NOVEL HETEROARYL DERI VATI VES AND THE USE THEREOF AS PHARMACEUTI_CALS The
‘invention relates to novel heteroaryl derivatives of Hlmmmummﬂmmw

their preparation and to their use 5 as nedi caments, for
treating tunors. According to one aspect of the |nvent| onsig7igvel  acri di ne

derivatives of the forrrula 1 N~ H2) ~XR 24 P (CH2)MQ RR3I R NR2 10
formula 1 in_which can be attached to any of the acridine
carbon atoms ¥2VEH &ETEﬁF}@RY&e%R&XIAT& ESqifte rldHt %WWFG%E&F tly of one
anot her denote hydrogen, strai ghthr¢a@igtiatcilifeanched (C1-C8) -al kyl,
(C3-C7) -cycloal kyl, straight 20 chain or branched (Cl-C8)-al kyl car bonyl
preferably acetyl, straight-chain or branched (Cl-C8) -al koxy, hal ogen,
aryl - (C1- &gp Jeﬂl‘k@?('ylon preflatais ytdaenpyzledxyhetepda&flyletdaa)dl%)t,lvergtro

an no, noNEft @g@ ey 1;am -aI k Cl- C8)

- al koxyiar bon am no, (CI- C%B) tkg%lkrég g%ony%am no- &)l& UH%yl
cyano, 3tréfg &ﬁﬁf“ﬁ“&ls brlélnéﬁé&lcé%ﬁm @It i klytlxmomr boxyl , (Cl-C8)
-al koxy- carbonyl, (Cl-C4)-alkyl which is substituted 2 by one or nore
fluorine a;\ g ggreferably the trifluoromethyl group, carboxy- (Cl-C8)

-al kyl % Y9al kSxy HFbonTPEEE- OO al B8, 1COREEPN. al kengll,
preferablyag¥l§Lne(d2rCByt1ves of the formula 1

10

formula 1

in which

15 R, Ry, Rz, R; can be attached to any of the acridine
carbon atoms C;, to Co, 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 (C;-Cg) —alkylcarbonyl,
preferably acetyl, straight-chain or branched
(C1-Cg) ~alkoxy, halogen, aryl-(C;-Cg) -alkoxy,
preferab}y benzyloxy or phenylethyloxy,

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

cyano- (C;-Cg) —~alkyl, carboxyl, (C1-Cg) ~alkoxy-
carbonyl, (C;-C4)-alkyl which is substituted
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5 al kynyl, preferably ethynyl or propargyl, straight-chain or branched
cyano- (Cl1-C6)- al kyl, preferably cyanonethyl, aryl, where the aryl radical
may be unsubstituted or nono- or polysubstituted by identical or 10
different substituents fromthe group consisting of hal ogen,
straight-chain or branched (Cl1-C8)-alkyl, (C3-C7) -cycloal kyl, carboxyl,
strai ght-chain or branched (Cl-C8)- alkoxycarbonyl preferably tert- butoxy
15 carbonyl, by tr|fPMOP@#ephyWDdﬁuﬁk»@w;nesatamghtpcéﬁenablybtaached
Cl-C8 alkox , refeg or XY, i am no,
( ) - y, p @@b}ﬁr%@aﬁ ] C%z%{bo Y c DENZR Y gL SEQ%

nono- (Cl-C4) -al kyl am no, di- a kylanlno cyaﬁo Str t-chain
or 20 branched cyanB* (Cl-08) (¢ aﬂkylak#Q%¥Qﬁ6Rﬂﬂvkﬂ“%uF%Urathbre t he
radi cal (PH2~~R4 Z(BLQCJ)JahwenBJ(C}Q@£¢£5r§yp?tl5@&9@ on tdecagridine
heterogycle may be &ach d to C.ato the acridinée Trjng
skeleton; 30 P, Qin ep%nﬁ ht | PX6F ERE ot e Hepr e¥entPoRmIEFR br  geni nal
hydrogen atoms X i s fttraogen-oha(aRs, onWmHhréﬁbmémwesgnﬁ&>hxqugpn or
(C1-C6) -alkyl; 35 3 i |y of _one 0 h de otes an integer
bet ween 0- 3, with tﬁzlg¥gblg§§tﬁggggi thg anome@ﬂ i end%@%‘% CR5R6
group where R5 and R&'ei mfepbnderdigabf mme ah@trmmsmbmneeemedhyﬂwogen or

mono- or polysubstituted by identical or
10 different substituents from the group
consisting of halogen, straight-chain or
branched (C1-Cg) —alkyl, (C3-Cy) ~cycloalkyl,
carboxyl, straight-chain or branched (C1-Cg) -
alkoxycarbonyl, preferably tert-butoxy-
15 gaernyl, by trifluoromethyl, hydroxyl,

straight-chain or branched (C,-Cg) -alkoxy,
-prefepably methoxy or ethoxy, benzyloxy,

nitro, amino, mono- (C;-Cy4) ~alkylamino, di-{(C;-

C4) —alkylamino, cyano, straight-chain or
20 branched cyano- (C;-Cg) —alkyl,
z is oxygen or sulfur, where the radical
CH,)n R
SRR
7 N X

= (CH,)m \0

25
substituted on the acridine heterocycle may
be attached to C atoms C;-Cs of the acridine
ring skeleton;

30 P, Q independently of one another represent oxygen or

geminal hydrogen atoms

X is nitrogen or C-Rs, where Rg represents hydrogen
or (C;-C¢)-alkyl;
35



5 (Cl1-C6)-al kyl and that the nitrogen atom adjacent to the C=Z group is
substituted by a hydrogen atom or a (C-C6)-alkyl group; R4 is a
straight-chain or branched (cl1l-C20) 10 al kyl radical which nay be
saturated or unsaturated, with one to three double and/or triple bonds,
and which may be unsubstituted or nmy Joptionally be substituted at the

sane or different .C atgm; gy one, two or nore aryl, 15 heteroaryl,
hal ogen, cyAnB, tCIRBYIENkEXy-ClaPBEnyfRATRBr (AENUB)S - @k okyt e@et no,
mono- (Cl-C4) - htkyéam 0630r wilkh( CheChl onalsky lkd@icng;n a{L0=L1d) - aryl

radi cal , (C6-Cl4) -aryl - -C4) _-al radical or.,a (C2-Cl0) -heteroaryl
or (C2-Cl0) - het%a'r oagr(yl Eie%’g%?g) a Zé%kkylgF%‘dﬁ’ caVhGhechReont@fnsRene or
nmore hetero- atohddee¢rderdlyromm bhe gnotpeconsipstesag tofhyNrdyeransk-S, where

the (ClsC4)-al ky|cradhcah oy bstjtuted or nono-polysubstituted by
i dentical or di f%%lr%?it) sg}l;gtqi téggdnt_ gﬂggo%ﬂp (La“lgéri%oﬁen 2398 ns‘;‘l}@ﬁ%‘:ﬁl%f
(Cl- C6) - al kyl, HaP ofeh Gné XBUP=0F sahgtwketedt by ECoyCbgeraratonor

(C2-€10) -heteramryd (¢-adi)callikiay @upisubstituted or nono- or poly-
substituted by identical or different substituents fromthe group

consi sting of strai.ght-chain or 30 branched (Cl-Cg) -al kyl, (C3-C7)
-cycl oal kyl, hal'g- 1§eﬁ‘, S&féﬂ@%t(_éf‘a%) o Yy bohyldmho, (Cl- C6) -

al koxyjgcarboxyl, i Gl- al koxycar-bgnyl , straight- chain or_ branched
(C1-CB)-al kyl whi qui s sﬁﬂ}?t ut € 115:3’ oné"“or e f IS RE S on®F 35
preferably trifMNiGadveaiad. hyirtdxylonst red ghthredai doablbr anekdedr

(C1- C8) - al koxy, tpfigher abbdds MethRXYwRE £t q%uy, e adj.acent oxygen atons
may al so be |inke b\é Cl-C2) - al ky‘r’en(é gro psl,)ghg{nesfu}réatbll%/untb?/ga%%rst hyl ene
group, benzyl ox{Je¥ni PP§LoBaldN nbe nsHEsticuted) - atkykhei nsame or

di-(Cl-C4)-al kyBifferent C atoms by one, two or more aryl,

15 heteroaryl, halogen, cyano, (C1-C¢) —alkoxy-

carbonylamino, (C;-Cg)-alkoxy, amino, mono- (C;-Cq) -

alkylamino or di-(C;-C4)-alkylamino; a (Ce-Crq) —aryl

radical, (Ce—C1q) ~aryl-(C,-Cy4) -alkyl radical or a

(C2-Cy0) ~heterovcaryl or (C2-Cyo) ~heteroaryl- (C,-Cq) -

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-polysubstituted by

identical or different substituents from the group

25 consisting of (C;-C¢)-alkyl, halogen and oxo (=0)

and where the (Cg-Cyy)-aryl or (C2-Cy9) ~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, (C1-Cg) ~alkoxycarbonyl, straight-

chain or branched (C1-C¢) —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,



am no, aryl, which for its part may be wunsubstituted or nono- or

pol ysubstituted by identical or different substituents fromthe group 5
consi sting of straight-chain or branched (Cl1-C8)- al kyl, (C3-C7)

-cycloal kyl, carboxyl, straight-chain pr branched (Cl-C8)-al koxycarbonyl,
by trifluoro- nethyl, hydroxyl, straight-chain or branched (Cl- C8)-al koxy,

preferably nmet ho>ayn1mro et haxayo - (l@l_kzqmzy,llqzm{amqhgro an no,_d1® % ﬁ
ain or

(C1-A) -al kyl am (Cl ) al k m no, cyano, strali ght c
branched cyano- (%ﬁT aI ﬁyY *and” IPKEﬁr stP%ict drtsl | Poddrs mawr  be
st ereoi soners, hlnsll!’yspalttltedl arort aunoner s, og aqiﬁrmmg@l @mged engpti omers,

and their phar nagag’hltgglahy ac sal.t cu acid addition
salts, e provided. 20 Tﬁus(Eilei or ee%atnpﬁubsﬁ d'gtrﬁ)oétﬁ%g Ore 1 BEOFBr mul a
(1) accdrding tSOPﬁéSFhU@ntqfonSﬁﬁﬁeﬁhhavba@necm hpaechednt @n;s Cof -

chirality and whiathyare (p Nt dA08nmt be d_by. met hods
known per se |nto tgglr E%?caly%?lso%rlers e§ar§ alntl%tfc}lggisg%g cndin

di ast er eomer s. aé'gﬁéﬁ%at il on Calim %W@Pw}t bpycotuifl separ at i on on
chiral phases ormbyhybcr ymsﬁabbdyzatlgﬂri{@ma&hml 62! IDrapatidye (80l vent or
usi ng an optical ‘I:Q/ agti g, acid_or derivatization w t h' an

opt i caII active reagent,’ such® 35 r1a exarf{%‘i%‘o"é’n opPFcal ISthenive 30

al coholt¥ and sub%‘éfq%nel\QXYenumajrcuf talme noadi gaho - oy tdg e, 1 dukgAcr i di ne

deri vatl ves of t(ﬁlle_ haa1fd) rding to the jnvenijion can be converted
into their salts WI m%r %n?@&g? or gani & ‘aci A5F A1 A85°BaMR ctar, for
phar maceut i cal J¥ANGhR Cf-‘zfﬂél‘? (Ghys) opdliveéal | y acceptable salts. Aci ds
which are suitable for this purpose are, for exanple, hydrochloric acid,

hydr obrom c aci d dsq:lﬂ‘ uri c_ acid, hosphoric acid, fumaric acid, succinic
aC| d |aCt| c 5 elr Structur 1 lsomers and stere01somers 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 1into 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



acid, citric acid, acetic acid, tartaric acid, malic acid, malonic acid,
enbonic acid, trifluoroacetic acid or nmaleic acid. 5 Mdreover, the
conpounds of the formula (1) according to the invention can, if they
contain a sufficiently acidic group, ;such as a carboxyl group, be
converted, if desired, into their salts with inorganic or organic bases,

in particuaid, foitphar ecadl | ealetuse, abdho L% thelf. physiol qg;f{%:cy
or

accept abl gl ts es whi.ch ar suitable for this purpose are,
exanpl e, ;%o%?iu’m '“%5%?6% 88,l%pote:§rgjsqu}rﬁ hyat Bxi & 1 fdaosioametiidr oG dé,

| ysi ne, cydl gliebgiamaial. et hanol ami ne, di et hanol ami ne and tri et hanol ani ne.
15 According to a preferred enbodi nent, acridine derivatives of the

formula 1 are provided in which R Rl, R2, R3, X, Z, P, Q n and m have
the meani AgLSGivEn Hroveompriids RAf dehet Esraudtr dilghtaceiaiding d anched
(Cl1-C20) <+alekylinvieadiical wWanch nay hesat or _unsatur.at.ed, . with one
to three g%u l.e and/ or trighe bonds, gﬁg Q&ﬁ&%ﬂjhaf b§%§#§ﬁB§¥VFﬁied or
optional | ¥ 25 SubdtTHiut eGU6R AFe JaRBrBPxYilf fer@am. Coat owevieytegne, two or

- nmore aryl ifheteerioardl ,iled ogesir 6€61tS0)wialKOXYor M0, ofPRQyanic

(A -C4)-alkylam ng or a%%igC}-CA)-glkylanino; 30 a phenyl ring or a
napht hyl ring, each oP®which ®fay BETunBiBSFRCEHEdCEl nbs6- oRnto
pol ysttbst Fhat &dPhiyy ipdestiicedll yormadidifterteind  salbiss | t Beoss HROBKt Ree group

i stinguotableal ght-chaid of, hed, (Cl;C8)-al kyl, (C3-CY
“oycl oal kylo ol agen: cyans. 35 GOR LS kdRJcafSONpRE nBO% BE. o8)

- al koxy, %%?yggéggf?,@EEEGE¥4§}koRy@éPHéﬁ?L,snakﬂxﬁm-chaﬁnoﬁidebranched
(CL-06) -Bykyhewhi chclshskpBiihiséed bynoRS1aRinlOr eqf LURL) DE, At OIS,
'preferablghértgiggﬁgﬁolamine. ' '
15
According to a preferred embodiment, acridine
derivatives of the formula 1 are provided in which R,
Rl, R2, R3,. X, 2, P, Q, n and m have the meanings given
above and
20
R4 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-(C;-C4)-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-C¢) ~alkoxycarbonylamino, (C1-C¢) —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



met hyl, hydroxyl, straight-chain or branched 6 (Cl-C8)-al koxy, preferably
nmet hoxy or ethoxy, where adjacent oxygen atoms nay al so be |inked by
(C1-C2)-al kyl ene groups, preferably a nethylene group, benzyloxy, nitro,
amno, nono- (Cl-C4) -alkyl 5 amino, dj-(Cl-C4)-alkylamno, aryl, which for
its part may be unsubstituted or nmono- or poly- substituted by identical
or different SuﬂSiﬂCtel)leathoxﬁ/romﬁehf%r@ﬂﬂ I@m&;@ idY9 hsly ai gt =ghain or

branched (Cl-C8 C7) cl oaI |, 10 boxyl strai ght - chai n
or branched (Clac%%?é oxy gar bon ?é i 1 orré’tehyl inkRe o |

strai ght- chai n(%lr‘qaﬁaﬁéhﬁéle(lel @8)DU@ISkoxprqﬁ’e&faeﬂ@b| Y ﬂﬁtﬂ@@érﬂi et hoxy,
benzyl oxy, nitr@so@m r;gengg)ngxy( Cﬂu@% aglﬂh?rglg%g dngq# ng kyI am no,

cyano, . 15 strai ght-chain or branched cyano- - or
6-pyritidinyl Y Gi-3C1-Ga) - alﬁ}wloafmaxpyrﬁwmnwm(m 04 - aJd@yI

radi cal, wher e pdthe (rﬁély Clde al kbubadi eakelBY obe HasKbst igut g% 19/ 20 mmono-
different substituents fr he group

d l
or pol ysubstlt%%% by i walﬂﬁpf)b@ﬁ aRg Gdierentasybsidtrpentss- | 5. or

consi sting
6- pyri m di nyl r%ﬂcalthﬁaygbeupnsubnssﬁtiu@edopr m-gHtO.CtHdlSrpb%trl tuted by

dentical 25 o f&elent (su oys h o] on- sisting of
IhygroI en (C1-C6 Ibr%hq—éal lgel <?al%c$§t) glﬁ% tro, W %Fn ﬁ ﬂj;‘g%fkﬂ:i C6/Fal kyl ami no,
di - ( CG) al kyexydni n%trahghiﬁosféyliln( Gl Cﬁ))fanahledxy(clb@azylamkysxycar- boxyl ,

1-C6) -alk I 1 I 13 nQ. or C6) - al kyl
\(Mcw:i ch i)s (rar[)ngi()&&HIDB@F})1 %sﬁgt@tftlgg’r%%%ﬁ or| %@pgpélxe‘f er aﬁFyatlgj%I_uor o-
met hyl, (C6- mﬁf‘al ry|°5nd esnenoy - af@d Caoe@l@e)(yﬁ al Ryefe8sbay3-, 4-, 5-

or 6-pyridazi npethadivcalr 0stloxy 4- bendy18ky0- RMHAAZI W nd Cl7G4) - al kyl
radical, Mhere(cl C4)—a;kylam1no, di- (C;-C4)-alkylamino, cyano,
15 straight-chain or branched cyano- (C;-C¢) ~alkyl;

a 2-, 4-, 5- or 6-pyrimidinyl radical or 2-, 4-,
5- or 6-pyrimidinyl-(C;-C4) ~alkyl radical, where
the (C;-C4)-alkyl radical may be unsubstituted or
20 mono- or polysubsfituted by identical or
different substituents from the group' consisting
of (C;-Cg) -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, (C1-C¢) —alkyl, halogen, nitro,

amino, mono-(C;-C¢) —alkylamino, di- (C;-C¢)-alkyl-
amino,. hydroxyl, (C1-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-(C;-Cg) -
alkyl;
35 a 3-, 4-, 5- or 6-pyridazinyl radical or 3-, 4-,

5- or 6-pyridazinyl-(C;-C4)-alkyl radical, where
the (C1-C4)-alkyl radical may be unsubstituted or

mono- or polysubstituted by'identical or

different substituents from the group consisting



the (Cl-C4)-al kyl radical may be unsubstituted or nono- or polysubstituted
by identical or different substituents fromthe group consisting 7 of
(C1-C6)-al kyl, hal ogen and oxo (=0) and the 3-, 4-, 5- or 6-pyridazinyl
radi cal may be unsub- stituted or nong- to trisubstituted by identical or
different substituents fromthe group 5 consisting of hydrogen, _
(CL-08) = al k1 ami n oy vy (CL- OBal ey bingyt Sy “Hearboicyl

