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[err]; o% X denotes halogen and Y represBs_ [err]; .or - X denotes [err] or
azido and Y represents NH-R, are cyclized if desired, a resulting
conpound or -8- an alkali nmetal salt théereof i's reacted with a reactive

ester of - aneddufe i Z BLRLED odeh A,-KYE hisginérgBnddimenii® 1506yadS stotit, KIAbAEISH, lukd, wenn

ment.i.oness . ieBvUBSGhE, | ofnd- eBhalterid)Veltiritiiihg) iy -dir@- dnBeTp ¥srdintirgSdeb Etfinang ugOvaadett, dridi@er, -
“pref er abl y wenn eiwéngshiceiomerbalitshe Verbindung il inePeizodef ein edhritanps Salzinidjsifeeie (erindung

aromatic h)?ﬂ?’d% a'r' Bmséqa m@ttmf\d@dersm epuinseit. pin Rehaltgres Gemisch yandspae(andn

and/ or di pHEE= E%%’ nduis o el 51 usghéaewnaaggé&hldegﬂnaf fird

The hydrazivgie it 'stakkefr dproi s%hé?\ nd iohdhiftdin, 318, %H&pm%ﬁwd kylestern,
poPr ef er abl y dureAgtuneavérae art AusGéngsstoie, iR wRIFRNCZ WhssérBI0f DERERN 6E Wil dahee aens

akkal i net eﬂmgbn)\d:ss)xmsiwpna Wasserderzugsweseareotalpiszieertiomt. Metiradipitet vbraudseeisenioidds

formed. The nafmam l@hlewasmf&muwgder \eethefntwqanewunszhba‘r qgeewamton tb%fgemw-

on I eRagn &j @W
heat ! ng ?@ erdeng\Te lﬁ%ﬂn er Form 9? welchen isé‘u:%%“ hsto %ﬁsh
2500, in p%&&t afeH m nﬁ fenf voE hydFfibru |nylé
Some of t helideh,ahbipherokyl eme@sw Po na, alm@teﬂﬁwﬂg Io'is y can
easily be prepan aﬁg"samfa FokareDWat Iemwerkamﬂedonlnescmamsuéhm:rmteeﬁehwderox.ysi
by condensdtichnKonderisationr yoas1-Agy lBdeM! jn-85 gﬂlmwmtaghhweissﬁwe'ﬁ%!'ms“"dr@"e"P or
exanpl e, g Anilin, hergestelit werden. Der genannte zwelte usgangsstoff der Formel V kann analog zu dem in Khim
Geterotsikl. Spedin. Akad. Nauk. Latv. SSR. 1965, 587, jedoch durch Verwendung von analogen
Verbindungen mit einer o-Nntrogruppe. welche nachfolgend mit katalytisch aktiviertem Wasserstoff
. reduziert wird, erhalten werden. Die letzte Gruppe von Ausgangsstoffen der Formel V wird &hnlich,
- ausgehend von genannten iblichen 1-R-3-(o-Nitrophenyl)-5-pyrazolonen, durch Reduktion, N-Acylierung
55 und, wenn erwiinscht, ihre Dehydratisierung zu den genannten Isonitrilen mit Phosgen oder Di-
' methyiformamid/Thionylhalogenid-Gemischen, hergestelit.

Die erhaltenen Verbindungen der Erfindung konnen in an sich bekannter Weise memander
ubergefihrt werden. So kénnen z. B. Verbmdungen. in welchen R, Wasserstoff bedeutet, in 1-Stellung
mit einem reaktionsfahigen Ester von R,—OH substituiert werden. Diese Ester sind z. B. von

60 Halogenwasserstoff-, aliphatischen oder aromatischen Sulfonsduren abgeleitet, und bedeuten z. B. R;-
(Halogenide, ' Sulfate, aliphatische oder aromatische Suifonate), wie Methyljodid, Dimethylsuifat,
Benzylchlorid oder Methansulfonséure- oder Toluolsulfonsduremethylester. Man erhéit dabei 1-substi-

o tuierte Verbindungen -der Formel | Solche der. Formel llawerden dhnlich hergestellt aus entsprechenden e
Alkalimetallsaizem, z. B. in welchen R, Natrium oder Kalium bedeutet, wobei dei Substitution in 5-
65 Stellung -stattfindet. Weiter konnen erhaltene C,-CrAlkoxy-Verbindungen zu den  entsprechenden
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illustrated in the exanples or described in J. Med. Chem 12, 1096 (1969)
of. -C.R. Acad. Sc. Paris, -t. 280, C 1385 (1975). The hydrazrdes rrentlone
are obtained by condensat ion-of 4- chloroquinoline-3-carboxylic acid = -
chlorides and [err]- acyl at ed aryl yo2207&s, for exanpl e trifluoroacetates,
whi ch hydrol yse under ‘the cyclization conditicons. The ami des nentioned are

pr ef erabg'!gg pgﬁt&r eterk ’@bmasar;ggwum 4- ﬁag ¥ trgtoﬁef:émév;rg%mm 'rr c.
acig hal

azi des. ROTAAT ouaf Wiﬁrﬁéta dhor ss"imﬁ 'm“?:' ‘E ‘ﬁ%’g " S rf.rsﬂ

the i nyeméthien dud ARGHoRESder SBIrSE gewrral lz.hk hd FABFAW. same arzrau a

[err] . werBen. Diecgedanmtenhmibe\konaymbleicis wid/fandle Rérbmaurgee mityR) mgmcmndanz oder
repr esemusclt dqelkgremllpim ng. elhﬂ]m wlderrZeB nmmﬂsmerrm)ﬂm r Bron ahtgsn Syvrederivaten, 2.

R R ﬁrﬁr :

mwsse@@u A?(hnﬁ wne&va%&ﬁ r af?igm P630und
| s Conveiyaﬁﬁhngﬁhmeadiﬁfp FenGeNB4uR R ndél eerum/ent i on, sr red
a resulti n@cfdesﬂlcrpkmmdme srhelmnveferbedungrmtwedttrsn thedl mkabmetallsales ubrlzulgs saalntterr s

converte A % Bydrque@ ‘H’ﬁ t%‘@bA'§%21V€e" ﬁi’rﬂ?‘/'ﬁ)ﬁh’e |
a res‘ﬁtm@sﬁ asor In.sk$9 365 o an.’:é%iﬁt’ ! b T%@Eﬁﬁ%ﬁ zB “The
cycli Zatér e éol & rbﬁ‘gndsy erghmsc rogen

is pref emcaiawem ar BJ crdoreuésemotf odel BRRvaserskfsdure; QUG SSLEWEIE-. @g@dah&, raé:er-
exanpl e lderpduee | adea@lighalisotee pdenlakoplatisbé Sadon- Itfndﬁuaodsalng'\ 2uBsAfae1ms | n
whi ch2z ﬂ'o ©RionAe rr@ i %"e’ ileh. Aepigl Wme’rtror’m-m&ﬂeuumm

i s pref Gﬁe%‘be)'?e'kli?ﬁ?ﬁ/ "%%%' f Bi5p ‘2:351 A"‘ d'°éyé’§ ? ;ﬂi ; rr| ed
ﬁt}) it °&ra9mhm£ "° s s%r’igﬂ’ﬁ df% °;',‘;isu thepa °“5a1r 4@ the
presencegs rmﬁﬁﬂre Mi@&tdde e3aRs; 4l @rPnﬁétE\keﬁnea@ HOh d6eReRigling GorPARIHGIBSse®f an
aci d, 28 oerwendenpleaetnydie @a&ahoverrdenamnmle Séizenatiergetiiha Od® Seirel sbgetfrenhtiand dié mreled V i N

whi ch W\erkindngeonausi fen Selrdnofreidespiet) Infplge gigt lepgen dBezietiengem awisehen mneﬁuﬂ ons

i f appr f‘W' °F’r‘|"f'?1§ uhip ot intee BiyJae sind;i Pﬁ aggenpg,und "a"“f"' d“"
o A Lo e e
estergp s mfehiéﬁté B K h@ﬁ&lfﬂ ySierén 'wﬁdé?t RRfel i Yihge Hrt néuﬁral@@- be
preparedvabgénwrt Maskm. whi ch are knovvn per se for exanple by condensation of
l-aryl pyr a@@Lobdn menasntsn Gedtiensn\werden gtably hn sick iheifaontem Methaded, mnGegeivwartnaesler The

- second P, "S lgﬁ‘mwlgareé@'ﬂeh Wﬁegwwﬂc'ﬂf"{rﬁﬁ:ﬁ@ “@é#"d%i&%znel

anal Ogmi.%g g:L}%r%?e ﬁfa‘@i%; é‘?&ﬁfm 95% 53%% .emﬁ?é% EEAZ\ fen '§SR.
1965 b deMSiedd QJHP rﬁerﬁlbﬂkll?du IS
subsequaitd. y reduced w th catal ytlca 'y actlvat ed hydr ogen The | ast gr oup
. of start i nErhsltebs tsameresgeodschenkdnher nach an \dich dekanstpa Methodannz.|Badligh frektianierterg
fromthé’eﬁlﬂsﬁont @istallizatipn @ng/odes Ghramategraghie iy - ﬂaezbllsm mmmun@en b

o f%j S

- ngption ﬁ‘enr\ﬁﬁﬂ dr%n&:ﬁw atdri ﬁ‘un’té?\ﬁ@rn RédRfforeBaingEhge® Bebiiétl Z &d i nt 0
" one anotsblerre den FermaBid may X WINHGINH-R, AusgehendO@h ittén VoFdtufen, irf vadichex & Cplocbederérpounds
N whisc ledeRiwatio reint Ausgdng qﬂgeﬁomaﬁnﬁesmmqndetefdrdr n the 1-position with a
react i ve Qi Vet hrqnldsmf"wgeli@s uag werdenvaugseisg solg Muggaega!oﬁe veryaspiet
hydr ogerf r on SingHLgs fjs epensaaepvol cestpienen Ve, EteaTer SpE=0eor e
for exarrp ﬁ&erw‘éh&bfar%h%rtﬂ{duﬁ’deh maa%rﬁegeﬁdeﬂrﬂmbﬁd? k&bt rh&S) | o
such ss stmlﬁdgyl/onl ﬁldir eutdtmtm araten verwsndet werden, welche eine wirksame Menge der
Aktivsubstanz zusammen oder im Gemisch mit Tragerstoffen enthalten, die sich zur enteralen oder |
parenteralen Verabreichung eignen. Vorzugsweise verwendet man Tabletten oder Gelatinekapsein, !
welche den Wirkstoff zusammen mit Verdiinnungsmitteln, z. B. Laktose, Dextrose, Rohrzucker, Mannitol,
Sorbitol, Cellulose und/oder Glycin, und Schiermitteln, z. B. Kieselerde, Talk, Stearinsdure oder Salze
55 davon, wie Magnesium- oder Calciumstearat, und/oder Polyathylenglykol, aufweisen ; Tabletten enthal-
ten ebenfalls Bindemittel, z. B. Magnesiumaluminiumsilikat, Stirke-Paste, Gelatine, Traganth,
Methylcellulose, Natriumcarboxymethylceliulose und/oder Polyvinyipyrrolidon, und, wenn erwiinscht,
Sprengmittel, z. B. Starken, Agar, Alginsiure oder ein Salz davon, Enzyme der Bindemittel und/oder
Brausemischungen, oder Adsorptionsmittel, Farbstoffe, Geschmackstoffe und Sussmittel. Injizierbare
60 Praparate sind vorzugsweise isotonische wasserige Losungen oder Suspensionen, und Suppositorien in
erster Linie -Fettemulsionen oder -suspensionen. Die pharmakologischen Praparate konnen sterilisiert
sein und/oder Hilfsstoffe, z. B. Konservier-, Stabilisier-, Netz- und/oder Emulgiermittel, Loslichkeitsvermit-
tler, Salze zur Reguiierung des osmotischén Druckes und/odér Puffei enthaltefii Die vorliegenden
pharmazeutischen Préaparate, die, wenn erwiinscht, weitere pharmakologisch wertvoile Stoffe enthaiten
65 konnen, werden in an sich bekannter Weise, z. B. mittels konventioneller Misch-; Granulier- oder
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3t.ituted conpounds of the formula | are thereby obtained. Those o
ila |l are prepared simlarly fr‘E%%ffspondl ng al kali metal salts,
exarrpl e i-n which Rl denotes sodi I~ pot assi um- the substitution

ing pl. ace i n ghe g rsh aﬁtluggemﬁqﬁy%l,mo[msr&wmrmwmdeamomm1 beso.,',.

