI radi cal, where the (Cl-C6)- alkyl radi cal may be
unsubstituted or nono- or polysubstltuted by identidal or different
substitdénts frontthe, gPoupdconsi Stthgenyl( €adC6pllbrakkyl 3-hakkegexr and oxo

(=0) and the 2-, 3_eniedy19(c,-THOLERYH T Qg bst.it ted or
nono- to trisubstitu%% (lﬁeﬁtlcal¥ q%‘lferent su _ugﬁg Eehf% fromthe
ﬁﬁﬁ%ﬁ

group consi sting ®FX¥¥d al (mavogye - anepbs thdiudgsh, oni tano-aniomo,
mono- (C1- C6) 20 abpky}@tbsei teied Cl- 5@) alll%raﬁldzﬂ hyéfoxyldylf(f@gg)t

C6) - al koxy, benzyl carbox C1- al kox car bon
-a?koxyca¥bony|a¥?ﬁ%¥% y%fo& the group 3%n31st1n3/of ?C1 -Cg) -

alkyl, halogen and oxo (=0) and the 2-, 3-, 4- or
5-thienyl radical may be unsubstituted or mono- to
trisubstituted by identical or different sub-
stituents from the group consisting of hydrogen,
(C1-Cq) -alkyl, halogen, nitro, amino, mono- (C;-Cg)-

20 alkylamino, di-(C;-Cs)-alkylamino, hydroxyl, (C1-
Ce) -—alkoxy, Dbenzyloxy, carboxyl, (C1-Cq) —alkoxy-
carbonyl, (C1-C6) ~alkoxycarbonylamino or (C;-Cg)-

alkyl which is mono- or polysubstituted by
fluorine, preferably trifluoromethyl, (Ce-Cig)-aryl
25 and (Cg-Cyo) ~aryl-(C;-C¢)-alkyl;

a 2-, 4-, or 5-thiazolyl radical or 2-, 4-, or 5-
thiazolyl-(C1-Cs) -alkyl radical, where the (C;-Cg¢)-
alkyl radical may be unsubstituted or mono- or
30 polysubstituted by identidal or different
substituents from the group consisting of (Ci1-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
35 substituents from the group consisting of
hydrogen, (C1-C¢)-alkyl, halogen, nitro, amino,
mono- (C;-C¢) —alkylamino, di- (C;-Cg)-alkylamino,
hydroxyl, (C1-Cs) —alkoxy, benzyloxy, carboxyl,
(C1-C¢) —alkoxycarbonyl, {C1-Cg) ~alkoxycarbonylamino



al kyl which is nono- or polysubstituted by fluorine, preferably
trifluoronethyl, (C6-Cl0) -aryl 25 and (C6-Cl0) -aryl- (Cl-C6) -alkyl; a
2-, 4-, or 5-thiazolyl radical or 2-, 4-, or 5- thiazolyl- (Cl-C6) -alkyl
radl cal where the (Cl1-C6) - al kyl radiggal may be unsubstituted or nono- or
30 pol ysubstltut ed by identidal or different substituents fromthe group
consi sting of (Clefh)e;aldalkydl @Qﬁn:}an;cb omen(a—O)ara@idaltjﬁb%t,ltélmedor 5-

t hi azol yl radi cal ub it pon stit

i dentical or di ff%’?fel)rétﬁgggg%bs ]{uféenxsaq) ¥ o %ﬁ%“ﬁ%ﬂshi%ﬁs. stqu §

hydr ogen, (Cl-Ce)axykyandhéfodan) -aryto{Caiflshealkydno- (Cl-C6) - al kyI ami no,
di- (C-0C6) -alkylamno, hydroxyl, (Cl-C6)-alkoxy, benzyloxy, carboxyl,
(C1- C6) - al koxycar bonyl, (C1-0C6)-al koxycar bonyl am no 14 or (Cl-C6)-al kyl
whi ch i s°mono- ora pdtysAbst PFuted SALiAzsdn Inecadiresleram| §-t r AFl uswonet hyl |

(C6-Ao)- aryl an@-ié@tﬁ@aoxﬁwtcl{@i gPkyial kddiRdd 3-yhbre Okhe
5-isot hi azol yl ragi, t hi azoly Cl- Co) - al kyI radi cal ,

where the (Cl- CG§j la'ﬁé?/ }géj}cﬁ‘dﬁﬁ?lb@aﬁng’ﬁbgflﬁf‘msé& Y efpRE- Mgno-
pol ysubstituted byri dpoliydabsettdiélier @yt isddistidarentsrfr elmftf@ieﬁltoup

consisting of (Clg gnand oxo (=0) .and the or 5-
i sot hiazolyl radi c"% %9“1%1‘ unsugrﬁt fQ'g &d 6P rrcoorﬂ)Slgtrlriﬂ s?fgsf%t Lﬁeéd by

i denticdl0 or diffakent, h@b@gém uéhﬂsORDorfFDhe agvdouhe ohsi sé+ ngoof 5-

hydr ogen, (Cl-C6) gqyi 94 r apLn C

-al kyl am no, di - 13"’6 az%%y arr%égécl)i ﬂ%y %xgpsa?&g?%gfe& éoxy, Benzyl oxy, -
carboxyl, (Ci- C63r-al elatFkQﬁ(%/carOGbnyldaﬁrifﬁ@enbr

(CL-C6) - al kyl V\hléﬁbstsnmaéwcs or ﬂlQirﬁ/SUb;?détU upby klonanisRengpr efer ably
trlfluororrethyl r -aryl - (ClCEg) -alkyl ; a
2. 4- 5. Ot hf 231 ;ll-a?gg}ca' hg gen nitro, amino,
15 mono- (C1 Ce) —alkylamino, - (C1-C¢) -alkylamino,
hydroxyl, (C1-Cg) —alkoxy, benzyloxy, carboxyl,
(C1-Cs) —alkoxycarbonyl, (C1-C¢) —alkoxycarbonylamino

or (C;-Cg)-alkyl which is mono- or polysubstituted
by fluorine, preferably trifluoromethyl, (Cg-Cqp)-
20 aryl and (Cg-Cip)-aryl-(C;-Cg)-alkyl; '

a 2-, 4-, 5-, 6-, or 7-benzothiazolyl radical or
2-, 4-, 5-, 6-, or 7-benzothiazolyl-(C;-Cg¢)-alkyl
radical, where the (C;-Cq)-alkyl radical may be
25 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-, 4-, 5-, 6~, or 7-benzothiazolyl
radical may be unsubstituted or mono- to
30 tetrasubstituted by identical or different
substituents from the group consisting of
hydrogen, (C1-C¢) —alkyl, halogen, nitro, amino,
mono- (C1-Cg) ~alkylamino, di- (C;-C¢) ~alkylamino,
hydroxyl, {C1-Cg) —alkoxy, benzyloxy, carboxyl,
35 (C1-C¢) —~alkoxycarbonyl, (C1-Cg) ~alkoxycarbonylamino

or (C;-Cg)-alkyl which is mono- or polysubstituted
by fluorine, preferably trifluoromethyl, (Cg-Cio)-
aryl and (Cg-Cyo)-aryl-(C1-Cg)-alkyl;




2-, 4-, 5-, 6-, or 7-benzothiazolyl-(Cl-C6)-al kyl radical, where the
(Cl1-C6)-al kyl radical may be 25 unsubstituted or nono- or polysubstituted
by identidal or different substituents fromthe group consisting of
(C1-C6) -al kyl, hal ogen and oxo (=0) angsthe 2-, 4-, 5-, 6-, or

7- benzot hi azolyl radical may be unsubstituted or nono- to 30
tetrasubstituted dylidertd,cad- pr odi Bf—ammtazoaghstitatdtﬁfﬁﬁ brom-t he_group
consi sting of hygroge ( oge nitro, .am.no, .nono-
(C1-C6) -al kyl ami %o |- 56]11“%%61-23]1‘8{1 k 9 Q]h]f/\ﬂi r“i‘dl - B %oxy,
benzyl oxy, car box§/ll1e 3‘§1(@$D @Bhkval kl—.‘)ﬁ%a@bomﬁbf Iéeﬁ:lu@e)lbatkbuyedr kany| ami no
or (C1-Co)-al kyl mbheh bs NOzuBE LR bgt,i fJ [ ref erably
trifluoraqmethyl, éCG C,'Lo)-ﬁe 9 and e{é}ééa 2 t-lg%%@ld?%l éé(zirlfr]‘s%l<elﬁ)w 15 a
1-, 2-, &, or 5- H#P%mwt%aérew t grouzz ,congistging o (C1- Cs

5-i i dazol yl - (CL-£6)y 3| kbiéldS@élhcahd vRer e=0} hgnGCEneb) - al byl npadiggl may be
unsubstituted or _nopno bstjtuted. by |dent|d | "or. différent 5
substituents fror’r?tﬂgl(aﬁ‘%%%yﬁo%@g%‘f?il m3y Pequpgyb S&PP&VFethFoﬁ@ﬁloand 0X0
(=0) and the 1-, ©o, 4risubstStiutiedazobyl radintdlcaray e udsEFslichyt ed or
mono- to trisubst ent or dlfferent substlt nts framthe
group consisting o é#yﬁﬁp%@é(dn%gen f’(c%!l -aI k)ﬂrm‘hoal o éDﬁl ﬁl%no

mono- ( C10c8) - al kylllbé@ﬁ@@endl (@r%)-aékkicl, anhnd\ogehydroxylro (Camﬁ:ﬁ)n al koxy,
benzyl oxy, carboxydno- (ELCH)Lnak bonyl 1:£6)~ 3l yl am no
or (Cl-Co6)-al kyl whi ch(gst%gno- g?éﬁgﬁisubstl t&t%tg:e}zl86 c65} lé??%’%rgfn%glg
preferably trifl JbY%ﬁ%’ow (E-E1byal%exy . an e(r@afl@ym, - aFpIrboggl- C6)

-al kyl ; a 1-, (CACs) Qalﬁoﬂy&ai‘ﬁbﬁ&l[adl(@filcs()r al‘kocgtarﬂ)bn lamino
5- pyrazol yl - (Cl l) ?26 re the 20 (Cl )0k al k radi cal may
be unsubstituted Of k it 8By |8EnPi° é(FSUBrStéI Bfefent

15 by fluorlne preferably trifluoromethyl, (Cs-Cip)-
aryl and (C¢-Cjyp)-aryl-(C1-Cs)-alkyl;

a l-, 3-, 4-, or 5-pyrazolyl radical or 1-, 3-, 4-
or 5-pyrazolyl-(C;-C¢)-alkyl radical, where the
20 (C1-C¢) —alkyl radical may be unsubstituted or mono-
or polysubstituted by identidal or different
substituents from the group consisting of (Ci1-C¢)-
alkyl, halogen and oxo (=0) and the 1-, 3-, 4- or

5-pyrazolyl radical may be unsubstituted or mono-

25 to trisubstituted by identical or different
substituents from the group consisting of
hydrogen, (C1-C¢) -alkyl, halogen, nitro, amino,
mono- (C1-C¢) ~alkylamino, di-(C3-Cg¢) -alkylamino,
hydroxyl, (C1-Cg) ~alkoxy, benzyloxy, carboxyl,

30 {C1-C¢) —alkoxycarbonyl, (C1-C¢) —alkoxycarbonylamino

or (C1-C¢)-alkyl which is mono- or polysubstituted
by fluorine, preferably trifluoromethyl, (C¢-Cio)-
aryl and (Cg-Cip)-aryl-(C;-Cg)-alkyl;

35 a 1-, 2-, 3-, 4-, or 5-pyrrolyl radical or 1-, 2-,
3-, 4-, or 5-pyrrolyl-(C;-Cg¢)-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¢)-



substituents fromthe group consisting of (Cl-C6)- al kyl, hal ogen and oxo
(=0) and the 1-, 3-, 4- or b5-pyrazolyl radical may be unsubstituted or
nono 25 to trisubstituted by identical or different substituents fromthe
group consisting of hydrogen, (Cl-C6)-a4kyl, halogen, nitro, am no, nono-
(C1-C6) -alkylamno, di- (Cl1-C6) -al kylam no, hydroxyl, (Cl-C6)-alkoxy,
benzyl oxy, carboxglkyB0 hﬂe@ér)l aaﬁkoxyc&&b(})nghd tee- @6), 2-, 3_ 4-

- al koxycar bonyl anj, ch |s nDno or oI bstltuted
by fluorine, prefer ab?&gb{ Iqﬁ or on%%ﬁé%l -aryl -
(C1-C6) -alkyl ; BSn@a-1-,tQ-, taetraqsub@trlta;tpgdrol]w racﬂea'a:llazarl 1 or2 3-,

4-, or 5-pyrrol y|diﬁe@ﬂta|s|@b|strl%@e9ﬁls g]b &ép tOél s @flln di cal
ent1 dal

may be u substltutfd or, nono- E substltute i fferent
substituents fron? hEYSFBEﬁncor{glls 1’>ng3]d$y 10111@6999}6' aRk{Ko, hallﬂt;gl@n and oxo

(=0) and the 1-, rRonoB(cl-/es Qalﬁwanﬁﬁbyl radi gal (apyedye umsuhstinbut ed or
nono- to tetrasub%y%tu e #i E‘L % dlfferent substltuents fromthe
group consi sting ’roge ? ]fo’ékal AR, ni CAEPOFXMLmo,

nmono- (Cl-C6) - al kai-&rid HeldeyCéEH)oﬁﬁ).( al kwcasm-lacklkoxwdgmylmammo
(C1-Co) - al koxy, bepzyko X Cl al koxycar bo

- al koxycar bonyl amcg)]pno)(é >@g %ﬁ%gz‘i - hfllg (])Zlnl s m)né ﬁb’fs Cy §g‘5§fil t ut ed
10 by fRQorine, pref éﬂé@lfyn?rl Hrelflﬁﬂa(hie»t hytlflléﬁﬁerﬁﬂﬂ)ylarybeamﬂ

(C6-ClO-aryl-(Clg -A&Ylgs-a, Ly 1 2l 1a2x44:triazolyl radical or
1-, 3-, or 5-[1. 2%1]) trlazolyl C?gy%)%ll kf/f ?cal 15 where the

(C1-C6) -al kyl radical nay be unsubstltut ed or m)no- or pol ysubstituted by
i dentidal or diffaraent sMstbkuesuslfzmimdym cgaahggungalof 1bydr ogen,

(C1-Co) - al kyl, h ogen an ) .and t [1.2.4]-triazolyl
20 radical may be unSl?bstltE)f‘Léa 3? M8 2° Vl_(cl ) alkyl radical,

15 where the (C1-C4) —alkyl radical may be
unsubstituted or mono- or polysubstituted by
identidal or different substituents from the group
consisting of hydrogen, (C;-C¢)-alkyl, halogen and
oxo (=0) and the 1-, 3-, or 5-[1.2.4]-triazolyl

20 radical may be unsubstituted or mono- or
disubstituted by identical or different
substituents from the group consisting of (C;-C¢)-

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

amino, di- (C;-C¢) -alkylamino, hydroxyl, (C1-Cg) -
25 alkoxy, benzyloxy, carboxyl, (C1-Cq) —alkoxy-
carbonyl, (C1-C¢) —alkoxycarbonylamino or (C;-Cg)-

alkyl which is mono- or polysubstituted by
fluorine, preferably trifluoromethyl, (C¢-Cio)-aryl
and (Cs—clo) —aryl— (Cl—Cs) —alkyl;