Cl-C6) - al kyl am nq, roxyl, (Cl- - al koxy, , ,

ECl- CG% -al koxic[g_r bo%’y‘l ,%(rCliéCW-régl?ﬁﬁ‘ylcaFBQhﬂjPém HBY orP¢ CureByR-al kyl

whi ch is nono- %Fithggedl psubsind-ut ed byri{slulm’ctjliﬂﬂ),td)i ei)lg;[(qlbiéhgirzdafll gor o-5 o
met hyl, (C6-Cl -ar -C 7 - - gy-a yl; a 2-, 3-, 5-
6- py)r/azi Elyl ra%rcal , dlolirfg&deég6 5;8%?%@%95%“&% . ( ctrés) - 498HP r adi cal ,
where Phe  (Cl-TDSIRUANT r ff cahyduggse. unstbsts) tatléglor Menages,

pol ysubsti t ut echird denkiigal, ohofbtfer ey _%lili@?ié&qﬁgﬁz {i%g%}_tte%gr ogp

i Sti f (Cl.-06)-. alkyl, hal ogen and oxo , - or
‘2’8”2'. Ey'rg% ﬁyl (arqﬁ?%l%yyﬁéympg%ti t fefsdradbasyt o bengystivt ut ed by
i dentical or diddrérentl, suloGIi(teuelzatlstxry@@rtﬂé%ygr,oup(@lmt?s?:%_h'cl%%x?/‘;l kyl ami no

glydr?%(in%§ C-lcjal fl-b?ﬁ}l%%:mig’? ﬁggpb&é}:_fcr‘sFﬁf&??é’lﬁg?iﬁewcbxyprcar boxyl ,
o STy kot vt amay ST 2
LR oo vl SUbel ety B gar e sty 14 woromethy
-or 8-cinnoli nyl‘i‘l ¥diical or 3-, 4-, 5-, 6-, 7-, or .
8-cinnolinyl-(Cl-C4)-al kyl radical, where the (Cl-C4)-al kyl radical nay be
: a 2-, 3-, 5- or 6-pyrazinyl radical or 2-, 3-, 5- '
15 or 6—pyrazinyl—(C1—C4)—alkyl radical, where the
(C1-Cq) -alkyl radical may be unsubstituted or mono-
or polysubstituted by identical 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-Cs) -alkyl, halogen, nitro, amino,

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

or (Cy-C¢)-alkyl which is mono- or polysubstituted
by fluorine, preferably trifluoromethyl, (Cg-Cjo)-
aryl and (Ce-Cyo) ~aryl-(C1-Cg) ~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 (C;-C4)-alkyl radical may be
unsubstituted or mono- or polysubstituted by

35 identical or different substituents from the group

consisting of (C;-C¢)-alkyl, halogen and oxo (=0)
and the 3-, 4-, 5-, 6-, 7-, or 8-cinnolinyl
radical may be unsubstituted or mono - to

pentasubstituted by identical or different



unsubstituted or nono- or polysubstituted by 35 identical or different

substituents fromthe group consisting of (Cl-C6)-al kyl, hal ogen and oxo

(=0) and the 3-, 4-, 5-, 6-, 7-, or 8-cinnolinyl radical may be

. unsubstituted or nono- to pentasubstifuted by identical or different 8
substituents fromthe group consisting of hydrogen, (Cl-C6)-al kyI

hal ogen, nitro, saBkR@cuch@BO- EELmCB) chal kyb%%? E‘bns(lgc Eg alkyl ani no,
hydr oxyl , (C1l- CE%, al koxy, benzgl OXY, carboxyl C1 ar xycarbonyl
(C1- 06) - al koxyc3¥BERYPRN nd Cor s ) (TLIOE) - al R O9# ch T‘Stﬁﬁno aggno,

pol ysubsti t ut edmbyo-fiCyerd nal rlefermahl y tri fdluO(rcqueg hyjilki,@mgg) aryl

and (C6-C10 IkI 10 a 2- 6-, 7-

8- qU|(nazoI i alyl ngf(@%g} CQEQ— % 1}%0xy’6-berb72yl‘8?‘y' carboxyl, ' (Cy-

8- qui nazol i nyl - @Ol-%ow«éylrbomsabl calGi-whkerelkbey&tbGAYiahkyb radi cal may

be unsubstituted of, )mRNIRsy, 106 P SPOSLLLHL eg’rb?dlg@&ﬂ’% U%éjcgl ffer ent

substituents from the group 15 consistin
hal ogen and oxb'¢ebj andPrRéeEAPLY dr ifluoromeghyls- , (F6-Ciok- aryl

8- qui nazol i nyl sadi cel-aygy-Reyunsopstd)tutigd1or nono- to pentasubstituted
by identical or different substituents fromthe group consisting 20 of

hydr ogen, (Cl-C6)-al kyl, hal ogen, nitro, am no, nono- (Cl-C6) -alkylam no,
di - (€D-C6) -alky2am me, S5hydpbexyl7-, ( 6t- @6@1&]&&@@&1;{3}%2&@%1 ¢ boxyl ,
(C1- C6) -al koxycarpony (£1- Cs) | kgxycar bon n (C )-aI kyl
whi ch i's nono- or polés%bstlg:t U?Zd 8 ZE %PUO?I m;leggﬂa%‘l) ]1
trifluoromet hylTades 510 whang téﬁ?d (CB—CGlG)alka’rlyl radmam)maﬁl kd; a 2-,
3-, 5-, 6-, 7-,urprub8tgainexali mthlOFadrqailyS&bsLi?)tut&i Jby6-, 7-, or

8- qui noxal i nyl -; 30 .GEl{ G4) galkyl radic re. t he (Cl- c4) -al kyl
radical may be GNSUDSTituted ar BHOS OF e ofBEC LT (et 2’
15 consisting of hydrogen, (C1-C¢) -alkyl, halogen and

oxo (=0) and the or [sic] 2-, 4-, 5-, 6-, 7-, or
8-quinazolinyl radical may be unsubstituted or
mono- to pentasubstituted by identical or
different substituents from the group consisting

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

25 fluorine, preferably trifluoromethyl, (Ce—Cro) ~aryl
and (Cg-Cyo)-aryl-(C;-Cg)-alkyl;

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

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

30 (C1-C4) -alkyl radical, where the (C;-Cq)-alkyl

radical may be unsubstituted or mono- or

polysubstituted by identical or different

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

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-Cg)-alkyl, halogen,

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



pol ysubstituted by identical or different substituents fromthe group
consisting of (Cl-C6)- al kyl, halogen and oxo (=0) and the or [sic] 2-, 35
3-, 5-, 6-, 7-, or 8-quinoxalinyl radical may be unsubstituted or nono- to
. pentasubstituted by identical or different substituents fromthe group
consi sting of hydrogen, (Cl-C6)-alkyl, halogen, nitro, am no, nono-
(C1-Co) -aIkyIaaihyladnn¢CI-ﬁ§ﬁr%xyalkylanLn@)—Qyﬁégyyl béggyggkyalkoxy

benzyl oxy, car < carbog I Cl- (%
car bonyl ami no 0?9%%& f% al Kyl ﬁL |syﬁ%ﬁ§ hgﬁ pol sﬁ% f?%%?éﬂ by
fluorine, prefeﬁaébyny#amnn@rons Néhh@é)—41Ky11©&ucaryisam@n©eﬁ &t0) -aryl -

Cl-C6) - alkylpo sfivu 2O I ragdical or 1-,
o) o 2 By ooy téhgl g??ng (f7cll- ey Fk)‘bﬁtg%‘g%% A patc T

(Cl C4) al kyI r’B‘aFaé]r may! $e Cruhsdmbst | tu%lé%l or(%ﬁm) -@Yryrim(ﬁsuﬁshtut ed by
identical or didlflkeyept substituents fromthe group consisting of
(C1-C6) -al kyl, halogen and oxo (=O and the or [sic] 1-, 4-, 5-, 6-, 7-,
or 8 15 phthal azinyl radical may be unsubstituted or nono- to

pent asubsti t ut e by. i dent beal 6or def@nem:phﬂH&ﬂdﬁﬂﬁ¥M5iédﬁHBﬁVK%QFOUD

(CLGR) - al'kyl ari Ho. © ot~ CL-EB) - i kyl bt 20 IRFAPSIyI C: (2 Gy Koxy.
benzyldxy, carHﬁ%@#ca¥(lﬂﬂﬁﬁ¥lth@xyé@rﬂbdyblk@@1 Cﬁﬁiahkonmﬁarbﬂﬂylanlno
or (Cl-C6)-al kylsubhtchutead ranaoner §olysubsbist ut 86 by, 1 uorine,
preferably trlﬁbggronEEQy cu%%grglg -aryl and éCﬁ Clg -aryl - (Cl-Co6)
-al kyl; 25 a 2- 5 7t St Sstlc}&ieﬁéﬁy r%oﬁf@agr@up 2-, 3-, 4-,
5-, -, 7 or 8-cquisiaitying Gif CAI atkylalkal cabi ogeer exddieokS1-Ch)- al kyl
radical may beand the or [sic] 1-, 4-, 5-, 6-, 7-, or 8-
15 phthalazinyl radical may be unsubstituted or mono-
to pentasubstituted by identical or different
substituents from the group consisting of
hydrogen, (C1-Cg) —alkyl, halogen, nitro, amino,
mono- (C;-C¢) —alkylamino, di-(C;-Cs)~alkylamino,
20 hydroxyl, (C;-Cg)-alkoxy, benzyloxy, carboxyl, (C;-
Ce¢) —alkoxycarbonyl, (C1-C¢) —alkoxycarbonylamino or
(C1-Cg) ~alkyl which is mono- or polysubstituted by
fluorine, preferably trifluoromethyl, (C6-Cy10) ~aryl
and (C¢-Cyo) —aryl-(C;-Cs)-alkyl; .
25
a 2-, 3-, 4-, 5-, 6-, 7- or 8-quinolyl radical or
2~, 3-, 4-, 5-, 6-, 7 or 8-quinolyl- (C;-Cy4) -~alkyl
radical, where the (C;-C4)-alkyl radical may be
unsubstituted or mono- or  polysubstituted by
30 identical or different substituents from the group
consisting of (C;-C¢)-alkyl, halogen and oxo (50)
and the 2-, 3-, 4-, 5-, 6-, 7- or 8- qulnolyl
radical may be unsubstituted or mono- to hexa-
substituted by identical or different substituents
35 from the group consisting of hydrogen, (C,-Cg)-
alkyl, preferably methyl, particularly preferably
2-methyl, halogen, nitro, amino, mono- (C;-Cg) -
alkylamino, di-(C;-Cg)-alkylamino, hydroxyl, (C1-
Cs) —~alkoxy, benzyloxy, carboxyl, (C1-C¢) —alkoxy-



ituted or nmono- or polysubstituted by 30 identical or different
gzzg?ﬂuents fromthe grouB consi sting of (Cl-C6)-alkyl, halogen and oxo
(=0 and the 2-, 3-, 4-, 5-, 6-, 7- or 8-quinolyl radical may be
unsubstituted or nmono- to hexa- substipputed by identical or different
substituents 35 fromthe group consisting of hydrogen, (Cl-C6) - alkyl,
preferably met h?@rbﬁalﬂhcuI(@H@/s)pfadﬂm;@bjayrbé’nmdm}ﬂo h@log@,_dgl tro,

am no, nono- (Cla@g,l aleylam n]Q %E ;yll%’%]uréoirld%‘%rﬁoxylbi( Cl-
C6) - al koxy, benzyl oxy, carbox (181 .

- al koxycar bonyl 5%??16“6? (EIeée)fab lﬂ/ﬂmmm@hmho (©5-qoe) yaupst i tut ed
by fluorine, mxeder@plqgotrafj,yoz@mgylalgy@ C10) -aryl and (|C36I Clozji el
-aryl-¢(C1-C6) -alkyl; 5 a 1-, 3-, 7- or 8-isoquinolyl ra

or 1-, 3- 4-, 5-, 6-, 7- or 8 |squ| nonI (Cl C4)- al kyl radical, where

t he (Cl C4) al kgl 1¢ adBeaI dmay 5-he ensubst biruteed QJauTPRA 1orraqﬁé/§ilbst| tuted

f
10 identic differgnt substituents fromthe group consisting o
?)Clll C6) - al kyl , %halofogeni and805<o§(‘-0{5 26 PRe81isoquinglyls (Ci16Cy) 7- or

-i soqui nol yl &ldtilcaradigabe wheubsttteut 6k -ar; ) FADRY 1t Qadh%é@sux%%}l tuted by
i dentl cal or digd eﬁﬁ@hb%&%%%ﬁ' tgents, fgyomthe 9#8“%;00”5' St ng%xokyl ani no,
hydro n, (Cl- aldoyl o ﬁP tmst Eit Syanhy |
gq - al ky am no. y xy g E‘B‘ﬁe%ﬂskéiym b‘%zzyrlomlpy, car boxlyk I
(Cl C6) - aI koxya@na:rshm’tyﬂng (64- @) = @LMM&@I bOH)é'loagh”% gQ?( L) -a t% ¥
whi ch i's nono- S bstltute by fluorine, pref eraly rifluor onmet hy
(C6- CLO) - ar y| and‘i Eo) LaryF:(SrCo - alkyl o ad2isoguineldr 9- [9H]
-puri nyl radjcgpdgpag- Bay 25e8- mms@biﬁf&u@@ﬁlnXh?(C%mgﬂ) al kyl radical,
wher e hexasubstituted by identical or different
15 substituents from the group consisting of
hydrogen, (C1-Cg) —alkyl, halogen, nitro, amino,
mono- (C;-C¢) ~alkylamino, di-(C;-C¢) ~alkylamino,
hydroxyl, (C;-C¢)-alkoxy, benzyloxy, carboxyl, (C;-
Ce) ~alkoxycarbonyl, (C1-Cs) ~alkoxycarbonylamino or
20 (C1-Cs) ~alkyl which is mono- or polysubstituted by
fluorine, preferably trifluoromethyl, (Ce~-Cy0) —aryl

and (C6—C10) —aryl— (C]_—CG) -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 (C;-C4)-alkyl radical may be unsubstituted or
mono- or polysubstituted by identical or different
supstituents 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-Cg) ~alkyl, halogen, nitro, amino,

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

(C1-C¢) -alkyl which is mono- or polysubstituted by
fluorine, preferably trifluoromethyl, (Ce-C19) —aryl
and (CG—Cm)—aryl—(Cl—Cs)—alkyl;



the (Cl-C4)-al kyl radical may be unsubstituted or nono- or polysubstituted
by identical or different substituents fromthe group consisting of
(C1-C6)- al kyl, halogen and oxo (=0) and the 2-, 6-, 8- or 30

9-[9H -purinyl radical may be unsubsthfuted or nono- to trisubstituted by
identical or different substituents fromthe group consisting of

hydr ogen, (Cl-C6)-al kyl, hal ogen, nitro, am no, nono- (Cl-C6) -alkylam no,
di- (Cl-Co6) -alkybam no, > hydr gx (Cl- 6) - al koxy, benzyl oxy, carboxyl,
(Cl- ©8) - al koxycar b(’)ngl N ?% -%6) 8 i%%i?%r‘*ﬂ%ﬁylréﬂlﬁéloror (€ - CBY . - al kyl
which is nono- ér 6l y8ubdi t puednlyy - (Ch woy)i Nl kypr efraralklay trifLugr onet hyl ,
(C6-Cl0)-aryl end (E6-E4mary! 3,66L¢6) ~alkyl; 11 a 2-, 6-, 7- or 8-

[ 7H] -Euri nyl radi caI@@ord]aZ-a,L %' r?ggéﬁggﬂaf'kﬂg%uﬁwbs(%f”é@d aPkyl }
radi caP, wher e "f'Re (CREA 1aPkyFutedivaldpayl el wisdbstetented or 5 nono-
or pol ysubstit ut@ss hirietend | eabmoreHdl f&5 g0t cosuPst i fyents fyom the group
consi sting of (aCllﬁ Ci6) -h%kgl, hal o%en Jand@ﬂ(;x%o :ﬁi{%ﬂ% tgtﬁe (gl, S)-—, 7- or
8-[7H - puri nyl Tadi cal "My He GREURLE tii¥d &t 02-to6tri Substi t ut ed by

identical or diffEr@Entoubdispbstiddiedds fiom the gl SoNsisid n%]{zf
' .mono- (Cl-Co) - al kyl am no,

hydrogen, (Cl- @Al , n, . nitro, amno,
di -(Cf- C6) - al kyl am ml;%% ﬁ%‘%%%%%t}tvéfﬁc@x at By CRENSYI SlyE Eazmroxyl , (Cl-
08) - at Roxycar bGHASt (@RS - al tkoxy cardieny| ayvicup or BndiC-ieR) - &Kyl which
i's nono- or polhysistdnt ut eg by y £Lyrihne, ferably.trifluoraqnethyl,
(C6-C10) -aryl and (CB-CL0) -§3y|¢ {'%1 c%?i-gggﬁw ;Xéttf-o,' 28migo, 4. 5.,
6-, 7-, 8- or FORCriHrnGe) ~dbkybamine. or 1-,dP-(C3-Ge)4alkslanbne,7-, 8- or
9- acridinyl- b@8rG4y1-alkytctpdhCrbxy WNBEE 1 18x(Cl-6)s: kyl radical may
- be unsubsti tut gd) ory mono-_ of .99I ys?bsti tut_g%l’ bi/(gli'decnti car L (cg‘lrlf_fer ent
6 oXycarbonyl, C1-C¢) -~alkoxycarbonylamino or
15 (Ci-C¢) ~alkyl which is mono- or polysubstituted by
fluorine, preferably trifluoromethyl, (C¢-Cio)-aryl

and (CG—CIO) —aryl— (Cl—CG) —alkyl;

a l-, 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;-Cq) -alkyl radical, where the (C1-C6) -
alkyl radical may be unsubstituted Or mono- or

polysubstituted by identical 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;-C¢) —alkylamino, di-(Cy-Cg) -
alkylamino, hydroxyl, (C1-Cg) —alkoxy, benzyloxy,
carboxyl, (C1-Cs) ~alkoxycarbonyl, (C1-C¢) ~alkoxy-
carbonylamino or (C1-C¢) ~alkyl which is mono- or

polysubstituted by fluorine, preferably trifluoro-

35 methyl, (Cs-Cio) —~aryl and (C6~Cyo) ~aryl-(C;-Cg) -
alkyl;
a 1-, 2-, 3-, 4-, 5-, 6-, 7-, 8- or 9-

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



substituents fromthe group consisting of (Cl-C6)- 25 alkyl, 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 consist ICE? of hydrogen, (Cl-C6)-alkyl,
hal ogen, 30 nitro, am no, nono- (Cl- -al kyl am no, di- (Cl-C6) -
al kyl am no, hydmxyB,—I (&(1- %%)éhkfiﬁMri@@H?itQé}’TCs)p—aé(;l%l)"(rcidjc%?l al Kyl
Cl- C6) - al koxycar bonyl , (.Cl- - al koxy-_.carbonyl anin - CB) -
\(Nhi ch i)s nono- ‘%Fe‘ Bol ydubsti t Uea by 2166t i ne T35t abl Pavri fikero 35
net hyl, (C6- ClO)nswdrytiaudedC6-0€10)mesy| - of Cl oAy supthiut et 1-1?, 2-, 3-,
4-, 5-, 6-, 7-,i®ntorad- ophensfidenitdsoys e radingal 05y lene 270,370 40 5, 6-,
12 7-, 8- or 9-phenanthridinyl-(Cl-C6)-al kyl radical, vihere the
(CL-CBY-al kyl reiiTest g BE hvidisissti t ut@d ad ~adhgl, ohaleigesubatd tuted by
identical or did:{erend) sahst thdents ﬁngnht_heggr,o%QIS 6c_o,ns.;_s't |Ep_g§orf
hydrogen, (Cl-Cg)-al kyl, hal ogen and_ oxo (=0) "and 't he 1-, 2-, 3, 4-, 5-,
6-, 7-, 8- or hridimyl radiecal My blee unsgbdsittitugedoror nono- to
oct asubst i t ut echdao-i dﬁﬂté@ﬁdﬁs?bsﬁif:ﬁeéﬁnby_ ?@l‘é%tt'it:_‘éqmo% f{\igﬂ’f‘(etéflb%ég; Oglpkyl
consi sting of L-C6). 10 al ogen, nitro, am no, nono- - - -
ani no, di ] (les S(E?lﬁlkeyr}ta% %B?mhgi}?o%ﬂo,u?’( cRERsting keky (C(B)C10) -aryl -
(C1- &) -al koxylkyrlef ehabbgenbenzitoxy, atrafnltmxyi_noi:()%e_p&)s-)mamwc_ar bonyl ,
Cl- C6) - al koxyeggy; yl afj np~or~ ((C -al.k iC S - Qr
g)ol ysu%)sti t ut ed%%%;%lgpl ug(?% ng(.,:l Cﬁr)eflj%?g/)éfagll{%’f \IMt}lc}f orrPe’f}ﬁ%ﬂ , n?%ﬁ-%?(f) -aryl
and (C6- Cl0) 2&KPrY.(Cl-(B)Cial kéylfh,fl“a(CZL-—,CsB-—_g‘:llkoxy& opréfieyabdyl radical
where the 20 Benz$lox4-,, 5- earBoRyfi dyl r@@lll_c‘CaGI) _gqy(ogg,cat_g_@%ggsﬂl tuted or
ono- to tetra§8?§éé)t—uglsgiO}?)}/carbonylamino or (C;-Cg¢)-alkyl which
15 is mono- or polysubstituted by fluorine,
preferably trifluoromethyl, (Cg-Cio) ~aryl and (C¢-