ydrol ysedd rogen aci ds, f.or exanple hydrobrom c aciq

ate, benzyl chloride or methyl nethanesul fonate or tol uene- sulfon@
o

lve the qg ¥ pm@e.spﬁg qiﬂnernﬂjrmlusﬁﬁemberl Brtindang. Tem
AT %ced todsmﬁg&msmm\mmm@emb@wfea ‘P‘E‘?Jg‘fs o\ fo'?'\? °§°§i§rﬂ§r’§:ﬂgwgent
-~ ~hydrogens ﬁlﬂ‘j%giﬂ;ﬂ}! msgfewelr' H“‘Ph‘@"‘ﬁi?‘?gé e catal yst s,
= fFor  exanpl an g iAAUREEnS walEheDéi aunlanumhaasmhwpmm or
“ Vi th hydro gj&*@?ﬁ}ﬂdf‘i h %éﬁ‘g tﬁmh arisien.of r"eact ive netals on
=~ al cohol s o or exarrp ‘e zinc and hydrogen halide acids. The anines

..mentioneg can be al kylated in the sane Bpiapields descri bed for the com pounds
--'_;_'-{'\/\here Rl = Hor by reductlve al kyl ati o \v heAWN
in cortecppmnamert e S e e o e
“hal i des or “P umt ,{ 49060 ﬁmln alemasearrigacNa:rmmerwlosung
~ correspopdi % témg@um%t skrn/ewnnrpe)asﬁehfeli wird &3ty d “m
{reatmen? & PhisSe abgeRerint, Mikrod da 000i rel Diasiytaher emy@schrey LIERGHY 8 (o
agueous SOGHiL@ndryidisang e 5¥0La ﬁmn‘Oﬂ'@:’!‘MG '“Z%Pg’ 3@?} erihirt,
convert éd |sm‘fvmma@d?°h@§ ﬁ'gm' BN bewesdrah, D%Xﬁmgﬁm:tdbeu 5
agueous al Il'éﬂ' "’ﬂ%‘?& Joﬂnsammb|mwyaame.ameawugamhgmmme
sol uti on® e fﬁmm&uﬂ rambhmancyemn &b erhaitare Syspangion 1"
. igrt urd Jnfe?ﬁ rbtnﬁh
“al'edl i net ann&a SimaliE}6 5003 kytensDimes hyifotemaimiid undtviermah gl 1 (0PRIE DL“%'%Wnﬁ
[&s], Or iund @ert Hizkstan dield, o Ha (emssraw)su"eé%@ei'%ﬂ"? Nag erislt o
~am no- substpyrazdiel f4dcEl-ctingliodPHk9n de5FafMMe! ap| y using i norganic or organic acids
whi ch gi%e therapeutically usable salts. Ex &m(es of . such acids are strong.
i norgani c acids, such as hydrogen hal ilde—t-@ ds efdr exanpl e hydrochl oric -or .
~hydrobrom c aci d or sul- furic, phosphwrik, fﬁ'{l‘l c or perchloric acid; or
al i phatic or aromatic car boxyl i c amszm ?m c acids, for exanple formc,
acetic, gropionic, succinic, gl chI id Mactic, malic, tar- taric, citric,
mal ei c, hydroxynal ei c, pyruvic, phéWN’cet i c, benzoic, 4-am nobenzoic,
-anthranilic, 4-hydr oxybenzm c, sali cylf{ , 4-am nosal i cyI i c, panoic,
ni cotinic, nethane- sul foni c, ethanesul fonic, hydroxyethanesulfonic
et hyl eness.Sididnes uter Meagmwezmmumrlmm c, toI uenesul fonl C, tp&gm em

| éhesul f oni ¢, Detuihdsgarigstalt wird ﬂotshtge P?lﬂ'ﬂ"é e %ﬁ’iﬁ ,ed,.
- These or otMmglbteﬂut1§7 29@‘"'“ P:&“ ﬂts fder& Réthdndl Wlhﬁ4 Stunden

purificati OW‘ kst ertialtenetdot iaBtaa lab Plattdne
salts ar s n 5Mn£é?mﬁﬂ|%i|$ rﬁlhe-ld (els® rnmaednq‘ meeﬂ?@e’a‘"'
sal ts. ap rhh e,c#mﬁamuadrmmyhnml saumwme |§ n
3 the free f ol mmdg,mmoasegfd;r mmgemmm Veraingung jnpereal o Do
bve and bsitm‘:aereeem\sﬂes emaiph h P“°"V' ( w“q, g ° { auf 236° erhaht oo
| opri at eRulmnslapl ,r?m |n ﬁ&ut sﬁﬂdd‘nSn @ineh rAdecheider
corrpoundé"’ P & t: "ﬁ {i: guﬁgi onkgem Eombuamh:;mulg?zgun?gmﬁ:;::_ :
subst i tuent 13Qs m.apw@* orert, egr Riickstdnd 3o S¢ymi Ui
appr oxi mat e waw‘uﬁ Ad baq:,laums?gnmmaambﬁrh@ aﬁ§ %WE‘?M M‘?@G’"P\%&&'i f-Hyfroxyghinotin-3-
carri ed out cdsyonaieirditidestan zu i D &I’ﬁﬁpﬂ SHorfenrid aheeateanf
sﬁ& DasO¥bH 15 RRURAtERI 201Cund 2
i 91 mieNg (17 infbiat) Gndi §0° abaestilial!. @sr

inani nert ICQI yledcﬁ@nd @bloStDOm iésungeault Ol rgekigt %ﬂd mjt
t enper at ur egerariiéitdnt Eis bakdnylelfiDast ammmma%upmm 3600 ru!we%w Qa%'c ""'gg
|dlo-

a L:grazsfﬁfef:%:é‘g; bgaéijg»ng m%-?ﬁ‘?ﬁ'

- normal orssi RyiGsGRAhtep & behandelt, Fwenn derpHy

into the inoiew umazwquwmnsz Sg%ﬁ%ﬂ °”" G4 ehBiten @éu SUf PRARbE
t:Qf‘oﬁ1

by fracti On%—';tgaclii'i:%ﬁ: %ﬁ%& C’Flg (0,133 mbar bei Zimmertemperatur

' 44-48° schmilzt.
knet. Man erhdit den 4-Chlorch|nollma-carbonsaure-athylester der bei
60 geml,:'fne Loésung von 1445 g p-Chloranilin in 3375 mi 38%iger Chlorwasserstoffsaureé und 5650 n‘:: .
- Wasser wird bei —5° bis — 8° innerhalb einer Stunde, unter Rihren in einer St|ckstoffatmosph:_a,rg1 ;n
einer Losung von 793 g Natriumnitrit in 3300 mi Wasser versetzt. Nach 15 Minuten gibt mfr; Dg .
e g -Stannochlorid-in 9 000.mi 38 %iger Chlomaseerstoﬁséured mnertl:ar:b 3(:’ h:ill:utc}:\ tg:: l;-!':xt:;s%:nda:vl:rd le
T nsion wird eine Stunde in einem Eisbad geruhrt und fiitrie
65 g‘r’h&;tg nr?\ls\lflvsa?;er suspendiert und unter Riihren in einer Stickstoffatmosphére mit 5000 g festem |
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_chromat ogr aphy. The i nvention Likewi se relates to nodifications of the
‘._.'present process, accor di ng:'to which an internedi.ate pro- duct obt ai naﬁ@ at
-any stage: of the procgss ts used as.the . starti ng . material and.the re

. process steps are carried out, “or. oruz)oness is interrupted at any stage,
“or according to which a- startlng material is formed under the reaction .
“condi t i oNatriuhbydroxyd mpéréalb. hmsestgﬁdetmof%"r Ye[ﬂew IDgs @pmiseh WTG:WNW'N’ o@t’%"t i ng

fromt heDrﬁt \ather, pirghiart,j di yipinigte EH&'FE?t HAwgimah, @it 4

e rr,zrﬂgw“f e L
__Ieadtg ,p?{;p,% spartlcu aryuseu , In partlcular
t hose of t ornul a . , are preferably used. in the process of the present
i nvention. The phar rracol ogi-cally usatﬂeepldcmpounds of the present invention

can be used for theéé)reparatlon of arrra

i ca ﬁ ar atiio Wi ler
2t l) (5 mi 1-nofmale
A o L e e e e

adm ni st gakdckret Ma-ﬁ aﬁtd‘és ef$prétf b |N3ﬁ|uﬁ|€?emz$ %I@ﬁes\wi b-280 Bétmiilx. t he acti ve
conmpound t o- - 13 - gether with diluents, for exanple |actose, dextrose,

sucrose, nannitol, sorbl tol, cell uI ofeiseitid or - gl yci ne, ‘and Lubri Cant s, for

exanpl € si ! , & Orars B ih S Ao dsH) SHCR ASTRIASFialr

stearate, é bﬁhﬁﬁr J%Lb’ dﬁﬁﬂé y QEE} i emp@ é: ébrﬁﬁ?hnd éhdeddth gj pérabl y
used; talﬁ &gﬁn FAwird mit Ditkrivlathe nﬂﬁ‘rSﬂi Snd Abiltriei NP bAAINBGE bAtprecheAdeLMathdASOIfonat,