30
a 1l-, 4-, or 5-[1.2.3]-triazolyl radical or 1-,
4-, or 5-[1.2.3]-triazolyl-(C;-C¢)-alkyl radical,
where the (C1-Cg) ~alkyl radical may be
unsubstituted or mono- or polysubstituted by
35 identidal or different substituents from the group

consisting of (C;-Cg¢)-alkyl, halogen and oxo (=0)
and the 1-, 4-, or 5-[1.2.3]-triazolyl radical may
be wunsubstituted or mono- or disubstituted by

identical or different substituents from the group



di substituted by identical or different substituents fromthe group
consisting of (Cl-C6)- alkyl, halogen, nitro, am no, nono-(Cl-C6)-al kyl -
am no, di-(Cl-C6)-al kyl am no, hydroxyl, (Cl-C6) 25 al koxy, benzyl oxy,

car boxyl, (C1-C6)-al koxy- carbonyl, (Clz16) -al koxycarbonyl am no or (Cl-C6)
- al kyl which is nmono- or polysubstituted by fluorine, preferably tri f

| uor onet hyl (CGcQﬂS):)st-:'amgl oandhy@BegaA) - 4Cy4Gs) (-@]l—k@&) - dakygen30 a 1-,

4-, or 5-[1.2.3]- ol y dic trlazonI-

(CL-08) -alkyl radicsy: Gifsisies tﬁl’n?c{é&:&“- e LafiidoL i 8 3(31) Cs)

unsubstituted or @rb]ﬁblamn@ol yBvdsoxydt ed (6y-G3 -wdéwpqydal bem zgi lfobar, ent

substituents fron&glpgogypup ggn@igdl%gcg@o@ ial Irfrgl_‘c halg and oxo
ica

(=0) and the 1-, 4-, or triazol e unsu stituted
or nono- Jor di sub%???%%ﬁafb’ynol @&nt { ea1Cedr a&?‘h’fler"él?&c}suléﬂ i PRt s Ofr om t he

gr oup( 17 co)nS| isL |ﬂa@1p§ubygi@ge@d bﬁlfﬁ;ﬁ)lzrlahwl pr@%bgﬁ%'ly t@.‘l(ltél%%&r)%m l”f(’
nmono- ( C1- C6) - al kyl a I yl am no yrox, al koxy,
benzyl oxy, car bo@}?/&’ fCl dé %é‘SG ga Sﬁ’a (Bx X’éﬂ(m@l'{)cﬁ

car bonyl am no or #U4yIH) - al kyl whi ch IS nono- or poI ysubstl tuted by
fluorine, preferably trifluoro- nethyl, (C6-Cl0) -aryl and (C6-Cl0) -aryl-

(C1-C6) - alkyl; 10 a 1- or 5-[1H -tetrazolyl radical or 1-, or 5-
[1 H -tetiOazol yl - (€1-1E6) cnl IBA [ IEditsdraasiarle radicédC1-a36) 1al kydr r &di cal may

be unsubstituted pfy DO S50 DRl YathEt) LH&EglbyrhEi%EtLda' ?“’%ﬁg' figrent

substituents fromthe rou consi_sting £> al k al ogen and oxo
(=0) and the 1-, 1‘§-6? %eFPQiSP}I mayd EaPnﬁEPSEétuﬁﬁguBﬂ megeed or

substituted by hysh Og@ﬁlyéﬁ;ﬂ;sgﬁ):uaé&w byhal ogasigdu trey a@i‘l'i(ferent
nnno-(Cl-CB)-aIkyg r%é%kuenté %rom the group consisting of (C;-Cg)-

15 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;-Cq)-alkylamino, di-(C;-Cg)-

alkylamino, hydroxyl, (C1-Cs) —alkoxy, benzyloxy,

20 carboxyl, (C1~-Cg) —alkoxycarbonyl, (C1-Cs) —alkoxy-

carbonylamino or (C;-Cg)-alkyl which is mono- or

polysubstituted by fluorine, preferably trifluoro-

methyl, (Ce-Cy0) ~aryl and (Ceg—C1p) —aryl-(C1-Cg) -
alkyl;
25
a 2- or 5-[2H]-tetrazoyl radical or 2- or 5-[2H]-
tetrazolyl-(C1-C¢)-alkyl radical, where the (C;-
Cs) —alkyl radical may be unsubstituted or mono- or
polysubstituted by identidal or different
30 substituents from the group consisting of (C;-Cg)-
alkyl, halogen and oxoc (=0) and the 2~ or 5-[2H]-
tetrazolyl radical may be unsubstituted or
substituted by hydrogen, (C;-C¢)-alkyl, halogen,
nitro, amino, mono-(C;-C¢)-alkylamino, di-(C;-Cg)-
35 alkylamino, hydroxyl, (C1-Cg) ~alkoxy, Dbenzyloxy,

carboxyl, (C1-Cg) ~alkoxycarbonyl, (C1-Cg) ~alkoxy-
carbonylamino or (C;-Cg)-alkyl which is mono- or
polysubstituted by fluorine, preferably trifluoro-



al kyl am no, hydroxyl, (C1-C6)-al koxy, benzyl oxy, 20 carboxyl,

(C1-C6) - al koxycar bonyl, (C1-C6)-al koxy- carbonylam no or (Cl-C6)-al kyl
which is nono- or polysubstituted by fluorine, preferably trifluoro-
nmethyl, (C6-C10) -aryl and (C6-Cl0) -aryd- (Cl-C6) - alkyl; 25 a 2- or 5-
[2H -tetrazoyl radical or 2- or 5- [2H - tetrazolyl- (Cl-C6) -alkyl

radi cal , where theetidti, C6)c@l-kyl) vaadical amy becirsybshi-tuted. of,ynono- or
pol ysubsti t ut ed bg&?fntl dal or different 30 substituents fromthe group
consi sting of (Cl- al kyl, hal ogen and oxo (=0 and the 2- or 5 - [ 2H
- tetrazolyl radical may be unsubstituted or substituted by hydrogen
(Cl-CG) aI kyl, halogen, gnitr 03 ) l;ang

i-(Cl- 35 alﬁélam no4 hyé}r%ox TS Cl er% @ gg?zli&?éolxy, car’boxyl
(Cl C6) - I koxycar bonyI°F ( Er-lésp- >aé’l k&%}i—azéélbfﬂcrfﬂlaéw n@Jd‘?YK Cragdadradl kyl

whi ch is nono- orwh@@éysubﬂia t ut leme)f_ldlqgrylne Qégﬁ_@é@bl y Iﬁé(};.fl ugreo 18
met hyl , (C6- C10) -argr( andé%ﬁ I- (C l | kyl; "a_2-, 4-, or
6-[1.3. 5] -triazi nVFSYRBFLRITY 2or 5“0 "~ or®T "polysubstititea by

6-[1.3.5]-triazi nidleftild4b)enl ﬁyffeﬁdnca'subm/aeteehbg f%mcﬁheablﬁbhpr adi cal

may be unsubstit n [ subst tuted i dal or
di fferegt@ subst i tﬁ%n%f# :;q%lgfe hfi%(é % onsc% s?‘lF)ng @%/y% E%é}gﬂen and
(Cl- 06) 1 kyl , havxgeri=and a0d oxbe( =b), add .t her 26- A “triazinyl
6-[1.3.5]-triazi nyhgisadi C%lay‘THYer UGﬁHQﬁE%EE&@QdOI s&?romt s oS
u

di substituted by identical or d| fferent stituen
consi sting of hﬂl‘r%&%ﬁ 1eheds) - dhkyl , iargdanl nit s, amﬂﬁéfergnmmo-

(Cl- C6) - al kyl ani sutbstth tudrs C6)frcﬂ1ﬁ kylwand NO,grdWr 0%¥hnsikEingd) - gkkoxy,

benzyl oxy,  car boxyl a, o f i 05)c alkPYSRL ROV, 1 (CL: 0F) 72, Lkox{gar bony

15 mono-{C;-Cg¢) —alkylamino, di- (Cy-Cg¢)-alkylamino,
hydroxyl, (C1-Cg) —alkoxy, benzyloxy, carboxyl,
(C1-C¢) —alkoxycarbonyl, (C1-Cs) ~alkoxycarbonylamino

or (C1-Cg)-alkyl which is mono- or polysubstituted
by fluorine, preferably trifluoromethyl, (Cg-Cip)-

20 aryl and (C¢-Cip)-aryl-(C1-C¢)-alkyl;
a 2-, 4-, or 5-oxazolyl radical or 2-, 4-, or
5-oxazolyl-(C;-C¢)-alkyl radical, where the

(C1-C6) —alkyl radical may be unsubstituted or mono-

25 or polysubstituted by identidal or different
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 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~-Cs) ~alkoxycarbonyl, (C1-Cs) —alkoxycarbonylamino

35 or (C1-Cs)-alkyl which is mono- or polysubstituted
by fluorine, preferably trifluoromethyl, (C¢-Cip)-
aryl and (Cg-Cio)-aryl-(C,-Cg)-alkyl;



or (Cl-C6)-al kyl which is nono- or polysubstituted by fluorine, preferably
trifluoronmethyl, (C6-Cl10)- 20 aryl and (C6-Cl0) -aryl- (d-C6) -alkyl; a
2-, 4-, or 5-oxazolyl radical or 2-, 4-, or 5-oxazolyl-(Cl-C6)-alkyl
radical, where the (Cl1-C6)-alkyl radicgd may be unsubstituted or nono 25
or polysubstituted by identidal or different substituents fromthe group
consisting of (ClaC8)- adkyl prha-dgreyxaand yaxor§addaand.t he 2- 4-4- .01

5- | yl di ca nono di substituted. b

idgﬁﬁfgar o:ad:ff%rg% X%% gﬁ% Fé%ué t?qkygn1tﬁ€ddF8&p corf: %ﬁﬁ ngtiJJ"lEEy

hydrogen, ( Cl- Co) {GdH8¢D ; ahayégendlnaﬂrmayawenmnsummma{@ede&k aldayd-am no,
i - (Cl-Cs) - al kyla&v}nof,ol?g%gwtutggl %g) anzxkoxiééf%ar hoxy!

(Cl C6) - al koxycar bony - al koxycar bony ar o 35°0r al ky
whi ch i s°nono- orSWef ytBRRTS uf-éam Wef |qrmme:ormnes@rrwa|qftmmmr on‘et hyl ,

(C6-C10)- aryl anghkgb; ChA) ogahy| and CbxEb) (=@ kuhg &% a33-, %
5-isoxazol yl radi i soxazol yl - (C1-Co6) - aIkyI ra i ca

or
where the (Cl- CB§ %ﬁ%§@z?%ﬁﬂcﬁ?gh%??b@aﬁngﬁbHPFP gEdtyESADRE- MoRO-
pol ysubstituted byri deiﬂsmlﬁtnmutﬁdfebgnt basnibstat uendss fHQrflfteE%ngr OUIo

consi sting of (C | k h d 0X =0Q) and the 3-, 4-
5-i soxazol yl rad|c§$ tléb %&%nsu |tut Qégﬂg |C9ﬁ5§ﬁﬁ§Pﬁtut8§ by
i denti cadlo or d|ff@yiﬂmge@ubst¢fﬂbmtslkybn1thelggenp cansirst i ngmaholO

il Zh??émn?%%’”@l@ °9?Fﬂ%@ﬁ%s it h L oS T AR
(Cl-C6) -al koxy c PRy 1 (Cl( )'CG)aTEP(st@/’%'f borﬂﬁrmhmcy or eéxbcsylm kyI

whi ch i s nono- or(@elysulskbkytedndnyby fk@PkknealﬂBﬁi%E%Qbﬁylamlno

fl hyl 1 - 1- - al kyl 1-,
Lrifiuoromet iyl ol et 1atbh, ilek s mano 2" ¥t pbTysunbei fukla
15 by fluorine, preferably trifluoromethyl, (Cg-Cip)-

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

a 1-, 2-, 3-, 4-, 5-, 6- or 7-indolyl radical or
1-, 2-, 3-, 4-, 5-, 6- or 7-indolyl-(C;-Cg)-alkyl
20 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;-C¢)-alkyl, halogen and oxo (=0)
and the 1-, 2-, 3-, 4-, 5-, 6- or 7-indolyl
25 radical may be unsubstituted or mono- to
hexasubstituted by identical or different

substituents from the group consisting of

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

or (C;-C¢)-alkyl which is mono- or polysubstituted
by fluorine, preferably trifluoromethyl, (Cg¢-Cip)-
aryl and (Ce~C10) —aryl- (C1-C¢) ~alkyl and the

35 isomers, in particular tautomers, diastereomers
and enantiomers, and the pharmaceutically
acceptable salts, in particular acid addition

salts, thereof.



1-, 2-, 3-, 4-, 5-, 6- or 7-indolyl-(Cl-C6)-al kyl 20 radical, where the
(Cl1-C6) -al kyl radical may be wunsubstituted or nono- or pol ysubstituted by
i dentidal or different substituents fromthe group consisting of
(C1-C6)-al kyl, halogen and oxo (=0 angpthe 1-, 2-, 3-, 4-, 5-, 6- or
7-indolyl 25 radical may be unsubstituted or nono- to hexasubstituted by
i dentical orAdebféirgt tosabsuirthest eriboaiinidne g GeRS idH iRg tdfves

hyd C - al-k I t nmono- (,Cl- C6) -.al kyl am no,
0 (& ooy Ok PP aBORBu190 RdrbR, Pr ol A THEORF S BSHAATET L5 boxyl
(C1-Co) - aIkoxyc&hb@nXRﬁ BC% Eﬁ) abko%ycaﬁboﬁylanlmm aad @Eﬂhﬁﬁk ?ﬁt?l whi ch
i s nobno- or

(C6- C10) - ar@ ﬁQ%CEEU%ﬁ -ar%: %!ﬂ.?xﬁégééégf@ %ﬁ% kﬁggnéf% in
particul & t%ﬂ%%h%?étuﬁﬁﬁspéré&ﬁﬁ@#twﬁﬁﬁehﬁnpnﬂn#@ fana uﬁ@ntlcal

pharnaceutlC@ilydlgggggh@blqc§atgﬁﬁa1gbﬁ@rt§§guﬁg acwﬂeQlegdggcéﬁyts
thereof. 20 According to a furth ment , acridi ne derivatives of the

formula (1) ¥F¥9pro Wit¥h &r8OCHRF actetisbd byi n (Ereffz) Rl 1eRe, R3, X,
Z, P, Q n amdoupsave the neanings given above and R4 represents phenyl
which is 5 unsubstituted or substituted by one to five identical or
different (Cl-C6)-al koxy groups, where adjacent oxygen atons may al so be
li nked BY (QGccydangytena fyrobps. etboAdmendi ngctrddankbukichrdraeivedi ment ,

acridine deréfa£h¥e§orﬂul£R§l %égHRgré%ldgﬁegﬂagﬁlg?g gﬁ %ave%lﬁgdneanings-

characterized 1In
gi ven above Hhdthatm#hoRkyphBnyl R3 RaXrefresBnt .35 agd m have the

meanings given above and R4 represents 3,5-
dimethoxyphenyl. '
15
According to a further embodiment, acridine derivatives
of the formula (1) are provided which are characterized
in that and [sic] Rs; has the meanings given above, R,
Ri, Rz, R3 each represent a hydrogen atom, Z represents
20 an oxygen atom and X represents a nitrogen atom, P and
Q each represent two hydrogen atoms (i.e. -CH2-), m 1is

zero and n is the integer 2.

According to a further embodiment, acridine derivatives
25 of the formula (1) are provided which are characterized
in that R, Ri, Ry, and R; 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 1is zero, n represents the integer 2 and Ry

30 represents a 3,5-dimethoxyphenyl radical.