Cio) ~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-C¢) —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;-Cs)-alkyl which is mono- or
polysubstituted by fluorine, preferably trifluoro-
methyl, (C¢-Cyo0) —aryl and (C6-Ci0) ~aryl- (Cy;-Cg) -
30 alkyl;

{

a 2-, 3-, 4-, 5~ or 6-pyridyl-(C;-Cq)-alkyl i

radical, where the (C;-C¢)-alkyl radical may be

unsubstituted or mono- or polysubstituted by
35 identical or different substituents from the group
consisting of (C;-C¢)-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



identical or different substituents fromthe group consisting of hydrogen,

(C1-C6)-al kyl, halogen, nitro, am no, nono- (Cl-C6) -alkylam no,

di-(C-C6) 25 al kyl am no, hydroxyl, (Cl-C6)-al koxy, benzyl oxy, carboxyl,

(C1- C6) - al koxycar bonyl, (C1-C6)-al koxy~ carbonyl am no or (Cl-C6)-alkyl

which is nono- or polysubstituted by fluorine, preferably trifluoro-

met hyl , (C6- ClOronaiykiagd ©€6- Glroqnyl - (Clefhlarksd al Kyi. 2-, 3-,

4-, 5- or 6-pyrhgglr6 (%L_f:x? -al kyl radical, vvhereéthg (Cl-Cstgg?kyl

radi cal may be “unsubstiluted &i°THENG= 66 poly¥ieBiRe ut &4 bAF1-88) i dent i cal

or different supdkviaeans,frbydrioeygroupzoos) siilexef (KdnsHloR Kyl ,

hal ogen and oxo.{#7E) - and the 2-, 4-. 5 or.6-pyrjdinyl radical my be

unsubstituted or nonov fo_t(gfr§§bbgﬁc?ﬁ{%‘arg?lnyildent(idééF"%‘ra TPFer ent

substituents froRFPRARY §RBLPCLPT cdRsiSt)ireg kafl hytiobenis ( Gbn66) -at Kyl

hal ogen,  ni tropoBfbALs £ 1BACed( 61~ Galioralley! Yl &é - s al kyl ani no,

hydr oxyl , (Cl-CHG‘ Eal roxy, benzyl oxy, Ocarnboxi}gly, (CglalCB %Jﬁ%&%rc%r bonyl ,

(C1-C6) -al koxy Xy bonyl @mine FE{EL- @ al K~ Ghi) cRrivd -fnoCs Jor

pol ysubstitutedabyyituorine, preferably trifluoro- nethyl, (C6-Cl0) -aryl

and (C6-Cl10) -aryl- (C1-C6) - alkyl; 10 a 2-, 3-, 4- or 5-thienyl radical

or 2-, 3-, 4- or S-thienyl- (Cl-C6) -alkyl radical, where the (Cl-C6)-

al kyl 1Padi cal may2be 3msubst Prubedhdpnpdnoadaralpolyubsti-t uted day

identical or diffeyem,supstityents, fr . grao consi sting of (Cl-C6)-

15 al kyl, hal ogen and }BXQ@(l:O)GL)Iang %’%e(}?—dﬁr&%}," ﬂqpeorfe 2% hi(gh_yq“r‘adi cal may

pe unsubstitut e MEAGLCEd PRV sUBRt M thyr vtdent pralmano-di fofrer ent  sub-

stituents fronmpbhesgsoiinweeasbst idehtl-aRydr 0gefbe o(,FLl- C6) -al kyl, hal ogen,

nitro, am no, NDRO- .(Cl-(%@ . -
substitlen from the group consisting of (C;-Cg) -

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

20 alkylamino, di-(C{-Cg) —alky'lamino, hydroxyl, (C,~
Cg) —alkoxy, benzyloxy, carboxyl, (C1-Cg) ~alkoxy-
carbonyl, (C1-C¢) ~alkoxycarbonylamino or (C1-Cg) -

alkyl which is mono- or polysubstituted by
fluorine, preferably trifluoromethyl, (Cs-C10) —aryl
25 and (Cg-Cio) ~aryl-(C;~Cg) -~alkyl;

a 2-, 4-, or 5-thiazolyl radical or 2-, 4-, or 5-
thiazolyl-(C;-C¢) ~alkyl radical, where the (C1-Cg) -
alkyl radical may be unsubstituted or mono- or
30 polysubstituted by identical or different
substituents from the group consisting of (C;-Cg)-
alkyl, halogen and oxo (=0) and the 2-, 4-, or 5-
thiazolyl radical may be unsubstituted or mono- or
disubstituted by identical or different
35 substituents from the group consisting of
hydrogen, (C1-Cg) ~alkyl, halogen, nitro, amino,
mono- (C;-C¢) ~alkylamino, di— (C1-C¢) -alkylamino,
hydroxyl, (C1-C¢) —alkoxy, benzyloxy, carboxyl,
(C1-C¢) ~alkoxycarbonyl, (C1-Cg) ~alkoxycarbonylamino



20 al kyl am no, di-(Cl-C6)-al kyl am no, hydroxyl, (Cl- C6)-al koxy, benzyl oxy,
car boxyl, (Cl-GC6)-al koxy- carbonyl, (Cl-C6) -al koxycarbonylam no or (Cl-C6)
- al kyl which is nmono- or polysubstituted by fluorine, preferably
trifluoronethyl, (C6-Cl10) -aryl 25 aln4d (C6-Cl10) -aryl- (Cl-C6) -alkyl; a
2-, 4-, or 5-thiazolyl radical or 2-; 4-, or 5- thiazolyl- (Cl C6) - al kyl
radi cal , where dhe(¢ CbG@hikghkwhlr@glﬁsal mIBY - bgru%ql}sstbbtsq:t [; mono- or
30 pol ysubstlt ted&g i denti cal ifferent_ substituents romt e group
consi sting of SXOféPEw prﬁaqe Yandr bkbueeeye il hd 2=Cid-—-, or 5-

t hi azol yl radi eady Innde(Unsubistdtyit-ed 60, mMAadky0F  di substi t ut ed by

i dentical or di fferent 35 substituents fromthe group consisting of
hydrogen, (Cl-C6)-alkyl, halogen, nitro, amno, nono- (Cl-C6) -alkylam no,
di- (Q-C6) -akkylam o, ohy8régylhipeoles) rmidimal, denty) oxy, oarboxyl,
(C1-C6) -al kox;gcarslaﬁmﬁla,zo(l | k rb I o1 ( C6) - al kyI
whi ch i s nono- 80| ySUbSth]lt %dCé‘J gi%ﬁ%rl %(%}él%rggf’era"gh?/r?rl %fl'ﬁoromet hyl ,
(C6-C10)- aryl ‘&ha %fﬂwal(‘t?ikfc%? U@F‘I@#SUSUQGQ OTr4mEnoFr

5-i sot hi azol yI orraabmuwtl&u,teé by OfderR-il-3 9t gk%oﬂ 4191 C6) - al kyl radical,
Stltut or nono- Oor

where the (Cl- Cg))stal k%I r cal r’gl%/ be unsu

pol ysubstituted" i Eal T df e?ﬁ‘ﬁ‘t‘psﬁﬁé‘tsllfsﬁéﬁﬂs Fr offife) gr oup

consik?ing of é@ky%) haﬂ@@@lnkydnd hat®geno pndnaxehe= @)_ ang- t her-3s, 4-, or 5-

i sot hi azolyl rad e tituted o no substituted by
bEﬁlla%XyQ USRSt i % nsm:}) OtUthLtto cil < | AgReT

identical or different substituents From th
hydr ogen, (Cl-€5) - afkSHPs kit oged, rﬁxrold@mtn@alw mono- diﬂlefﬁ)t

-al kyl anino, dsubg€ltGBhesal kykaii Noche hydgpXyL, (LdsCPLe flKOXY, £ benzyl oxy,
car boxyl , (Clh}(;g)roal koxy?gr bCoGr}yIalk(yclil C6) - al koxycar bonyF n§

halogen, nitro, amino,

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

(C1-C¢) ~alkoxycarbonyl, (C1-C¢) ~alkoxycarbonylamino

or (C;-Cg)-alkyl which is mono- or polysubstituted
by fluorine, preferably trifluoromethyl, (Cg-Cig)-
20 aryl and (C6-Ci10) ~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 (C1-C¢) -alkyl radical may be
25 unsubstituted or mono- or polysubstituted by

identical or different substituents from the group

consisting of (C;-C¢)-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- (C;-Cg¢) —alkylamino, di- (C;-Cs) —~alkylamino,
hydroxyl, (C1-C¢) —alkoxy, benzyloxy, carboxyl,
35 (C1-C¢) —alkoxycarbonyl, (C1-C¢) —alkoxycarbonylamino

or (C,-Cg)-alkyl which is mono- or polysubstituted
by fluorine, preferably trifluoromethyl, (C¢-Ciqo)-
aryl and (Cg-Cjyg) -aryl-(C;-Cq)-alkyl;



or (Cl-C6)-al kyl which is nono- or polysubstituted by fluorine, preferably
trifluoronethyl, (C6-Cl10)- 20 aryl and (C6-Cl0) -aryl- (Cl-C6) -al kyl; a
2-, 4-, 5-, 6-, or 7-benzothiazolyl radical or 2-, 4-, 5-, 6-, or

7- benzot hi azol yl - (C1- C6) - al kyl radi cal, where the (Cl1-C6)-al kyl radical
may be 25 unsubstituted or nono- or polfysubstituted by identical or

di fferent subst it uent szfromt h%lgrg)upnl@ggé%ﬁl diq 24CLs 062 al 5y| hal ogen
and oxo (=0) and the 2- enzot |azoly radi €al' may be

unsubstituted of nonB% to B‘Dl‘fl%%%\%hbé?n%)e@%wh demdicall . or wiiefker ent
substituents frohet he,groupationsi sbidigaafl mdydbegarhsilde (8)cah kyl,

hal ogen, nitro, NRubEEle (@a /1 K %t ) -al kyl am no,
hydr oxyl, (C1l- C%? al koxyﬂ,mbeﬁzy o§<y, ca?lboélf/ﬁm%g %I dtg &a%toxycar bonyl ,
(Cl- CB)2 aI koxycanb@hytaﬁnne faon( @I}e(:Ggfcanh;kybowhuelﬁmss N O¢C,Bkg) -

- pol ysubstitutedyipy;fl Hggb g f bl y 41 iflaiaro hyI ( -C10) - aryl
and (Co.C10) -ai i d ? n PR i ) and TREE Y 2 e s 'yl
radical or 1-, 27imi aZOBY SrPﬁFGa%oWb’-(b@ll@@%uk&tdqﬂiutraﬂl@xalmomere t he

(Cl1- 06) - al kyl redli calz B diftebst by ut echdife s JRNO- 1 el ¥pubsh] tuted by
identical or different subst%Iguents fromthe group consisting of (Cl-C6)-
al kyl, hal ogen AW ok 20T ant"?Re 1the2- 9ueUPor cER$hHFEBEROI ylof adi cal

may béounsubstlhmedg@n o 0Or- s ~ Taﬂkgubstlﬂam(@jgrby irdhantd Ca|ar9_|1_’néjl fferent
substituents frg he~ group ti ng of 10 hydrogen, (Cl1-C6)-alkyl,
hal ogen, nitro, cfﬂé ?C CO‘;' aiﬁ??ﬁl% P7-al kyl grln’ggl G - ~qic Eg)iney kyI am no,
hydr oxyl, (Cil- Gﬁjd%@my U@nz?kbx@lkwboxybenzjmxﬁﬁ) aialﬁQ)QéQﬂLI’ bonyl ,
(C1-C6) - al koxycar,hedyl amc8Qyc95bb 106) k hchis nono-
pol ysubst i t ut ed 115 by fluorine, p% era y t6r)| kox&’rreat% qnyl(a(%”ﬁO)
(Ci-C¢) ~alkyl which is mono- or polysubstituted
15 by fluorine, preferably trifluoromethyl, (Cg-Ciyo)-

aryl and (Cs—Clo)—aryl—(Cl—C6)~alkyl;

a l-, 3-, 4-, or 5-pyrazolyl radical or 1-, 3-, 4-
or 5-pyrazolyl-(C;-Cg)-alkyl radical, where the
20 (C1-C¢) -alkyl radical may be unsubstituted or mono-—
or polysubstituted by identical or different
substituents from the group consisting of (C;-Cg)-
alkyl, halogen and oxo (=0) and the 1-, 3-, 4- or
S-pyrazolyl radical may be unsubstituted or.moﬂo—
25 to trisubstituted 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,
hydroxyl, (C1-C¢) —alkoxy, benzyloxy, carboxyl,
30 (C1-C¢) —alkoxycarbonyl, (C1-Cg) ~alkoxycarbonylamino

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

35 a l-, 2-, 3-, 4-, or 5-pyrrolyl radical or 1-, 2-,
3-, 4-, or 5-pyrrolyl-(C;-C¢)-alkyl radical, where
the (C;-Cs)-alkyl radical may be unsubstituted or

mono—- or polysubstituted by identical or different

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



aryl and (C6-C10) -aryl- (C1-C6) -alkyl; a 1-, 3-, 4-, or 5-pyrazolyl
radical or 1-, 3-, 4- or 5-pyrazolyl-(Cl-C6)-al kyl radical, where the 20
(C1-C6)-al kyl radical nmay be unsubstituted or nono- or polysubstituted by
identical or different substituents fremthe group consisting of (Cl-C6)-
al kyl, hal ogen and oxo (=0) and the 1-, 3-, 4- or b5-pyrazolyl radical my
be unsubstitut edikylnoRaldgeho and Sestidas ed pycjdeqtical og_different

substituents fr the_grou onsi sting of hydrogen, (C1-C6)-al kyl,
hal ogen, nitro,gghi?o?grﬁ8g3§ (Eﬁaﬁﬁ?g-aWRylaHFnoP“éPbSGGEUGBF -akkyl am no,

hydr oxyl, (Cl-G8ynalkoxyo beneytrexybscacbexyl , 80 (ClaGh)iakkoxygarbonyl,
(C1- Co) - al koxycay ppoylgm . - C6) ~al kyl which is nono- . or.

pol ysubstituted bx quod%%Ségﬁéﬁgﬁ%.I;eryfFﬁ%réﬁ§¥ﬂyl?O?%£§E}@?- aryl
and (C8-C10) -ar¥I hyvfeeges) -@ik@r) -@bkall- haloged,, mitror Smpysy ol yl
radi cal or 1-, mono- fey-4) -aQkyRaRho! Y1 - (Cl;C8)~ akkyl _yadj cal . where the
(C1-C6) - al kyl radical }ay bg u%gubstituted orJ'ﬁ%ﬁob°%ra%%Y§?ﬂﬁg?ituted by
i dentical or ditfE¥RfLsubstGirGeht3Lkpsi t hebgrauporpnsi starepsafl ( Cl- C6) 16

al kyl, hal ogen ath@Xea¢k6&yaadbbh911-,(%p{j#ﬂafko£ycékﬁaﬂ§fg%§n5adical
cal or

may be unsubstijuted or, mono- to tetrasubstituted by identica

di fferent subsf%?uggtggfrgﬁgy%engéﬁb tONEPEPI NG ™S RAL S Igdnited

(CLl- C&P- al kyl , Il bgearinet r @rednenly monof£1(6tome) hyal kyl@nicng,- di -
(C1-C6) -al kyl afi0,an Y@ 08yl _L ) - al kox enzyl oxy, carboxyl,

(C1. 08) - al koxycarboralc ?Hél-&))—aﬁ%%la%gn;#g%gno or (Cl-C5)-al kyl which
i's nmono- or polysubstituted 10 by fluorine, preferably trifluoronethyl,
(C6-C10)- aryl aant-( C8-C10pr- &y, 4 Glr GB)ia byl Adhwald-or0h .