SI |i cat ewelshedrben2s0255° achngiel. at i ne, tragacanth, methylcellul ose, sodium

car boxynet hyl - cel | ul ose and/ or pol yvr nyl e‘yrrol i done, and, if desired, dis-

i ntégrati ng agents for exanple star Eriskiel agar alginic acid or a sal t

ther eof , engy EE (u%' ig@hﬂ: LIRSS 148f L Bl Lund10d A lﬁﬁethﬁiulfat
adsor be nmd v Ao zSSt QME@ u@’%&gxs«a ema&d‘fmtﬁﬂ@mwd WdsEeiged
preparst |N9ﬂﬁ6miwl’dﬁ>xﬁﬂ6§ .eygero%b i Liosung GWif MetBIEnelgor exoahidn musreoemnsepemmns

and supp®st Rickstandedrdape Digthylather umristaitisiest Masprb#iSlag - mrybae(ngplgmgenyn‘mgazolo

phar mac ol[45tg! chinolisrqnavelehes e hecharildr i | i zed and/ or can contain
auxiliaries, for exanple preservatives; p§t5ab| | izers, wetting agents and/or
emul sifyi ng agents, sol ubilizing agents salts for reguI ating the osnotic
pressure ang Qterieh§ @nSs g leQpohBHASY)PITaLORE (63.4d]i ehirlolipa(B)dNADIBO NS S0%igemh, | f
 desi r ed, Newiomityard & MinedaléEondotoa miaasdedpiecaldtrghydefiran wawbsmsmm [Rigifluss

pr epar edgemcla l?naﬁqerscwmlrdcwfe Z-glrrreﬂgrm ‘,@Ee?éu upigr Rithven %;é;% “""
-convent | { ﬁ@al n
from dfo E 'Vu m?’féa %@i %’L Ef@'ﬁ‘ @ﬁménr@r& '"ﬁ" Ee Rl

active su ance exanpl es serve to- |IIustrate t he i nven-
tion. - Terrperatures are gi ven in degraesmel(sel sius and the parts data relate

ng.

to parts by vver ht UnI ess defined ot her- wi se, the eva oratron of sol vents

| s car¥i ed B )"’WP'° el®; ° '“ no Mhm Hg '
Q155 affe 5&% B R
Ch hap Idagn 1R b 160" Cpal NBEhgorGARCG ererobuamndu |
Ct ra. Lﬁ?& biantlerduid nwnrsbkaindlmﬁaﬂar gerahnter hgdunglbelhlnannoma h regHait rias 3-(3-

car boxg| am;hylhmmﬁzﬁroyl)df(rphlmhhenvlbmlm;nlﬂﬂ gl chinglin-feona wellc!es beig180-191° schrfizt. nj  of

xyl ene i s HesgnalegenWeisqerhaly mandag |5t(?‘B'Q'EWY'a’F'ﬁ%'HH'GT(%°'f"HP"°2w MEERIR [4-3:51 cpino-

stirring'iT4A% welchen bei }4-186/ 360 on i's cooled to 200 and 14,000 m of 2

nor mal aqueous sodi um hydroxi de sol ughigye g’ € added and the mxture is

stirrgg for 15 mnutes and diluted with 30,000 m of water. Stirring is '

conti nued fem Gentisshbiryont Reg ejprSblagheriybpwazol Eeﬂsarmr@hh-ﬁﬁﬂ)-onwaéheaj Wﬁﬂemtl nmes

righydfid | | . zur Aufidsung gerihrt.
Wt h 8 Ougmm'h v?rfd glrlf'g!r‘n eﬁeﬁtﬁgﬂ‘ ggku it, :rtltt139 gmluofbeq:zty@ﬁngm in 2 ml 1,2-Dimethoxyét an

- versetzt und das Gemisch 4 Stunden unter Riickfluss gekocht. Das Gemisch wird auf Zimmertemperatur

55 . gekdhit, filtriert, der Rickstand mit Diéthyldther gewaschen, in 10 ml 1-normaler waésseriger
Natriumhydroxydidsung aufgeschidmmt, wieder filtriert, mit Wasser gewachen und getrocknet. Man
erhéit das 5-(o-FIuorbenzyl)-2-(p-chIorphenyl)-pyrazolo [3.4-c] chinolin-3-on, welches bei 338-339
schmilzt. .

| 60 ' ' Beispiel 8
_ -Ein Gemisch von 3 5 g 4-(2,4-Dichlorphenyl-hydrazino)-chinolin-3-carbonséure-dthylester und 40 mI
- gutektischem Diphenylather-Bipheny! wird 4 Stunden auf 175erhitzt-auf Zimmertemperatur gekiihit und

mit Diathylather verdiinnt. Die erhaitene Suspension wird filtriert, der Rickstand mit Diathylather
65 gewaschen und in 1-normaler 'wasseriger Natrlumhydroxldlésung gelést Die Ldsung wird mit Didthyl-




he filtrate is treated with a sol ution of 1,600 g of anmmoni um ch.l oe |
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i prepar edroamt a0l, kanzentfiexC cray dbr Niedgrs¢hiagoabgesreantaMar gingl) demi2iscidifasehexinydigyino)-
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nivAut es, winblgessdlik. i B49epSCVWhen t he additi on has ended, the tenperature is-

i ncreased to 238[err] and the mx- tur of hanol and di phenyl et her
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. pH val ue' r epahass (Z»Pyﬂ f-pprafpiv |4.6-c] amern-a(SH)&apmaeed‘ Iﬂfﬁpektmm &ndezn lwa&ﬁe%ﬁS
©tyice with 883, 088 780, 768, 75673 und7eh cmi‘reeighind once Wit h

rat ed aqueouslngoelplslm“@ﬁiimfr’@ec‘%‘tﬁs Fil 2‘( {‘ 5;2?’ %Qgﬁg?ﬂg@g S(S'ﬂﬂ' 'Eﬁ'qeste"t ”
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~ are po 3} 1s1| (3473t Nl GBI Phosphor-

- tenperat uré ch _ﬁ" apthld‘lﬁr dubk’sﬁ;ﬁamesﬁhhexwat Riickinise lgekaght Esawirdl 4ut160
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- - { ln-
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Diathylather gewaschen und in verdinnter wasseriger Natriumhydroxydidosung aufgeldst. Die Losung

wird mit Diathylather gewaschen, dann ihr pH-Wert mit Ammoniumchiorid auf 85 eingestelit. Der
60 erhaitene Niederschlag wird abgetrennt, mit Methanol, dann mit Diathylather gewaschen und getrocknet.

Man erhélt das 2 -(p-Hydroxyphenyl)-pyrazoio [4,3-c] chinolin-3(5H)-on, weiches bei 294- 296° schmilzt.

S Beispiel 13

65 Eine LOsung ven 1;9 g 2-(p-Nitmpheﬁy|_)-pyrazolo [4.3-c}-chinolin-3(5H)-on in einem Gemisch von
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f_'.nrtrogen at m)sphere at -0-25[err] in the course of one hour, with stirri
‘The mixture is extracted twice with 8 000 ni  of diethyl ether and the.
“conbi ned extracts are washed t ceMZ&OIQOOO m of water and once vvrth

tsz.éur atrﬁ% E?g :\{Lﬂ% as ﬁlﬁ{lt |.on Mf thrglt edogogg‘laﬂ(o
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resi due 1,65"{? S’%‘t%? tzau e-at 552 f]’&ﬂ Irbiﬂurg% tn @&%
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t| on mesin |G@amgnl 2+ @pmnmbp lo [4,3-c] chinolin-3(5H)}-on, 3,50 ml 1-normaler wasseriger

5 dgpm T wt%mrm aon ek gpq}gzhgem WolSisto uplgk:y\‘dfel ts
X 1Sd % ﬁvgi %im@em d

ersc heidet. Das Gemisch wird 2 Stunden bei -
5-(2-Di Q:E%WN r 40 [Ohéthyormamid umkristallisiert. Man
[ 4, 3- c] qerhaindds rz-(;Beaa&noy r@t)rpirdotosn at] chihdhnlsisH)on /Weichéssimal-spéidran aanueame.
anal ogou8ssn8i3ngs0. 78ExTAPISE urid A3emt weigt. of 2 g Of
2- (p- &l or ophenyl ) - pyr azol of 4, 3- C]g'?ﬁl nol i n-3(5H)-one, 0.33 g of 50%
~ strength sodi um hydride in nineral isPIgh!P 50 m _of 1, 2-di met hoxyet hane is

stirred at gDRRmb takdid! dRimY RIuESo nliNEnothaiérdisd
cool ed tmrmm&mraﬁ?ﬁéﬂﬁ%c& ﬁ%ﬁdﬂ&ﬂﬁﬂiﬁﬂézﬁusﬁ&mﬂﬂ Die Lbélrma wi’fhr%f
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hours. Twied il R3 Oy &-rognaien yasseriges Nariwmhydsowyd!peung raafaenamnen| ynd diej Losung miteti due
i s normaler Chlorwasserstofisdure auf den pH-Wert 6-7 eingestelit. Das erhaitene feste' Material wird

abfiltriert, mit Wasser trituriert und getrocknet. Man erhéit das 2-(p-Carboxyphenyl)-pyrazolo [4,3-]
chinolin-3(5H)-on 3/2 hydrat, weiches im IR-Spektrum Banden bei 886, 858 820, 780, 770, 760 und 730
60 cm™! zeigt.

~ Beispiel 19

Der pH-Wert emer Losung vontg 4-Chlor-ch|nolm-3-(N-phenyl -N-trifluoracetamido)-carboxamid in
65 einer minimalen Menge 50 %igem wisserigem Tetrahydrofuran wird durch Zugabe von Lithiumhydroxyd
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d wi th diethyl ether and suspended'ln 10 m of 1 normal aqueous sodi
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- 55 " Beispiel 21

Eine Losung von 308 mg 1-(p-Chlorphenyl)-4-hydroxymethylen-3-(o-mtrophenyl)-4 5-dihydropyrazol-
5-on in 80 ml Tetrahydrofuran wird Gber 50 mg 5 %igem Platin-auf-Kohle-Katalysator bei Zimmertempera-
~ tur und 3 Atmosphiren eine halbe Stunde hydriert. Das Gemisch wird filtriert, das Filtrat eingedampft und
60 der Riickstand in 150 mi Toluoi aufgenommen. Die Losung wird mit 0,1 mi konz. Chiorwasserstoffsdure
versetzt und das Gemisch unter Verwendung eines Wasserabscheiders 18 Stunden unter Riickfluss
' : gekocht. Das Gemisch wird gekihit, der erhaltene Niederschlag abfiltriet und durch priparative
seganv’  o» Donnschichtchromatographié auf Siticagel-gereinigt. Als Losungsmittel verwendet man Essigséureathyi-
' ester : Aethanol : konz. Ammoniumhydroxyd (17 : 3 : 3). Man erhiit das 2+{p-Chlorphenyl)-pyrazoio [4,3-c]
65 chinolin-3(5H)-on, welches bei 327° schmilzt. Das Produkt ist mit demjenigen des Beispiels 1 identisch.
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100.m of aqueous sodi um hydroxide solution. The solution is washed with
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2- (p- Bd t I ORIHE BihikcHD VSR {idlcRorblidati-Bimbinl4 3biTidmetry RiehPyrazolidinB,54n 0£g18.6
m of 2 pulyphABphasHurathgiesterdundn 1ty rond, retrachiomdthann wixeh 247 Stunden ofintet ﬁmtﬂtllssl S
hydr oge ngekexht. die LosOnPwiyd eéf 1 Ina?rmmeomaﬁﬁe"md'eiﬂumhvﬂ“mqmsng gﬂseﬁse& upd,

hour s. T‘PT@WPPU& §¢'E°“F §“‘f $'l"ia§?'