According to a further aspect of the invention, a
process for preparing acridine derivatives according to
any of claims 1 to 6 [lacuna], characterized in that an
35 acridine carboxylic acid of the formula (2) in which R,
R1, R2, R3 have the meanings given above, Z denotes an
oxygen or sulfur atom and Y represents a leaving group
such as halogen, hydroxyl, (Cl-C6)-alkoxy, preferably
methoxy or ethoxy, -0-tosyl, -O-mesyl or imidazolyl,



According to a further enbodi nent, acridine derivatives of the formula (1)
are provided which are characterized in that and [sic] R4 has the neanings
gi ven above, R, Rl, R2, R3 each represent a hydrogen atom Z represents 20
an oxygen atomand X represents a nitrogen atom P and Q each represent
‘two hydrogen atons (i.e. -CH2 -) , mis =zero and n is the integer 2.
According to a further enbodi nent, acridiéke derivatives 25 of the formula
(1) are provided which are characterized i at R, Rl, R2 and R3 each
represent a hydrogen atom Z represents oxygen atom and X represents a
nitrogen atom P and Q each repre -nt hydrogen atons (i.e. - CH2-), m
is zero, n represents the integer ' represents a

3, 5-di met hoxyphenyl radical. Accd r aspect of the
invention, a process for prepari S -erlvatlves according to any
of clains 1 to 6 [lacuna], charaRterized in tRat an 35 acridine carboxylic
acid of the formula (2) in which R, Rl, R2, R3 have the neanings given
above, Z denotes an oxygen or sulf @oratdm and Y represents a | eavi ng group
such as hal ogen, hydroxyl, (Cl-C6)-al koxy, preferably nethoxy or et hoxy,
-0-tosyl, -0-mesyl or imdazolyl, Formula 2 ( HZ1 R& HNX P ;' (CH)'Q z
5 10 Fornula 3 is reacted with an ampgy r?gq\theﬁornula (3) |n which R4, P,
Q X, mand n are as defined above ,és £~ dbpropriate, diluents and
auxiliaries, and the desired acr ne deri‘vatives are forned. Synthesis
route: The conpounds of the fornmula 1 can bp obtained according to Schene
1 bel ow

P (CH,)m Q

5 Formula 3
is reacted with an amine of the formula (3) in which
R4, P, Q, X, m and n are as defined above, using, if
appropriate, diluents and auxiliaries, and the desired
acridine derivatives are formed.
10
Synthesis route:

The compounds of the formula 1 can be obtained
according to Scheme 1 below:
15



15 22 Schene
commercially
starting mate
acridine der
The sol vents
paraneters to
15 known to t
The acridi ne

1 5 The starting materials (2) and (3) are either
avai l abl e or can be prepared by procedures known per
rials (2) and (3) are useful
ivatives of the forrmula (122according to the
and auxiliaries to be used, if appropriate,
be used,
he person skilled in the art owing to his
derivatives of the formula (1) according

se. The

i nternedi ates for preparing the
10 i nventi on.
and the reaction
such as reacS¢bemeehperature and reaction tine, are
expert know edge.
to the invention are

sui tabl e as medi canents, in 20 particular as antitunor agents, for|treating
mammal s, in [parti culcaoHman, but al so donestic @nnnals such as hot ses,
cattle, dogs,| cats, hares, sheep, pou y ang he ~ |Ikep BopAccording to a
further aspectt VBRI ONn t hpd Aontrolllnq tumors |n
manmal s, in pa an, fs pryvi ged W IS chaﬁig eqlzed n that
at least ong a N vative of The formi (1) is m@ﬂﬁﬂnste ed to a
manmal in an lanount effective for the treatmenOCH; the tunor. The
therapeuticallly effective 5 dose of the acridine derivative accord|{ng to
the inventign in question which is to be admnistered for the treatnent
depends inter| alia on the nature and the stage @CH;he oncosi s, the age and
the sex of the patient, the type of ion and the duratlan of 10
the treatnment{. Adm nistration cam_t aife plN Iy, rectally, bugcally
(for exanple |[sublingually), pare erally (f anple subcut aneoupl vy,
intra- nusculjarly, intradernal i nfravenous 82 topically or
transder mal | y].
N
5 The starting materials (2) and (3) are either
commercially available or can be prepared by procedures
known per se. The starting materials (2) and (3) are
useful intermediates for preparing the acridine
derivatives of the formula (1) according to the
10 invention.
The solvents and auxiliaries to be used, if
appropriate, and the reaction parameters to be used,
such as reaction temperature and reaction time, are
15 known to the person skilled in the art owing to his
expert knowledge.
The acridine derivatives of the formula (1) according
to the invention are suitable as medicaments, in
20 particular as antitumor agents, for treating mammals,
in particular man, but also domestic animals such as
horses, cattle, dogs, cats, hares, sheep, poultry and
the like.
25 According to a further aspect of the invention, a

method for controlling tumors in mammals,

in particula

r



15 According to a further aspect of the invention, nedicanents for the
treatnment of tunors are provided which are characterized in that they
conprise, as active ingredient, at |east one acridine derivative 20
according to any of Clains 1 to 4 or a pharmaceutically acceptable salt
thereof, if appropriate together with customary pharmaceutically

accept abI e amahl,i ars eprovaddid i wascandisaratieares-t ebhiessi can behsol igh

sem solid, ?de MHe a%E%ﬁEn@r eRAL At d ONSe %lfl tﬁﬂ%leeff%lrdugu% epar at i ons

are, for exanple, capsule powder s,  granul €s, e enisolid
prepar at i onsaéménlS’F@Fe@x‘aﬁpﬁema@mtlrrém SN Gmsae, egfeﬂ@tlp@tfssr the

suspensi ons, tQéJatfn@nWato%r and wal®r-.i ik | t8BrLEEARScal? 'téﬂﬂﬂé&%é i d

preparations_are, for exanple, sterile 30 aqueols preparations
parenteral adfFRi sPiEat EBR  @RrdRiace @%tlaﬁltév\ﬁltﬁqqﬁ?é’d}lnébdt@f ttﬁi@

patient. Thelnwﬁeibﬂn ins edeidd | WL Rt €@ 14D nBéea@ﬁtlﬁ'llsth‘edt h?ofexarfp' e
res rlcted to the 35 exa

bel th Exa

1e(gw5 gmet?ﬁ%?yg f“fn BEPEOASHiTRASY (134! )t{?%r Beﬁylr)epf"ﬁ*élr eY—i“iene 24 8
g (35.84 mmotlaogé acfti dilee- Bncashexyl theacage weirel ﬁh@r gedxt ﬁOfBOQ;Hg I of DWF
ith stirrin : 5 f hyl mor in t he ol ution
of 24, 24 g PABEBChmshs °ErBR, Bt by PR e A e 0 o

pyrrol i dihopkbspHorfammerdxaf Adoiophosphars) ard 7age golitacuwmall 1(35. 81
mol ) of 1- (§e§tgw§t hoxmlg%g),ill%,h Pi pesAzi ngxéﬂp% m sq;bl%u\gqu\%éadded

successively t the m xture w further stirring. The m xture
stirred at rB%ﬁ??E%%}éYure Fof 12%RLe t et anerusd Wi st ilnta@ -of f

under reducegupeessdle, anttirbderasildye oM&nEHéVEh@dng) a %df?l%lQ%l col um
(Ki esel gel rom .Merck, AG Darnstadt) using the no [e phase

GRenT or oot ot e hETRARERS THEE 5 ol vy,

15
According to a further aspect "'of the invention,
medicaments for the treatment of tumors are provided
which are characterized in that they comprise, as
active ingredient, at least one acridine derivative
20 according to any of Claims 1 to 4 or a pharmaceutically
acceptable salt thereof, if appropriate together with
customary pharmaceutically acceptable auxiliaries,
additives and carriers. These can be solid, semisolid,
liquid or aerosol preparations. Suitable solid
25 preparations are, for example, capsules, powders,
granules, tablets. Suitable semisolid preparations are,
for example, ointments, creams, gels, pastes,
suspensions, oil-in-water and water-in-oil emulsions.
Suitable liquid preparations are, for example, sterile
30 aqueous ©preparations for parenteral administration
which are isotonic with the blood of the patient.

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

Working Example

1-(3,5-Dimethoxyphenyl)-4-(9-acridinyl-
(D-43411) carbonyl)piperazine



15 Yield: 12.9 (84.2%of theory) mp. : 172-175C 1. Antiproliferative

action in various tunor cell lines 20 In a proliferation test, the

antiproliferative activity of the substance D 43411 was exam ned using

established tunmor cell lines. In the tggt used, the cellular

"dehydr ogenation activity is determ ned, which makes it 25 possible to

determine the \tadbist.p4of mhbe) cedi ardidinedioreairbyxytile cgklgcquie

Il lines u t n ceryi.cal rci nama cel.l lines / HeLa
fiTCC/ CCL17) ?ﬁgﬁgéﬁur .Q%e %h%lgyt gL e&%@gm‘&l‘ﬁlzlégl&’ﬁé@-c&--ﬁg)ﬁ{
human br east (adedécamnel hord IN-metdy IMCEPHATLOE HRB2) andolhe ievaryf
adenocarci noyR_4h n§ Cﬁggr)gsﬁ O HIB7 R —B-BESe(.l@rb%nezfsc%tonl]laﬁog%qat%gl-l

whi ch are very wel erized and re obtaine

The
t he

i nes

cul tured.> 35PYRECHESUNERNRFRARNE v Taiexat lderowhosahatieie &nghl: d6pat ent
antiproliferataygnartioniefgb 48411 i noiehe el ('3,5|—'d1%t§%%eﬁéﬂ])2-10 and

HeLa/ KB. OmM nhg to the Earticularlg sl ow growt h_of the MCF
effect 25 5 %gpﬁ‘ﬁé%}ﬁ A e Ttles? :
i nhibition ath&. Mfixggirg ; wills sugteerasse3ribhg. Tathe 1 diktMirdtd Owas

cytotoxicity_j cell line val ues_determned from5 substance
y s£?régavé§s§&qQIief??éﬁ?ﬁ?? Epr aznhours, the DMF was

concentrations _
St r uct ul@vs1@yst Blied OkBiHaad4Y 1 redviced pressure and the residue

D‘434110109&%§§Qp999§f&d09935059993539é§ coQan Y%i%selgel 60, from
Merck AG, Darmstadt) using the mobile phase
dichloromethane/methanol/ (95:5 v/v).

15 vYield: 12.9 (84.2% of theory)
m.p.: 172-175°

1. Antiproliferative action in various tumor cell
lines
20
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
dehydrogenation activity is determined, which makes it
25 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 1leukaemia 11210
(ATCC CCL-219), the human breast adenocarcinoma line

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

35 The results shown in Tab. 1 demonstrate the highly
potent antiproliferative action of D-43411 in the cell
lines SKOV-3, L-1210 and HelLa/KB. Owing to the
particularly slow growth of the MCF7 line, the effect

t he
pBMF o 3e arded ssuaFgsshuply 8%



1-4 2. Method 10 XTT Test for cellular dehydrogenase activity The
adherently growing tunor cell lines HeLa/KB, SKOV-3 and MCF7 and the L1210
| eukaem a |ine, which grows in suspension, were cultivated under standard
conditions 15 in an incubator with gasjgnlet at 37C, 5% CO2 and 95%

‘at nospheric hunmidity. On Test Day 1, the adherent cells are detached using
trypsi ne/ EDI¥¥ aDd4BetL[LetJﬂﬂ bye G:@sttrlﬁ@;gmcﬂoaf e gelils pehl @t sky1then

resuspended RP ture t, the ropri.at ceII c nt and 20
transferred {1"!3% Hgl‘lb lonc?‘tn%dt#én%/ﬁ]y %p#) té’sde cul tivated

overnight in the |ncubat or W|th gas inlet. The test substances are made up

as stock s i oS 4 Tg% I d w culture

medi umto tﬁfeé%feg]re concent At ] Ons Q%é Od% a(%%:lgls lllr{}e{]sne culture

medi um aPe then addealie@he cgtermined ncubét@rd in bhe i sobbatorewi th gas
inlet for 45 h. CeldshddHiGhsthawgs)not been treated with test substance
serve as control. 26 For the XTIT assay, 1 ng/m of XTT (sodium3'-[1--
(phenyl am nocarbonyl )} -3 4-tetrazolipm-his(4-net hoxy-6-
nitro)benzgnesul fdgnic acid) is dissplved in RAM - k644, I@Q}é‘/ﬁhw t hoyt
Phenol Red.[ _Additijopal a 0. 383 np/ i [o_sol_utjon_of PNvS
( N- et hyl di|benzopyr ?%“?‘ret hyl  sul Y%t ¢ F¥¥¥3ph 8t e BBHERGATEAI ifne
(PBS) is preposred. On Test Day 4, /5 | jwell of| the XT]-PM5S 1ixture are

pi petted on cell plates, aynic n ave heen|incubaifed W 1h the
t est substetr%%é%mcr 45 h. 10 fo thi 54%1,<8¥Y?989xﬁ0-§§%t iBrP90s [ Pxkd |wi th
the PM5 sqlution|in a rati Of 50: 0 (vAv) shortly before usel The|cell

pl ates are [t hen incubat e(;INN -Pacubator wth gas inplet fon a fufqther 3
h, and the |optical is|determined in éﬁ phot ornret er .

2. Method

10 XTT Test for cellular 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
15 in an incubator with gas inlet at 37°C, 5% CO, and 95%
atmospheric humidity. On Test Day 1, the adherent cells
are detached wusing trypsine/EDTA and pelleted by
centrifugation. The cell pellet is then resuspended in
RPMI culture medium at the appropriate cell count and
20 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
25 substances in the culture medium are then added to the
cells and incubated in the incubator with gas inlet for
45 h. Cells which have not been treated with test

substance serve as control.



15 Using the OD490nm obtai ned, the inhibition in percent relative to the
control is calculated. The antiproliferative activity is estinmated using
regression analysis. 20 Exanple | Tablet containing 50 ng of active
compound Conposition: (1) Active conpognd 50.0 ng 25 (2) Lactose 98.0 ny
(3) Maize starch 50.0 ng (4) Polyvinylpyrrolidone 15.0 ng (5) Magnesi um
stearate 2. 0Fnyg ot¢alXTR1m<Eaywy 3Q an@paxrlatbﬁn:x'rffl)cs&c%)unanda (3)1-are

I xed d t . Of ri ed granul es
e adm xeq PRy PEnthhiafBondfiBe e BRLERERT G Sl s dGpthe R Bl e
cont ai ni ng 501kyovPeRgengsuLtbapbandci@nposi tdissolvied Acnl \I@Nwmﬁcﬂmd 50.0

My 27 (2) MahaeishaheRhodti ethe?®10 REh. (ﬁadféféﬁéﬁyomgeb %?i mi(4)
Nhgne5|un1stearate 2.0 Total : 160. 5 Preparat|on IS ground

with (3).°> ThPSlgroehd nBferi &MSi s a{aldék?thmlfiﬁb@m@@w@za:m ngﬂtecﬂmie
mxture of (2)1sade(4). 1nTh|§hWe%1¥ﬁﬂ=§ﬁeds S gheapsyas)fi | Ling
machine, 10 fi1led fntq.hapd gelaling capsules size 3¢ VR 92538 %
mixture are pipetted onto the cell plates, which by now
have been incubated with the test substances for 45 h.
10 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 (OD4gonm) is determined in a photometer.

15
Using the ODgyonm obtained, the inhibition in percent
relative to the control is calculated. The
antiproliferative activity is estimated using
regression analysis.

20
Example I
Tablet containing 50 mg of active compound
Composition:
(1) Active compound 50.0 mg

25 (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

30
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.