5-[1.2.41-triazolyl radic r 1-, .3-, _or o
5-[1.2.4]-tria?oryl9(C1$tg;igfﬁirtféaFeéV}‘(Cl-Cs)—alkyl radical,
15 where the (C1-Cg) —alkyl radical may be

unsubstituted or mono- or polysubstituted by
identical or different substituents from the group

consisting of hydrogen, (C1-Cg) ~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;-Cg)-
alkyl, halogen, nitro, amino, mono- (C;-Cg)-alkyl-
amino, di-(C;-Cg) -alkylamino, hydroxyl, (C1-Cg¢) -

25 alkoxy, benzyloxy, carboxyl, (C1-C¢) -alkoxy-
carbonyl, (Ci1-Ce)-alkoxycarbonylamino or (C;-Cg)-
alkyl which is mono- or polysubstituted by
fluorine, preferably trifluoromethyl, (Cg-Cyo)-aryl
and (C6-C10) ~aryl- (C;-Cg) —alkyl;

30
a 1-, 4-, or 5-[1.2.3]-triazolyl radical or 1-,
4-, or 5-[1.2.3]-triazolyl-(C;-C¢)-alkyl radical,
where the (C1-C¢) ~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 1-, 4-, or 5-(1.2.3]-triazolyl radical may
be unsubstituted or mono- or disubstituted by

identical or different substituents from the group



15 where the (Cl-C6)-al kyl radical nay be unsubstituted or nono- or
pol ysubstituted by identical or different substituents fromthe group
consi sting of hydrogen, (Cl-C6)-alkyl, halogen and oxo (=0) and the 1-,
3-, or 5-[1.2.4]-triazolyl 20 radical jsay be unsubstituted or nono- or
di substituted by identical or different substituents fromthe group

consi sting of (@Qneﬁ);tlalgkylof haiy@gefgerm trog, &y ngy k{pno- ngjl-og@)n- al kyl -
25 al koxy, bénzyl oxy,

di- (Cl-96) 5al k (C
2glr ngyll, (E:l Clgflal on%rh caf bony , %élcéé) }515(':%5?3’7881' byt §xitts)or (Cl- Co)

- al kyl which i8Lkphanibe. pohysaipstilt.ut ed ibys) fhlbokne, peateonahly
trifluoronethylca££5x§10) @ﬂ¥b5)aggk6§§cg%gbny§ryl ggc% Fﬁg]koxy— 30 a

1-, 4-; or 2. 3J> él azol radi cal
S—[l 2°3] - tr| azo?’i}? it a'ﬁﬁ?oal%l (Fadteatalkyhersithe {<Clnc)o-al &yl radi cal
may be unsubstpditedborinnned bBYy FAWSURS tég@pe%lg%%ggﬂ%{%g?l grl

al ogen

di fferent subst s fr he grou consi sting of (
[ﬁé% an rC fl o -t r(iCaz6lo)I-aradi-c&h -Fay- be

and oxo. (=0
unsubstitut ed Grlkwlo- or. d| substltut ed by identical or different

substituents fromthe group 17 consisting of hydrogen, (Cl-C6)-alkyl,

hal og];el nitro, amino, nono- (Cl-C6) -alkylamino, di- (Cl-C6) -

al kyl no, hyd’r okyl oz( Ch- c[;é.)!i]a|th;:>qazcuerﬂzylraxlypalcajrboxyl,, 661 5!36)

-al koxycar bonyl[1l{]Cl:e(E®azcal|)}<lQX0C15(ﬁ?-LQQQ¥#L Efilg 1 (Gl g8) -2l k Wh' chis
mono- or pon bséltuted fluorlne era £rif1fore-

(C5-C10) -aryl ‘and (/s o6} TafyFal (BavChp unatkytitaoed o omno-
5-[_1|—|]-tetrazobyl I‘;ﬁiﬂllyfisa,l'bs@ﬁtﬂ-ted oricent]ilchil - o etdaizelrghe ( C1- C6) - al kyl
-radical, whereglfie:iryents from 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-C¢) ~alkyl, halogen,
nitro, amino, mono- (C;-C¢) —alkylamino, di- (Cy;-Cg) -
alkylamino, hydroxyl, (C1-C¢) ~alkoxy, benzyloxy,

20 carboxyl, (Cl—CG)—alkoxycarbonyl, (C1-C¢) —alkoxy-
carbonylamino or (C1-C¢) ~alkyl which is mono- or

polysubstituted by fluorine, preferably trifluoro-

methyl, (Cs~-Cy1p) —aryl and (Ce¢-Cio) ~aryl- (C;-Cg) -
alkyl;

25
a 2- or 5-[2H]-tetrazoyl radical or 2- or S-[{2H] -~
tetrazolyl-(C;-Cg) ~alkyl radical, where the (C1-
Cs¢) -~alkyl radical may be unsubstituted or mono- or
polysubstituted by identical or different

30 substituents from the group consisting of (C;-Cg)-
alkyl, halogen and oxo (=0) and the 2- or 5-[2H]) -
tetrazolyl radical may be unsubstituted or
substituted by hydrogen, (C1-C¢) -alkyl, halogen,
nitro, amino, mono- (C;-C¢) ~alkylamino, di-(C;-Cg¢)-

35 alkylamino, hydroxyl, (Ci-C¢) ~alkoxy, benzyloxy,

carboxyl, (C1-C¢) ~alkoxycarbonyl, (C1-C¢) —alkoxy-
carbonylamino or (C1-C¢) ~alkyl which is mono- or

polysubstituted by fluorine, preferably trifluoro-



(C1-C6)-al kyl radical may be unsubstituted or nono- or polysubstituted
identical or different substituents fromthe group consisting of (Cl-C6) -
15 al kyl, hal ogen and oxo (=O and the 1-, or 5-[IH - tetrazolyl radical
may be" unsubstituted or substituted;By hydrogen, (C1-C6)-alkyl, hal ogen,
nitro, am no, nono- (Cl-C6)-alkylamno, di-(Cl-C6)- alkylam no, hydroxyl,
(Cl- C6) - al koxy, mbehzyl oxy{C2@cardoxyl , 4kd- Co)c,abkoxysaronyl ¢, -
(C1-Co) - al koxy-agﬁ\{,ponyl am no or (Cl-C6)-al kyl which is nono- or
pol ysubstituted by fluorine, preferably trifluoro- methyl, (C6-C10) -aryl
and (C6-Cl10) -aryl- (Cl1-C6) - alkyl; 25 a 2- or 5- [2H -tetrazoyl radical
or 2- or 5- [2H} 2-tetgazolgyl -g(€]- €6} - . ical,. where the (d -
Co) - al gyl radi cal may be unsubgt%uggé].orek%%éﬁggr rapdo]IC;gsHub&rit ted by
i dentidal or differ 30 [dupstilinferitas imyodm theCgroubkybnsiastiamgl of
(Cl-C6) - al kyl ,wiate@gen tard oxqc(=€)) amdythe 21,05 -31[ 2H ;L etrgzol yl
radi cal may be Méglléuué e(g or substituted by hydrogen, ? 1-023-al kyl ,
hal ogen, nitro, am no. nhono- CEL- &2 al kYF anPRéYSHPSticrLed) 185
al kyl ani no, hydi R cat Cir Gh)Efaireoxy s ubenayledxy, £reardd@X oyl C1- C6)
- al koxycar bonylgodGls -akk - rbonyl api po_or (C1-C6)-al kyl which is
nono- (gr pol ysubstijsit%gd §/ ﬁ?ﬁgpgﬁg,’ p(rééf ?Fg_b?@qlgi f PaoPgeRrg ansket hyl |
(06-C19) -aryi % (T8 CEoYd - abyl -2{.CL4€6) or albkyll; 3a53~trdazidf 1
6-[1- 3. 5] -t ri aziadlcanadi gak, or p&-,

y r‘é’gf‘,‘gféis,t%“ e He (BLW5) - &yl

6-{1.3.5]-triazi.nyl-(Cl-C6)-al kyl .

radi cal may be%illf%‘gﬁ%éttiuttﬁ%ﬂed o?{jymno-ld&n%la}subsprt ut edilfyeriegent i cal or
di fferent subssubgentsiehrtem t feogl OURHEONSHELLRY ObcAXILeIEl of

(C1-C6) - al kyl, h'ilék%%%ﬂ ,'and(Cl—Cs) -alkyl, halogen, nitro, amino,

15 mono- (C,-C¢) —alkylamino, di- (C;1-C¢) —alkylamino,
hydroxyl, (C1-C¢) -~alkoxy, benzvyloxy, carboxyl,
(C1-C¢) ~alkoxycarbonyl, (C1-Cg) -alkoxycarbonylamino

or (C;-C¢)-alkyl which is mono- or polysubstituted
by fluorine, preferably trifluoromethyl, (Cs~Cyp) ~

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

(C1-Cs) -alkyl radical may be unsubstituted or mono-
25 Or polysubstituted by identical or different
substituents from the group consisting of (C,-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-C¢) -alkyl, halogen, nitro, amino,
mono- (C;-Cg) ~alkylamino, di-(C;-C¢) -alkylamino,
hydroxyl, (C1-C¢) -alkoxy, benzyloxy, carboxyl,

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

35 or (C;-C¢)-alkyl which is mono- or polysubstituted
by fluorine, preferably trifluoromethyl, {Ce—Ci0) ~
aryl and (C¢-Cy)-aryl-(C;-Cq)-alkyl;



10 oxo (=0) and the 2-, 4-, or 6-[1.3.5]-triazinyl radical my be

unsubstituted or nono- or disubstituted by identical or different

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

hal ogen, nitro, am no, 15 nono- (C1-C€g -al kyl am no, di- (Cl-C6)

-al kyl am no, hydroxyl, (C1-C6)-al kox benzyl oxy, carboxyl, (Cl1-Cb)

- al koxycarbonyl 5 (CL- Gp) | koxyc, am no kyl which is
% C§ % Q? 1§E£§§%ﬂ rad%Falth?CEoroﬁkthy?r

nono- or polysubstltuted uorine, efera
(C6- C10) - 20 ar?ﬂéﬂaa%@éytr@?ae@q)l ~2(16Y106) -rddiydal .a 2-whelre ort}5eoxazolyl

radical or 2-, 4e,-@y- aakwamldilca(l%a@)b@u%uﬂsa&&géedV}é}er

(C1-C6) - al kyl radi ubstituted or nono- Iysd%stltuted
by identical or ??%%%Eﬁétégﬁ éﬂﬂéﬂf?”Fﬁﬁﬁ}ﬁﬁéqdf565686n5|stlng of

(C1-Cep- al kyl, smm$©gEmemmﬂ 6X0m(%®kiﬁﬁbdﬂﬁhéh51§tln@rof5(@%aéQLyl radi ca
may be unsubstléyi 0 or disubstit i dent i cal ifferent 30
substituents froanﬁe é?gﬁ %Eonélgtln 8L he( 'CB? al IBA
hal ogen, nitro, E&ﬁQKﬁZOhmhora@(natﬁwayabbyhasubepldUteGCmeﬁkumaJky|aﬁln0

hydroxyl, (Cl- Q%) -alkexysdign Xy r {Cl1- 6 car bonyl ,
(Cl- 06) -al koxyc rbonylaﬁfhou§§kgr C§§éx# T4 whith |§P%§%ﬁy
pol ysubsti t ut eos‘ﬁﬁf Y43t she, forem eratmey tlgrfqumromiwlstl(r@ Ctd) - aryl

and (8- ClO) ehgdroqéal csmh_@gkyglk;g ahgloggni Oﬁlﬁrbsoxﬁﬁﬁ%él Eg?ig?Lyl

or 3-, 4-, |so%$ ? ¥ £ i % aIkyI radi cal, where
radi cal may be unsub bt e oY LABhES or pol YsubStidsdtred iy amdanti cal or
different 5 subhwdrogendts f r(dm@heaglr}mm/ Con$de$1tz|yflg)>@zf (Ct;ag;g))xyql kyl ,

o q | di b
al ogen and oxqc(=6)) %ﬂ%ﬁ%?f Fhony htgaU%ycfz ?F %cgfga%g @Péﬁ? ©

unsubstituted or npno-
or (Cy-Ce¢) - alkyl which is mono- or polysubstituted

15 by fluorine, preferably trifluoromethyl, (Cg—Cio) -
aryl and (C6-Ci0) ~aryl-(C1-Cs) —alkyl;

a l-, 2-, 3-, 4-, 5-, 6- or 7-indolyl radical or
1-, 2-, 3-, 4-, 5-, 6- or 7-indolyl- (C;-Ce) -alkyl
20 radical, where the (C1-C¢) —alkyl radical may be
unsubstituted or mono- or polysubstituted by
identical or different substituents from the group

consisting of (C;-Cg)-alkyl, halogen and oxo (=0)

and the 1-, 2-, 3-, 4-, 5-, 6- or 7-indolyl
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- (C;-C¢) ~alkylamino, di-(C;-C¢) -alkylamino,
30 hydroxyl, (C1-Cg) —alkoxy, benzyloxy, carboxyl,
(C1-Cs) ~alkoxycarbonyl, (Cy{k)—alkoxycarbonylamino

or (C;-Cg)-alkyl which is mono- or polysubstituted
by fluorine, preferably trifluoromethyl, (Cg-Cjo)-
aryl and (C¢-Cyo0) —aryl-(C;-Cg) -alkyl and the
35 isomers, in particular tautomers, diastereomers
and enantiomers, and the pharmaceutically
acceptable salts, in particular acid addition

salts, thereof.



substituents fromthe group consisting of 10 h_ydroge_n, (Ci- %) -?lalkil | am no
hal ogen, nitro, amino, nono- (Cl-C6) -al kylam no, di- (C I-k02< car bgnyl ’
hydroxyl , (Cl-C6)-al koxy, benzyl oxy, %gg)boxyl oLl EG-) -?mno-yor |
(C1l-C6) -al koxycarbonylamino or (Cl- -al kyl whic It?\ | CeoCL0) - aryl
pol ysubsti t ut eld:dlc&cblyngf;' uer b”gﬁﬁ?’%f erefta) Inrmlexfgal uo%?rrrfc&g/e baepfvatinaol yl
?2& E;SIG (?E-O) o%r yt!he gorlzu ag(1) Gar@r pT-qwmﬂﬁqllwl'(lQ]la%@e ?#Dlllr%)xlac EO radl cal,
be yuns bStPI tuted or -

where the (Cll@G)UEﬁ’kWR rax cak, m‘:m % bst T ueht €1 om hheegraup

t ut e al or dif ferent substi
pol ysubsti tu ﬁl@ah)ic%sd g?;f(ﬁ? ab

PEGert shdRoxoe =@ en@ndphbgy 1- whgch 3o 4,
consi sti ng of 0 od ons-

utadl cat mm t&atu{tséébsl%'t el

ﬁ- o b ti tutgéagy&’slféz}té N yjfgf ere! substl t Uént ?oﬁ‘@@ﬁélg?ﬂdup
ons: Sti ¥ (Cl ?%5 4 kg, Oﬁ‘é’l ogGé‘FPUI?ﬁtrwhamznoad gBBq

of dro en

(G cn). sty i e o) sty o b (L o

S A b i - ituted by fluorine, preferably
- -al kyl which is nono- or polysubstitu y I ne,

??i]glcao?gare?hy?/, (C6-C10)- aryl and (Cb6- ClO) -aryI (C1-C6) -alkyl and the

e, Dhar raboui aald v BeED b ol R S one o .
Lher oo ”‘5‘8“’2;?“’3 " REEE PR CREF bFauPigntn ir e o of

gt i n% l?slled Rehi ks ar &, char agf eg zed
(VAVA | CR3 ,
}Qge ;(Or rZru| % mQ)annn@Id mvglla‘);g;-l t hea,D (gnl ngsggl ven abg‘\e/g agd" %Tzigfgfgrt Sor
besenes
whi ¢ sub t|t ted or substi on
grnglrent (Eﬁi%lﬁetH?f be ¥dups, where adj acent

According to a further embodiment,
of the formula (1)
in that

Ri, Ry, R4

acridine derivatives
are provided which are characterized

R4 has the meanings given above, R,

each represent a hydrogen atom, Z represents

an oxygen atom and X represents a nitrogen

atom, P and
Q each represent geminal hydrogen atoms,

m isg
2ero and n is the integer 2.

According to a further embodiment, acridine derivatives

- of the formula (1) are provided whi

ch are characterlzed
in that R, R;,

R, and R; each represent a hydrogen atom,

Z represents an oxygen atom and x represents a nitrogen

+ P and Q each represent geminal hydrogen atoms

CH2-), m is Zero, n represents the integer 2 and R4

Ieépresents a 3,5- dlmethoxyphenyl radical.
According to another aspect of the invention there is provided, the use of

-the acridine derivatives gas described above 10 the manufacture of a

medicament for treating tumors in mammals.
According to a further aspect of the invention, a
process for preparing acridine derivatives as described above
is provided, characterized in that an
acridine.carboxyiic acid of the formula (2) in which R,
R1, R2, R3 have the neanings given above, 7 denotes an
oxygen or sulfur atom and Y represents a leaving group
such as halogen, hydroxyl, (C1-C6) ~alkoxy, preferably

methoxy or ethoxyh -O-tosyl, ~O-mesyl or imidazolyl,



oxygen atons may al so be |inked by (Cl-C2)-al kyl ene groups. According to a
further enbodi nent, acridine derivativqf of the formula (1) are provided
whi ch are characterized in that R Ri1, hZ, R3, X, Z, P, Q n and m have
the neanings given above and R4 represents 3,5- dinmethoxyphenyl.

According to a further enbodi nent, a€fidine derivatives of the formula (1)
are provided which are characterized Mwa—Mhat R4 has the neanings given
above, R, Rl , R2, R3 each represent/ a hydrogen atom Z represents an
oxygen atom and X represents _axi Lt atom P and Q each represent

gem nal hydrogen atons, nRLs s _the integer 2. According to a
further enbodi nent, acridine of *he formula (1) are provided
whi ch are characterized i ) Y and R3 each represent a hydrogen
atom Z represents an oxyden atom and represents a nitrogen atom P and
Q each represent gem nal hydrogen atons CH2-), mis zero, n represents the
integer 2 and represents a 3, 5°8MHéfhéxyphenyl radical. According to

anot her aspect of the invention, there is provided, the use of .the
acridine derivatives as descri bed above In the manufacture of a nedi canent
for treating tunors in nannals.(@b@ﬁ;d[pg,{g a further aspect of the

i nvention, a process for prﬁﬂafing &-'dine derivatives as described above
is provided, characterized injthat anjacridine carboxylic acid of the
formula (2) in which R RL, , R3 hgve the neani ngs given above, Z

denotes an oxygen or sul fur om an represents a | eaving group such as
hal ogen, hydroxyl, (Cl-ng ko H ly nmethoxy or ethoxy,-Otosyl,
-Onesyl or imdazolyl, 21 Z 2

Formula 3

is reacted with an amine of the formula (3) in which
R4, P, Q, m and n are as defined
above, using if appropriate, diluents and auxiliaries,

and the desired acridine derivative is formed.

In yet another aspect of the invention, there is provided
medicament, characterized in that it comprises, as active

ingredient, at least one acridine derivative as described

above.

Synthesis route:

The compounds of the formula 1 can be obtained according

to Scheme 1 below:



RN R Formula 2 jHn .RA HNXQ P (CH2)MFornula 3 is reacted with an
amne of the formula (3) in which R4, P, Q mand n are as defined above,
using if appropriate, diluents and auxiliaries, and the desired acridine
derivative is formed. In yet another ggpect of the invention, there is

provi ded nedicanent, characterized in that it conprises, as active
at | east one acridi ne defhewat ilve as descri bed above. Synthesis

i ngredi ent,
route: The conpounds of the fornmula 1 can be obtained according to Schene
1 below. 22 Schene 1 ICOOHOCH, ~-~ - Py-BOP \ \ \ + HN N N N-Met hyl - CH3
nmor phol i n ONOCH3 N b5 The starting materiars (2) and(3)Tpre either
comercial ly avai |l @daior can be prepared by pyeqedures known per se. The
starting materials |(2) and (3) are eful in ernEdiangBépr preparing the
acridine derfvatrve he Eprqyygu?ﬁg ccohdi ng to t’he
NIV N-Methyl-
OCH, morpholin
OCH,
/ \ -
O N N
/ \ 7
DO O
~
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
tol 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, the invention provides

acridine derivatives as described above for use in therapy.



10 invention. The solvents and auxiliaries to be used, if appropriate, and
the reaction paraneters to be used, such as reaction tenperature and
reaction tine, are 15 known to the perzsgn skilled in the art owing to his
expert know edge. The acridine derivatives of the formula (1) according to
t he i nvERFFRAT atdesinyemtiomgehetesanents, uba o2 hpartiridine ey iAALEVoPDRS

agent sde §0Fi ddeabbpg ﬂ%ﬂ“ﬁk§n@h0f9@€&%cgka5 icgﬁgﬁtafgg gf@&%ﬂﬁ Ct@ﬂbﬂgjﬁh

such as horses, cattle, dogs, cats ares eep, poultry and the like.

25 AccBrHMhg t §r5feprk her %p@@ﬂlCQrﬁ@q Avent i on provi des acridine
derivatives_. as descri hed above for use in therapy. 23 Further, the

i nventi on PEMAREECEESEhECuSe "G WIHe idt rAmHi RO WY | 9Bf ¢vebvastdesthe bed above

for the manuéactene off achediccamant fRe theatbdpeg diwWHNS | Or F SBOTHL S
tered to a mamml i n an anount

Preferabl yy,the gedi gAENt CI sd?dm ni

effective TOTCthe. tragt ment 1o Fhe IGoR tHife tarfé?oarpﬁ%‘d"tq caf?y E¢ective

dose of thEeeRtiddmeiderduesitiven asborti ng toot be addmieritdt@rdd guyesti on

which is ttglgetgggbgélggeae (ol r t end inter alia on the
ERehlle, Juited | £RIITON SRR RetsF Gind

nature and the st age_of oncosi s, e age an hdie patient,
the type of L3 rﬂfstltéltel oﬁnﬁﬁélﬁhe Qbr?atwm afnd t ldaet r eakmenf . the

Adnmi ni st r gidtoieran tiaker PHACE FORaAki Vi s th 8t %'n' léncp‘t%%alddra(tfl%r ganpl e
subl i ngual 1,}/6) e raII for exanpl e subcutaneously, 1ntra-

ar ent
muscul ar | y; 79 nt F%&é?‘ﬁ&l Iy %ﬁmﬁwayeﬁaaa yjan t §pikeal Pyacer anaddster mal | y.
Accor di ng nerta flyrt herbaspattly’ of ¢fh£rl nvertingNe NBQIHAMRALS 1FAr the
treat ment f Jynmr e pravi ded ch are characterized 1 n that they
conpri se, ﬂ<'§1)js act |a\S/le§{ ngr(etgnlent exa{m‘? cast oS HEISAYT Yer | VaETRe
accor di ng MUSARr 3y .d anhsadervadlpr ar phatnacendusay)y ta@ﬂeptlalyl e salt

thereof, idr apRMARIC8 1kogether with

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 1least one acridine derivative
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 pPreparations. Suitable solid
preparations are, for example, capsules, powders,
granules, tablets. Suitable semisolid preparations are,
for example, ointments, Ccreams, gels, pastes,
suspensions, oil-in-water and water-in-oil emulsions.
Suitable liquid preparations are, for example, sterile
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
example.