_ e Tt
- taken éjp’1 eme IggEl'ulﬁm D| B}%&rﬁ 1 het PH-
val ue™ sgdi h nawm)mwm TPré " nRea Rod BEpIaie 4
vvas ed s

separa- iy , UCCESSI vely with net hanol and di et hyl ether and
dried. 2- (peAAusgaq:dsﬂofyluﬁrdpye doigt| tergestelitc |Mpoi giksl 20rm§3M5|H)saufe1¢@thvlnmfc¢\' 5fows IR
" bands: atN@%?m%5wel@g§r;nl l;@g Ialgggtenmanqlgglost uschm 15‘7 73:@
Frt L ety P b S 2
aUd t It EE iemtrg’{gelgl und Fd Radab ,- ichtl Ml KORE
i n= 3( 5H)cm %H&ﬁerneélﬁtn es?éllﬂﬂ)hHSertfaﬂé de atbEial wird) acd Ta@adi um
c&u?nobonmlikfehamdet Mad efHalt whs ofp-mmpr@nylx-pyralzmmn\ﬂ&dlprsWelphfels bgl. 18F198° sehatiletr e i s

t hég st Emrwumepmz ider lesgtgmomq &1 g:Qrthopmeisensipiertiathylesiet. wgf%t

t

R L

val ue i s™B &0 v e (BERGYABN NI TVEHhiHdGNG N g dRhiSMbydrid tun@re ml Bhe
resul s Ngetfyifeeramid Wik 3 lsmnaepan atreginitaf. Die Masiyedrd dans bufvd® ighkihk uhdim|70Gmg t hen
Wi t h di evét ljocﬁd yergetzty Dds Gemisath wird 16 Stunden bei Zimmertemperatur geriihrt und emgedampft Der

RN -

2- (p- g4gm
Beispiel 23

Eine Losung von 50 mg 1 (p-chlorphenyl)-a-(o-formylamunophenyl)-4 5-dihydropyrazol- 5-on in 10 ml

Dichlormethan wird eingedampft, wobei an der inneren Kolbenwand ein dinner Film zuriickbleibt. Dieser

60 * wird 30 Minuten in einem langsamen Stickstoffstrom auf 190-200° erhitzt. Das Reaktionsprodukt wird auf

" Silicagelplatten chromatographiert und mit Essigsaureathylester : Aethanol : konz. Ammoniumhydroxyd

(17 : 3: 3) eluiert. Man erhilt das 2-(p-Chlorpheny!)-pyrazolo[4,3-c]chinolin-3(5H)-on, welches einen Rf-

-~ Wert von 0,16 aufweist. Verwendet man 5 % Methanol in Dichlormethan, so hat-die: Verbindung einen Rf-
Wert von 0,07. Mit Toluol : Aethanol : konz. Ammoniumhydroxyd (70 : 30 3) ist der Rf-Wert 0.32.

65 Der Ausgangsstoff wnrd me folgt tiergestelit : In 100 ml Aethanol hydriert man Gber 200 mg 5 %igem
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oi-1'ed under reflux for 7 hours and left to stand at room t enperatur
ni ght .. The mixture is evaporated 002 078 due is treated with dilut
eous sodi um. hydroxi de selution and diethylr ether, the aqueous sol ution
‘separ at e@lath-autXonle-Katsipsathr wi 2 d|1Qp-bylbrpuédyle}a-(cemnbprherwl)-pﬂ-dmrmyrazsl-smnoug:ht
o 8.5 Wi t h Zimmemainperateh bast B AdmosPhisen. daidich- das rRyodyktoayspderm Gemisah d@ mt‘eqqmef

Z?Jp V\N/gfﬂedgféi'p‘t"gt“ ';gﬁg@g W%gf’% %@?’W% ;%;%%D'@t’%i %E -knete s‘::t'"::
~shows IR %a Sm?éhe ™ '? dm%é cntL

4::3-c] qui nol i n-3(5H)-one, 1.4 g of nethyl isocyanate and 25 m of rret_h@

i'i's obtained. Em@npbeinléineh STbRStdﬂ'&ﬁro@ﬁhaﬁB ubterTEiskihiuag @nd Ruhfeh @13 gSddr Uétktgenanten
i ethyl™ 4- chl Verbindurigrryl 101t 93 %igar Aroeisen atu@ wvbex hehebkundosan%nt e'nfDlese wrrd mit 1 ml

p- cyano- pheﬁ 'Sﬁ pYdrid verRetzloer Neqm
'_;.__fhours W' hn%s E& tnu oﬂXuE%Hg ég % n‘Fp far %eﬁg@ ﬁ? ﬁfﬁ% ﬁ?phe_
Y e. SO

_'_._;.-_'-:;stl rred wit drpyr ‘;1% em’ﬁw ion an
“amount  of vva er sufficient to dissol ve the so |d mat eri al . The aqueous

“layer is separated off, washed twice WI Bhsnialét hyl ether and = 2 - then
“treated Wth an a eous segl ut i On%egd B arrrrrEneum chI or| s bis 11
resulting pr e‘?ﬂ?ﬁ? ‘W%‘ ?"‘\E@ wé}d\,\}, E{fe&h 8 bis 11,
2 (p-Oy Oplﬁﬁgt" WT w%l énd?n hlﬁ F'd LA baﬁﬂs“'a t

7885, 830 780 755 and 730 cm 1 |n the IR spectrum is obt a| ned Exarrpl e 17
-One gr amaof 4 2
r-of 1 normal ad¥feous 5 sodi ¥m hydI’OXI de soﬁu- tion and 1E)°n‘?°°b %’L“Fﬂ.{‘n‘d'l‘ are
. mx€d and the MXTUre L' rred hdgPm Tenperature until Jdiessolid

; material has diyssol ved.7.cdhe sol ug ps then treated wthﬁe%m of 30%
i suengthzgydr ogen super oi de V\hea.eupgxpyrayrpr eci pitate separsad-s@ out

i inmediately. ThRe m xtureHis stirr &gl apyridxuom t enper at @8@835;52&27970@!?&;7%&1d

- filtered andtlﬁe solid nHterial i&5Ckoh lized fromd

de. |
2 carnan ot Torceot o 5 o S NG IR

obt ai ned.” Exanpl e 18 One gram of 2-(p-cyanophenyl)-pyrazol o[ 4, 3- ¢c] qui no--
"1in-3(5H) - one MoK di) foldenddn Terbiduigén A6HUPSHMS! IS Wdrdem dARIGY @sh e d8® | voihegBhenddn
m xed and t Bespiled ilustrierten Metbbded heegestglitunder refl ux for 3 hours. The
~solution is acidified with 50 nl of hydrochloric acid and filtered and the
~ precipit& e_which has been separated off is dried. This is taken up in 25

~.m of 1 normal pggueous sodigum hydroxi de spl ution and li"BeodﬁrollRLﬁahm dis1

' brought to _a__p,H_ualnn of Bz with 1 nnrrral_thgghLQLLc_a he P‘ﬂQIIlfLI’]g'
~solid material Bs filteredHoff, triturab@dsw th water amd%ﬁm(ﬁ@lSaIZ)

2- (p-Car bQ)xypheﬁyI) pyrazofo[ 4, 3-c qui ne€Hsi n- 3(5H) - one 3/ rate whi ch
V .'shovvs bands at 986, 858, 820, 780, 770, p sand 730 cml in %R spectrum .
. czbt ai ned. mpl e 19 Thg pH val ue of PX“Edbl ution of 1 g

4 | or 0- qui no-45l i ne-3- (N-ghenyl - N-trif roacet am do) - carlgm de in a

N mum agount 1qf 50% streHgt h aqueous b&trahydrofuran is iBssasght to 10 by.

: ition of |it18i um hydroxHde. The mi xt atCé - 23 - is sti*GW at room
terrper ature for1548 hours, goncentrated ! the purpose of Vi ng nost of
: chl oride and br§ to a pH

t he tetrahydrofiiran, washef] with met hyl
val ue of ;3 by zél di ficati OR With dilut epmbtirochl Or i C gd¥C bsh, s18] Ped, FgRSHdat i NQ
precipitate is diltered off-on th suction and purifi edrdoysma:mpmatsavmt hi n
| ayer chromat o@iaphy on si I71Cl:a gel. Thep@®ution is c8&85 B¥I828u795W788h7%20| uene

et hanol : corﬁ?ent rated _ PF 890, 858, 835, 804, 770, 731
7-cr - m-Cl 333-335
- 24 8-CH,3 - H . ' 860, 810, 785, 770, 750, 730°
25 8-CH, p-CH, - 340-342
.26 - 8-CH; p-Cl _  335-337
27 8-OCHjy H ' 321-325
28 8-OCH, p-OCH,3 : . 313315
60 29 . 8O0CH, . o-F 344-347
30 - 8-OCH;, T mCl 324-327
31 8-OCH; p-Ct ‘ 347-349
32 - - &F H - .. 327-328
33 R - p-OCH; ' 289-292

65 34 8-F p-F 84, 868, 827, 767. 715, 708
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'arrrmnl um hydroxide (70 : 30 : 3). 2-Phenyl - pyrazol o[ 4, 3- c]- : E
% . quitnol i n-3(5H) -one, which nelts at 326-3280, is obtained. The starti ng -

_ }substance is prepared as follows: a-sglution of 10.8 g of phenyl hydra2|
in'120 m ‘of diethyl ‘ether.is coop«R20T8 ice, and 10.5 g of

~trifluoroacetic anhydride in 25-n of di et.hyl ether are added. dropwise in.
the course of 15 i nutes: The ni Xabelec(Fprseuidlr ed at O- S[err] for.15 m nutes
and. then at roomtenperature for 2 hours and thereafter is filtered. The -
filtratg I Sygvashed wthewater, dried gnd evaporat e g&d,ﬁgﬁdg,eg,hdue is -
cryst gl i 2e8f rom di et hyl et her/n- hept ane .
“B-Trifl uorogget yl - phengkhydr azi ne, whieeh nelts. atgod, k8, 685, [es9, 8k, 776

obt ai ned. A36ri xture of8-&.5 g of the ofnpound | ast8esase,issh ez, 7.'&)(72471 of -

t et r ahydr of 8 an and O. ng g of lithium%ydride is stlrre‘!:ﬁ'ﬁ‘!5

terrp%ature or .5 hour with excl us%i of * noi st. r7 btain a
sol ut1on. g of 4-c pro- 3-chl or ggar bonyl - qui 32 gg idein
100 m~ of te{ra- hydr og.gr an are stirped separateaygvyai ﬁa&ﬁags 1 | i thium
hydride at 4900 for ones8gi nute, wth e¥clusion of mlasmwmsssarsdz ans

sol ution is4hdded in p®€tions of 10 Alto the preB96 W?ﬁ i7éhed

sol ut®on. reacti on xture is stP‘rcled at roo (g (;?a 18 hours
and then boyd ed underg &&Flux for 8 hgis and con duced
pressure. 4a7 Chl oro- qug.gol i ne-3-(N-p yl N-trif Iag@ragageg 80, §1ar box-