35

Example II
Capsule containing 50 mg of active compound
Composition:

(1) Active compound 50.0 mg



Patent Clainms 1. PCT/EPO1/ 08263 Acridine derivatives according to the
formula 1 Nj H2~x~Ra P (CH2)m Q 5 in which fornula 1 10 R, Rl, R2, R3 can
be attached to any of the acridine carbon atonms Cl to C9, are identical or
di fferent and i ndependently of one anothwer denote hydrogen, straight-chain
“or branched (C1-C8) -alkyl, (C3-C7) -cycloal kyl, straight 15 chain or
branched (C14Z:8) -Ma kze cardoely) ,drpe@f er ai8l.y0 agetyl, straight-chain or
branched en, aryI C al koxy, preferably

benzyl oxy or ﬁ8 %gﬁé‘%{o&mgm tro, am (r(l)ojo %)no- (C1-A)-al kyl am no, di 20
(Cl-C4) -al kﬁbmwn?@uwte@i«wWar Bofymg ami no, (Cl-C8)

- al koxycar borytam no- (Cl-C8) - al kyl, qyane, msgtral ght-chai n or branched
cyano- g,l C6) -al kyl, carboxyl, (Cl- C8) -al koxy- carbonyl, (Cl-C4)-alkyl
whi ch i s”substituted 25 by one or nore fluorine atons, preferably t he
trifluor orretH’nyépa;]n‘atmi:r;ncar boxy- (C-C8) -alkyl or (Cl C8) -aI koxycar bonyl -

(C1-C6) -alky], ny erab ally - al kynyl,
preferably eﬁh)yny g¥ o %‘8‘@{?&% t%)o &Lé?gl‘ﬁgé‘ﬁgﬂ ﬁ“"’lfre%lraénch%dadded

cyano- ( Cl- C8yit29 51¢6rmﬁsalr¢qpt:,ng)r ebertid yméyaneeetdy! (2ar ydnd whese the
aryl radi calpyfy BE,H0SURSILLIECE O ofPL0 Yo AR VL Pfirag“}nsgh%e' denti cal

10 filled into hard gelatine capsules size 3.



different substituents fromthe group consisting of hal ogen,

strai ght-chain or branched (Cl1-C8) -al kyl, (C3-C7) -cycloal kyl, carboxyl,
straight-chain or branched (C -C8)- al koxycarbonyl, preferably tert-

but oxycar bonyd, obyos1dd! uoronet hyl, hydroxyl, stra|ghgcgpgbolpbspggnched
(C1-C8)-al koxy, preferably nethoxy or gefhoxy, benzyloxy, nitro, am no,
nono- (Cl-C4) -al kylam no, di- (Cl- C4)<3al kyl am no, cyano, straight-chain
or branched Eim&0) -alkyl, Z is oxygen or sulfur, where the

radi cal szﬁgE?HE Ré P CH2) m 20 substltuted on the acrldlne het er ocycl e
may be attached to C atonms C1-C9 of the acridine ring skeleton; P, Q

i ndependent | y  of Q@?l&ﬂﬂéh@éri@&f%@é“a@éé’ﬂ@f‘n rR%Z't:’hv\%nfg?r& 15£38€ two

hydr ogen atons (i. 2-); I's nitrogen or ere represents
hydrogen or (Cl- C6) aIkyI, 30 n, mindependently of one another denotes an
i nteger between 0-3, wth the proviso t hat |n t he cas§ = 0, X denotes a
CR5R6 group where RS and R6 independently of er represent

hydrogen or (Cl-C6)-al kyl and that  he ni Nogen a n1adjacent Q 30 to the
C=Z group is substituted by a hydro om or a (|G- C6) -al kyl group; R4

[l acuna] a straight-chain or branched (Cl- L\BI radi cal which may
be saturated or un saturated, wth ofe t and/or triple

bonds, and which may be unsubst i t ut&d of may

formula 1

in which

10 R, Ri, Rz, R3s can be attached to any of the acridine
carbon atoms C; to Cy, are identical or
different and independently of one another
denote hydrogen, straight-chain or branched
(C1-Cg) ~alkyl, (C3-C7) -cycloalkyl, straight-

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

nitro, amino, mono- (C1-C4) ~alkylamino, di-
20 (C1-C4) -alkylamino, (C1-Cg) —alkoxycarbonyl-
amino, (C1-Cq) —~alkoxycarbonylamino- (C;-Cg) -
alkyl, cyano, straight-chain or Dbranched

cyano- (C1-Cg) —alkyl, carboxyl, (C;-Cg)-alkoxy-
carbonyl, (C;-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;-C¢) -alkyl,
(Cy-Cg) —alkenyl, preferably allyl, (Co—-Cg) -
alkynyl, preferably ethynyl or propargyl,
30 straight-chain or branched cyano- (C,-Cg) -



optionally be substituted at the sane or different C atons by one, two or
nore aryl, heteroaryl, 10 hal ogen, cyano, (Cl-C6)-al koxycarbonyl am no,
(C1-C6) - al koxy, am no, nono-(Cl-C4)-al kylamno or di- (Cl-C4) -alkylam no;
a (C6-Cl4) -aryl radical, (C6- Cl19) -aryd- (Cl-C4) -alkyl radical or a
(C2-C10) - heteroaryl or (C2-Co0) -heteroaryl- (Cl-C4) -alkyl 15 radical
whi ch cont ai ns one or a*bkglhetpraﬂenaﬂslysed:mﬁ@detfm}@m t hervar oupw}mrgsi sting

of N, 0 and S, where ) i C ituted or
nono- [l acuna] pol ysubs{]l tu%%g raﬂdé(gjfl cﬁ% O?bedl f srug?ﬁt%t}bq:s c%tt?é"nt s from
t he group 20 consi sti ngorée- (OQr%POéVEybsthah(ggén &dyd odentiOpl and where
the (C0-Cl4) -aryl or &C2rClBc-hebgpops thentadi calofiRy hgdunsupsyjguted or

nono- or poly- substituted b}:' identical or different substitue Y romthe
group comsisting of stFERFhEEERGi nO6r 2P IRERhedstERiEBF-CRREDI, QIT3- CT7)

-cycl oal kyl, hal ogen, bexyasRed ( le@a)c-aengQkyqar bongl am)nQyc1Eh: ‘k%@ al koxy,
car boxyl , (Cl C8) - al kox -chain ar branched ( C6) al kyl

car bogyl str’@l
which is substituted 5’% RhFaiPRkoF ﬁénato&rrsbr%@crb‘?%fé atft
trifluoromethyl, hydroxykoxgtasboiyt, chai n orprufasiedisid, ( Cl- C8) t@lrlgoxy,
preferably net hoxy or X re adj acent .ox al.so be
|inked by (Cl-C2) -al kbﬁ%g}g ég("?‘%%\%? £, ggf gré%ll %@ tﬁEﬁhyﬁnﬁé & dup,
benzyl oy, nitro, 35 aﬁtmlgmwa(ml ©4) -Iartdqdlaerd no, Cﬂ'ICQ (ﬁlkGék)y -al kyl -

am no, aryl, which for FdBePabiy MR oxUNSYlSti Lt e
pol ysubstltut ed by entlcce:al o¥ di Ff e?”e{gt subst%tue S f;ﬂ%%% 51’0

consi sting of strai ghtnk%‘?n B8FiBP anBRBA - (€1=@8)- a3 kvdiamino,, (@3 Gy
-cycl oal kyl, carboxyl, C@t—ra’:!ll]@htanﬁhm N @yaicanched reCHhE8-halikoxy gar bonyl,

by trifluoro- nethyl, dr stral t - chai branched (Cl Cg)-al koxy,
preferably methoxy or % %‘/gcli 9@1 &he alikyl,
15

Z is oxygen or sulfur, where the radical
CH.)n R
(R,
7 N X

e (CH,jm \Q

20 substituted on the acridine heterocycle may
be attached to C atoms C;-Cg of the acridine

ring skeleton;

P,Q independently of one another represent oxygen or
25 in each case two hydrogen atoms (i.e. -CHj-);

X is nitrogen or C-Rs, where Rs represents hydrogen
or (Ci1-Ce¢)-alkyl;

30 n,m independently of one another denotes an integer
between 0-3, with the proviso that in the case n =
0, X denotes a CRsRg group where Rs; and Rg
independently of one another represent hydrogen or
(C1-Cs) —alkyl and that the nitrogen atom adjacent



50xy, nitro, am no, nono-(Cl-C4)-al kylam no, di- (Cl-C4)-al kyl am no, cyano,
strai ght-chain or Obranched cyano- (Cl-C6) -al kyl; and their structural

i soners and stereoisoners, in particular tautomers, diastereoners and
enantioners, and their pharmaceutical |l yzgcceptable 2.salts, in particular
acid addition salts. Acridine derivatives of the fornula 1 according to

150 ai m 1, character thedcka blﬁ@hpR,is%ub@&itﬁ%edxbyz’ah%ydr?og’érﬁ%bdﬂ ha\éed
t he neani ngs given_in alm 1 and R4 denotes a straight-chain or branche
(C1l- C20) - 20al kyl °F afi ggl b%i%ﬂ(ﬁayglb%u%'atur ated or unsaturated, with one
to three double and/or triple bonds, and which may be unsubstituted or

tionally sgbsti t he : di ent. C, one, ~two or nore
gfy:? het)e/rog?yl ,r[%ﬁg?ggen? (%W%I i%%(%ﬁ géﬁ no&%l%%) (Cfrlﬁcg?%o
al kyl ami o or di - 2EtvEs) rafkgpani wbich pHelyl bei ngasuratesbhtoryl uring, each

of \g{ni‘?h may bebug{a‘ubgai;éa]g e@i@?hf&@'t&rthﬁ)ﬁéé('?égﬁwgﬁh-&l{ci‘ﬁoﬁdh%?ﬁiﬂhl%emi cal
or different substituents fromthe group consisting of straight-chain or
branched (Cl-Cg)-2PR§F: (BWACHRLIH cITRY KPS HEIBHSEL e, QCLres) -

35al koxycar bonyl asbtdendCly (6 sabkexyutedr Bexyhe GieCy Qii@@k@id ! tbonyl ,
straight-chain or_.branched,(Cl-C6) -alkyl which is supstitute one or
more fluorine atofs,> BFat eFabl §7Ct ri YW UorPEmePRYF, ?‘E’ﬁbx%?teﬁ"t&%’&ht-chai n
or brardhed (Cl-Itg}egtkoxy, pwveherably (GEi-HUEyadrk o3& cetrtivmny,l didmay,| oxy,
nitro, am no, nbn C i yl am 4 di - (C1-CA) ~al kyl.am no, aryl, which
for its part may ggi%gﬁ%;tuﬁ?i éda%}rllr}?rroo’no%nogl% ‘% g:/‘g)ub%]t@rﬂu Hgl cby)()lfdenti cal
or different 5 suBst{futhtsaflkgdpmaacgr gup ofisi)stamyg ofadical, (Cg-

Ciq) —aryl-(C;-Cy)-alkyl radical or a {C2-Cyp) -
heteroaryl or (C2-Cy0) -heteroaryl- (Ci;-C4) -alkyl
15 radical .which contains one or more heteroatoms
selected from the group consisting of N, O and S,
where the (C1-Cy) -alkyl radical may be
unsubstituted or mono- [lacuna] polysubstituted by
identical or different substituents from the group
20 consisting of (C;-C¢)-alkyl, halogen and oxo (=0)
and where the (C¢-Ciy)-aryl or (C,-Cip)-heterocaryl
radical may be unsubstituted or mono- or poly-
substituted by identical or different substituents

from the group consisting of straight-chain or

25 branched (C1-Cg)-alkyl, (C3~C7) -cycloalkyl,
halogen, cyano, (Cl-C6)-alkoxycarbonylamino,
(C1-C6) ~alkoxy, carboxyl, (C1-Cs) —alkoxycarbonyl,

straight-chain or branched (C;-C¢)-alkyl which is
substituted by one or more fluorine atoms,
30 preferably trifluoromethyl, hydroxyl, straight-
chain or branched {C1-Cg) —alkoxy, preferably
methoxy or ethoxy, where adjacent oxygen atoms may
also be linked by (C1-C3) —alkylene groups,
preferably by a methylene group, benzyloxy, nitro,

35 amino, mono- (C1-Cy) —alkylamino, di- (C1-C4)-alkyl-
amino, aryl, which for its part may be
unsubstituted or mono- or polysubstituted by

identical or different substituents from the group

consisting of straight-chain or branched (C;-Cg)-



straight-chain or branched (C1-C8)-al kyl, (C3-C7)-cycloal kyl, carboxyl,
straight-chain or branched (Cl-C8)-al koxycarbonyl, by trifluoro- nethyl,
hydroxyl, straight-chain or branched 10 (Cl-C8)-al koxy, preferably nethoxy
or ethoxy, benzyloxy, nitro, amno, nofip- (Cl-C4)- al kyl am no,

-(Cl-C4)-al kyl am no, cyano, straight-chain or branched
cyano- (Cl C6) - al kglkyl5 aCQ-C7| 4-C,ycﬂ-oadjky& p)d’ainﬁdﬁyﬂl_%]l,l g%flalgist.ctlrhfan al I
5- or rimdin ( re the a radi ca
may be E%SUbStI télt:e q(])‘_:}n(;;}rﬂ}nen(g- l‘Eféfaceané{"] SRy SRS ut e B iR al or
di fferent substituehbglf r dmdriesyl0 m@cmlmmm:,mgomf Hr@haB@d atdyd |,

o g, 0,0 Sl hepZagetony, BN iRty ! aliogh o oo

unsubstituted or nopno- trisubstitu
substituents fronP¥¥e g?bﬁﬁoconéiné{li)ng @PHQS(ﬁy’cﬁdg@de(l@lfu@@)l-ald@yl

hal ogen, nitro, amllnlc(m) aumg—la(nlgho%) - 400 th n(gagc%glgc%ﬁg@l alglgryl th' no,
hydr oxyl, (Cl-C6)-a enz a xyl , - - al koxycar bonyl ,
()Clll- CG?-aI (koxycaa]%onyﬁ%ggrﬁbﬁ%n% ?%’Clcgﬁ REVﬁy?I whi ch is nono- or 30
pol ysubstituted by fluorine, preferably tri quororrethyI ((jCG Cl|0) -g_rylI

d Cl-C6) -alk 1 - r.i dazi nyl .radica
or 3-( 35 21- : -éﬁl‘d é p“? gg%%fﬂ?%ﬁ&&w F’kf}‘i“dr E&FE%%”S\RHSFE 't B
(C1- C4)J{9| kyl radPQ:Jé‘Fl% ahe unmAIINens.ed or dimser|daeusa] and

I b d I d fr h rou
Egngfgt?;btg;e(CHQ%%hfgizgﬁg hgﬁ%gE%Eg%eg§g§ﬁgﬁgkkgggﬁ§g a%%% tgb&%

6-pyridazi nyl ra%ftt W%Wl%‘i&%oa@lm Sfﬂotstrl substit ut ed by
identical or different

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

1 and

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

20 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, heteroaryl,

25 halogen, (Cl-C6)-alkoxy, amino, mono-(Ci-C4)-
alkylamino or di-(C;-C4)-alkylamino;

a phenyl ring or a naphthyl ring, each of which
may be unsubstituted or mono- or poly-
30 substituted by identical or different
substituents from the group consisting of
straight-chain or branched (C1-Cg) -alkyl,
(C3-Cy}) -cycloalkyl, halogen, cyano, (C1-Cg) -
alkoxycarbonylamino, (C1-C¢) —alkoxy, carboxyl,
35 (C1-Cg) ~alkoxycarbonyl, straight-chain or
branched (C;:-Cs)-alkyl which is substituted by
one or more fluorine atoms, preferably
trifluoromethyl, hydroxyl, straight-chain or
branched (C;-Cg)-alkoxy, preferably methoxy or



substituents fromthe group consisting of 5 hydrogen, (Cl-C6)-alkyl, _

hal ogen, nitro, am no, nono- (Cl-C6) -al kylam no, di- (Cl-C6) -alkylam no,
hydroxyl, (Cl-C6)-al koxy, benzyloxy, carboxyl, (Cl-C6) -al koxycarbonyl,
(C1-C6) -al koxycarbonyl- amno or (Cl-Cg)-al kyl which is nono- or 10

pol ysubstituted by fluorine, preferably trifluoronethyl, (C6-ClO-aryl and
(C6-Cl10) -aryl- (Cl-€&thoxnl kHenzyldxy ,3- nlBroor d&mimye Az meyib-ragdical- or 2-,