Working Example

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



customary pharneceutically acceptable auxiliaries, additives and carriers.
These can be solid, semsolid, |iquid or aerosol preparations. Suitable
solid preparations are, for exanple, capsules, powders, granules,
tablets. Suitable sem solid preparatigops are, for exanple, ointnents,
creans, gels, pastes, suspensions, olil-in-water and water-in-oil

emul si ons.8 §ui (abl eal iftbd) prepakidignseabe cahPh APl -1 8t eﬂ;é’_l%eh aqueous

reparations for. parent dm nistration which are isotonic w t he
EI ogd of tq‘e‘a‘ﬁoa:ﬁ“i1 gn © Tﬁjreoa(# d@ent?&n i3t o Bt | | §SEEAEBE -i n Trok% Det ai | by

t he exanpl(©® el wpan  hotit hbmatglﬁlﬁsiﬂdrﬁla¢d,ol ﬁﬂi@nD %Z&i?‘fi“@i"w‘ﬁ ng
_Di "4 (95 i nyl - . .
ST <5 2o n@&@@éﬂ%ﬁ%&) e (rmﬁgp fi_)(:gdoﬁEj g(y _ib(ﬁ(”r%é)-tsﬁ]&go&giﬁrilc‘ acid were

car bonyl ) pi perazl ne 24 _ _
char geé t ®YIOP I digfoms i emieri heixed 1 ue rp®hGsphEf ) 34anavl?). 9af g

N- net hyl ngnphkeldaie, t .81 Sahyiion gf 2&.__43,%_% EE% Ih) of1 Py- BOP
(1- benélo'??i.azol aP.tri - b{";@p rraoli d? no hosphon|2(um hexgrﬁ US%Sé’e{h&t e) and
7.96 g [PIEGTAF(SS. B ﬁ%f?ofr)l #t 1D§§, yediemerdisd pheageysipeper &vi ne in 50
m of DVFther emactdedesuatessi yakyhee &herpixgureppd t hifyrther stirring.
The m'xturs% yas, 5 stirred at roomtenperature _for 12 hours, the DVF was 10

distilled ofifrrundear‘trgaﬁgleote&peesrﬁﬁ QAnbCt hé?r Bsrgge Gl DIOF i WR&d on a

si i k0 geHisshidmed Kbééeltgﬂierﬁoreﬂmo&ﬁ/ W@@SIA% Qﬁﬂngﬁrggt kggmli{zlggt ?24 o
bile ph i . a 5: V). i : 3 . 2%

g}) Itheorpyaggmpg.rqtﬁl%r?dzj%i??ggi{.ﬂg\%\%i (?%I ﬂgglrla i X{éléﬁ?i}%ﬁli ﬁbvaFFBﬁ‘s t uror

cell i né§r§5 | N8 proliFErHtdYN t esesinde aphépronobilati vehaseivity

dichloromethane/methanol/ (95:5 v/v).

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

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 iines. 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 leukaemia L1210
(ATCC CCL-219), the human breast adenocarcinoma line

300 MCF7 /ATCC HTB22) and the ovary adenocarcinoma 1line
SKOV-3 (ATCC HTB77). These are established cell 1lines
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 HeLa/KB. Owing to the
particularly slow growth of the MCF7 line, the effect
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2. Method

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 1in
suspension, were cultivated under standard conditions
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
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
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.

1

;Ynarber::

H 2.



are detached using trypsine/ EDTA and pelleted by centrifugation. The cell
pellet is then resuspended in RPM culture nediumat the appropriate cell
count and 20 transferred to a 96-well microtitre plate. The plates are
then cultivated overnight in the incubgtor with gas inlet. The test

- substances are nade up as stock solufrons in DMSO and, on Test Day 2,

diluted wi ¥Br cahéurﬁrﬁedééga 0 thegesired ccopgent JThe, 25
subst ances CuI ture nedium ar g@?hen adde§ to tﬁé&gcel s ahlz i ncubat ed

in the mchg? Y IRt HOGaEPPRY & ~Pof - a5 TRZoda MY -WhEE A -avBonpt 6been
treated w thtresbengahstancenser ea-ias) CcoBt r@l ssa@bred ok nt HoMih @gsay, 1

nmg/ M of d (
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Phenol Redsy | ut f P
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pi petted ontecthe a.eélppbateéd Mhtéhtlaé eew1 E}ﬁ\é‘%eQeeQmBB“Bt ed i th the
t est substances for gls end, the solution i mxed W th
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Usi ng theesd’é)ﬂjm%nd;}n{o l?algne]:tdayt (qhe | n IB‘{)IltI Y Sﬁrjgé tg]rﬁ nb?% BEi ¥é€Sto the _
control is'hl €6llat gellatpe azet i Tz)ln@lll fJeTcaxha,tezchcunwttne i $neabhiBied using

regressi onianal ysiss. igfeExamy eal f@btgeL, copt i nings5Q, 1y of active
conpound CorTSposm

i1ty JOD@mm) is determined in a photometer.

15
Using the ODjyoun oObtained, 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 IT
Capsule containing 50 mg of active compound
Composition:

(1) Active compound 50.0 mg



(1) Active compound 50.0 ng 25 (2) Lactose 98.0 ng (3) Maize starch 50.0
mg (4) Polyvinylpyrrolidone 15.0 ng (5) Magnhesium stearate 2.0 ng Total:
215.0 mg 30 Preparation: (1), (2) and (3) are m xed and granul ated with
~an aqueous solution of (4). The driegygranules are adm xed wth (5). This
m xture is tabletted. 35 Exanple Il Capsule containing 50 ng of active
conpound Céhporsait@nst(a@hAcﬁi:yédcorrmmr{ﬁn&_p O ng 27 (2) Maize starch,
dried 58.0 t wder 50. 4) Magnesium stearate 2.0 ny
Total : 160 0" ﬁg)ét‘l’%p Rt (D) %sdTg)rd‘Sﬁmd with (3). This ground
material i&4 bdmpnw-wmwg@m@sem Xi ?g @ ong he mixture of (2) and (4).

Thi s powderotaxture is, on a capsule flgr %Egachl ne, 10 filled into hard
gel ati Ee capsul es size 3. WD 02/08194 PCT/EPO1/ 08263 28 Patent Cains 1.
Acridine derivatives according to the formula 1 (PH2 n'x R4 ZN PH2m
R R3 R N FXparation:

(1) 1is ground with (3). This ground material is added
with wvigorous mixing to the mixture of (2) and (4).
This powder mixture is, on a capsule filling machine,

10 filled into hard gelatine capsules size 3.



5 fornmul a
acridi ne

1 in which 10 R Rl, R2, R3 can be attached to any of the

carbon atons Cl to C9, are identical or diff

erent and

i ndependently of one another denote hydrogen, straight-chain or branched

(C1-C8) -akkYbp/b&39%7) -cycloal kyl, straight 15 chaln
(C1l-Cs)-al kyl carbonyl, straight-chain or branched
hal ogen, aryl (Cl C8) -al koxy, nitr@d8 am no, nono- (Cl 4) - al kyl am no, di

20 (Cl- C4)

(C1-C8) -al koxycarbonyl - am no,

S

( C1- CB)

Igglno
-alkoxycar%ony?anlno- fCl-CB) - al kyl, cyano, straight-chain or branched

cyano- (Cl-C6) -al kyl, carboxyl, (Cl C8) -alkoxy carbonyl, (Cl-C4)-

uorine a

al kyl

= APy Bk %, e LR LS B8 B Ry it (- )

(C2_C6) - alkynyl, 30 stralght chain or branched cyano-(Cl-C6) 29

-al kenyl ,

al kyl , aryI, where the aryI radi cal may be unsubstitut
pol ysubstituted by identical or different $ubdgnituehys fromthe group 5
consi sting of hal ogen, straight-chain or N ranch (C1-

-cycl oal kyl, carboxyl, straight-
al koxycar bonyl , by trifluoronethyl
branched (C1-C8)-al koxy, benzyl ox
-al kyl am no, di- (Cil-

15

20

25

30

P "

formula 1

in which

ed or nono-

C8) -al kyl,
)

R, Ri, Rz, R;y 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-C9) —cycloalkyl,

straight-

chain or branched (Cy{h)—alkylcarbonyl,

straight-chain or branched

(C1-Cg) -alkoxy, halogen, aryl- (C;-Cg) -alkoxy,

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

cyano- (C;-C¢) ~alkyl, carboxyl, (C1-Cg) ~alkoxy-

carbonyl (C1-C4) -alkyl which is substituted

by one or more fluorine atoms,

carboxy- (C
or (C1-Cg) ~alkoxycarbonyl - (C,
(C2-C¢) -alkenyl,
alkynyl,

1= Cg) alkyl

—Cg) —alkyl '

(C2-Cs) -

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

or

(C3- C7)

branched (Cl- -
hydr xyI, 10 straight-chain or
ni Qngono- (C1-4)
CHz)m



C4) - al kyl am no, cyano, straight-chain or branched cyano-(Cl-C6)-al kyl, 15
Z is oxygen or sulfur, where the radical N HZ~-X~-R4 Z P (CH2)m Q 20
substituted on the acridine heterocycle may be attached to C atons Cl-C9
of the acridine ring skeleton; P, Q hgdependently of one another
represents oxygen or gem nal 25 hydrogen atons; X is nitrogen or CR5,
where R5 represents h;zklpﬂ)gen or (C1-Co) -aI kyl; 30 n,mindepgndept!y of
one anot her denotes g, %%gje% b;g\g n 0-3, ]\[/)\/lththe $I‘OVISOthat in the
case n = 0, X denotés a foup vvhe‘P%yRS Snd I PT hHepeRden?fy of one

anot her represent hydedgen or p@ly@@bs&lllcyxlteahd Hyhatiddre: iddY ogen at om

adj acent 30 to the &reZrgFoMP | SsaHBstit, by drqgen atom or a
(C-06) .-alkyl group; RA s a stralght -ch%?‘%gor bf?fé)%he TW® 5 al kyl

radi caP which may beS &% 1 aied oF’fun habpgeat edstwatthhcﬁehta@nt hree doubl e

and/or triple bondsbra’tﬁwhewﬂn chiamy-ghe aupsubst i tidd eg yar. )}@lyoalg%;i onal l'y be
substituted at the samg. ]glfferent C atons by one, re aryl,
heteroaryl, 10 hal ogén, O’% SEHEILEBY - GPRORy b%ﬁ?‘ll%lh?%o(cl Cg) ~

(d -Co)-al koxy, am reol koo (€, - aI kyI amno or di- (Cl-C4) -alkylam no;
a (C6-Cl4) -aryl radical, (C6- C14) \rl é i‘,} %lkyl radi cal or a
(C2-C10) - heteroaryl or (C2-Cl0) baf Porfj prhy &Vidfox4s 1 adi cal

whi cht®ont ai ns one cﬁtrfﬁ)lrgéitheﬂ@ﬂ(mt oms“ Setagotlest f r 0m tdwe —gredxyconsi sti ng
of Ny, 0O and S, where the (Cl1-C4)-al kyl radical my be benzyloxy

nitro, amino, mono- (C;~Cy4) ~alkylamino, di-(C;-
C4) —alkylamino, cyano, straight-chain or
branched cyano-(C;-Cg)-alkyl, '

15

Z is oxygen or sulfur, where the radical

(CH,)n R,
N/ )\x/

P/ (CH,)m k()

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

ring skeleton;

P, O independently of one another represents.oxygen or geminal

25 : hydrogen atoms;

X is nitrogen or C-Rs, where Rs represents hydrogen
or (Cl-Cs) —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-C¢) ~alkyl and that the nitrogen atom adjacent



unsubstituted or nono- pol ysubstituted by identical or different
substituents fromthe group 20 consisting of (Cl-C6)-al kyl, hal ogen and oxo
(=0) and where the (C6-Cl4) -aryl or (C2-Cl0) -heteroaryl radical may be
unsubstituted or mono- or poly- substifuted by identical or different
substituents fromthe group consisting of straight-chain or 25 branched
(Cl- @) -al kyl, {&3cKkd)c=gygtoabkils, suQdeeLYRANY hydrogen atom

(C1-Co) - al koxycgrr bon (Jf%n no, 3;Cl- C6) - al koxy, carboxyl’, _ _

( Cl1- C8) - al koxycar baonzjl Co) s EGhtICh® n or branched (Cl-C8)-al kyl which is
substituted by one or nore fluorine atons, 30 hydroxyl, straight- chain or
branched (RQli€8}-atkoxjht-wheie adjlacerheaxygencgtons may al so be |inked by
(C1-C2) -alkylene groups, benzyloxy, nitro, 35 am no,

mono- ( €1- C4) - alddMxan norddial Clwltdyhal kply- &ei nsatampgtedahicoh for- its part
may be unsubstdduilettd, PPEn BhdPAlySUbSLLt HLEH1BY anldet i Gal,
different substituents fromthe group consisting of straight-chain or
branched (Cl-C8°PT™S8F . aa8d | Wesiey)nay clkmal kKysuksdrigoxyad sy aimgivt - chai n

or branched (Chbr8)orailkgxysarbapytithyetir ht! vaeosapRt Y i .

strai ght - chai ncf)raf%l%gc ed (Cl- C8)-al koxy, benzyl 5 oxy, nitro, amno,
mono- ( Cl- C4) - al k¥ anino Y di?"{CL-¢H - &FkyI3hT nd L ¥eyrande t&rPar gt - chai n or
branch@d cyanohalowpeds) - al&yanoand th@lr—%t)r—uakukgba&mmﬂsgaﬂ@,

st ereoi soners, (4}- _pantd.qul ar, f-aut oners, dj.astereoner.s and enantioners,
and their phar réggeuct%iqcafll}gf dcegf‘falgﬂ%é r@g?‘%}sgb?.é" craiolgcl%’nlea"&élrol vafives of
the formul a 1 &dcdfdifg tdlkvbamiaem ¢, (Ehafadteriviedadiceat ®s-Rl, R2,

R3, X, Cis) -aryl-(C;-Cq)-alkyl radical or a (C2~Cio) -
heteroaryl or (C2-Cy19) ~heteroaryl- (C;-C4) ~alkyl
15 radical which contains one or more heteroatoms

selected from the group consisting of N, O and S,
where the {C1-C4) —alkyl radical may be
unsubstituted or mono- polysubstituted by
identical or different substituents from the group
20 consisting of (C;-Cg¢)-alkyl, halogen and oxo (=0)
and where the (Cg¢-Cyy)-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

25 branched (Ci1-Cg) —alkyl, (C3-Cy) —cycloalkyl,
halogen, cyano, (C1-C6) -alkoxycarbonylamino,
(C1-C6) -alkoxy, carboxyl, (C1-Cg) ~alkoxycarbonyl,

_straight—chain. or branched (C;-Cg¢)-alkyl which is

substituted by one or more fluorine atoms,

30 ; hydroxyl, straight-
chain or branched (C1-Cg) —alkoxy,

where adjacent oxygen atoms may

also be linked by (C1-C;)-alkylene groups,

benzyloxy, nitro,

35 amino, morno- (C1-C4) ~alkylamino, di-(C;-Cq)-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)-



Z, P, Q n and mhave the neanings given in Claim 1 and R4 denotes a
strai ght-chain or branched (Cl-C20)- 20 al kyl radical which may be
saturated or unsaturated, with one to three double and/or triple bonds,
and whi ch may be unsubstituted or opéilonally substituted on the sane or

different C atons by one, two or aryl, het eroaryl 25 hal ogen,
| am no; a

ad-C6 | k a ) a | | K
( )-al koxy, @K@;H_IO (@Fn@ﬂ(%% 3 ﬁyﬂ% %y bsét%%]s%%%cfk?&tﬂt%d or

phenyl ring or a n rrn each of
nmono- or pol y- g{)fbaﬂ‘%/}i%ﬁed byCh dehthcalcarbaivl.er bmt tsubthidment s from

the group consnsethnglof hysircatyght - shah NgRF - Bhanshed (tgar@)ec?Cﬁé(]CG) (ICE C7)
al koxy,

-cycl oal kyl , (o] cyano, (Cl-C6) - al koxycarbonylam no
car box% 35 (a‘liqC%ri al’koxycar bonyl , straight-chain or brdsetred - Cl- C6)
-al kyl »whi ch i s°%ubstinttred bymione omoﬁbpecil@pr_iarl&yqtaqmo,hyqirquyl

strai ght-chain qf apgh oxy, 32 _benzyloxy, nitro, ani no,
nono- ( Cl- C4) lk)???im nquE&ng{l 1-C4) - CJF & ani ﬁBraégég,—cﬁ%i“ah P& its part
may be unsubstllfliﬁ e FoRee- 6F1-Gol-pdldtit uted by identical or different

5 substituents fromthe group consisting of straight-chain or branched

(C1-C8)-al kyl, WQ cl oal kyl, carboxyl, straight-chain or branched
(C1-C8) - al koxycé)r rb%tf‘r‘F'FPﬁﬁ olsaBeR§| andydtexgbiseteasghinchai n or

branchéd 10 (@krC8)culalkoxy, thanzmmeérsy,, NitQasRAMRSMFRN0- (Gh5C4) -
| kyl am I cyan trai ght-chain or branched
gya%OaEnC?.OCG) e&%ﬁt@@meatlé(y g‘r% nt(:)hel pgarmgceult(igcally Iaccept:able

2. Acridine derivatives of the formula 1 according to
15 Claim 1, characterized in that R, R1, R2, R3, X
Z, P, 9, n and m have the meanings given in Claim

1 and

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

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- (C;-Cyq) -
alkylamino or di- (C1-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-Csg) —alkyl,
(C3-Cy) -cycloalkyl, halogen, cyano, (C1-Cg) -
alkoxycarbonylamino, (C1-Cs) ~alkoxy, carboxyl,
35 (C1-Cg) ~alkoxycarbonyl, straight-chain or
branched (C1-C¢) —alkyl which is substituted by
one or more fluorine atoms,
hydroxyl, straight-chain or
branched (C;-Cg)-alkoxy,