~am de, whicéeis used wg-0bBut furtherppdgification, is cdas-adoned. Exanpl e 20
A m>xPure o# 0.211 g o8C4- (O net hyl h oxyl ami no) - 825, 806, 762, 736, 720
q}ﬁ‘nol i ne- 35‘{|\Lp chlor nyl ) - car bo am de and 15 m of32&Bectic di phenyl
: er/ bi phe IS heat:; F‘at 2400 in ni trog nosphere for 2
holr s. The5§n xture |s7.§§gol ed to rooaig errper atur @9@@4 d—,(y\nygdw 150 n
_ of pesroeleum.e 3 — e > 1 s-sepa g
washed with petrol eum et her and stlrred Wlth 15 m of d| ethyI ether and 3
m of 2 normal aqueous sodi um hydr 0’&&@ §$I ution for one hour, the solid
material is filtered off and the phases of the filtrate are separated. The
aqueoys phase is treated with 0.32 g of ammoni um chl oride. A yellow
. precipi - tﬁbﬂﬁétﬁerﬂﬂiﬁltﬁidﬁdgammrlsttﬂe&par ated off -and recrystallized from
ethanol. 2-(p-Chlor ophenﬁl 211pér azol o[ 4, 3-c] qui nol i-n-3(5H) - one, which
mel ts at 3@?6!“'“?’?“615‘96(1“!‘1 00 TaRletibduct i's identical to that of Exanple 1.
The starti C 1 lows: a mxture of 11.@ggg of
& hydF oxy- eSSk ARG s
26, 3856 (sgisstarde, 7.84 g of p-chloroaniline, 17.59 g of 1- ethoxyd@asbonyl -
et hoxy- 1, 2Palyathyldnghdali 8900 i ne and 150: nl of di met hyl formami de i s hddfed at.
60- 70[err]Tﬂ"@F'WZ hours in order to obtain a clear solution. ThisEE cool ed,
filtdfed r Bed in arotary evaporator. The residue is trggurated -
- Ic(:g?l et hyl e'?'ﬁ'g and filtered off and the precipitate is washed wth

t

hyl et §itiiché pllivefigel BeswRinGile weddnahingindmhSiets @IWE,8 AR Masdheiveite gesietit. Demul as
e St ariidnder Wikkstoft dGEMilchzudiiéra Talle Maghésiumsieadatiol mis det Hélfte denyiitirke IO@nem of 2
het el cogeionsten Misshewvermiget. BDie ardersofialfte den Strke wirddn fiRynk Was dumem'§ Bid the

i R e SR

g&mben n the
| R Spectynii3 Tasiethvén 826 FQve&ﬂe &nﬂeﬁkhﬁlbaummolgmesbﬁst nent i oned

and 2 m of phosphorus oxychloride is heated at 800 for 3 hours in order
to obtain a clear solution. This isbBespig@ated, the residue is treated with
400 M of a 1 : 2 normal aqueous sodi um hydroxitde '

1 mx foi d
sol uti on, ﬁ?@“‘%%{'{inﬁeéé yog"?%ﬁ?sr‘b’@%'%h 200 m of methyl ene chloride and

filteged aﬂga,;,,lagnsg%r@,aé@os,@ ted. The organic phase is dried and -
evapor ated. 4- Chl or oqui nol i ne- 3 N-p- chl orophenyl ) - car box- ami de, which

melts at 22Pnedpgymzald [4.3-c3 cmmlmﬁﬁﬂdoﬂ (This corrpound 1009
' Milchzucker 18009
_ Talkpulver ' 100g

60

Samtliche Pulver werden mit einem Sieb von 0.6 mm Maschenweite gesiebt. Dann wird der Wirkstoft
zuerst mit dem Talk und darauffolgend mit dem Milchzucker in einem geeigneten Mischer homogenisiert.
" Kapseln No.3 werden mit je 200 mg des Gemisches mit einer Failmaschine gefallt.
" In analoger Weise werden auch Tabletten und Kapsein mit den anderen Verbmdungen der Erfindung.
85 z.B. mit denjenigen der vorliegenden Beispiele, hergestelit.
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= can al so be prepared by a procedure in whi cﬂm‘ﬂuam d nen- tioned,

“treated wi th phosphorus oxychloride and the m H[mﬂr‘m' de '

rrpound Last nentioned, 1 g of O- rretm F&®xy| ani ne hy rochl oride and -~
"1,65 g of !“F& €akS, | mal | -pressure
vessel forqf Sﬁépmfh‘gmc}é%ﬂ@gnms%%ﬁﬁ gﬁité’él t'ﬁ(rag?" (laJdﬁLvm%tE E wat er and- :
‘ssolved in 1.olertivityAgenTder aligembihen Eohelhi of Il s dri éd and evapor at ed and the
Jresidue is recrystallized from nethanol .

“4=(0- Met Wyl hydr.oxyl ami no)‘-_qw_n Luie 3- (N- p-chLor o- phen C.aﬁboxam -de,- :
“which nmelts at 210- 212[eEI obt ai ned. Exanple 21.A t|on of 308 ny
““of 1-(p-chl orophenyl) - 44 }/dr _ o
- met hyl ene- 3- (o- mtr@ph‘éﬁyl')\-i 4 5 d| hydr opydzol “S'Tf i éJO m of .
~tetrahydmofuran is hydro en \ak over 50 ng of 5% stre/n _ E

~ pl ati num on-charcoalL cat al yst a room t enper at ure under t”,.a% nospheres for
~half an hour. The mixture is filtered, the filtrate i's evaporated and the

nresidue is Jakalwielsis QrHSthSU § Qleldfd Suer RerskhiBdend SutsMlEReN deRk C-CrAlKyl,
- hydrochl gr ld}cﬁﬂlk&yfgg, 35 Bsf' ﬁdgh.fea.d'metﬁﬁe nE'WtAum |§enff§¢p§eed>.5p'fd¥,e
refl ux for AligiatninorGyan, lmruagoﬁ ouatoarbospmemtom fir Giisbbstituidrias ader durciobichstersrdctiet he

"resul ting pmrem qysmwen §e¢t¢ |smmwrteﬁ Phearidep'mﬂ i ¢11<e-dlkwyv ng'e‘)ﬂa'r idalooppyrigN! steht,

Layer chroffa Vfﬂé‘ﬁ '°"y' o hrCa B
it ?g mgggw vad Eﬁgg gt 4, QhEhiors

- Chl B gD Y et rqui.cf] yltmﬂvat ér{%edm{t&ﬁ (Hydroxy
3R70, is obﬂalmah)-(pﬁbm N@@Hﬂiy(ehp/emﬂﬁgeﬁabdémhré Isaize. of Exanple 1. The

treated wth the aniline. men- tloned) A m xt

. starting subsit é!nwdm!ge rns Amww.f o)elrIFgmelni upddb watin Bmmssee@ﬁeo rtﬂchstensii

- nonoet hyl gqp q‘qzji)r&g: ,ﬁé’a&ﬁlﬂo A@flﬂgo.
.tetrahyd’?mH '%e’fx gle| pm gr?ggg ming eutet, und die
n-but yL-Li thig] rbf—‘ | Wﬁ&%ﬁé. BesRI

. Wth stir- snbsﬂ@ent&owr ,Io,-nmyunmaymw:aﬁwgak, TrWorteih@L r

. of the i ndNt=at GmimerMorst sodeut Imec Iaatnu.r Cyans Cartlaoopt dodeo Cartoxe edeuteb R fur
appr oxi r#at é!‘ bsti m defvhféh ﬂmmfaﬁeezwesd%wﬁem ?&P'}?"tﬂeﬂe 'P'F es PRenyk Pyridyl,
sol ution 0F1 Alley oger, em Ry Wzgsers |C0-p desd roxyc Di-Ci-Cr
PR b e
resultl Ng Bremt Ur € |s stirred roomtenperature for 1 hour and then poured

~onto a m%xture vetfbunamemhadthniprnaer Fhiyréind aind o.rwatmanNusambfﬂqdmmoderfzwen
di et hyl et ﬁebstltuq'm Qﬂf mps N.Qi’}@ﬂwll Niedasalioxy (Nigdlewsfkyithion Hydrexy. HalegensKiflugrpethyl,

- Wwith 350 niNitrg¢ ' °'§ ?'I!l‘ﬂ? [mbstiuisgn ist and die, ndgren Sympoley digr im
wat er and Q %?\qu:i\ e's&q FdfReff! Ori de sol ution, dried and

. evaporag@d tro%enzoy -acetate I's obtained as a colourl ess
oil. A sol utlon of 3 55 g of the . conmpound | ast °ment|oned and 1.7 g of

p-chl orophenyl hydrazine in 65 m of tol"p-erqe—rﬁ bm_lted under reflux for 3

hours usi ng a water separator. The P XN SN s'\eyaporat ed, the. residue iy
\;;_jchronatgégraphed on silica gel- a{\d_t_/he“prqdu@t I*’s heat ed vmth 15% strength

. ethyl aCetate in toluene. 1-(p-ChPygy nyL) - 3- (o-ni trophenyl ) -

4, 5-di-hydropyrozol -5-one (sic), whi c‘n lts at 138-141[err], is aobtained.

0.7 g of the conpound | ast nentioned in 10 mM of di--

met hy| f or neteptehedi werrhiY! Wassbratoff.oAlley! 8der Alkex) rait jeweilsr Kablapadfiatonten] idydfoay, FRdr, .

hours. %heChierr R"’F‘é’&&ﬂ"ﬁimm'meéﬂ*% wmasecsrqﬁommmmmy mit jeet Kohisostplfatat e

is filter W ju f"f’ r "é?&'éﬁ" ' M°‘éﬂ9l§‘¥'éﬂ“é° AfRY Allylsarbgmayti on
i s vvashedemrp ho ;;g:d'g %ﬁéﬁ" '[' ya"f %ﬁ;e b‘% i '"?nﬂq &&g&wl -
am nonet hw:anew &vasém ff nﬁ &bt ji’aﬁ

208- 21045¢ radpr Wifubrmethglosepaaet] R Gor, wassera adt.m-Bludr stphds odehmrecsueound | ast

nmenti oned |n762-(n10tltomhenw)fpy@£blm143sﬂ ctnmhn@ Horobd.waﬂnqamem m of 20%
strength aqug'cﬁ:l «3%"'& "8‘3@"1?"5? °f?%f!99f°FzPst at 600 for 3 hours

S

- and. then at .4 %?ﬂ% Eg% gtdﬁchg ﬁ ﬁ%:géat ¥ oa ive vsmﬁ? y- ted wth
sat ur-atgd aqwew& ’ndé &thtb dﬁlhﬁl@ dNertsinb &ss einem der Anspruche 1,3,5,8 und
_ , 9 oder therapeutisch verwendbare Salze von soichen Verbindungen.