3-, 15 5- 6- C4) 1 al kyl di where 20 t ) - al kyI
radi cal rrayolroe uﬁgtrjgé%ilg‘tyi?&% dl gé/ ch%%g 1a18f‘y80bs‘?’f¥ﬁ‘t e((i"?blf(%14
identidal or differ&ar §G§smatﬁrerm%3/fb@mlmﬁelhga‘taupltecd)nsrsmpng ~ofor
(C1-C6) - al kyl, hal OggﬁlﬁgﬁleKPtuﬁe@) %ﬁ}j ”i@eat%cgl Sgr OF 55 ﬂ?raeﬂ !

radi cal _may be uns stltute or nopno- ‘to trisubstituted cal or

di fferent substituenfePFrbReRES gfEOF cdlE stIFeMDf ﬁ?ﬁﬁégéhng of
(c1 C6) - al kyl , hal ogeml@hﬂ@haﬂm N0 orMNGAdFcKE - al kil afd)neg1x27 |

-(C1-C6) - al kyI am n 1- C6) - al.kox benz ony car boxyl ,
(Cl C6) - al koxycar bon(()cl':3 ?nyé? ggw&Xy%@%am ﬁ5r6 ORETCRBID a10RY |
whi ch is nono- or polbyamld:isecﬂtu(t(thby alh@xy@&rbowl?f erhggl )tﬂlgllﬁ_ﬂoli@r onet hyI
(C6-C10) -aryl and C 5 a
7-, or 8-cinnolinyl dﬁca1 ]Tg)drsﬁy}’i séqrq?ht ayltﬁ' FESH Hﬁ@
(Cl-c4) 19 al kyl radi &:%ul Cashhal kokke (mewalalkylmetdmml ormaysthexy,

unsubstituted or mongentyBexpal pakysybsti tLgnﬁq](%)y i deptl |ffer ent
substituents fromthe r%up consi sti ng of | k Ilq ﬁal o e and 0X0

(=0) and the 3-, 4-,2lkylaginoy — ,dig( @nni(%dmér{g}wlraa:@lrm may Clyang4
stralght chaln or branched cyano-(C;-C¢)-alkyl;

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

20 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

25 hydrogen, (C;-Cgs)-alkyl, halogen, nitro, amino,
mono- (C1-C¢) —alkylamino, di- (C1-Cg) -alkylamino,
hydroxyl, (C;1-Cs)-alkoxy, benzyloxy, carboxyl,
(C1-Cg) —alkoxycarbonyl, (C1~Cs) —alkoxycarbonyl-
amino or (C1-C¢) -alkyl which is mono- or

30 polysubstituted by fluorine, preferably tri-
fluoromethyl, (Ce-Cio) ~aryl and (Cg-Cyo)-aryl-
(C1-Cg) —alkyl;

a 3-, 4-, 5- or 6-pyridazinyl radical or 3-,

35 4-, 5- or 6-pyridazinyl-(C;-C4)-alkyl radical,
where the (C1-Cy) —alkyl radical may be
unsubstituted or mono- [lacunal polysubstituted

by identical or different substituents from the
group consisting of (C;-C¢)-alkyl, halogen and



unsubstituted or nono- to pentasubstituted by identical or different
substituents fromthe group consisting of hydrogen, (Cl-C6)-alkyl,

hal ogen, nitro, am no, nono- (Cl-C6)-alkylamno, 5 di-(Cl-C6)-al kyl am no,
hydr oxyl, (Cl-C6)-al koxy, benzyloxy, cagboxyl, (Cl-C6)-al koxycarbonyl,
(C1-C6) -al koxycarbonyl ami no or (Cl-C6) -alkyl which is nono- or

pol ysubstituted by foxori(F®) puéf eh@bliy—xrizl -, Iyoreﬁetdl)ﬁyrlc(a@’i—r@]m) -aryl

d 10 (C6-Cl10 Lkyl ;
g?qui nazf)linyl 2ad?(r:g alé‘% by abé@ Tsi tm%t%dqu?ﬁaz&f’?‘ﬁw C1- c4)
-al kyl radical, \/\her’érlﬁ‘ebﬂ:lt‘@ﬂ?d alllaoyl 153 ersicti avel meyr be dirffighsdnitt ut ed or
mono- [lacuna] pol y&@&i&ﬁéﬁ@sbyfk%n“&?é CGg? &}.;}( ESE i s8YRSLI ¢ lfe”ts

fromthe group consi stl ng \C/ (Cl ogen and ‘oxo (=0)
and the or [sic] 2-,hyd rogen 64 17C6 kg 8- %lm%hnytrpadlaﬁalnormy be

unsubstituted or rm;n@nol oc]pejgl)agmhgubingh@d bydhdgﬁp@ea;l aqmylgmlfn%r ent
substituents fromth%group co‘%%lés n% of hydro (C1-C6) - IkyI

hal ogen, nitro ; RO A i ﬂf LR 25PNt kyI ami no,
hydr oxyl, (Cl-C86) - al k&xxGs) beﬁnkoxybax;apnyar boxyt;- c(scLa@&be@AclaQbmgﬂbonyl

Cl- C6) -al koxycar m or kyI IS Nono- or

E)ol ysubstituted by fﬁ%llru?ne89 prec%l g@‘lkﬁ uoromajtsnylmon?CG €fo) -aryl
and 30 10Ce- C10) -armlwmsmf;ut%mkyl bxa 2- flaxorfna 6- p?e,fecrlably

8- I I di SEshad or ui,n i nyl -
(cgUIc;?L?X?a: kYl ad coitlndty thhy?I( cﬁ%ﬁ)cslf’él ry(l andP el Aty %3@%

unsubstituted or rTDanl—[q6éCBI1]5¥ 35 pol ysubsti tut ed by |dent| daI or
different substituents fromthe group con3| sti ng of (C1- CG) al kyl ,
hal ogen and oxo (=0) a.gd t@e O _ [OSI cé

8- qui noxal i nyl fa21nyl raé&cal or 2— 3-,
15

5- or 6-pyrazinyl- (C;-C4)-alkyl radical, where
the (C1-C4)-alkyl radical may be unsubstituted
or mono- [lacunal] polysubstituted by identidal
or different substituents from the group
consisting of (C;-C¢)-alkyl, halogen and oxo
20 (=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—C6)—alkyl,
halogen, nitro, amino, mono-(C;-Cs)-alkylamino,
25 di-(C1-Cs) -alkylamino, hydroxyl, (C:-Cs)-alkoxy,
benzyloxy, carboxyl, (C1-Cg) —alkoxycarbonyl,
(C1-Cg) —alkoxycarbonylamino or (C1-C¢) -alkyl
which is mono- or polysubstituted by fluorine,
preferably trifluoromethyl, (Cs-Ci0) —aryl and
30 (Cg-C10) —aryl-(C1-C¢) —alkyl;

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 (C;-C4)-alkyl radical
35 may be unsubstituted or mono- [lacuna]
polysubstituted Dby identidal or different
substituents from the group consisting of (C;-
Ce¢) -alkyl, halogen and oxo (=0) and the 3-, 4-,
5-, 6-, 7-, or 8-cinnolinyl radical may be



rradi cal may be unsubstituted or nono- to 35 pentasubstituted by identical
or different substituents fromthe group consisting of hydrogen,
(C1-Co6)-al kyl, hal ogen, nitro, am no, nono- (Cl-C6) -alkylam no, di-
(C1-C6) -alkylam no, 5 hydroxyl, (Cl-C8¢al koxy, benzyloxy, carboxyl, 10
(C1-C6) -al koxycarbonyl, (Cl1-C6) -al koxycarbonyl- amino or (Cl-C6)-alkyl
whi ch is nono- or p@hgshssituwéddxy hboori ey péﬁtegabbyitutfi Iby
trifluoronethyl, yI ) -a 1-C6 al kyl
4-, 5-, 6-, 7-, or 8- %R% ?%%I ny élg(%arlgﬁ% s EgLﬁtglegts hc?r
8- pht hal azi nyl - (Cl1- @?uﬁl kg@nsaatmg aher laYdheg(an‘,l C4§Jz€¢d¢y4a11<5r1r adl caI
may be unsubstitute 0- pfikagun ly ti kut

y dh@Iog?@.g nlikaeUnalni ROl YaUASL s cﬁglféﬁgg‘i%%

di fferent. substi tuent S m the group consi sti ng
hal ogen and oxo (=0)dhnéCt1ts) oRlkydpaEne. lwdrca:yl,a (C7=Gs) olalkoxy,

8- pht hal azi nyl 20 raﬂéﬁﬂylﬁﬁy be @ﬂﬁb@ﬁ&lIUtEQCPICJﬂﬂ%Ik carbonyl,

pent asubsti tuted by r differe substltuents romthe roup
consi sting of hydrok‘qééj,']n%t &&fygla’k’ PFYEQT"EJBBn f% ro, (GG, -2 irydo

(C1- CB) - al kyl ami no, \dnlcélCll@G)noabkylazrﬁpmlnyﬂoéwﬂt@wcﬂ b{szllikS@h@lekgxy, -
benzyl oxy, carboxyl, ) al koxycar_bony
am ng ory(Cl C6) - ;I kp€gfvé1gilzuf? %&%gﬁf&&ﬁ& %shbs fﬁléb ?I u8ffne,
preferaBOy tri f ofet ALY X-08°1cL8) aékyll and (CG C10) -aryI (C1- Co)
-al kyl; a 2-, 3-, 4-, 5-, 6-, 7- or 8-quinolyl radical or 2-, 3-, 4-, 5-
6-, 7 or 8- qU| nolyl - (C1-C4) - _al kg radi cal, where the (Cl- C4) al kyl
radi cal 35 may be ur%t?os’tl?ut et or ®froné- foPrpél'sllllnaZC)llnyl radical

or 2-, 4-, 5-, 6-, 7-, or 8- -quinazolinyl- (C;-
Cy) -alkyl radical, where the (C1-C4) -—alkyl
15 radical may be unsubstituted or mono- [lacuna]

polysubstituted by identidal or different
substituents from the group consisting of

hydrogen, (C;-C¢)-alkyl, halogen and oxo (=0)

and the or [sic] 2-, 4-, 5-, 6-, 7-, or
20 8-quinazolinyl radical may be unsubstituted or
mono- to pentasubstituted by identical or
different substituents from the group

consisting of hydrogen, (C;-C¢)-alkyl, halogen,

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

25 Ce¢) —alkylamino, hydroxyl, (C;-Cg¢)-alkoxy, benz-
vloxy, carboxyl, (C1-C¢) ~alkoxycarbonyl, (Cy-
C¢) —alkoxycarbonylamino oxr (C;-Cg¢)-alkyl which
is mono- or polysubstituted by fluorine,
preferably trifluoromethyl, (C6-Ci0)-~aryl and
30 (Cs-C10) ~aryl-(C;-Cg) -alkyl;

a 2-, 3-, 5-, 6-, 7-, or 8-quinoxalinyl radical
(lacunal] 2-, 3-, 5-, 6-, 7-, or 8-quinoxalinyl-
(C1-C4) -alkyl radical, where the (C;-C4)-alkyl
radical may be unsubstituted or mono- [lacuna]
35 polysubstituted by identidal or different
substituents from the group consisting of
(C1-Cg) -alkyl, halogen and oxo (=0) and the or
(sic] 2-, 3-, 5-, 6-, 7-, or 8-quinoxalinyl

radical may be unsubstituted or mono- to



substituted by identidal or different substituents fromthe group
consisting of (Cl-C6) -alkyl, halogen and oxo (=0) and the 2-, 3-, 4-,
5-, 6-, 7- or 8-quinolyl radical may be 36 unsubstituted or nono- to
hexasubstltut ed by identical or differgnt substituents fromthe group
‘consi sting of hydrogen, (Cl-CB)-alkyl, preferably nethyl, particul arly
preferabl y 5 2-met hypenthasageni tutéedo, bam rm?ei-(mrm]gCloEF) -dﬁlflé)z!:legm no,

i -(Cl-C6)-al kyl am n [0)'¢ enzyl oxy, _car

(Cl C6) - al koxycar b%u %WP%%%X%% gc'%:éoxycarebon%ﬁé(%llD no 8¥Slfé}n@:6) gxkyl
which is nono- or paf meérﬂtuﬁ@d-% ‘i kluorhakogem ef Bifibby amino,
Lrifjvorometiyl,  (GRoddOlc RLyLaaRg16mn010) aat vb: 4Gl afligy,: 2 1
- -, 5- i soqui nol

15 |soqu§‘nolyl (Cl (fﬁ?)' %?’RX/JV ra@lcgﬁ Wéyth@eqmlqmol- alcﬁlyfbowdl,cal may
be unsubstituted or (T ankpgyyagbahywt ed @y dadeauk@%c(a&boﬂy&f er ent

substituents fromthe oup con S |ng -al kyl , “hal ogen and oxo
20 (=0) and the 1-, a\':.mﬂ'l ? E E?Jfk}éf |§’Bé|5hnollﬁ r'Bieal Ry be

unsubstituted or rrmmlystdomasn.éﬂstl tuiyed b)f]mdﬁﬁtnlec;?l ObreQIe}frEBtL?nt
substituents fromt QUR ti a

hal ogen, 25 nitro, ggn]‘ino rmonng- i%ﬁ CE? Q{IR K a"‘ﬁ %J:E% QZ(’S)E‘r¥H

- al kyl aﬁdono hydroxy1C,1—G€2L @kvlal koxy, benzyloxy, carboxyl,

(C1- C6) - al koxycar bonyl, (Cl-C6)-al koxycarbonyl am no ?r (bcll CG)-aI kyl

whi ch is nmono- or pol ysubstltuted by fluorine, refera
trifluoromethyl, (OB G10) 4ary?-aner (Gs- C20) 8= ahyﬁaleanm) radliiggl: a 2-,
6-, 8- or _9-[9H] purdmyli+,adiecyl @-,2- 6-,6-7-8- 8k 8-phthalazinyl-
9_[9Fﬂ_purlnyl_(Cl_Q%%:ékaélﬂ§%“(¥gd1cal where the (C;-C4)-alkyl

15 radical may be unsubstituted or mono- [lacuna]

'8

polysubstituted by identidal or different
substituents from the group consisting of (C1-
Cs)-alkyl, halogen and oxo (=0) and the or
[sic] 1-, 4-, 5-, 6-, 7-, or 8-phthalazinyl
20 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-Ce¢) —alkylamino, di- (C1-Cg¢)-alkylamino,
25 hydroxyl, (C1-C¢)-alkoxy, benzyloxy, carboxyl,
(C1-C¢) ~alkoxycarbonyl, (C1-C¢) —~alkoxycarbonyl-
amino or (C1-Cs)-alkyl which is mono- or
polysubstituted by fluorine, preferably

trifluoromethyl, (Cs-Cio)-aryl and (Cg-Cyp)-aryl-
30 (C1-C¢) —alkyl;

a 2-, 3-, 4-, 5-, 6-, 7- or 8-quinolyl radical
or 2-, 3-, 4-, 5-, 6-, 7 or 8-quinolyl-(C;-Cy)-
alkyl radical, where the (C;-C4)-alkyl radical
35 may be unsubstituted or mono- or poly-
substituted by identidal or different
substituents from the group consisting of
(C1-Cs) —alkyl, halogen and oxo (=0) and the 2-,
3-, 4-, 5-, 6-, 7- or 8-quinolyl radical may be