15 a 2-, 4-, 5- or 6-pyrimdinyl radical or 2-, 4-, 5- or _
6-pyrimdinyl-(Cl-C4)-al kyl radical, where the (Cl-C4)-alkyl radical may
be wunsubstituted or nono- or polysubstituted by identical or different
substituents fromthe 20 group consistibng of (Cl-C6)-al kyl, hal ogen and
oxo (=0) and the 2-, 4-, 5- or 6-pyrimdinyl radical nmay be unsubstituted
or mono- to tr|substltuted?bgzyd@ﬁpl?ghig&)dl%ﬁgﬁgnh TéMQS&ft t?gs ;L?EL
the group consi sti of, .25 r al ky al ogen, ni

rmno9 (CE CB) -alk%ﬁﬁ%l ?gJQEB %d%aﬁﬂ%ﬁWﬁ?o h?dVéxylWthh

(C1- CB) - al koxy, beﬁpylm@ﬁ parbowww bq(ﬂnﬁﬁbsﬁikaxgeabaomﬁno_ or

Cl-C6) - al k b u CL ) ich is np
( - ?ltﬁ?ggagyggﬁggrlggqg %gd( ? aryc%2 dx¥QB €fo) dbf@%re?tn C6)

ol ysubs
E)aliquja 3-, 4-, §Ub6FlGU§Fﬁ§daﬁnﬂm r bldé cabronp3- codﬁistuxﬁ of
6- pyrlda2|nyl (Cl- eh)yaabkyl chadhcal ,or Whepe b LCL- QQQ é kyll%ff;gﬁgnpay

be unsubstituted polysubstltuted by i denti'caf’ ot
substituents fron18héqga"6aﬁ¥9ﬁﬁﬁy St nGREPOXCL- CHfralilfit -chaliogerr and 33

oxo (=0 and the 3bradche8- omyﬁhpyaﬂda&yaakboh?Q|ca% ngﬁﬁggf#ﬁéﬁ?:t}ingd
eren u

or nmono- to trlsuggkh tEdygarégﬁft'ca'(ggéﬁﬂ |al%aﬂﬁge@rQﬂqﬂQﬂ ari no,

t he gr.oup consi sting
nono- 10C1- C6) -aIk&?aﬁ%ﬁoalﬁpxy(Cl CB) -alkylanlno hydr oxyl ,

(C1-C6) - al koxy, bepay}tPXy¥x carbo§¥kro (Cl Ikoxycaron§I (C1-C6)
- al koxycar bonyl - anj no_ or . (C1- C6) - al kyl 1S nmono*
polysubstltuted by2 +HKYbRPHAO - (CB G@Oﬂchaﬁyl %h@inmuﬁﬁD) - arylano,

straight-chain or branched cyano-(Cl -Cg) -alkyl;

15 a 2-, 4-, 5- or 6-pyrimidinyl radical or 2-,
4-, 5- or 6—pyrimidinyl—(Cl—C4)—alkyl radical,

where the (C1-C4) —alkyl radical may be
unsubstituted or mono- or polysubstituted

by identical or different substituents from the
20 group consisting of (C;-Cg¢)-alkyl, halogen and
oxo (=0) and the 2-, 4-, 5- or 6-pyrimidinyl
radical may be wunsubstituted or mono- to
trisubstituted by identical or different
substituents from the group consisting of
25 hydrogen, (C;-Cg)-alkyl, halogen, nitro, amino,
' mono-~ (C,-Cg) ~alkylamino, di- (C;-Cg) -alkylamino,

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

(C1-Cs) ~alkoxycarbonyl, (C1-C¢) ~alkoxycarbonyl-
amino or (C1-C¢) -alkyl which is mono- or
30 polysubstituted by fluorine,

(Ce-Cio) -~aryl and (Cg-Cio)-aryl-
(Cl"Cs) —alkyl;

a 3-, 4-, 5- or 6-pyridazinyl radical or 3-,
35 4-, 5- or 6-pyridazinyl-(C;~C4) -alkyl radical,

where the (Ci-C4) ~alkyl radical may be

unsubstituted or mono- or polysubstituted

by identical or different substituents from the

group consisting of (C;-Cg)-alkyl, halogen and



(C1-C6) -alkyl; a 2-, 3-, 5- or 6-pyrazinyl radical or 2-, 3-, 15 5- or
6- pyrazi nyl - (Cl-C4)-al kyl radical, where the (Cl-C4)-al kyl radical may be
unsubstituted or nono- or polysubstituted by identical or different
substituents fromthe group consistipg of (Cl-C6)-alkyl, halogen and oxo
20 (=0) and the 2-, 3-, 5- or 6-pyrazinyl radical may be unsubstituted or

nono- to trlsubstlbubed((hy gagnuﬂggl3or d¢jfegengnsugsﬁ?gyggg§n%50n1thﬁo_

group consisting of gédr gen C6 alké hal ogen,

(Cl- C8) - al kyl ami no; -aF’R?P f-mbUCRY dr %yl ,mqrEt= CBYo- al koxy,
benzyl oxy, carboxytrléﬁbsﬁﬁyuabaoxybgrbomﬁbntlégi C6y - algpgyggéggnzlanlno)
or (Cl1-Co6) -al kyl no substltuted by fluorine C6- C10
—aryl and 30 (Cs-C1 %EbthéPgE Cfﬁ&% %yl grgug_cprsigting et o

8-ci nnal i nyl radlchYdr@geHB-(Cm CsE%alfyl 7halogeB. ciminald,nyAmif&l- C4) -

al kyl radical, whegngndbhec(ClyCA)xialkyl,g adi ¢al substltuted or
nono- [Iacuna] %e ﬁ%su%gtltu é%%fminno?ﬁ bo??%upﬁpH?
i dentical or dlf;m%é Foxh) - alGeyCs) hal bgen - anlae@ml@q@) amrhzcmyla,, 4- -

5-, 6-, 7-, or 8- C(GﬂﬂkbnyhkaQbéﬁboﬁ@ﬁ be 3¢, _ansupstdtpad,, oN0- to

pentasubstltuted Q¥ |dent|cal fﬂ t substltuents from the gr oup
consi sting of hydrogen 1aFRb Kal o84 Chni t¥o, ®BAPRo, or

mono- {€1- CB) - al kylmﬁmbﬁmut(@i CG)b;aI kylfEind,neydr oxyl ,- ( Cl- C6) - al koxy,

benzyl oxy, carboxyl, (Cl-CB)-al koxy Cl- al_kgxycar.bonyl am no
or (Cl-CB) -alkyl which is mono- ?éiaqflﬁZu% Ylituflgts 6y~ FraloAmwd~ (Cs- dl o)
fa_'ry| and (Cl CG) alky ;

a 2-, 3-, 5- or 6-pyrazinyl radical or 2-, 3-,
15 5- or 6-pyrazinyl-(C;-C4)-alkyl radical, where
the (C;-C4)-alkyl radical may be unsubstituted
Or mono- or polysubstituted by identical
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-C¢) -alkyl,
halogen, nitro, amino, mono—(Cy{k)—alkyiamiﬁo,
25 di- (C;-Cg) -alkylamino, hydroxyl, (C;-Cs)-alkoxy,
benzyloxy, carboxyl, (C1~-Cg) —alkoxycarbonyl,
(C1-C¢) ~alkoxycarbonylamino or (C1+C¢) —alkyl
which is mono- or polysubstituted by fluorine,
(Ce-Cip) ~aryl and
30 (C¢-Cro) —aryl-(C1-Cg) —~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 (C1~Cq) -~alkyl radical"

35 may be unsubstituted or mono- [lacuna]
may be unsubstituted or mono- or

polysubstituted by identical or different
C¢) ~alkyl, halogen and oxo (=0) and the 3-, 4-,
5-, 6-, 7-, or B8-cinnolinyl radical may be



10 (C6-C10) -aryl- (C1-C6) -alkyl; a 2-, 4-, 5-, 6-, 7-, or 8-quinazolinyl
radical or 2-, 4-, 5-, 6-, 7-, or 8-quinazolinyl-(Cl- C4) -alkyl radical,
where the (Cl1-C4) -alkyl 15 radical nay be unsubstituted or nono- or
pol ysubstituted by identical or differgnt substituents fromthe group
consi sting of hydrogen, (Cl-C6)-alkyl, hal ogen and oxo (=0) and the 2-,
4-, 5-, 6-b 7-, oruQQUBsqmtnaédlidmyl n&o&ﬁ£atoﬁ@)ént§%%tl%tdt}égeg¥ﬁr nono-
to pentasubstitute ! ti r ifferent substituents fromthe group
consi sting of hydrgcé%%?i‘?%ﬁi]- (%’)a-a 3EASEHA o é‘&),Stlr’ﬁ“ﬁ”cES ahFAB, FBRAO-
(C1- CB) - al kyl am no9Te#P (CTorsies)ngal kyl ativmosodeydr oxyd,-cf ClaTey1 - al koxy,
benz- yloxy, carboxylegé&l- G koxyearbo o (Cl- ) .
- al koxycar bonyl am'ﬁo ?? Cl- C6) -al éliélgﬁé\hl E%Qnoi s(gﬁoﬁfcf P EUDst i t ut ed
by fluorine, (C6-db) Syl -ad vigminos- drofirowyyl - (CCicOb)atlabkyl ; a 2-,
3-, 5-, 6-, 7-, orbé&muisoxal i nghrbadiscal [(@C@Da]al%o&%arkﬁrwﬁ" 7-, or
-a

8-qui noxalinyl- (CGl<C4),-a | radical, where the (Cl- radi cal
may be unsubst i tutc(écdcéf) n%%ggng:‘—%. DY dAIEMest i 1K ed BT 8entd Betl or
different substitwemls isomonle goupotpssbstingeed biCl1Rr i@l kyl

hal ogen and oxo (=0 and the 2-, 3-, 5-, 6-, 7-, (gr %-gui noxal i nyl radi cal
may bf unsubstituted or nono- to 35 pentasubstitufed?® yairéfént i or
differ®nt substi t{fentso 1ok heCigrCelipadbmdi-sti ng of  hydrogen,

(C1l-Co6)-al kyl, hal ogen, nitro, am no, nono- (Cl-C6) -al kylam no, di-
(C1-C6) -al kylam no,, 5 hydroxyl, (Cl1-Cg)-al koxy, benzyl oxy, carboxyl,

(C1- C6) - al koxycar Ei“or%fl', 4{"01-%’)-% koxycaPBoflyduinazolinyl radical

or 2-, 4-, 5-, 6-, 7-, or 8-quinazolinyl- (C;-
Cq) -alkyl radical, where the (C1-C4) -alkyl
15 radical may be unsubstituted or mono- or
polysubstituted by identical or different
substituents from the group consisting of

hydrogen, (C1-Cg) ~alkyl, halogen and oxo (=0)

and the 2-, 4-, S5-, 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, (C1-C¢) ~alkyl, halogen,
nitro, amino, mono- (C;~-C¢) ~alkylamino, di-(C;-
25 Ce¢) —alkylamino, hydroxyl, (C1-C¢) —alkoxy, benz-
.yloxy, carboxyl, (C1-C¢) -~alkoxycarbonyl, (Cy-
C¢) ~alkoxycarbonylamino or (C1-C¢) —alkyl which
is mono- or polysubstituted by fluorine,
(C6-Cyp) ~aryl and
30 (Ce—-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 (C1-C4q) -alkyl
radical may be unsubstituted or mono- or
35 polysubstituted by identical or different
substituents from the group consisting of
(C1-Cg) —alkyl, halogen and oxo (=0) and the-
2-, 3-, 5-, 6-, 7-, or 8-quinoxalinyl

radical may be unsubstituted or mono- to



pol ysubstituted by fluorine,

6-

am no or (Cl-C6)-al kyl which is nono- or

(C6-C10) -aryl and (C6-Cl10) -aryl- 10 (C1-C6) -alkyl; a 1-, 4-, 5-,
or 8-phthal azinyl radical or 1-, 4-, 5-, 6-, 7-, or 8-phthal azinyl -
(C1-C4)-al kyl radical, where the (Cl-¢4)- aIkyI 15 radi cal may be

unsubstituted or

nono- or pol ysubstituted by identical

or different

7-1

substituents frompéetgsoupcconsedati ng, of i §&Aci&R) - aldyl , dpg%@ggﬂzand 0X0

(=0) and the 1-

45 ub St
ub&E § ’
unsubsti t ut ed or % %ﬁehtz

nnno-

substituents fron1ﬁY@¥@@%®p densEslt- anigayolf,

t
pentagﬁgqlt{h%d BYOH

hala2|né 20 radlcal
en

hytloogen, n(i€rdC6)amlrky] ,

HQﬂﬂlﬁﬁiqﬂff%;e

hal ogen, nitro, amdks- (PRRQY) -6EkT8hind! KY! ? ‘%ﬁ% Cb6 al kyl am no,
25 hydroxyl, (Cl-C6)- alkoxy, benz/ gsgharbggyﬂg 61 “bd%ycarbonyl
(Cl- C6§ al koxycar OX%&nno‘brcétla PxEl kyiberwhy bdxy s nondvoxarl

pol ysubsti t ut ed by«LJungaekokﬁéagigh jaryl (@ C@dﬁﬁ%? |; 0 (C1- Ce)
-al kyl; a 2- C qU|noI£quad|c YC&yg? 3-, 4-, 5-,
6-, 7 or 8- qU| noI yal ﬁ(Ctl %ﬁ) - dl’Eﬂ ?]aJHY%aI WiKEr e the (ﬂQZEOC4)Oa1 kyl
radical 35 may be nmistdhgistittededr noRo- omumﬁﬂh“§ubst|tuted by identica

or different substituents fron1the

hal o en and oxo (=0) and the 2-,
my bE036 unsubstiChofel-atkybno-

different substituents fromthe

gLoup cons tin

242, Pe13) 1 0g o
to hexasubstituted by identical
group consi sting of hydrogen,

(C1-C6)-al kyl, 5 hal.ogen, nitro, am no, nono-(Cl-C6)-
al-5 4-, 5-, 6-, 7-, or 8-phthalazinyl radical
or 1-, 4-, 5-, 6-, 7-, or 8-phthalazinyl-
(C1-C4)-alkyl radical, where the (C1-Cq) ~alkyl

15

radical may be unsubstituted

or mono- or

polysubstituted by identical or different

substituents from the group consisting of

Ce¢) ~alkyl,
l_l

radical

4-,
20

pentasubstituted by

substituents
hydrogen,
mono- (C;-Cg)

25 hydroxyl,

(C1-C¢) ~alkoxycarbonyl,
(Cl—CG) —alkyl

amino or

polysubstituted
30 (C1-Cg) -—alkyl;

a 2-,

or 2-,

3-, 4-,
3-, 4-,
alkyl radical,
be

35 may

halogen and oxo
may be
from
(C1-Cs) —alkyl,

-alkylamino,
(C1-C¢) —~alkoxy,

5_1
5_1

unsubstituted

(Cy1-

(=0) and the

or 8-phthalazinyl
mono- to
different
of

amino,

5-, 6-, 7-,

unsubstituted or
identical

the

or
group consisting
halogen, nitro,
di- (C;-C¢)-alkylamino,
benzyloxy, carboxyl,
(C1~Cs) ~alkoxycarbonyl-
which

fluorine,

is mono- or
by

(Ce-C10) ~aryl and (Cg¢-Cyq) -aryl-

6_1
6-,

where the

7- or 8-quinolyl radical
7 or 8-quinolyl-(C;-Cq)-
(C1-C4) -alkyl radical
or poly-

or mono-

substituted by identical or different

substituents
(C1-C¢) -alkyl,
3-, 4-, 5-, 6-,

from

halogen and oxo

the consisting of
(=0) and the 2-,

7- or 8-quinolyl radical may be

group

Cl - C6) - al kyl ,
daPRglyl radi cal

or



al kyl am no, di-(C1-C6)-al kyl am no, hydroxyl, (Cl1-C6) -al koxy, benzyl oxy,
carboxyl, (Cl1-C6) - al koxycarbonyl, (Cl-C6)-al koxycarbonyl am no or
(C1-C6)-al kyl which is nmono- or polysubstituted 10 by fluorine, (C6-C10)
-aryl and (C6-C10) -aryl- (Cil-0C86) -algél a 1- 3-, 4-, 5-, 6-, 7- or
8-isoquinolyl radical or 1-, 3-, - or 8- 15
i soqui nol yl - (C1- C4mnahh¥h1tadbaalarwhﬁﬁﬂalhqx{C%egggugg%Xku%gg|cgl may be
unsubstituted or noElcalpoI ($ %Jtuted by identical Iffer

St (CREs) e | fﬁamog@meand 0X0

substituents fromithe group
20 (=0) and the 1-9gr@up 4€On5ist6ng 7oforrﬁmhkgﬂqu|nquchﬁmgp@¥lnay be
unsubstituted or nono- to hexasubstituted by identical or erent
substituents fromthe group consisting of hydrogen, (Cl-C6)-alkyl,

hal ogenl, 25 nitro, am no, nnﬁ@ﬂi¥E31C6ﬁ4&khylammn@o dimon(eCl<OBY ) -
-alkylanino, hydr axyk 1&&1ng5) - 8h KQxy.c, )b acarbgx
(Cl-CB)-aIkoxycarb y ég% -a?EoQ@ca?@éﬁé anlno orq?%%?%ﬁﬁl al kyl
whi ch i's nmono- g &b Piﬁ’ed ReFatiorine,  89rbasy €10) (Caf(yd)and

(C6-CLO) -ary! - (@L)@ﬁ)yeaazmxcyrhyla 2(¢, feg) -8rl Ky YUk Ry Tadi cal or
-al kyl radical’, 35 where the

2-, 6-, 8- or ;P nyl 7]

(Cl- c4) - aIkyI radli g%éy¥n§ﬁ%§%ﬁ {§ eBOBP ~ R0 PP SISy tHvdiEk ut ed by

i denti®al or dlfféhent §&bgtnn@ents fromthe group consi sting of

(Cl-C6) -al kyl, hal @gep, ant X he 2 [ 9H] - puri nyl
i @ SR d‘(Cr r?D%O)t 1T fcglugé? ?3%%3 by identi cal

37 radical may be unsubstitut e
or different substituents fromthe group consisting of

a 1-, 3-, 4-, 5-, 6-, 7- or 8-isoquinolyl
radical or 1-, 3-, 4-, 5-, 6-, 7- or 8-
15 isoquinolyl—(Cy{h)—alkyl radical, where the

(C1-Cq) -alkyl radical may be unsubstituted or
mono- or polysubstituted by identical or
different substituents from the group
consisting of (C1-Cg) ~alkyl, halogen and oxo

20 (=0) and the 1-, 3-, 4-, 5-, 6-, 7- or 8-
isoquinolyl radical may be wunsubstituted or
mono- to hexasubstituted by identical or
different substituents. from the group
consisting of hydrogen, (C1-C¢) ~alkyl, halogen,

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

30 (C¢~C10) —aryl and
(Ce-Ci10) —aryl- (C1-C¢) —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-C4) —alkyl radical may be

unsubstituted or mono- or ‘polysubstituted by

identical or different substituents from the

group consisting of (C;-Cg)-alkyl, halogen and

oxo (=0) and the 2-, 6-, 8- or 9-[9H] -purinyl



hydr ogen, (Cl-C6)-al kyl, halogen, nitro, am no, 5 nono- (Cl-C6)

-al kyl am no, di- (Cl-C6) -al kylam no, hydroxyl, (Cl-C6)-al koxy, benzyl oxy,
carboxyl, (Cl1-C6) -al koxycarbonyl, (Cl-C6) -al koxycar bonyl - am no or
(C1-C6)-al kyl which is nono- or polysgbstituted by fluorine, 10 - ,
(C6-C10) -aryl and (C6-Cl10) -aryl- (Cl-C6) -alkyl; a 2-, 6-, 7- or

8-[7H - purinyl radredicat 2may 6-he 7- uﬂﬁuBstEt?llr&ed pubknylmonQ)Cl Qﬁg - al kyl
ed or nono-

radical, 15 where, | kyl . radi be unsubstit ut
or pol ysubst it ut ed %bgu%%hgﬁ%a? gﬁl fféé%ﬂflg%]ost i Puentd Fig®nithe group
consi sting of (Cl- %?Stawwntﬁal (fg@m anche oxor¢=p) andstBeidg, &f 7- or