12. Pharmazeutische Préparate enthaitend Verbindungen gemiss einem der Anspriiche 2, 4,6, 7 und

10 oder therapeatiseh:-verwendbare Salze von soichen Verbindungen.

13. Die Verbindungen der Anspriche 1, 3, 5, 8 und 9 zur Verwendung als psychoaktive Mittel bei der

- 85 Behandlung des menschlichen oder tierischen Korpers.
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precipitate is separated off and washed W|th et hyl acetate.

1= (p-Chl orophenyl) 4- hydr oxynet hyl.ene- 3- (o- n|tro m Iﬁlﬂj ll[l (“Il py
‘di-hydr opyrazot - 1-5-one, which nel t@ 157[ er Exarrp S
22 A mixture of 650rrgof - (p=chl %}ﬁél) 2-met hyl - :
ani | i nomet i 2 %f:éﬁax ﬁ%ﬁkuﬁw cna 2., 6li7QRE 10 z%reem;naeﬁmapsmbm-vmﬂamabe and

10 m of glp Koh QRémrAGhersKepes.ed - - 27 - under reflux for 24
hours. The ﬂiJNhibeﬂng SorOMasigdiingantder Ar@pn¥thedf 3.3, Srendraur uqaewsvwmew- '

hydroxi decteol|Pripa@tenand t he organic | ayer is: h gel -
plates 5ar;gl e&q Mg@enqm ¥or ¥prhinchypgen "%’t"ﬁ‘égfb‘f“ez % ﬁ mﬁ"?hﬂ& fihe 90 J% Ldagﬁ:gx' de

(80 20 : Y, ihidAd 24 b ua.ap:mdouma(ﬁume
w th an Igh)_7$ ?ﬁ ﬁ;ﬁ“ﬂg‘% hﬁ‘;ﬁgﬁ,&?ﬂﬁ:% hyl ene&gﬁ?zgr |qde : ~met hanoL (19
1) is useda)aserﬁ.h@n@elmemgmagent t he conpound nentioned has an Rf val ue
- of 0.3® The product is identical to tha_q'. of Exanple 4. The starting -
substance is prepared as foll ows: 20/ & di et hyl mal onate are added to
5.8 g.of sodiumnetal dis- solved i’100 n~C8¥ absol ute ethanol. The@)
mxture is stirred for 15 m nut es ~ 1%, 1%, 8 \Q,/ . p-chl orophenyl hydrazine are ,
added gnd the excess et hanaol |s then i | terdd of f with suction. The residue

s heat ed at 1_8%—&—3%«.;%{ {Jnd éfﬂ%&%xya&g &*EJN'&BW &Lﬁdd‘u’ & Hadgen bddeatbt

i ce-wat e '

r le%Lugi ﬁﬁ&“i"ure&#i‘—eﬁ s@nld the
l Ninét o kbl GivdR i
cqueous *a;%iﬁ et G ey saindid

_ —LOH lnisptzp rzed fromtol uene. .

-1 (p-Chloro w, .},dwé,aaa Fofinee- 3, 5- di one, which melts at 189- 193[err]

obt/ou ned. A mxture of 2 g of the corrpo.unq,,last nentioned, 2.81 g of

T et hyl orthoformate, 0.97 g of anilif&,4nd 30 m of et hanol is boiled
ynder reflux for 16 hours. The rea%jTl gixture is cool ed and flltere(d) and -
“the pr&cipitate is washed with water. Yo “y-z

1- (p- Chl or ophenyl) -4-ani l i nonet hyl | dene- myrazol i dine-3, 5-one (sn c), V\)hl ch
mel.ts at 288-290[err], is obtained. A mxtdre of 500 of the conpound

| ast. mentwainedle bd!@nrﬂymcélelw ol RiriWasqetstptf bedauten gnch¥ f‘ﬁfdeg‘Fg THERHYIF or mani de i s
heat ed®%at 700 for 3 hours.  The soluti. OI&ON rthen cool ed to 50, and 700 ng
~of methyl iodide are added.  The m;gt.té; mEti rred at roomtenpereature for
16 hours and evaporated. The residut is‘d n up in water and nethyl ene
.chloride and the organi c phase is separated off, dried and evaporat ed.

1- ( p- Gl ctedpweriy R) -CAChRikh pededtetsmder Wmmﬁmwefdme pyrazol i di ne- 3, 5-di one,
whi ch shows NMR bands at 3.14, 7.47, 8.42, 10.92 - 28 - and 10.98 ppm

i s obtained. Exanple 23 A solution ;ﬁ %QH_[& of

1- (p-chLor ophenyl) - 3- (o formyL- -am p@&anyl)24 5- di hydropyrazol 5-one in 10-
m. of thylene chloride is evaporated, a thin filmremaining on the inside
wal | of tdind Zaskwasseribrs stbhtl; Budrwv Bie @rashieaing190- 200[err] for 30 minutes in a
gent:l e stream of nitrogen. -The reacti on product is. chromatographed on

gi li'ca gel plates and eluted with eth ecﬁet ate :- ethanol : concentrat ed
:,i,.am"mnld%m hydroxi de (17 : 3 3).

“2#( p- Chl or ophenyl ) - pyrazol of 4, 3-c] qU| noF| n- 3(5H) one, which has an Rf value’
of 0.16, tedeublAd PR, E0DHerSHh NOQ sdiidigenommen fariobyshe stehtckinosriside, dr,
used, t heveso wpdinsuiit, ire erhaliehe Verbindungfin (ir@7andetiét Verttingluage der Erfindung rupiwandelt, ,_
~concentr am@/ddeamﬂnmemnwu mled@"("P(YG"b"@B"Bm('@' §aiz)oder 9ig enppitenes $piz in §'°g’°ﬂ.

" The St58r I’g&urf%qqebwgnn un&ciBfem erhaltenas Gemisch von :

1- (p- chl 5%" °§’:§'b°e Qgﬁﬁ b Slhbndht opghdiagbe, S-one are
hydr ogenat e et hanol "over 200 ng of 5% strength - o

pl ati num-on- charcoal catal yst at roomter‘rperature under 3 at m)spheres ,
Si nce sshdngpricke dir deny¥ertedgbstaabATlout of the mixture immediately after being .

I gr g:s gs oi[ Ce r egacr;[relno zurmHXMeﬁung vo'nS nguleln u - dl-pvymratzo ) ’I?LQV cﬁmgimgahl é ds?i)-arQVe?-r der.
gungen der aligemeinen Formeln! und I '

60 o _Rl-n'x_-_gx-n - o, ';‘!'T‘R
. R /'. ™ O\ : : - | y \./ \./ Y . .
B ,\?/'\'/-\’ " und R, —F 01 o S L)
Ro—t=y 1 | . : 3. er 8 0
3~... /._U. /. . \ / \
N, \.{/ \3 ' ' . Y 2
65 T2 . : . 2.
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—

dded to 10 wm'm ﬁf Wgsée/&t%& %85}%&%% 16 ct%cddgr veggﬁeﬂté Sl n?e'ﬁ%? f-‘géeec thﬂ

.cooling Wi tit
‘ofs_acetic. amkycdmm Cyas @dlgmdya bdbrhbdexy&i&detﬁéﬂ.ER 13T YrisUbstituieResSdder durch KB¢RsHs Blae

‘at roomte rlhtaugeelmdn Rbstns une@hslmnbnyl FQ Oyl C,Gf-Alsyipyridy todet eupyadyl sdmtum
-chloride 80 ”‘%@1 N?L'qudefs@*\fﬁlip t%rt‘é‘ﬁaﬁ""seiﬁa? BrBhenyFG:-Cralkyl. begeyteted
“in 200 m of"° E m

1:;5{1 (p- Chl oro é?le

_ 77 5 76%5 wgmund/oder ein erhaitenes Nitril in das entsprechen e Amid umwandelt.oder_ 2u er Carboxygru

--'h"'-'c-rystalllne product. The mxture i's #lltered the fil- trate is

et 1 e iy IO,

t's'at 199-201[err], is oebtained t he cbnpourtd Mast mentloned'." |

O Aty 1€ RitroS At ﬂen 43P Dig,

;io#

prq;r rch mindestens zwel Kohlenstoffatome
r WassFrs hrﬁ&S d—lrydrox tautom # éamdungen Ve
k eder §{ éa 1t droxy

rbmdungea ge

whi ch nel t s odér ényl b&er@h&rale maiplsazea dabiDRh fgekenmisicAgst, dass
-*-'corrpoundsoofnan he forrrul all inwhichRL = _ H are also prepared
~in accordance ah\etttindupges depEarmelds i | | ustrat’ ed in the preceding exanples,

in particular in ExanpLes 1 and 8 to 11 No. - Rl err] - _

=R Melting point [err]C or pand crr[ err| 1 . [err]
L 2-Pyridyl 319 3\-2c0Y [err] (V)
“:2-Pyri dyl : o 3'3713 %) % T H

S lerr] - 342-344 4 H. ' lerr]

1 886.- 835. 828, 797. 778.. 756 5 . [err]

. 337-338 worin X —NH—-—Nl-H-—R bedeutet und Y fig p-lyz]roxy oder C,-CrAlkoxy geid; opr Y. Hajpgen begieget |
818., 7957 ynd Y far HaN—NJ-'F'l steht ; oder X C,-C,SAikok ammo oder Azndo bede@OundSY far NBA-R stg}ﬁo

-806/ 788 Thangsleﬂlbésﬂvunagwerﬁyoémm .Selné)Brhaﬁ & VeibindAY &der leinl AlkalingtallsalzSdavon, mit
:jpr epared aﬂad»rmgralsmngfahmm EStehe-nesrmkdmoHs-‘h—OHIyusetztabded in.the pre- ceding =
“axanpl esﬂﬁNo Verbindungen ger Formel V. R - Mel ting p0| nt C
~or IR bafls cm8 -~ . H - W [err] '
349-350 (HCL salt). 9 _ ' H /\/ [err]
. 338-340 10 _ H : : ‘ “"" Il[ err] = _ )
268-270 11 : r] ' '
. 307-309 @@ H IXIZ:
- 342- 346 13 . : H :
ggg: 228 ' ig worin dle be:den Synﬁole W und R, Wasserstoff bedegte,e:jund Z fir die Gruppnerung
336- 339 i H
©336-337 17 H R,~t= (( |
328- 330 18 ) H. : C{:‘e r], _ N
gi‘g 3§g0 7%%“ wmg Rz(f,-crklkyl bedeutet ; od7r H die Grup[) %EJ. - H 886. "8.-53'
40 _ .
- 872. 851. 830.- 818. 798. 770 21 o N 7-C : p-C
'~ 865¢ 852. 823. 795. 768. 752 22 ' I CH-CQR,Cl A - p-F
89D, 858. 835. 804. 770. 731 23 R-R-C6 7. a - . md
;’gg' 3:7)’§0 J8t gind %3’5' gsserst[:ﬁ s{e]ﬂ oder W[d|e Grrppuerun% , [err] 860'_ 810.
340-342 26 - - Jerr]. . . §=c= p-C o
335-337 27 [err] o 1 H,
" 321-325 28 _ [err] _ - R-NCQerr] _
gii gig 28 bedeutet und Z far R IIQ der FI,—N—Z zusammg ¥ mmen fur Isocyano steht, kondensiert, und,
wenn erwlnscht, ein E ene Verbindung in emgg%nere Verbindung der Erfindung umwandelt,
+324- 327 31 und/oder, wenn erwiinséHt," dine erhaltene VerbinduR ihr Salz oder ein erhaltenes Salz in die freie