35 where the (Cl-C4)-alkyl radical may be wunsubstituted or nono- or

pol ysubstituted by identidal or different substituents fromthe group
consi sting of (Cl-C6)-alkyl, halogen and oxo (=0) and the 2-, 6-, 8- or
9-[9H| -purinyl 37 5 10 radical nay be umgubstituted or nono- to
trisubstituted by identical or different substituents fromthe group
consi sting of hydrogaaub(s@itﬁtagadalcbwl mdrd-ogen, neia@ub@m@@ted

Cl- C6) -al kyl am no, Ve o, koxy,
l(oenzyl z)xy, car boxyl , 1@%%5§%} ?)(l)k;caeraﬁll;g(gl%yl Supég %B%ntSI K §< %@n
am no or (Cl-C6) - al KYPURAI @ﬁnsssm’gm of pulysgkst i tUCedCd)y—a‘llh;,drl ne,

bl fo a vl ( Cl- CB)
P;ﬂ(slra g t“ uﬁf@ﬂ&{:%i ur|n pradl ca% igérm?a(lcﬁ’ @rffaerrabély(

-purinyl - a5 (Cl- 04) a?klg)?tlilvéhl céﬂa OE?%eFétFﬁe (GTLTEY) - BPRYH (Eadfdal rray be

unsubstituted or nmon@ikprapbhysubssitutedchyait @Hﬁl@l or 1didlshant
substituents from t h? 1 onsi sti.n of Cl- kyI haI ogen and oxo
(=0) and the 2-, - c?? 5 % zpuld yr'adquzaé‘;ﬂ‘F be bhRstbEti t ut ed

or nono- to tri subs&lk@utxedaﬁyomxdbnu ¢aj- CQ;r) dllkb&grﬁa}rboﬁynamhuenbg from
the group consisting Ry kyl al g en nitro m no,
mono- ( Cl- C6) - al kyl a§11(91nocs) Q&Q%% 8&% %6% arﬁ“!l)rrl]% 95 RyarSScitute

( C1- C6) 18 koxy, benz]?Yoxy,fl@erb@ﬁyl xe:cif@sa)blm koxymrlu@mpmet@m C6) -

al koxycar bonyl am no - 6) plé(lyé &, ) Sarpon pohygybstituted by
fl uor?/ne p)r/ef er abl S/ést rcl%); Iu%r onet hl’@é )‘ éPP ggla(rérs %§ 30 (C6-C10)

-aryl- (C1-C6) -alkyl;
a 1-, 3-, 4-, 5-, 6-, 7- or 8-isoquinolyl
radical or 1-, 3-, 4-, 5-, 6-, 7- or 8-
15 isoquinolyl—(cl—c4)—a1kyl radical, where the
(C1-C4)-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
20 (=0) and the 1-, 3-, 4-, 5-, 6-, 7- or 8-
isoquinolyl radical may be unsubstituted or
mono- to hexasubstituted by identical or
different substituents from the group

consisting of hydrogen, (C;-Cg)-alkyl, halogen,

25 nitro, amino, mono- (C1-C¢) —alkylamino, di-
(C1-Cs) —alkylamino, hydroxyl, (C1-C¢) -alkoxy,
benzyloxy, carboxyl, (C1-C¢) —alkoxycarbonyl,
(C1-Cs) —alkoxycarbonylamino or (C1-Cq) ~alkyl

which is mono- or polysubstituted by fluorine,
30 preferably trifluoromethyl, (Cs-Cip) ~aryl and
(Ce-Cio) —aryl-(C1-Ce) -alkyl;

a 2-, 6-, 8- or 9-[9H]-purinyl radical or 2-,
6-, 8- or 9-[9H]-purinyl-(C;-C4)-alkyl radical,
35 where the (C1-Cy) -alkyl radical may be
unsubstituted or mono- or polysubstituted by
identidal or different substituents from the
group consisting of (C;-C4)-alkyl, halogen and
oxo (=0) and the 2-, 6-, 8- or 9-[9H]-purinyl



35a 1-, 2-, 3-, 4-, 5-, 6-, 7-, 8- or 9-acridinyl radical or 1-, 2-, 3-,
4-, 5-, 6-, 7-, 8- or 9 acridi nyI (C1l-C4)-al kyl radical, where the
(C1-C6)-al kyl radical nmay be unsubstituted or nono- or pol ysubstituted by
identidal or different substituents fremthe group consisting of
(C1-C6) -al kyl, hal ogen and oxo (=0) and the 1-, 2-, 3-, 4-, 5-, 6-, 7-, 8-
or 38 9-acridinyl radadatatmymbe ursubstnsulbeti oitedON6Tr t@\o@l@t_aswti tuted

by identical or di fE?Fth Fy@g%&uenﬁ}?rfro&%ﬁ&cg{ oup, COF %

hydr ogen, (Cl-C6) - al 5 ni ani no, - ono=* Iam no,
di - (Cl- ©6) -alkyl anﬁHbSthy‘#@Y@I from C@)he al gosyp b@nzsylsaxyxg carboxyl ,

(Cl1- C6) - al koxycar bonpldro§&sd; CQ);(]i Al KMGAT boHé(iggélqo Bg.t%gl %@x}m al kyl

whi ch is nmono- or pol substltute f1'uorine, pr ef er abl
trifluoronethyl, (C6™ea®y {CurSs) -&A&yl(a@enelo) daryf:a @@raiegylaanlm a 1-,

2-, 3-, 4-, 5, 6-, HyderyDl’ 9¢clph%maambk9ll nyﬂ> %ﬂl &&), Oleakbosdrt, -,
al k radi cal , Wnerethe

5-, 15 6-, 7-, 8- &ﬂgd}?n hr|d|g¥)

(Cl CB) - al kyl radl ca QY GBS PR ed or‘choq:ﬂi Oﬁ‘éﬂ%@@@tﬂrut ed by
i dentidal or differeahisabsbirt ue(rctlsct;realkae gmup_ CQ|_I’]§I StbAg- of oh}ydr ogen
(C1-C6)-al kyl, 20 h X =0) -, T1-,
8- or 9- phenanthnd?ﬂﬁ W?%%?glgugeé k§&Ensub |°tnt St or Pﬁﬁgertag’ly

oct asubst¥i tuted by ’Fﬁbﬁﬂ%mm%?h ffé@e‘rﬁlotubsﬂtaedtdcfsrﬁm)t—laeylgroup
consi sting of (Cl- CG)claJdgyLalngtLogen 25 nitro, am no,

nmono- ( C1- C6) - al kyl am no, di 1- C6) - al kyl am no, hydroxyl, (C1-C6)-al koxy,
(C6-C10) -aryl- (C1-C6) -al koxy preferably benzyl- oxy, carboxyl, (Cl-C6)
- al koxycar bonyl, (ClaC8),- 6-, 7- or 8-[7H]-purinyl radical or 2-,

6-, 7- or 8-[7H]-purinyl-(C;-C4)-alkyl radical,
15 where the (C1-Cy) -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 2-, 6-, 7- or 8-[7H]-purinyl
20 radical may be unsubstituted or mono- to
trisubstituted by identical or different

substituents from the group consisting of

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

mono- (C1-Cg) —alkylamino, di- (C;~-C¢) ~alkylamino,
25 hydroxyl, (Ci1-Cs¢)-alkoxy, benzyloxy, carboxyl,

(C1-C¢) —alkoxycarbonyl, (C1-Cg) -

alkoxycarbonylamino or (C;-Cg)-alkyl which is

mono- or polysubstituted by fluorine,

preferably trifluoromethyl, (Cs-C1p) —aryl and
30 (C6-C10) —aryl-(C1-Cg) ~alkyl;

al-, 2-, 3-, 4-, 5-, 6~, 7-, 8- or 9-acridinyl
radical or 1-, 2-, 3-, 4-, 5-, 6-, 7-, 8- or
9-~acridinyl-(C;-C4)-alkyl radical, where the

35 (C1-C6)-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 1-, 2-, 3-, 4-, 5-, 6-, 7-, 8- or



al koxycar bonyl am no or (Cl-C6)-al kyl which is 30 nono- or polysubstituted
by fluorine, preferably trifluoronethyl, (C6-Cl0) -aryl and (C6-Cl0)
-aryl- (C1-C6) -alkyl; a 2-, 3-, 4-, 5- or 6-pyridyl radical where the 35
2-, 3-, 4-, 5- or 6-pyridinl [sic] radiz@l may be unsubstituted or nono- to
tetrasubstituted by identical or different substituents fromthe group
consi sting of hydrog2nactfdifp) - at&dlcal haha)gerbednidrf%bsammedmlra%-
(C1-Co) - al kyl am no, i-( Co6 (I(ay LOXy al koxy,
benzyl oxy, carboxyl, i 1&% (Ejo al k%ﬁgéc%%{ %ﬁll?ute ig%?%gz%ilr b&Hyl ami no
or (Cl-C6) -al kyl mﬁ%éﬁergnhnno-swstpdil%mﬁtl tﬁtredl by fheiori @e:oéi%) )
preferably trifluorogshfyvse i A& €1 R G ’an -G g arh)é

-alkyl; 10 15 a 2-, 3:, -,l §6or g])ypyrlgzjeg1 %8 fL Og(el wher e
the (Cl-G6)-al kyl ra’@l’rE’é‘P meRPHR . uiisst (Grafe Wn@r piﬂysqmstututed
by identical or di fcf:@r-emkysllahsltnd uentshg,a%asy{me gr 0‘('@1—(?@503%%@:'8&9» ofd I
(C1-C6) -al kyl, hal ogen an xo (= t he - or pyri di ny
radi cal may be unsug%?l?% %ﬁybr nﬁﬂ%boi%l’tet ﬁgéuﬁﬁszt -PL Sy By Peget i cal or

different substituef@s-Csh emlkbgygambpnymamhﬁbl ng of hydiaggnalkyl

Cl- C6 | kyl, hal
((ZII (Cl) Cg) ;I kyl :mog%g' }E é]%g%no 3. n%lr é?flfﬁlkoxyltlﬁ)e% yg%ngu(?&rlBSXyl 20
( Cl1- C6) 19al koxycar bmfe{@lm) trafkwy@aebbﬂyl . 4Fiobrafgl- Cand- al kyl

whi ch is nmono- or pat sidt by § Lyofi me, preferably
trifluoromethyl, (C6- cﬁp-ar%& nd ( (6:25 CI10) ‘aryl- (Cl-CB) -alkyl: 25

a 1-, 2-, 3-, 4-, 5-, 6-, 7-, 8- or 9-
phenanthridinyl radical or 1-, 2-, 3-, 4-, 5-,
15 6-, 7-, 8- or 9-phenanthridinyl-(C;-C¢)-alkyl

radical, where the (C;-C¢)-alkyl radical may be
unsubstituted or mono- or polysubstituted by
identidal or different substituents from the
group consisting of hydrogen, (C1-Cq) —alkyl,

20 halogen and oxo (=0) and the 1-, 2-, 3-, 4-,
5-, 6-, 7-, 8- or 9-phenanthridinyl radical may
be unsubstituted or mono- to octasubstituted by
identical or different substituents from the
group consisting of (C1-Cg) -alkyl, halogen,

25 nitro, amino, mono- (C;-Cg¢) —alkylamino, di-
(C1-C¢) —alkylamino, hydroxyl, (C1-C¢) —alkoxy,
(Ce—Cio) —aryl-(C1-C¢) ~alkoxy, preferably benzyl-
oxy, carboxyl, (C;-Cg)-alkoxycarbonyl, (C1-Cg)-
alkoxycarbonylamino or (C;-Cg¢)-alkyl which is

30 mono-~ or polysubstituted by fluorine,
preferably trifluoromethyl, (Cs-Cyp) —aryl and
(Cs-Ci0) —axryl- (C;-Cg) —alkyl;

a 2~-, 3-, 4-, 5- or 6-pyridyl radical where the
35 2-, 3-, 4-, 5- or 6-pyridinl [sic] radical may
be unsubstituted or mono- to tetrasubstituted
by identical or different substituents from the
group consisting of hydrogen, (C1-C¢) ~alkyl,

halogen, nitro, amino, mono-(C;-Cg)-alkylamino,



a 2-, 3-, 4- or 5-thienyl radical or 2-, 3-, 4- or 5-thienyl-(Cl-C6)-alkyl
radi cal, where the (Cl-C6)-alkyl radical may be unsubstituted or nono- or
-pol ysubstituted by identidal or 30 different substituents fromthe group
consisting of (Cl-C6)-al kyl, hal ogen anggoxo (=0) and the 2-, 3-, 4- or
"5-thienyl radical nmay be unsubstituted or nono- to trisubstituted by
i dentical or differedt-3abstd)t-adkyd dnriona,t hEyaﬁo:gyDup (€QRe} Std Neb:af

hyd Cl- C6 I Cl- G6).- al kyl am no,
al E(c):%e?:es)(m Kyl émanéckﬁg’é &’Ogen‘fé%bé%?ial k%}d a[%((c@i @%myaw 20
Cl- C6) - al koxycar bonyty qcal(k@ycymamn@am amoo or e

\(/\/mch s mono- or polysuRStl! Heth Dot | WBTLBERSDLELELALLY, (1 ddgIOMet hy!

(C6-C10) -aryl- (Cl-Co6) -al k}( §C _
5-t hi azol¥I radi cal Breéerah Y o rléltlﬁira@@ﬁ}hfl( C1-(Cey Cal krvladiazal , where

the (C1-C6)-alkyl radiaaly) nanyE(@{L?}ngIaI]_MGd or nono- or

pol ysubstituted by identi daI or different substituents fromthe group 10
consi sting of (Cl-C6)-al kyl, hal ogen and oxo (=0) and the 2-, 4-, or
5-thiazolyl radical aany2-be Imsubst, t dt-edoar ﬁepgrlayldl(syb@g |_taqt1@q by

i denti cal di ff t s, kro h up, onlst of hdrogen
(CI-08) ~al Ryl . 15 hal S3cait; PHERES crelMeinte) % AP ka7 aat €9t afrio

(C1- C6) 10 kyI am no, uh?’db%?(ytut?@l -a36) mO@IOkoxyr mwmmtwmd)om
(CL- C6) - al koxycar bonykent { &1 C&)y aldlicm%teonghggweugﬁtéleé&a Ay

whi ch is nono- or pol ysubstituted by fluorine erab
trifluoromethyl, (CeI¥Q8Y SENPLSkidY (€6- ¢E0yCe) a‘r%ﬂ{kyl( Clh@:bg)gelal epid, a 3-,
4-, or 5-isothia20|ybx6adh0a|aﬁﬁ ¥he -, 3-, 4-, 5- or 6-pyridinyl

radical may be unsubstituted or mono- to
15 tetrasubstituted by identical or different
substituents from the group consisting of
hydrogen, (Ci:-Cg)-alkyl, halogen, nitro, amino,
mono- (C1-Cg) ~alkylamino, di-(C1-C¢)-alkylamino,
hydroxyl, (Ci-C¢)-alkoxy, benzyloxy, carboxyl,

20 (C1-Cs) ~alkoxycarbonyl, (C1~-C¢) ~alkoxycarbonyl-
amino or (C1-Cg)-alkyl which 1s mono- or
polysubstituted by fluorine, preferably

trifluoromethyl, (Cg-Cip)-aryl and (Ce-Ci1o) —aryl-
(C1-C¢) —alkyl;

25
a 2-, 3-, 4- or 5-thienyl radical or 2-, 3-, 4-
or 5-thienyl-(C;-C¢)-alkyl radical, where the
(C1-Cg) —alkyl radical may be unsubstituted or
mono- or polysubstituted by identidal or