8-[7H - purinyl 20hyadbgah, My, be, uns it nn to _trisubstituted
by ide t| cal or di ffere%t rsrﬁbstlgt)ueny?%ro}r%tfﬁ%ggroﬁ[l)gg&m Ty of
hydr og8n, (Cl- 06) -BPRIT {Cridedgehkyhpfiao . ani ﬁe—(cm a(l@yl@@gmom kyl ani no,

di - (Cl-Cs) -al kylmndn‘m»;y12,5 mCCiLngLalkg);LyCG)b@A %%JE%§&) car boxyl ,
I am no or al kyl

(C1-C6) -al koxycar %9{10 %: L2 xycar bon Cy
which is nono- or p‘ol % turad 8 Iuorl(ﬁe sl calkpaycazbpnyand 30
(C6-C10) -aryl - (@'zm@e; -arkyI(ClaCa} a]Zkle whéch 545 6-mor{o- 8prOr

9-acridinyl radi C? 4-, 5- r 6- 8- or
9- acrt&i nyl - (C1- o kyI T, whdt e thelu%lflél C6) - al kyl radical may
be unsSubstituted or nono- or pol ysufbstqlbUt@dybyamdeng{ralo)eérﬁntferent

substituents from(@ecgy%lpkypona sting of (Cl-C6)-alkyl, halogen and oxo
(=0) and the 1-, 2-, 3-, 4-, 5-, 6-, 7-, 8- or 38 O9- acrldlnyl radi cal may

‘be unsubstltuted or
a 2-, 6-, 7- or 8-[7H]-purinyl radical or 2-,

6-, 7- or 8—[7H]—purinyl—(Cy{h)—alkyl radical,
15 where  the (C1-Cq) ~alkyl radical may be

unsubstituted or mono- or polysubstituted by

identical or different substituents from the

group consisting of (C1-C¢) -alkyl, halogen and

oxo (=0) and the 2-, 6-, 7- or 8-[7H] -purinyl
20 radical may be wunsubstituted or mono- to

trisubstituted by identical or different

substituents from the group consisting of

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

alkoxycarbonylamino or (C1-C¢) -alkyl which is
mono- or polysubstituted by fluorine,
(C6-Cyo) -aryl and
30 (Ce-Cyp) —~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-Cé6)-alkyl radical may be unsubstituted or
mono—- or polysubstituted by identical or
different  substituents from the group
consisting of (C;-Cg)-alkyl, halogen and oxo
(=0) and the 1-, 2-, 3-, 4-, S5-, 6-, 7-, 8- or



nono- to octasubstituted by identical or different substituents fromthe
group consisting of hydrogen, (C1-C6)-al kyl, halogen, 5 nitro, am no,
nono- (Cl-C6)-al kyl am no, di-(Cl- C6)-al kyl am no, hydroxyl, (C1l-C6)-al koxy,
benzyl oxy, carboxyl, (Cl- CG) al koxycagponyl, (Cl-C6)-al koxycar bonyl ani no
or (Cl-Co)-al kyl V\/mch IS nobno- or po ysubstltut ed by fluorine, 10

(C6-CL0) -aryl ando-4€6iG@18y1- afadalcaé@l rﬁ@ @ékydns@bétlt@ted?’ or 4. 5,
6-, 7-, 8- or 9- phenanthrldln r adj caI 3-, 4-, 5-, 15 6-, 7-,
8- or 9-phenant hri ar Ay - (&£ 34 5FRY FéHPESﬂﬂ \HYereltiﬁét(Leﬁch)Qlal kyl

radi cal may be un@ubéereuted CHhkactue)Ttspm y$btbﬁ1tl t uted by gdglgntical or

di fferent substit g t consi ro
(C1- ce% al kyl | Oéﬁlif%)g 5% dnd?‘%lh 1[2%9 halpgens. q.
or 9- phenarﬁ*h‘?lf‘éh ny@mlrraw carllorrfay ClbésUﬂshlbxslamuh@d (Iﬂl-FrUDlG- to

oct asubstl tuted b)CG)I_dﬁrktyll(@r{ler’ di ffggg%x?,libstl tuegt & f ror]) t he gr oup
consi sting of (Cl aikyl hal o ni am no, rf3

(Cl- CB) - al kyl ani nd®eHYLQ8 . o) 2 BPRAY hrri no(Chﬁtr)O)@QROX@/@E-I@@)lylal koxy,
(C6-C10) -aryl - (Glcleﬁt)s)—ankoxycaeabbpxaﬂnm()C1 cg,@) -ak@lcu@gqagqe@,)il (C1- Co)
- al koxycar bonyl arul_P]o 1075 LCL-CB) - al Kyl cb S no-__or

pol ysubstl t ut ed by uor| e {'C6- efO)perih' %rrfd:‘“(et% ]@10)’51‘18@@-‘3 /( Cl- 06)
-al ky}9 a 2-, 3-, 4-, 5- or 6-pyridyl radical wheced,hp-adb12- and-, 4-, 5-

or 6 pyridi nyl raOkIC%ab (ﬁ&yalb)ﬁl u&su@s;lgﬁ}gg or mono- to tetrasubstitut ed

by identical or differ ent substituents M the group consisting of
hydr ogen, (Cl-C6)-al kyl, halogen, nitro, am no, nono- (Cl-C6)-alkylam no

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;-Cg) -alkyl
radical, where the (C1-C¢) ~alkyl radical may be
unsubstituted or mono- or polysubstituted by
identical or different substituents from the
group consisting of hydrogen, (C1-C¢) —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-C¢) —alkyl, halogen,
25 nitro, amino, mono- (C,-Cg) —alkylamino, di-
(C1—C5)—alkylamino, hydroxyl, (C1-C¢) ~alkoxy,
(Ce-Ci0) ~aryl-(C;-C¢) ~alkoxy,
carboxyl, (C;-Cg¢)-alkoxycarbonyl, {(C1-C¢) -
alkoxycarbonylamino or (C1-Cg) -alkyl which is
30 mono- or polysubstituted by fluorine,
(C¢-Cy0) ~aryl and
(Ce~C10) ~aryl-(C;-Cq) ~alkyl;

a 2-, 3-, 4-, 5- or 6-pyridyl radical where the
35 2-, 3-, 4-, 5- or 6 pyridinyl radical may

be unsubstituted or mono- to tetrasubstituted

by identical or different substituents from the

group consisting of hydrogen, (C;-Cg¢) -alkyl,

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



39 di- (Cl1-C6) -alkylam no, hydroxyl, (Cl-C6) -al koxy, benzyl oxy,

car boxyl, (Cl-C6)-al koxycarbonyl, (Cl-0C6)-al koxycarbonyl am no or
(C1-C6)-al kyl which is nmono- or polysubstituted by fluorine, 5 (C6-C10)
-aryl and (C6-Cl0) -aryl- (C1-C6) -akkyl; a 2-, 3-, 4-, 5- or
6-pyridyl-(Cl-C6)-al kyl radical, where the (Cl-C6)-al kyl radical nay be

10 unsubstituted odirgmy-Cer- aml;y]s&bﬁﬁd)tuq»@@ jiden th} or, Q erent
f (Cl- 66) a}ikyl )hal oge% ‘and oxo

substituents from rou cons 0
(=0 and the 2- tb@%fyq Yp p';sPr | FadiCar ahkexpeaghenbdt i t ut ed or

nmono- to 15 tetrasdEﬁCMﬁ@Uﬂmmd&bﬁanmOmffoefent(cls@gstbq;@qts from

the group consistipgiet, ; Cl- A en,_nitro, am no,
mono- (C1- C6) - al kyl ani no, ECI 8:%) ciIG as’#llnﬁomeér]% ofyporine,
(C1- CG) al koxy, benzyl oxy, car boxyl, 20 (Cl C6) - al&oxye s dony| , and

(C1-Co) - al koxycar b(pnylewatrh@glor(c(f‘é @@l kyl which-is nmono- or
pol ysubstituted by fluorine, (C6-C 3 -aryl and (C6- ClO) -aryl (C1-Co)

-alkyl; 25 a 2-, 3-, 4- or 5-thi enyI radical or 2-, 3-,

5-t hi enyl (C1- CG) _al ky+. rath cal4- whege tdie -Gl IQQj)ylaJ(l@/L rﬁdéfd]g%l,%rray be
iTTerent

unsubstituted or r Lysu t|t entical, or 30 di
substituents from %§9g?g0pagc%ns:%s gélot% F(’ﬁ&gﬁ ar\Hcaln asgdre and oxo
(=0 dfd the 2-, 3unsubspitstedi enyl nmbfalor npylbeuuﬁsubﬁtéam&d or nono-

to trisubstitut ed l@é(ntg@glil &l Qir f(y f A g{]tengugglg L tugnt from t he 35 group

consi sting of hydr Lg (C1-Co) - al ogen o-
(Cl- 08) - al kyl ani nod oup con51st1ng of (Ci- C6) alkyl halogen and

oxo (=0) and the 2-, 3-, 4-, S5- or 6-pyridinyl
radical may be wunsubstituted or mono- to
15 tetrasubstituted by identical or different
substituents from the group consisting of
hydrogen, (C;-C¢)-alkyl, halogen, nitro, amino,
mono- (C;-C¢) —alkylamino, di-(C1-C¢) —~alkylamino,
hydroxyl, (C;-C¢)-alkoxy, benzyloxy, carboxyl,

20 (C1-C¢) ~alkoxycarbonyl, (C1-Cs) ~alkoxycarbonyl -
amino or (C1-C¢) ~alkyl which is mono- or
polysubstituted by fluorine,

(Ce-C10) ~aryl and (Ce-Ci1o) —aryl-

(C1-Cg) —alkyl;

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

30 different substituents from  the group
consisting of  (C;-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 substituents from the

35 group consisting of hydrogen, (C1-C¢) ~alkyl,
halogen, nitro, amino, mono- (C;-Cg) —alkylamino,
di- (C1-C¢) -~alkylamino, hydroxyl, (C;-C¢)-alkoxy,
benzyloxy, carboxyl, (C1-C6) ~alkoxycarbonyl,
(C1-C¢) ~alkoxycarbonylamino or (C1-C¢) -alkyl



di- (C1-C6) -al kylam no, hydroxyl, (Cl-C6) -al koxy, benzyloxy, carboxyl,
(C1-C6) - al koxycar bonyl, (.Cl-C6) -al koxycarbonylam no or (Cl-C6) -al kyl 40
whi ch is nono- or polysubstituted by fluorine, (C6-Cl0) -aryl and (C6-C10)
-aryl- (C1-C6) -alkyl; 5 a 2-, 4-, or, -thiazolyl radical or 2-, 4-, or
5-thiazol yl - (Cl-C6)-al kyl radical, whére the (Cl-C6)-alkyl radical may be
unsubstituted or wRNEh 9L ubsti Ut I tical or.different
substituents fromthe groupwlr%jscoﬁgi %Pilggu?)%t(%%?ég) i:})zill Ky UChEPSgen and
oxo (=0) and the 2-, 4-, or 5-thiazolyl radical (fayCibe amsubsandfuted or

mono- or disubstit(ted,by-at@eniccaty)omidifif.erent substituents fromthe
group consisting of hydrogen, (Cl-C6) -alkyl 15 hal ogen, nitro, am no,
nmono- (Cd -C6)-al kylam no, di- (Cl-C6) -al kylam no, hydroxyl, (Cl-C6)
-al koxy, benzyl o¥y,2carboxybr (SCI:1G6)za@l KbxysatbONybr 2-, 4-, or

(Cl1- C6) - al koxycar bpm a4y r & Cl< C6 | kyl ichis no- or

pol ysubstituted by fl ulﬁgi({]méfpzbél_% @%%')i -alf%,/\(lifi]lczﬂr’:ld (¥8SET0) Ehg vyl -
(Cl-C6) -alkyl; a &a1Cal-apkyvi.-imadicakolmdy r béi cahsarsBituded of

5-isot hi azol yl - (Ghok®) -4 koyh v5agdk re. th Cl- C6) - al kyl radical
By Egglft;/ég%gt ﬁj%?téhcagly(alrdenti cal or different

may be unSUbStitUtdf‘iﬂE or nono- ot
substituents fromYHEGBp cSHOSSETNGNSS (CcLfosn- al e halgsgerp and oxo
(=0) Bhd the 3-, 4onsdistSngsofi azd, yt, rash eql | 3G dmydie Wisbshdt ut ed or

mono- or di substi tuted hdenyical or different substituents fromthe
group consi sting of bﬁy&?%etﬁl,de( 1 7’-a?ﬁy%,‘t[‘hﬁlz8§;¥i‘1, radiFal adivno, nono-

(Cl1- CB) - al kyl am n&e Wisultli @syedaloey| monne, orydiisubst{Gle&H) byal koxy,
identical or different substituents from the
group consisting of hydrogen, (C;-Cg)-alkyl,

15 halogen, nitro, amino, mono- (C;-C¢) —alkylamino,
di-(C;-C¢) ~alkylamino, hydroxyl, (C;-C¢)-alkoxy,
benzyloxy, carboxyl, (C1-C¢) ~alkoxycarbonyl,

(C1-C¢) ~alkoxycarbonylamino or (C1-C¢) —alkyl
which is mono- or polysubstituted by fluorine,

20 (Ce-Cy0) —~aryl and

(Ce-Cy0) ~aryl-(C1-C¢) —~alkyl;

a 3-, 4-, or S-isothiazolyl radical or 3-, 4-,

or 5-isothiazolyl-(C;-C¢)-alkyl radical, where

.25 the (C;-C¢)-alkyl radical may be unsubstituted

Oor mono- or polysubstituted by identical or

different substituents from the group

consisting of (C;-Cg)-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, (C1-C¢) —alkyl,

halogen, nitro, amino, mono- (C;-C¢) —alkylamino,

_ di- (Cy-Cs) ~alkylamino, hydroxyl, (C;-Cs)-alkoxy,

35 benzyloxy, carboxyl, (C1~C¢) ~alkoxycarbonyl,
(C1-C¢) —alkoxycarbonylamino or (C1-C¢) —alkyl

which is mono- or polysubstituted by fluorine,

(C¢-Cip) —~aryl and

(Ce-Ci0) ~aryl-(C;-Cg) ~alkyl;



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

- al koxycar bonyl am no or (Cl-C6) -alkyl which is nono- or polysubstituted

by fluorine, (C6-Cl0) -aryl and (C6- ClO) -aryl - (Cl-CG) -alkyl; 41 a 2-,

4-, 5-, 6-, or 7-benzothiazolyl radi cg or 2-, 4-, 5-, 6-, or

7- benzot hi azol yl - (C1-C6) - al kyl radic Il where the (C1-C6)-al kyl radical 5
may be unsubstituted or nono- or pol ysubstltut ed by identical or different
substituents fromthe group con3| sting of Cl- C6) - al kyl, hal ogen and oxo

(=0) and the 2-, @-275- 46, S0r 7ben2st i afthigdicdlatl magdbealO

unsubsti tuted or nono2 Lo 4t_etrasubstl tlétredylnéné&qﬁtdzqﬁf,lor i Ef,ar ent
Ce) - al k

substituents from ti’nf{a 19 r‘?éio ns'c% e5 ofr%ﬁmyg%?gceﬁgl a(@yJC@yaca+qz§'1 am no,

hal ogen, nitro, am ne’
hydr oxyl , (Cl-C6)-makoxy, b&s belmmslu(h»sy,ltmrelaloxyl oxr Cl- (ﬁ@n@i koxygar bonyl ,

( C1- Co) L al koxycarpomydwmitioute@rby Ghe@®)i cadl dylqi MR ER. 1 s nono- or
pol ysubstituted by fI uorine, (C6-Cl0) -aryl and (Cb6- C16) -aryl- (C1-C6)
-alkyl; 20 a 1-, 22U Sltltlé)?n%sl mifdarol yhe adgrabpor cbnsis2-ingd- ,oOr

5-i ni dazol yl - (Cl G, —@Jﬂalk?{i' CﬂalOd@?ﬁdﬁL& h&ééq ggS) a%l kyIh lical may be

unsubstituted or no- _or ysubstitute i denti cal or different
substituents fromthe %rou “eorsi s?Tlh%nWt}F@_Z@!)'l aFR?Ilcahaln@g'erbeand 0X0

(=0) a6d the 1-, stxﬁastmut'éecﬂnuiazxebﬂ& readi €@t r SBYLOE; HRsURSYf uted or
nmono- to trisubst.i eutteld |dent| or di ffer ent 30 substituents fromthe
group consi sting o]T Hditges® (&1 %@)‘ealtky?u Aal BYBRES nji EFYN  dkieno,

group consisting of hydrogen, (C1-C¢) -~alkyl,
halogen, nitro, amino, mono- (C1-Cg) ~alkylamino,
di-(C1-C¢) -~alkylamino, hydroxyl, (C;-Cg) -alkoxy,
15 benzyloxy, carboxyl, (C1-C¢) ~alkoxycarbonyl,
(C1~C¢) -~alkoxycarbonylamino - or (C1-C¢) ~alkyl
which is mono- or polysubstituted by fluorine,
(Cs-Cip) —aryl and
(Ce—Cyo) —aryl-(C;~Cg) ~alkyl;
20
a 1-, 2-, 4-, or S5-imidazolyl radical or 1-,
2-, 4-, or S5-imidazolyl- (C;-Cg) ~alkyl radical,
where the (C1-Cs) —alkyl radical may be
unsubstituted or mono- or polysubstituted by
25 identical or different substituents from the
group consisting of (C;-Cg)-alkyl, halogen and
oxo (=0) and the 1-, 2-, 4-, or S-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- (C;-Cg¢) —alkylamino, di-(C;-C¢)-alkylamino,
hydroxyl, (C;-C¢)-alkoxy, benzyloxy, carboxyl,
(C1-C¢) ~alkoxycarbonyl, (C1-Cg) ~alkoxycarbonyl -
35 amino or (C1-C¢)-alkyl which is mono- or
polysubstituted by fluorine,
Ce-C1o) ~aryl and (Ce-Cyo)-aryl-
(C1-C¢) ~alkyl;



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

(C1-Co) - al koxy, benzyl oxy, carboxyl, (Cl-C6) -al koxycarbonyl, (Cl-C6)
- al koxycar bonyl 35 am no or (Cl-C6)-al kyl which is nono- or

pol ysubstituted by fluorine, C6-Cl0) -aryl and (C6-Cl10) -aryl- (Cl-C6)
-alkyl; 42 a 1-, 3-, 4-, or 5-pyr azo‘flgrl radi cal or 1-, 3-, 4- or

5- pyrazol yl - (CL- CG L kyk _radi cal ere (Cl I rad cal may be
unsubstituted or %m%o- or pgl ysu%stlplﬁ cfcbﬁ' (?6% %%/ 54 Terent

substituents from‘%heogfr obpprytanslgili-n§. ofs (-CLLIGH) - aclakiylc,alhalxmg@ﬁeand 0X0
(=0) and the 1-, Srhe4-(QLcor PYTAZP! g C ituted or
PR R orégf1 arlnalént s%s%{it&?uen% CSrom the 10

nono- to trlsubstltute by i dent’ cal
group consi sting of *hY3P¥ger, POEYSERFELTUGAC byhafenercalniotr o, ami no, nono-

ECI -C|6)'>-al kyl agi nailf@&reér% CB)sdd el taries  hydnoxy! , elg;% B)g @Abdipx?/,

enzyl oxy, car oxy oxygcar al koxycar bonyl ami no
or (C1-C6)-al kyl vé1 1?1 % rﬁj‘ﬁ (chi gréihkf%tltﬁ?%ﬂgﬁ? fIRfSr iR