- 347-349 32 Verbmdung oder in eiBarfderes Salz (iberfihrt, und/oddr, wenn erwiinscht, ein erhaltenes Gemlsch von

327- 328 533 Isomeren in die einzel@snHsomeren auftrennt. [err]

| -289-292 34 2. Verfahren nachgAnspruch 1, dadurch gekennz?jcrp:let dass man eine erhaltengggrbmggg in

No. - R~OH tituiert, und/oder eine erhaltene Verbindung d h ’ en lQJlmJe

cm 35 gy bedeutet, inO5-Btellung durch Umsetzung iR leinem reaktionsféhigen Qﬁp Alkohcid ®,—B89.
87, 774 36 substituiert, und/odeBeihe erhaltene C,-C,-Alkoxy-Vertindung zu dem entsprechemﬁﬁ@hedbﬁ@udrtiMS
782 75L 7 aibrt3gnd/oder, eine erhaltengNm'o-Verbmdung 2u dem entsprpcr@hden Amin reduziert, und/oder, eine
342- 345 38 erhaltene: Amino-Verbindung alkyliert oder acyliert, w i@ Acylgruppen im.Ans rpeh1 Sriqggeb%go

o R SR SR G e

lysiert.

17

o



73.9 o 8- bW 894 87I. 845, 81%; -

BT T e T

. 884 867, 860 815. 771 42 .

'898. '890. 870, .855. 832. 820 4

896. 885, ergaj_r n eln priiche 1 oder 2, dadrggl'@ekennzelchnet dass man ngbiqgungen -
890 ' 8 42 § nxag mxiy! und H, worrn Ra toff oder. einen oder zwei Substituenten '
: f‘l _ p +CrA t logen Trifluorme gr'y itro, Amino,
I, Mono- oder Di Al der ubstituiert ist, R # ubstituiertes
[err] ‘s oder durch e-ﬂ@ﬁode&&@pr Bdkggur &@én Bener’ &ést Gubstituiertes Phenyl, Pyfidyl, C,-Cr-

lTerr] Alkylpyridyl odgg@a!o@gpyrid)g@ght 8o WaseaBIf, 620-Al@1 oder (Hydroxy, Di-C[-@FAlfylamino
er-r] oder R,-Phenyl)-C,-C,-Alkyl l:%# ng{glre Hydroxy- oder Amglog_'rpppe vom. Ringstickstoffatopm- O
sto

[er d mi ens h atome etrenntr R fir Wasserstoff oder C Alkyl st
eht ;

- 825, 806. u}ﬂ?ano:zg%arb g no- oder %i-C,-Cr Iﬁﬂa m yl-Derivate der genann e7r-u (l?ydroxy oder
324- 327y 5Amino)-(phenyl oder phén -Verbindungen ; oder rhreFSmEe herstelit.

331-334 52 4. Vertahren nach dimi Jer Anspriiche 1 und 2, dadiirch! gekennzeichnet, dass man Verbindungen. .
317-320 5@er Formel Il [err] p-dC 890. 854. 826.
800. 770. 756 Exanple 25 Tablets ' containi ng .5 mg of the active
compoupd. Conposition. (for - 10,000 . '
2- (p-chl or ophenyl ) - pyr azol of 4, 3- ¢] qur oI |\Q 2'4 ZTFFﬁ one

50 g Lactose Maize starch ' -

" __ ()
75 g Polyethylene glycol 6(5’00—'— " '-' _

75 g Talc powder : _ \/\N/

75 ¢ ffagnesi um stearate '

118 g Puri {imohe Wik toff . Ayl oder Ak Is 4 Kohlenstoffat FI . Chior, B
o Uy e WSkl oo Aty o vl Koeratmmer o e S oro

0.6 -mMm FreshChivd, (B‘rd‘m TriflidrtethglC Nitro 2 Amino THGnbalkylarhifio o &renkyuaaibeﬂoylamlﬁdﬁmn je
| act os€5 noahszensan@me reieffategienmdersCyan istabte odetiiffe Shizd fierstdlie St arch in a suitable
mxer. T E'g @ﬁgrchéﬁnsm@a; lﬂ Eh sg(sengwﬁeqrd@as man &Mﬂornrrenx»amwolam@&t he o
suspensro | ol coI E
m- of watgisk dg,esgka % & %fdugh%‘ ;glfeza'g'f"epf‘ ?1% mﬁxwtdpg%g %Yﬁ‘d‘(’]‘?‘h(e@%‘@{‘ﬂ eis

granul at-ed, 71 Verfampi agohi Arspruth 1 RurtHamsteRGhy SonEArRpyrakolo Ul 5- B}%hufbﬂ’ﬂbtﬁ“un@%ﬂ)&% er.
The gr anmedmndangyncuer énal Aospeuroh 1 gezc— ,’ién Farnnght ut 11, 3arie IR; |Wassepstatfs 6xdr hbidhetensh3 a

si eve of 91°'“£'°rrﬁﬁ‘ﬁ’re PPe r GrGraAliyie t &-Coflkexyd tmrarkum er

ALY W%TE%%“ Sha *m? é;ﬁéit °°:,"zf2?;'?§£9:f:;'“ Sl By 1°

Di-C,-C Ia Ihi-
2- PhenylL- rBYJd@rZI@@ F‘?l SlirE,-6-Alidh Bedeliter, ¥ ia A{fFoxy- oder Amlnogruppe‘ir |m §

- 1,800 g Tdalch mindERAs zwel Kohlenstoffatome getrennt ist, und R, fir Wasserstoff oder C,-Cr
t he powd epwie dire 3Hydrorytatifomenag Vedingdirger ; urdd ©,-G-Atkanayk.sCarheimaylh Moﬁh-eodacDrGre
~conpoupd Graiky ir-Decivaty | dest geflapmien Hilydrewyc oderd Aninoh(Piienyh qdee pheexienslerin g

sui tabl' e bl’ﬂ"%'%f r ihge 8 G?"é‘;"heﬁeép"f‘ﬁ'qhéﬂ %t 8% n each case 200 ng of the .
mxture with 2 3PP FRERTREY Tabl ets and capsul es containing the ot her -
cQgﬁounds of the invention, for exarrpl e tRose of the present exanples, are
al’So prepared-in an anal ogous nmanner. /32 - Caims (for the contracting
stdtes® BE, CH DE FR GB IT, L, 14 ,'NL eGPy 1. Conpounds of ®Whe "
general forrmulae | and 11 [err] V\/rr"ere'f\n/RSr, not es hydrogen or not nore
than 3 identical or different substituén m t he group conpri si ng [err]
[err], [err, an en Itro

L or 11 tsoe it - PRy pedad 58 sk o b PR ol 0 b S ©
unsubst i fYutie HroN—icHfs stehtu tingschitigssh oind.nweno arvansciB. ejfie temmqnadlle!bmdaﬂlgsotherﬁn oned -

for R3, NPH"E?H“”% ﬁﬁgz -%r einpm @Hbﬁh'qeﬂﬁﬁe' mwcr@wb?'e&-r% p@Rptah odper r] or

(hydroxy Yer éﬁ?/'f')e err]
. ./\ /" _ _
R i !l : (V)
ANy . .
| } -2
60 ' - I &
worin W die Gruppierung . '
I C\CH-CORZ
.35 R= _é .
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wherein the hydroxyl or am no group is separated fromthe ring nitrogen - .
y at |east. two-carbon.atons, and R2 rep- rammn”mm [err] A
~'3- hydroxy tauto- neric corrpounds [err], c [thgd
.rvatrves of the (hydroxy or ‘am n@oﬁlﬂw or phenylené) &orrbounds ~

d; I d
e e 7 e ta ;Eéa SRR (AGRREEIDG ol Yool zrnggl
t n

“or_differ e.ﬂri sﬁi’l?&ér it 6fr9r5%ﬂmfa@rr§36demn% ﬁde@Salabﬂeyrbhn [uacr/oqer.
ferr], hydwénayd nwurhait cae&rhaltehésf idngcn Ve Ryinerem int di® ginzeiriem tsomanemo-  Or e
“and the ®t hes. Yermaboh srabraw«esprdwe 7nwnnchgsk mehnqt.rrlaeq marmeme 9@3“9"9 V°"b

“~accor di ng elee @P%ﬁ'?nvsz"'@ﬂ"q der
Ggﬁ" mrhr e AT

=0 one or ?’

~thio, hydr &’8 utet mﬁﬁéd‘g%dﬁ me'rH tdaRions [TaNyen E¥AQes Alkohol R,-OHOTI

vlerr], qyaguast.taa-r areudr eaecirreasrhmg-y:lrmkéﬁrvehmﬂurgemraemtssrepheml Pheimil bydrely

unsubst i t usiert] uod/odanbmrel drhaitent Niyyo-Yerbindung tzwderp Entspvechensidh Aminsreduziar ysyoderreine

2R3, pyri dy:r:al{eeq anarvk-;blnsm ejw'efbpderﬁapxrgférrtpayrqwfv'gﬂr?fe'aéhdf'sé’éu°ny&f‘%°§8??“

. [err] al ky¥%r dr Oxy, o le&r ddul i dekenfileichiber, A Vbrtiftingen

hydr oxy 7 o ﬁ“ﬁ?&uﬁ areider of A"T:'"”ri P“"J%%rrnr#ﬂa WabdoREANodbr QiMeRYoddE zWeiast

ag rﬁrfbl@ r@-‘ﬁ?—ﬂﬁrﬂ YELANGRY) CRC-AiRyithib, Hydiroxy, Halogélo Mutammiathyl,

o accor dr ng Ni€ro cAramdsn Monoo bdelr IDEC FCyrAtkylaminol bedeutkt,| B finivesubstituid®s |°99f319r9§twfleut°é?f

i (sic) hydrogkderdir Rmegasebemmﬁq;msbsmmi Ehenv'o?vr'mé? 'E waé E )@e g{?
LSl

- al kyl |ome9maﬂ<dﬁé§seft #arg ‘”Vg oAl

Snitro af mm L o r’ir'p %é’ rﬁmmnan
~“have’ the nfy r@b. 2B, -Alkylda b%rnm rivate der gerfaRNB WAVAROXRCSIer drmb) {poeryl aum 1,
---\Ah-rth corrmﬂ&d-vauemah@eﬁ podetiinee $dide Heastanii. Wher ei n R' denot es hydr ogen, '