30 different substituents from the group
consisting of (C;-C¢)-alkyl, halogen and oxo
(=0) and the 2-, 3-, 4- or 5-thienyl radical
may be unsubstituted or mono- to trisubstituted
by identical or different substituents from the

35 group consisting of hydrogen, (C1-Cg) -alkyl,
halogen, nitro, amino, mono-(C;-Cs)-alkylamino,
di- (C;-C¢)-alkylamino, hydroxyl, (C;-Cs)-alkoxy,
benzyloxy, carboxyl, (C1-Cg) ~alkoxycarbonyl,
(C1-C¢) —alkoxycarbonylamino or (C1-Cg) —alkyl




or 5-isothiazolyl-(Cl-C6)-al kyl radical, where 25 the (Cl-C6)-al kyl radical
may be unsubstituted or nono- or polysubstituted by identidal or

~different substituents fromthe group consisting of (Cl-C6)-alkyl, hal ogen
and oxo (=0 and the 3-, 4-, or 5-isot4yazolyl radical 30 may be
‘unsubstituted or nono- or disubstituted by identical or different
substituents fromthehignoip comsi-stdmgpolydyidsoyented ChyColualrke,

hal ogen, nitro, am -{C1- z Rale] di,-, (C1-06) -al kyl am no,
hydrgxyl , (Cl-C8) - r?i%fxéyg,ggﬁybe%%/r’%ééé%%gkﬁ%%yl , (Fé:ic-cléé)‘?‘ﬁ’%ox bonyl ,
(Cl1-CB) - al koxycar boHyd=&m hoawyl( (1:-C8) -adkk}l which is nono- or

pol ysubstituted by fluorine, preferably trifluoronethyl, (C6-Cl0) -aryl
and (C6-Cl10) -aryl- (C1-C6) -alkyl; 41 a 2-, 4-, 5-, 6-, or

7-benzot Ri azol y| radicar: #r/29F A-thjazodyl gradiqsdn % heazolyl - OEL- C6) -
al kyl radical, wheresttieid£3:0) (@l-kyh -narical Hgmmaibe upgebsti typed or
nono- or pol ysubsti fut by.identidal or different substituents fromthe
group consi sting of E#f%gbéglk)é?kﬁa}gﬁjoggﬁyan SoXPIFURBL i ehe -,  4-,
5-, 6-, or 7-benzot m@azot yl oradimaly sutys thietdfledinsbbst i tddreth @1 noge- to

tetrasubstituted b | | or_different substituents.fromthe rou
consis?inglo? hydrgd%%eﬁ%%%gﬁﬁ)-gﬁ ?F}%u%gkgggn,kﬁ?Tro, no,9ﬁ8H89 P
(Cl - 06) 10al kyl ani no,confisyigig AL - dICkyCamaidky hy diedygen Cands) oxal koxy,

15 benzyl oxy, carboxpg) (&g Gele ap koxycar henyl i £C11.06) :
-alkoxycarbonylaninﬂﬁ% whichis nn%?-rgglggﬁ%gﬁ%stituted

or ‘gc1- ces?‘1 - al kyl ] |
by fluorine, preferbl YErPEELD Eﬁ@tﬁvq,m?%%?cjﬂD d%ﬁ%hSQﬂﬁpt% bg10)
-aryl - (C1-C6) -al kylder¥icall- ox2- didferent5-dubstezlodtd adieal ehel-,
group consisting of hydrogen, (C1-Cg) —alkyl,

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

20 preferably trifluoromethyl, (C6-Ci1p) —aryl and
(Ce-C10) ~aryl-(Ci1-C¢) -alkyl;

a 3-, 4-, or 5-isothiazolyl radical or 3-, 4-,
or b5-isothiazolyl-(C;-C¢)-alkyl radical, where

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

30 may be unsubstituted or mono- or disubstituted
by identical or different substituents from the
group consisting of hydrogen, (C;-Cq) -alkyl,
halogen, nitro, amino, mono-(C;-Cs)-alkylamino,
di-(C1-Cs) -alkylamino, hydroxyl, (C;-Cs)-alkoxy,

35 benzyloxy, carboxyl, (C1-C¢) ~alkoxycarbonyl,
(C1-Cg) —alkoxycarbonylamino or (C1-Cs) —alkyl
which is mono- or polysubstituted by fluorine,
preferably trifluoromethyl, (Cs-Cip) —aryl and
(Ce-C10) —aryl- (C1-C¢) —alkyl;



2-, 4-, or 5-imdazolyl-(Cl-C6)-al kyl radical, where the (Cl-C6)-alkyl
radi cal may be unsubstituted or nono- or polysubstituted by 25 identi dal
.or different substituents fromthe group consisting of (Cl-C6)-alkyl,

hal ogen and oxo (=0) and the 1-, 2-, 447 or 5-imdazolyl radical may be
‘unsubstituted or nono- to trisubstituted by identical or different 30
substituents fromthe group consisting of 35 hydrogen, (Cl- C6) aIkyI

hal ogen, nitro, amn nonp- (E€l- -aIkyIa 1- 3 Ianino,
hydr oxyl , (C1-C6)-a|§oxy, bgnZy ox§§?car%5xyl nf@f%égfgg i nyl ,
(Cl-C6) -al koxycarbofyl 2-améno dr-( G- Copr- leﬁhzwhhahzbiyﬂBﬁﬁh of) -

pol ysubstituted by fLuypihne,;prefier tr QI-ONEe 0) -aryl
and (C6-CO-aryl- (Cl %6 a&lcﬁ‘é‘l a\%&:e tﬂhef lél C% E‘Exgl argao 11r adi cal
or 1-, 32 4- or 5- B?Yazol?? (C1P€§Pb§FR§Ptﬁ§dlcapr whef®na-he  or

(Cl- 06) - al kyl radi capolmyubet upaybat i tuy ed 1d@ht&ala€l- Oérpoldisﬂﬁ?e%tér{eﬂ ed by
identidal or 5 dlfferegéﬁggbst tuegts fro heggroup consisting o

(Cl- 08) - al kyl, hal og&H BRBES (=6Y°dhd & oW gONgASEiRgr a Al vl
radi cal nmay be unsulbsiidtedkemn, m)m-oge:h ta’ndiLkﬁbSél w(osedanayth@e@t-l cal or

di fferent substituenys f on1the 10 u SISt gen,
(C1- C6) - al kyl , halo%eh I’Snltro anlg%Qb aFﬁ5¥5ﬁf gay e

(C1- CB)JthkyIanlno uhydbakytut¢d1<ﬁﬁ)meabkoX¥> téenaghbxy;tnaé@Okw
(C1. 00) -al koxycar bonyhent( £y O8)- alkesucarionl.agi 0o, 0k, (Cle. ) - abigyl 15

whi ch is nono- or polysubstituted b | 'uori ne era oronet hyl ,
(06 C10) -aryl and %mumowna%ﬂmgmomhyémgen a 1C;- % -adkylq- |, or
5-pyrrolyl radical ohalogen, nitro, amino, mono- (C;-Cg)-alkylamino,
' - (C1-C¢) -alkylamino, hydroxyl, (C;-Cg)-alkoxy,

15 benzyloxy, carboxyl, (C1-Cg) —alkoxycarbonyl,
(C1-Cs) ~alkoxycarbonylamino -~ or (C1-Cs) —alkyl
which is mono- or polysubstituted by fluorine,
preferably trifluoromethyl, (Ce-Ci0)-aryl and
(Ce-Ci10) —aryl-(C1-C¢) -alkyl;

20
a 1l-, 2-, 4-, or 5-imidazolyl radical or 1-,
2-, 4-, or 5-imidazolyl-(C;-Cg)-alkyl radical,
where the (C1-C¢) —alkyl radical may be
unsubstituted or mono- or polysubstituted by

25 identidal or different substituents from the
group consisting of (C;-C¢)-alkyl, halogen and
oxo (=0) and the 1-, 2-, 4-, or 5-imidazolyl
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, (C;-C¢)-alkoxy, benzyloxy, carboxyl,
(C1-Cs) —alkoxycarbonyl, (C1-C4) —~alkoxycarbonyl-

35 amino or (C1-C¢) -alkyl which is mono- or
polysubstituted by fluorine, preferably
trifluoromethyl, (Cg-Cip)-aryl and (Cs-Cio)-aryl-
(C1-Cg) —alkyl;



20 2-, 3-, 4-, or 5-pyrrolyl-(Cl-C6)-al kyl radical, where the (Cl-C6)-al kyl
radi cal may be unsubstituted or nono- or polysubstituted by identidal or
different substituents fromthe group consisting of (Cl-C6)-al kyl, hal ogen
and 25 oxo (=0) and the 1-, 2-, 3-, 4- g5 5-pyrrolyl radical may be
‘unsubstituted or nono- to tetrasubstituted by identical or different
substituents fromthe gFouB ¢consi sbicng @&rahbd&QgQﬁdlbﬁl &®) -1al kyj-,

hal t
Ky ani no. hydroxal, IS CRYEaTRbRY. (Beray SRy Lo ot BROFT Chere
(C1- CB) - al koxycar bont;llllt-;* ((C1-Co)~al Kok yradbonyl -mayn he amsuBbtfuteal kyl

whi ch i - it d r rap 5

Cri £l uoromet hyl - (o Ea ar v randor e i) el by c%ac%aéldﬁlkmr a
1-,3-,0r 5-[ 1. 2. 4] - t ¢+ hEerentr adisedistgrtupnts from group
A UnsupoL] { e of ot of pol yeuh st%%%ﬁ By SIS dal o
di fferent gubstltuenf * ﬂgtﬁg gpouﬁ coﬁglsPFné ~BYrAyALBgeFadicelos)

-al kyl, 5 hal ogen amdapxbe (=gA3ubsditteed- or3moE©l’— 20 [t|r1%u‘ﬂb]s§t1rth%é@l: yl
radi cal may be unsu i 9{ non r_di subs u i.dentical or
di ff erent substitueﬁ%% %#%ﬁ? ?6u§1f§8ﬁ§P tFHS %% E%ﬁ r8pk§%

hal ogen10nitro, 10 aoWorp n@@@81$tﬂniﬁ)ofalkyﬁaugam, dKCl{Ga —-@akyl,

al kyl am no, hydroxylng{(Jaf) paLEBXY arnzy! Ao, (CAbOXh 0 6CH300)

- al koxycar bonyl , (C1- A: al Kcarbon am no or
mono- or pol ysubstit@e m&k?raé Yhaming, pherdscadily t fEf1Qsoredbobyl

(CB Cl10) -aryl and Kéﬁ&ﬁmé&y,arY&arﬁéayfﬁ) - a0 -8 1koxytarbBhyl,

I
5-[1.2.3]-triazolyl {@dl ? a?Loxycarbonylamlno or (C1-Cg) ~alkyl
15 which is mono- or polysubstituted by fluorine,
preferably trifluoromethyl, (Ce—-Cr0) -aryl and

(Ce-Cip) —aryl-(Ci1-C¢) -alkyl;

a l-, 2-, 3-, 4-, or 5-pyrrolyl radical or 1-,
20 2-, 3-, 4-, or 5-pyrrolyl-(C;-C¢)-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 (C;-C¢)-alkyl, halogen and
25 oxo (=0) and the 1-, 2-, 3-, 4- or 5-pyrrolyl
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,
30 mono- (C;-Cg) ~alkylamino, di-(C1-C¢)-alkylamino,
hydroxyl, (Ci1-C¢)-alkoxy, benzyloxy, carboxyl,

(C1-Cg) —alkoxycarbonyl, (C1-Cg) ~alkoxycarbonyl -
amino or (C;-C¢)-alkyl which is mono- or
polysubstituted by fluorine, preferably
35 trifluoromethyl, (C¢-Cip)-aryl and (Cg-Cyig)-aryl-

(C1-Cs) —alkyl;

a 1-, 3-, or 5-[1.2.4]-triazolyl radical or 1-,
3-, or 5-[1.2.4]-triazolyl-(C1-C¢) -alkyl



4-, or 5-[1.2.3]-triazolyl-(Cl-C6)-al kyl 20 radical, where the
(Cl-C6)-al kyl radical may be wunsubstituted or nono- or pol ysubstituted by
. dentidal or different substituents fromthe group consisting of _
(C1-C6)-al kyl, hal ogen and oxo (=0) arggthe 1-, 4-, or 5-[1.2.3]-triazolyl
25 radical may be unsubstituted or nono- or disubstituted by identical or
different substituenagid¢adbm Whergr(mhué canscst + ket rﬁ?lsl‘:@geﬂ\ay be
(C1-C6)-al kyl, halo r mono- (Cl-C6 anmin
(Cl- 06) -al kyl ami no%@ﬁu}ﬁé%r%);(t (061 SR ké%y,P% ‘3‘7‘?% tu‘b%‘?b&é’yl
(C1-Cs6) -al koxycar boh%nt%@l C@r dikéeyeatboaybstameantsr {xim Cihenl kyI
whi ch is nono- or bs f Ldor ferapl y~ | _

\8%3' &bﬁé‘i@glﬁ% JJE' 3198r08Fﬁ ?E -ﬁlﬁ‘% “a 1- or

trifluoranethyl, -ar
5- [1H] 5tetrazolyl 1?%%1?%%41 G‘rndl OXgr ‘0:0)[ 1H}ldteth%zdl-y @61 G5y - &l-kyl

radical, where the (ClzCh)-etkyrolpdi eakiray beawnsebsiishpsed +ofk 44 nono-
or pol ysubstitut ed b |dent| dal _or _different substltuents fromthe group

consi sting of (Cl-C8Y% al BT~ haPbgeft §HBSbXbUEEL0) P¥nd ifgBticalor or

5-[1H -tetrazol yl radif£béréntmy bmhmsmaﬁnlttsut edf@bmsubséglﬂécgt e@lrEylF

hyd Cl1- C6 I | ogen al kyl'am no,
diy-EcC):%e?:G)(al kyl Zima é(é!‘l‘s"fmgélr’g@ gélcé');31 EEY;} bglﬁ‘}%%}?y B&EBExyI

( C1- C6) 10al koxycar boaryiHO(Cl @E\Z)noa(%(&ﬂyd:aabbmlhmiﬁoam Bodb# (¢ GLE8) " al kyl
whi ch is nono- or ut uorin p
L e
or . 5-[2H] -tetrazoyl ?aa’ﬂ?‘b’éhr or 2- (B¢~ CfF) afqucﬂxyqaéthoanz@,w ( (1+-CB) -- al kyl

radi cal, where alkoxycarbonylamlno or (C;-Cg)-alkyl which 1is
mono- or polysubstituted by fluorine,
15 preferably trifluoromethyl, (Ce~Cip) ~aryl and

(Ce—-Ci1p) —aryl-(C1-Cg) -alkyl;

a 1-, 4-, or 5-[1.2.3]-triazolyl radical or 1-,
4-, or 5-[1.2.3]-triazolyl-(C;-Cs) -alkyl
20 radical, where the (C;-Cq)-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 1-, 4-, or 5-[1.2.3]-triazolyl
25 radical may be unsubstituted or mono- or
disubstituted by identical or different
substituents from the group consisting of
hydrogen, (C;-Cg¢)-alkyl, halogen, nitro, amino,

mono- {C;-Cg) ~alkylamino, di- (C1-C¢) -alkylamino,
30 hydroxyl, (Ci1-Cg)-alkoxy, benzyloxy, carboxyl,