(C6-C10) -aryl and( C()CGamiorhearlyl - 3(431 £6) oralsk—yiyraazo]lyl Zadizal 4- or
5-pyrrolyl radicaly 5- Py S

radical, where thea%; Cl- C% 39?% th,?tt fica Onobe u%slyu ss"[b%]tdt@é‘%f ?r nono- or
pol ysubst ituted byy |Jd3#ﬂ‘i¥,<a?1 o@rdﬁ#féfeéﬁnts@b@ﬁttla@mﬁ rEanrt Itexegr oup

consi 301 ng of ( Clefhal kednsial Agen 880 n98-g¥an( =Okcand, Al iy, 2+ 3.
4- or 5-pyrrolyl q]dl cal may be unsubstituted or
tetrasubstituted QP i cBELEP- dlaF‘f%ntmo%béFn(Eﬁémaslker@mlﬂ@e gr oup

consi sting of hydricgen-C(Claloytahkyb, h3}dEsss1 Ni (&L cadMaNRoxy,
benzyloxy, carboxyl, (C1-C¢) —alkoxycarbonyl,
(Cl—Ce?—alkoxycarbonylamino or (C1-C¢) —alkyl

15 which is mono- or polysubstituted by fluorine,

' (C6-Cy0) -~aryl and

(Ce—Ci0) —aryl-(C1-C¢) —alkyl;

a 1-, 2-, 3-, 4-, or S5-pyrrolyl radical or 1-,
20 2-, 3-, 4-, or 5-pyrrolyl-(C;-Cs) ~alkyl radical,
where the (C1-Ce) —alkyl radical may be
unsubstituted or mono- or polysubstituted by
identical 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;-C¢)-alkyl, halogen, nitro, amino,

30 mono- (C;-C¢) —alkylamino, di- (C;-C¢) -alkylamino,
hydroxyl, (C;-Ce¢)-alkoxy, benzyloxy, carboxyl,
(C1-C¢) —alkoxycarbonyl, (C1-C¢) —alkoxycarbonyl-
amino or (Ci-C¢)-alkyl which is mono- or
polysubstituted by fluorine,

35 : _ (C6-Cio) —aryl and (Ce-Cip)-aryl-

(C1-C¢) —alkyl;

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



30 nmono- (Cl-C6).-al kyl am no, di- (Cl-C6) -alkylamno, hydroxyl,

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

-al koxycar bonyl - am no or (Cl-C6)-al kyl which is nono- or polysubstituted
by fluorine, 35 _ (C6-Cl10) -aryl and ggit6 Cl0) -aryl- (C1-C6) -alkyl; a 1-,
3-, or 5-[1.2.4]-triazolyl radical or 3- or

5-[1.2.41-tri azol yiab£la06) sl 43 fadical o Wher g the (Cl.00)sal kyl
Su

radi cal may be wunsubstituted or nono- or poly Stitu by Yi d&htidal or
di fferent substituBRFSPFELRIERE QF oupPonsiost | Rglesuhyti bgead by
(C1-c6)-alkyl, 5 hﬂﬂé@&ﬂdamd X0 difHe @tk t RRDLEri t3ent@ Prom. the
[1.2.4]-tri azol yl radical maé bE.unsubzti Hg(t ed or nmono- or di substi tuted
by identical or different subgtiPlent A& gr odFr ~Eormstidtiing of

(C1- C6¥p-al kyl, hal }@@qugem targ] ®d&oani#0) ronb- tb@l 6) =al kybamso, di -

(C1-C6) - alkyl am 5 hydr o] nzyI 0 car bo
(C1-C6) -al koxycar onyI P ?Ly%%?iga%%%}ggr b%?'?{/ am né's ‘ﬁj - aI kyI
which is nono- orOJf)oll})%ﬁ‘Bst i 4t edibypbpltigrited, by (@@eﬁm)calar ylr and

(06-C10) -aryl- (QiBlreabkylisbdeicdnedr Stbby2 SlefLi azqldl gy adi cal or
1-, .4-, or 5-[1.2.3]-trjazolyl-(Cl-C6)-alkyl 20 ra |caI efe the

(Cl- CB) - al kyl radiTH S B2 PEubsFitin ed 1 Lronda logepol y@ulsgpl tuted by
i dentil@al or di ffememo,substmdmtﬁntcsl_fUGmnhuhglagriggp congj sté

5, LR Rl Lo, b
different substi tqmcacyflr,om t héCgr@p-addastygtid meprofl , (C1-Cg) -
alkoxycarbonylamino or (C1-Cg) ~alkyl which is
mono- or polysubstituted by fluorine,
15 - (Cs-Ci10) ~aryl and
(Cs-Cy0) —~aryl-(C;-C¢) —alkyl;

a l-, 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;-Cg)-alkyl radical may be
unsubstituted or mono- or polysubstituted by
identical 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;-C¢)-alkyl, halogen, nitro, amino,
mono- (C;-Cg) ~alkylamino, di-(C;-Cg¢)-alkylamino,
30 hydroxyl, (C;-C¢)-alkoxy, benzyloxy, carboxyl,
' (C1-C¢) —~alkoxycarbonyl, (C1-C¢) ~alkoxycarbonyl-
amino or (C;-Cg)-alkyl which is mono- or
polysubstituted by fluorine,
_ (Ce—Ci10) ~aryl and (Cg-Cjp)-aryl-
35 (C1-Cg) —alkyl;

a 1- or 5-[1lH]-tetrazolyl radical or 1-, or 5-
[1H] -tetrazolyl-(C;-C¢)-alkyl radical, where the
(C1-C¢) ~alkyl radical may be unsubstituted or



hydr ogen, (Cl1-C6)-al kyl, hal ogen, nitro, am no, nono- (Cl-C6) -alkylam no,
di- (C1-C6) -al kylam no, 30 hydroxyl, (Cl-0C6)-al koxy, benzyl oxy, carboxyl,
(C1-C6) -al koxycarbonyl, (Cl-C6) -al koxycarbonyl- am no or (Cl-C6)-al kyl
which is nono- or polysubstituted by, fluorine, (C6-Cl0) -aryl and (C6-C10)
-aryl- 35 (C1-C6) -alkyl; a 1- or 5- H -tetrazolyl radical or 1-, or 5-
[1H -tetrazolyl - Me@d-C6) palyadbstadiead byhigic@ttiBgl &= Cl- C6) - al kyl radi cal
may be unsubstituted_or 44 nono- or polysubstituted by identical or

di fferent substitu‘gjnf C¥PRMm t hSWHSig-usttiisi st TR§Tof (1€ C6) -wMIYB , hal ogen
and oxo (=0) and ¢hesisting Sof 1Hctetfazokyl, r aghTaded mpA bexo

unsubstituted or substituted.by .hydrogep, -06) -al kyl , hal ogen, nitro,
am no, nono- (Cl- g:Gb@ -tgpﬁly&ahn%/ntl), ’dio-lg(gi-[&%[_fﬁ%ﬁ‘?llzaiﬂ'lo,raqwloxyl ,
(C1- C6P-al koxy, bemyl oxye cambmbatityt@id Color al kaberarthord ,  ©31- C6)
- al koxycar bonyl 1G,.a4y Qr %1_— ) yl i IS - or__.
pol ysubstituted by )?({Eiljcggr)(ie ne, Q @é%gl&l?{ygr’ylﬂg;in@?%-gggoi arafﬂl-no(’CL Co6)
-al kyl; 15 a 2- o324 f-Cel rarbylamanpeal 8- £C:dks) ~alkylamino, _
5-[2H -tetrazol yl Hydrd&B)t al Ky, -cadi £Bkoxypheifon A18:4C1- %kb%k&yﬂ, radi cal
may be unsubstit ut Co; po- or IEOI ubstitute léé identical "or different
substituents from tHe"§ 6%3 OBYCRBNEL i ng 6F1 (Gl ~edfosvrar boratlogen and
oxo 180) and the akiroy Sef2H|(Chet¢lazoliwl r aghceah n[RY hRondsubstid t uted or
substituted by h C1- -al kyl, hal.ogen, nitro, am no, nono-
(Cl-06) -al kyl am %gf”%.“?’s(t(d%é%@ - al kyl ani %&,“%féhﬁ‘ydr oxyl , . (Cl-C6)-al koxy,
benzyl oxy, carboxyl, (Ce-Cyio) —aryl and (Cg-Cjo)-aryl-

(Cl—CG) —alkyl;

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

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

mono- (C;-C¢) —alkylamino, di- (C1-Cg) ~alkylamino,
25 hydroxyl, (C,-C¢)-alkoxy., benzyloxy, carboxyl,
{C1-C¢) —alkoxycarbonyl, (C1-C¢) —alkoxycarbonyl -
amino or (C1-C¢)-alkyl which is mono- or

polysubstituted by fluorine,
' (C6-Cy10) ~aryl and (Cg-Cio)-aryl-
30 (C1-Cs) —alkyl; '

a 2-, 4-, or 6-[1.3.5]-triazinyl radical or 2-,
4-, or 6-[1.3.5]-triazinyl- (C;-Cg) -~alkyl
radical, where _the (C1-Cg)-alkyl radical. may be
35 unsubstituted or mono- or polysubstituted by
identical 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 -



(C1-C6) -al koxycarbonyl, (Cl-C6) -al koxycarbonyl- am no or (Cl-C6)-al kyl
which is nmono- or polysubstituted by fluorine, (C6-C10) -aryl and (C6-Cl0)
-aryl- 30 (C1-C6) -alkyl; a 2-, 4-, or 6-[1.3.5]-triazinyl radical or 2-,
4-, or 6-[1.3.5]-triazinyl-(Cl-C6)-alkyl radical, where the (Cl-C6)-alkyl
radi cal may be 35 unsubstituted or nono- or polysubstituted by identical
or different substcnt uendsof r oart helgbb@@l@m@dstm}g QIdé}Y@fr%glemor

Cl- C6) - al kyl do and the 2
El 3.5]-triazi nyI gtg@ %ﬂ: ray bsél(bu%)sllfb%etr}tt%t ed TAS™ o FrBﬁo- gfroup
di substituted by |Qj§rﬂ1|%tallngarOfdihfyk?erc:@ﬁn,subts;-ldsueathyflr orAd they & oup

consi sting of hydrpgen,, (CJang@ al kyl . .bal age tro .am no, no-
(Cl-C6)-al kylanmino, di 5 (C - al y?am(ﬁg &Hy OE1- 06) Ll koxy,
benzyl ®xy, carboxyiC1-Eel: @%’fyh@%b&9car by oxyCl- 06921 @d)kadyeanbonyl ani no

or (Cl1-C6) -al kyl betd‘ﬂyd_lbxys MONQr 1% xPP) ysul@é |égt_%qf®g(yféal{%rl S’aZol(% C10)

-aryl leCG 0). -ar ClCG) al kyl ;
adt cal | 2-, ( - Elé g‘é%é 1@11%}1“% K\AT 1 adi(€aiCs ) wiadkey 1t he (C1-

radi cal or
0B) - al kyl radi cal wrlnaychbelsunwﬂ»e%l bt gtb 0Fs UBEO: tdBe @' bPOlrY SRSt Ut ed by

identical or different substituents fromthe gI’OL(lg consi st ng of (Cl- ©6)
-al kyl , hal ogen and oxo (=0) and the 2-, 4-, 60@4&%0‘?91’ ra@fgal may be
unsubd it uted or ﬁ@n‘ém)oﬁrmlsd@stﬁmzehkm i dentical or 20 different
substituents fromthe group consisting of hydrogen (C1- C6) - al kyl,

hal ogen, nitro, am_no, pono- (Cl-C6)-al kyl am no, -(C1- ¢Co6) -al kyI am no,
hydr oxyl , (c1-c6)a-§rko%9t' or 5-oxazolyl radlcal or 2-, 4-, or

5-oxazolyl-(C;-C¢) -alkyl radical, where the (C;-
C¢) ~alkyl radical may be unsubstituted or mono-
15 or polysubstituted by identical or different
substituents from the group consisting of (C;-
C¢) ~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, (C1-C¢) ~alkyl, halogen,

nitro, amino, mono- (C;-Cg) —alkylamino, di-(cC;-

Cs) ~alkylamino, hydroxyl, (C1-Cg) —alkoxy,
benzyloxy, carboxyil, (C1-C¢) ~alkoxycarbonyl,
25 (C1-C¢) ~alkoxycarbonylamino or (C;1-C¢) -alkyl

which is mono- or polysubstituted by fluorine,
(Cg—Clo) —aryl and
(C5—C10)—ary1—(C1—C5)—alkyl;

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

Mono- or polysubstituted by identical or

different substituents from the group
35 consisting of (C1~Cs) —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-C¢) -alkyl,



- - I

| oxy, carboxyl, (Cl-0C6)-alkoxycarbonyl, 25 (C1-C6) -al koxycarbony
gﬁ?ﬁg ory(Cl-CB) Yalkgl whi ch is nono- or polysubstituted by fluorine,
(C6-C10) -aryl and (C6-Cl0) -aryl- (Cl-C6) -alkyl; 30 a 3-, 4-, or
5-isoxazolyl radical or 3-, 4-, or 5yi;soxazolyl-(Cl-C6)-al kyl radical
where the (Cl-C6)-alkyl radical may be unsubstituted or nono- or a5
pol ysubstit ut ed byhadegbhcahughxdlfg&ﬁggt §H§§5igﬂe@; ggggggme group

ting of (C1 en, and oxo =
gongia;o?yl rgdlcg?l( gxﬁe 3%?’ ﬁ?%te&yéFoﬁMﬁo 6% Gﬁtuﬁkkpxuted by
i dentical or d|ffeb@ﬂEYéGbBtltueatbo&@dn1theﬂhg?ggp%g?@ﬁ*ié%gﬁ?ﬁg hydrogen
46 en, i 0, .ono-

SR (@9k%g glk%ﬁ%ﬁ%f%§§yhzﬁl oxy, °5enz¢ﬂbx§6 oy} Bb&yl

Cl- Co) -al kyl am no, dr ox
ECl Cﬁ% alkoiycarb y¢% 1CIODB)- - ot korjvsubsenyltatiedo byr £ GlofHe - aIkyI 5

whi ch is nono- or pol ysubstituted by quorlne (&% E%g)aigyyl an

10) -aryl -al ky a l-, 2- |yl
Eggi (C::al) 10 or 1 acf 1g) 7 araxi 6C1-G) -érlkWJ1 ndoI yl - (Cl-08) - alkyl

radi cal, where the (C1 C6) al kyl radical my be unsubstituted or nono- or

he group

ol substltuted by, i denti,cal por djfferent ubstltuents fromt

gonglstlng of (Cl- 1 CC?aIky hal 0geén ‘arf oxb (=8RdeAylt F@dical., 3-
4-, 510 6 or 7-imfolyt. radicak. msiy bes - unsubsflvuiiﬁdomplmwp_cét)a

hexasubstltuted bw 14 eniéggg gr dere tituen romthe _group
consi sting of hydro éﬁ' Ci- 3 -griif g% &% P ¥¥L *Z056 1 nono-

(Cl1-C6) -al kyl ami HS, bg c1- C%BSUhﬁkyFahedo hydroxyhpnbel C6lbr al koxy,
polysubstltuted by identical 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;-Cg) -alkoxy,

benzyloxy, carboxyl, (C1-Cs) -alkoxycarbonyl,

(C1-C¢) ~alkoxycarbonylamino or (C1-Cg)-alkyl

which is mono- or polysubstituted by fluorine,

25 (C6~Ci0) ~aryl and

(Cs—clo) —aryl— (Ci—Cs) —alkyl .

3. Acridine derivatives according to Claim 1 or 2,
characterlzed in that R, R;, Ry, Ry, X, Z, P, O, 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 (C1-Cz) ~alkylene groups.

35

4. Acridine derivatives according to any of Claims 1
to 3, characterized in that R, Ri, Rz, Ry, P, Q, X,
2, n and m have the meanings given above and Ry

represents 3, 5-dimethoxyphenyl.



benzyl oxy, carboxyl, (Cl-C6) -al koxycarbonyl, (Cl-C6)-al koxycarbonyl am no
or (C1-C6).-alkyl which is nono- or polysubstituted by fluorine, 25 - -
(C6-Cl10) -aryl and (C6-Cl10) -aryl- (Cl1-C6) -alkyl. .3. Acridine
derivatives according to Claim1l or 2,  characterized in that R Rl, RZ2,
R3, X, Z, P, Q n 30 and m have the téani ngs given above and R4
.represents phenyl which is unsubstituted or substituted by one to five
identical or different (Cl-C6)-alkoxy groups, where adjacent oxygen atons
may al so bg'l i NREFL By EClIer)valtiylesne apeuptings Zo  Azny di 06 dehevati ves
according to angrete@iagne1dims0 %héﬁ)@é@&ﬁﬁé&eﬂui%%ﬁ‘ah RiaflpR2 R3. P
Q X, Z, n andmgahave t he neani ngs given_above and répresen{ls

3, 5- di met hoxyph@nyl' 19379 KePaA& W Fre Ber Rvat Rueskakarhli Agpresany of the
precedPng cl ai 8, hgiapgeterntoad izn ddiate Rhthasd ey JBaNM Ogs ghyep above,
R Rl, R, R3 e ent .5 _a hydrqggen atom . Z represents an oxygen
atom and X repr%%ﬁ%%gxrzig%i r86grl{Ogtezélm‘:ﬁ%“}in3D G¥h&h S et esYRbi nal

hydr ogen at ons 94Rd /1 | Rydmmuenandonsr epiesentss zthe ddi eger 2. 10 6. Acri di ne

derivatives accréihBedon@RYrRE mgegﬁgegedi ng claims, characterized in
that R, Rl, R2, R3 each represent a hydrogen atom Z represents an oxygen

atom and X represents a nitrogen atom P and Q each represent gem nal

hydrogen & .ons Adriadithen i Ser 2040088 NateBLASARL S cbhe Jff eqer  3,c and R4

represents 3, 5- drierEeet ioxq/pgfn%l. 7. hAcri di ne derivatives according to any of
Clains 1 to 6%or use'd nththPapy cRdgagtegdeest ithe-hatl i Bi nBrdeRivati ves
according to ads each represent a hydrogen atom, % represents an
Ooxygen atom and X represents a nitrogen atom, P
and Q each represent geminal hydrogen atoms
15 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 in therapy.
20

8. Use of the acridine derivatives according to any

of Claims 1 to 6 “In - the manufacture of 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, R1, 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,
-O-tosyl, -O-mesyl or imidazolyl,

formula 2



of Clains 1 to 6 in the manufacture of a medi canent for treating tunors in
mammal s. 25 9. Process for preparing acridine derivatives according to any
of Clains 1 to 6, characterized in that an acridine carboxylic acid of the
formula (2) in which R R, R2, R3 have the neanings given above, Z
denotes an oxygen or sulfur atomand Y 30 represents a | eaving group such
as hal ogen, hydroxyl, (Cl-C6)-al koxy, O-tosyl, -0-nmesyl or imdazolyl, Z
Y RR3 R Nformula2 48 (CH)n REHNC X PH)MQ fornula 3 is
reacted with an amne of the fornmula (3) in which R4, X, P, Q mand n
have the neani ngs given above, and the desired acridine derivative is
formed. 10. Medi canent, characterigquFS thaRdit conprises, as active
ingredient, at |east one acridkn$//def iere according to any of Clains 1
to 6.

P (CH,)m Q

formula 3

is reacted with an amine of the formula (3) in
which R4, X, P, Q, m and n have the meanings given

above,

and the desired acridine derivative

is formed.

10.

Medicament, characterized in that it comprises, as

active ingredient, at least one acridine

derivative according to any of Claims 1l to 6