(C1-Cs) ~alkoxycarbonyl, (C1-C4) —alkoxycarbonyl-

amino or (C1~Cs)-alkyl which is mono- or

polysubstituted by fluorine, preferably

trifluoromethyl, (C¢-Cig)-aryl and (Cg-Cip)-aryl-
35 (C1-Cg) —alkyl;

a 1- or 5-[lH]-tetrazolyl radical or 1-, or 5-

(1H] -tetrazolyl-(C,-C¢)~alkyl radical, where the
(C1-Cs)-alkyl radical may be unsubstituted or



the (Cl1-C6)-al kyl radical may be unsubstituted or nono- or polysubstituted
by identidal or different substituents fromthe group 20 consisting of
(C1-C6)-al kyl, halogen and oxo (=0) and the 2- or 5-[2H]-tetrazolyl

radi cal may be unsubstituted or substijayted by hydrogen, (Cl-C6)-alkyl,
‘hal ogen, nitro, am no, nono- (Cl-C6)-alkylam no, di-(Cl-C6)-al kylam no, 25
hydr oxyl, (Cl-C6)- al horyg; benzyl pryyscbsboxyked ((HyCGideﬁtKagycachonyl
(C1-C6) -al koxycarbo o or | kyl which is, nmono-

pol ysubstituted by fﬁ%é??%ghg refselg g%‘ilcé@%nt | UGBt hy! gh?CG %UP aryl
and (C6-Cl0) -aryl- ggnezﬁtmsg -af kytcl—éfsiz alltyl, orh&ipged. Hndricaa nyl

di cal 2-, 4-, t R a2| a | ,_-where
[ﬁel ((:Ecill (C):g) aI kyl radl cgl b#adg %}éeS% unsu S?f—f%%{gg);e%&rﬁ%t)lyi qla%cal

pol ysubsti tuted by ¥e&¥nt %Al ‘Fn%ﬂlﬁ‘é*‘élh‘%e‘%ubs%“tu@ﬂlssﬁlrfmﬁqme yr oup
consi sting of hydrogepdré&dn C6)(cat&yl-aliial 00681 88énh 0Xa1eT8) aﬁgntche 2-,

4-, or 6- [1.3.5]-triazin r .be uns bstltuted 45 qQr nono- or
di substituted by i delﬂ??%akléb Caqdiaﬂ‘éﬁg NQubst PEadht & r GhHE B Sup
consi sting of hydrogendréxitl C6) tGl-Ky) -ahhbrgen, berit Yaxy AMdadboxy1Q-

C1- C6) - al kyl am no, C no, 5, I koxy,
E)enzyl ijy, %:/ar boxyl , Wflcit &%1%X§§%§¥bg?yl ?{:dé%é)élkéﬁ(’wgﬂ%?gpﬁ%nyl anm no
or (Cl1-@® -al kyl VAIMERO | soﬂronotcloﬁsboaybmbstwhuchd blysflmonoﬁe or
preferably trifluor oig@i}hglllbsggéugé@) - afﬂuoqul,(eCG Cl%lsr ¥-1lb|1 (Cl1-Co)

oxaz

-alkyl; 15 a 2-, 4-, or_5-oxazolyl radlcal or
(Cl-CB) -al kyl radi ciFl Mﬁ%?%m%%ﬂcﬂccegwamyylramicaucsna;o b@ryl-
unsubstituted or nmonEe;-C¢)-alkyl;

15 a 2- or b5-[2H]-tetrazoyl radical or 2- or
5-{2H] -tetrazolyl-(C;-C¢) -alkyl radical, where
the (C1-C¢)-alkyl radical may be unsubstituted
or mono- or polysubstituted by identidal or
different substituents from the group

20 consisting of (C;-Cg)-alkyl, halogen and 0x0
(=0) and the 2- or 5-[2H]-tetrazolyl radical
may be unsubstituted or substituted by
hydrogen, (C1-Cg)-alkyl, halogen, nitro, amino,

mono- (C1-C¢) —alkylamino, di- (C1-Cg¢)-alkylamino,
25 hydroxyl, (C1-Cs)-alkoxy, benzyloxy, carboxyl,
(C1-Cs) —alkoxycarbonyl, (C1-Cg) —alkoxycarbonyl -
amino or (C1-C¢)-alkyl which 1s mono- or
polysubstituted by fluorine, preferably

trifluoromethyl, (Cg-Cio)-aryl and (Cg-Cyo)-aryl-
30 (C1-C¢) ~alkyl;

a 2-, 4-, or 6-[1.3.5]-triazinyl radical or 2-,
4-, or 6-[1.3.5]-triazinyl-(C;-C¢)-alkyl
radical, where the (C;-Cq)-alkyl radical may be
35 unsubstituted or mono- or polysubstituted by
identidal or different substituents from the
group consisting of hydrogen, (C;-Cg) -alkyl,
halogen and oxo (=0) and the 2-, 4-, or 6-

[1.3.5]-triazinyl radical may be unsubstituted



or polysubstituted by identidal or different substituents fromthe group
consisting of (Cl- C6) -alkyl, halogen and oxo (=0) and the 2-, 4-, or
5-oxazolyl radical may be unsubstituted or nono- or disubstituted by
i.dentical or 20 different substituents fgomthe group consisting of
"hydrogen, (Cl1-Cg6)-al kyl, halogen, nitro, amino, nono- (C -C6) -alkylanno,
di- (Cl- Co6) -alkylaﬂinomOhydrowyl,d@meﬁﬁﬁtuabﬁox%y delesydi®ay, car boxyl,
(C1- C6) - al koxycar bon, 1- 5 bon (G -C6) -alkyl
whi ch is nono- or po?§§5%€?§§hte é% uorﬁ%% p%gggrab? CtriAh ofonet hyl ,
(C6-C10) -aryl and ¢@BSERBING apfl hy(dc;pgce@, _ b0 kle) a@kala had-ogeor,

5-isoxazolyl radicalnpfrs;, 4amifb, 5-hSRXA y C | radica
wher e ths (C1-Co) - a?kyf radligf may be unsﬁgsf%?ug%ggﬁknﬁhgyo- %ﬂ
It

pol ysubsti tuted by i HfermSedap! BVlaHFFPerenPY§EB§YﬂtuenﬂglquhndiW@Xgroup 35

consisting of (G - Cﬁbe@&yy$xyhalog@ﬁb@ﬁﬁloxo (€79 )23d Kok& cBrbothil ,OF
5-isoxazol yl radi cal nono- or dlsubstltuted by

nqy Fnsubs}b %id or
i dentical or differeht: stbs } SRS BR&E™Cgr ofF condFstiengadkyhydr ogen,
(C1-Cg)-al kyl, J 46'Wmd©@em$ motnioe, anpmﬂysmbmtl(&He&ﬁbyamﬁmbaﬁhao di -

Cl-C6) -al kyl am box
§C1-C6g -:Ikgxsg;pgo §§ E?ﬁoxycaeé%nylagﬁzxiﬁfyﬁfiﬁr aIkyI 5

whi ch i £%pno-"or pol sk14{M¥KiQ3rC%DuélkMé, preferably trifl uoronethyl,
(C6-C10) -aryl and (C6-Cl10) -aryl- (C1 Co6) -aIkyI a 1-, 2- 3-, 4-, 5-,

6- or 7-indolyl radica 10 or 1-, 2-, -, 6- or |ndonI (C1- CB)
al kyl radical, wheré the (éIJC6¥7aﬁR@*a?%%Y%aFadhﬁ9lb@ruﬁ%ubs%TtuPéd or

nmono- or 5~oxazolyl- (C1-C¢) -alkyl radical, where the (Cy1-
Ce) ~alkyl radical may be unsubstituted or mono-

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

Cs) -alkyl, halogen and oxo (=0) and the 2-, 4-,

or 5-oxazolyl radical may be unsubstituted or

mono- or disubstituted by identical or

20 different substituents from the group
consisting of hydrogen, (C;-C¢)-alkyl, halogen,

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

Ces) —alkylamino, hydroxyl, (C1-Cs) —alkoxy,
benzyloxy, carboxyl, (C1-C¢) —alkoxycarbonyl,
25 (C1-Cs) —alkoxycarbonylamino or (C1-Cq) —alkyl

which is mono- or polysubstituted by fluorine,
preferably trifluoromethyl, (C6-Ci1p) —~aryl and
(Cs-Cqo) ~aryl-(C1-Cg) -alkyl;

30 a 3-, 4-, or 5-isoxazolyl radical or 3-, 4-, or
5-isoxazolyl-(C;-C¢)-alkyl radical, where the
(C1-C¢) -alkyl radical may be unsubstituted or

mono- or polysubstituted by identidal or
different substituents from the group
35 consisting of (C;-Cg¢)-alkyl, halogen and oxo
(=0) and the 3-, 4-, or 5-isoxazolyl radical

may be unsubstituted or mono- or disubstituted
by identical or different substituents from the

group consisting of hydrogen, (C1-Cs) —alkyl,



pol ysubstituted by identidal or different substituents fromthe group
consisting of (ClL 15 C6)-al kyl, hal ogen and oxo (=0) and the 1-, 2-, 3-,
j4-, 5-, 6- or 7-indolyl radical may be unsubstituted or nono- to
hexasubstltut ed by identical or differggt substituents fromthe group
“consi sting of hydrogen, (Cl-C6)-alkyl, 20 hal ogen, nitro, am no, nono-
(Cl-C8) -al kyl am no, hadibgefCl-1Ge)ro al &yiani nmonh)y-dmxgzg), 41y Einal koxy,

benzyl oxy, car boxylmﬁg_CJtCCSé alaﬁw%%{l%%nyl%g?g g} b(gjlr&%ﬁa]ﬁ%on | am no

or (Cl1-C6) -al kyl frono- ysu
preferably trifluor okenAyLOXYCs- C;(;@)fboacls/}lI, andcl(-CZS)--(éﬂ]ﬁOxWayﬁbor(}Ol Cb)
-al kyl. 3. Acridine (d@{l@eaua\i%:%%%%nn ?}Hng aim.,l or ﬁ&}lel’l zed

i n that R1, R2, m have the maénl%gs I“'Ven above
and R4 presents pW@Fﬁh Wit AP u‘Pn%uBQiV?H?éélé\ﬂteéuWﬁh{@de one to

five |dent|cal or dlbftéféﬁhbl{/cj-t@@)fl&bK‘@iﬁ)étﬂnyUps de'h@gf—}—% cennPxygen
atons may al so be I Ey %C} ?é ncsﬁl kyll%g‘i groups cridine
derivatives accordi n folé Y- Olat , Characterized in that R
Rl, R2, R3, P, Q X, Z, n and m have the neani ngs gi ven above and R4
represents 3, 5-di methoxyphenyl.34 5, 5 106. J5 7, 20,8259 3%:47%,
10 or 1-, 2-, 3-, 4-, 5-, 6- or 7-indolyl-(Ci-C¢)-
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;-
15 Cs) -alkyl, halogen and oxo (=0) and the 1-, 2-,
3-, 4-, 5-, 6- or 7-indolyl radical may be
unsubstituted or mono- to hexasubstituted by
identical or different substituents from the
group consisting of hydrogen, (C1-Cg) -alkyl,
20 halogen, nitro, amino, mono-(C;-Cg¢)-alkylamino,
- (C1-Cg) -alkylamino, hydroxyl, (C;-Cs)-alkoxy,
benzyloxy, carboxyl, (C1-C¢) —alkoxycarbonyl,
(C1-C6) ~alkoxycarbonylamino or (C1-C¢) -alkyl
which is mono- or polysubstituted by fluorine,
25 preferably trifluoromethyl, (Ce-Ci10) —aryl and
(Ce-Ci0) —aryl-(C;-Cg) —alkyl.

3. Acridine derivatives according to Claim 1 or 2,
characterized in that R, R;, Rz, Riy, X, Z, P, Q, n
30 and m have the meanings given above and R4
represents phenyl which is unsubstituted or
substituted by one to five identical or different
(C1-C¢) ~alkoxy groups, where adjacent oxygen atoms
may also be linked by (C;-C)-alkylene groups.
35
4. Acridine derivatives according to any of Claims 1
to 3, characterized in that R, Ry, Ry, R;, P, Q, X,
Z, n and m have the meanings given above and R,

represents 3,5-dimethoxyphenyl.



Acridine derivatives according to any of the preceding clains,
characterized in that R4 has the neanings given above, R, Rl, R2, R3 each
jrepresent a hydrogen atom Z represents an oxygen atomand X represents a
nitrogen atom P and Q each represent {wo hydrogen atons (i.e. -CH2-) and
‘mis zero and n represents the integer 2. Acridine derivatives according
to any of the preceding clains, characterized in that RL RlL, R2, R3 each

represent a hydrogen.ato represents an _oxygen atom and X represents a
ni Fr ogen ato%y P g‘ﬁ'%é% glacéerré%rag‘%’rﬁs t\ﬂ?qﬂfdﬁgﬁen &R oY i . @F Iotl@-IZ-) and
mis zero and n rppeesdahg theimstegdraradteancddd IreprieSENRS has the

3, 5-di et hoxyphenyl, Ldi eriwvativ agcording, to a of Jaims 1 to
6 for use as nedi caﬁ%ﬁ?gg l%lgfegjf aP%c'(eivéa’c(raL?’di Ne deti vat i YT ac TS Tt to any
of Jainm® 1l to 6 RoRYEregen Agox médiremmasentter ant reatdery dtomrand X

mamel s. hydroxyl repeds@htsabkeny rodfedf @,y STRINPYY Qlcn SfdPXYscqd-tosyl,
-0-nmesyl or imdazolyl, Process for preparing acridine aérlv Ives
according to any GNVOCRYGROIETY Rt@MSchik &t eT¢Bed) aRdt Mati sarrexrs iatice
carboxylic acid oh rbprésenukathe2intBgeki gh R, Rl, R2, R3 have the
meani ngs gi ven above, Z denotes an oxygen or sulfur atomand Y represents
a | eaving group such as halogen, Z fornmula 2 48 ( H2) R4 HN X formula 3 5
is reactldd wbth adcamfinepeof demévhoimeba @3foirflinghi ¢lo RényX, d& Q@hdn and n
have the nmeani ngs,gLYeR: H3PRY 8 plsf ropriat.e i.n il uepts_an
auxiliaries, and ?ﬁe de%??eg a%?%diggﬁﬁéﬁﬁaﬁ%ﬁzﬁgFllg fhat R, Rl'dR”

R3; 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.

15 -CH2-) and m is zero and n represents the integer

2, and Ry represents 3,5-dimethoxyphenyl.

7. Acridine derivatives according to any of Claims 1
to 6 for use as medicaments.
20
8. Use of the acridine derivatives according to any

of Claims 1 to 6 for preparing a medicament for

treating tumors in mammals.

25 9. Process for preparing acridine derivatives
according to any of Claims 1 to 6, characterized
in that an acridine carboxylic acid of the formula
(2) in which R, R1l, R2, R3 have the meanings given
above, Z denotes an oxygen or sulfur atom and Y

30 represents a leaving group such as halogen,
hydroxyl, (C1-C6) -alkoxy, preferably methoxy or
ethoxy, -0O-tosyl, -O-mesyl or imidazolyl,

Z

formula 2



is formed. 10 10. Method for treating tunors in nammals, characterized in
that at |east one acridine derivative according to any of Clains 1 to 6 is
.adm nistered to the mammal in a dose effective for 15 tunor treatnent. 11
" Medi cament, characterized in that it cogpri ses, as active ingredient, at
"l east one acridine derivative according to any of Clains 1 to 6, if 20
appropriate together with customary pharnma- ceutically acceptable
auxiliaries, additives and carriers

(CH,)n /R4
HN™ kx
P (CH,)m Q
formula 3
5 is reacted with an amine of the formula (3) in

which R4, X, P, Q, m and n have the meanings given
above, if appropriate using diluents and
auxiliaries, and the desired acridine derivative

is formed.

10

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

15 tumor treatment.

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

20 appropriate together with customary pharma-

ceutically acceptable auxiliaries, additives and

carriers.