“al Kyl or al kamyVerehran nacheinem demAreprichod e, daotumsekwmqug;ass mapYerkjedungen

~chl @ #aroim Arspeieh 4 rgepsigy 1° jis 4
.;| kg;IanI tﬁ” ?‘?5‘5'@%‘#‘?[" L F QEy. LL{{&S@@(S% oderﬁmgbe @ﬁﬁ?@?% .Kéﬁe Jﬂ oder

or -
br-omi ne, H‘o AnSBridh, da%mcﬂ‘aekeﬁﬁk@féﬁr’rek)dhs%rﬂdﬂ@ (slcmorphenyr) pyrazolo {43-

al kyl car baejfaﬁhﬁmaa-rmtohedsameaeha paseitnot nore than 4 carbon atons or
“cyano, s thegrvetahres . zub.HerstellungCeingm phatmazetisohedi ﬁgmreea;rgakwwchm dysch die

corres pond:qwbe-weg fem:grrmga\drrrqsgm Wirkstoffainachs eifpra (der Ansrricheh Hise® M FiNSPen,
‘alkyl or a "@‘qﬁf ARk Bfien di
chlorine, g Yr?sgf eszfeh?ﬁgte'@%egéaeﬁ SRR bl Sl mrtczafgr:or -

- mfluorgs parhas rnrscrea ITvigerméterial. _
~ 2-(p-Chl orophenyl ) - pyrazol o[ 4, 3-c] qui noIin 3(5H) - one or |ts ‘salts. 8.

.2- Phenyl - p¥razol o4, 3 Orﬂur nolin-3(5H) -one or its sa ‘9. Oorrpourrds _
~according tgims, (or e Confragting, Siates ¢ Bﬁs%rR? FR, GB, '54-' "Ua@'u% conpounds. 10.-

- C. orrpou S achr&h%gukoof%eaée%gl todriliae ' Sy @s psycho- active conpounds.. 11.

‘Phar rraceutrcaf preparations contal ni ng conpounds accor di ng to one of cI ar ms-
1,.3, 5 8 and 9 or gt-hgré-;geuuu c- ally usable salts of sYrC'm cohpounds. .

EEarbahity

'PQ/r’maceut I cal prepa} apj o $ containing conpounds ac;orrzh\ng \oo one of cI ar s
- 4, 6, 7 and_10 Br peutite- ally waabl e igl—t—s- ofi ] smch conmpounds. 3.
The cor‘r&unds &6 L el\a,r, ., 3,5, 8 and 9 for e as /p hé)act ive agents in
/
the treatment of the hd ma&,or ani mal body. 14. T'he ronpounds of claimns
2, 4, 6, 7 and 10 for ‘use as psychoact ive agents in t he & reat nent of the
hurran or ani mal
~ 50 wherein Ry is hydrogen or not more than 3 rdentlcal or different members selected from C,-Cralkyl Ci-
Cralkoxy, C,-C;-alkylthio, hydroxy, halogen, trifluoromethyl, nitro, amino, mono- or di-C,-Cral-
kylamino, cyano, carbamoy! and carboxy ; R is phenyl or phenyl substituted by not more than 3 of the
radicals as defined for R;, pyridyl, C,-Cr-alkylpyridyl, or halopyridyl ; R, is hydrogen, C,-C,alkyl or
(hydroxy, di-C\-Cralkyl-mino or Rs-phenyl)-C,-C-alkyl, wherein the hydroxy or amino group is -
55 separated from the ring nitrogen atom by at least 2 carbon atoms, and R; is hydrogen or C,-Cralkyl ;
their 3-hydroxy-tautomers ; C,-Cr-alkanoyl, carbamoyl, mono- or di-C,-Cr-alkylcarbamoy! derivatives of
said (hydroxy or amino)-(phenyl or phenylene) compounds ; or saits thereof.

2. A compound according to claim 1 of the formulae | and Il, wherein R; is hydrogen or not more than
3 identical or different members selected from C,-Cralkyl, C,-Cr-alkoxy, C,-Cralkylthio, hydroxy,

60 halogen, tnfluoromethyl nitro, amino or mono- -or gi-C,-Cralkylamino ; and the other symbols have the
meanings given in claim 1.

3. A compound according to claim 1 of the general formulae 1 and I, wherein R; is hydrogen or one
or:two members selected from-.C,-Cralkyl, Ci-Cralkoxy, C,-Cralkylthio. hydroxy; halogen, trif- -
luoromethyl, nitro, amino, mono- or di-C,-C,-alkylamino, cyano, carbamoyl and carboxy : R is phenyl or

65 phenyl substituted by one or two of the substituents as defined for R:. pyridyl, C,-C,-alkylpyrrdyl or
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body. 15. Use of corrpounds of clar ms 1, 9 for the = @ .
- _;_prepar ati.on of pharnmaceutical preparations. u !l "ﬂ rds of /
- clkairnms 2, 4, 6, 7 and 10 for the preparat|on of

. preparations. 17. Process for t0/02R10%8: ratron of 2 ar pyr azol 0[4 3-.
qui nol.i n-3(1 and 5H) - one co unds defrned

< .% W
that a) c’!ﬁﬂsmjimbsﬂofs f‘ﬂ’é°qeb % g{"ﬁ ?i P )ﬁf hd Yy
rep resent“!;h 'f g’%g? '°Tp'???a"’ g}y mﬁ T rg?tal andﬂY reprazgs"ieznts
-[err] or "ﬁ 8ol d,r@rgo azrndpoﬁndfo%maanraamnmsmmmala hy@togercyrohe gatdoand, -
i f desrg eﬂem&dﬁﬁah& 1rov IoW@ NI RsveOdTkaay) Icdlek@lkyiithioptydrbxys ballagen. ifluptgmmethy, niteh c t ed
wi th a. reamibe. nenesdreat-loakr alkylaalinos ot "b‘iP he} symbolsihpvecthmmigemeas aiven imelaim | a Vv
- -35 - [err] Swhepmpayng aecordipg to\Fidip [ Of deraued! denot e - hydrogén and 2~ :
represents t he groupr ng [err] wherein Rl denb{es [err]; or Wis the
“=gr oUpi ng [err] and Z represents hydro en1 ory \W-degot es the grouping [err]
and Z represents R2- CO, or R1- N-Z;tak,en z%get\hﬁr represents isocyano, ggre
-SUbj ected to a condensation’ reza'ct-;-onll ant.ti desired, a resulti ng conpound
- is converted into another com pound Q¥ the invention, and/or, if desired,
a resulting com pound is converted imto its salt or a resultrng salt is

conver fd J nt ot he fr OLach AbRaidAQ ks Refbors Bokns, & Fluorin& dRshg, ed,
a resul ti ﬂ’% Tﬂ A rs h a2 gn Ojrgo%!sﬂ% r&%ﬁﬁ@f%%ﬁai&&@a&h&tﬁrﬁl Alg ¥ taibbal atonROHyBIoRy, 18.
The conpofusise, @hbﬁtenabhmehmubhmmmomeasarrmto mbviatkyldraino @I.alkyltarbérhazytarrtlﬁveeam

- contract i coptairtirgt £caftion atams, or cyaier ;o @seit myreot he pr epar ati on of n w :
2-ar L%yraﬁohcﬁomPGP"S %SM(’JMGH Flaim3 Pf éh? a: Yras ?ﬂéﬁ? ﬁ iy F’aﬁﬁ'ﬁefral
fdmul ae ydrogen. |ajkyl or: a' I:“?ﬁ .jl rgg“'ﬁxl B Mot o e t han
8.1 dent i c'é'f'""dg E:L%{fjr he S 38“) ,{;e,,grsgyp,epeg{rprr sing [err],

{err], [err]s, 2P cweékoro cﬂ)ﬁﬁiﬂelm rsm-offe diraQgaR tieyeof. Nitro, -amino, nono- or

[err], zgyane, Acan mnyt:coan@ to Zfalo X ydr, usdray pgycrosdine Qruphenyl vr/m ch.is

unsubst i t ut éd A)portmbm achnded ttb ¢laimod f°rrﬁ?°eastﬂﬂéﬂ'?°@"¥ﬁ driggy o boned

for R3, p e Eﬁ A et O PE e B 8
(hydr oxy. @ ﬁ'ﬁ a4 JompBli hdhaih Jaydraarmézqrearanao
group iz soeg,ag g,grgcg brersa,gtﬁgret,f ogen atom by at Least two carbon

atons, and Kéﬂ?npoﬁﬂﬁdfﬁhﬁoﬂ%}dﬂbl@rgﬁn 36, § and B]for usasi a psPchgativendryg toatreating ther i ¢
corrpoundshurﬁaerqr]an:mabduwmyl and nono- or [err] derivatives of the (hydroxy

or ami no) - ( nerr\frqumnqdmrenmrvenés'a-m%ﬂowa l?éﬂtqsﬁﬂ%ﬂpsyﬂpa‘f‘ﬁ%?'f‘g ton freading the
char act er F‘ﬂ'%%é AnEReRod) o %m%gs%gtgr ff c%lg%ias AA rgr‘L, Wﬁ%ﬁhﬁa&e of

of a ¢
denot e’ NC-TL fﬁ,cgrbqep rafibHal €SEN - [err]; notes
hal-ogen and 1¢. g8 Yt @S&ipdurnideicedrding fto Xnyd@iacztf &RinhseZ, 14] 6,07 o ﬂmmnﬁhnt{facture of

-represent phabdvdcBUticalrpeepasatidriszed and, if desired, a resulting conpound or an
al kal i ~ net al17smb®cqsné?fd@fm4r@fam§cﬂt' ed W'szabr{‘b%@tq"t?e'"l%(t‘ f5'é)f°"&ﬂs %ﬂ"&‘tﬁ’n‘ﬂl :
RL- OH, 4®r cig | a? BGPORTOY the fornula W . _ _

cyclising a compound of the formula

i

. _.'/\/\. : 'w
e g, Ooper | v
| ’\x/\

~ wherein X is —NH—NH—R and Y is hydroxy of C1-C7-a|koxy or X is halogen andYis Hzr!l—R ;orXisCy-
' 50 Cralkoxyamino or azido, and Y is NH—R, and, if desired, reacting a resultmg compound, or an alkali
metal salt thereof, with a reactive ester of the alcohol R,—OH, or S
b) condensing a compound of the formula V- ]

o A _ _
55 : o
_ . R -—1'—- l‘t _ ' \))
3 e /o : B
X \z_z.
a 1
60 o - .
wherein W and R, are both hydrogen, Z is
' é <cot~a-1
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~converted into the free conmpound or: gr
caxresul tishg n1xture of isomers is resolved into the i ndi vi dual isomers. 2.
gProcess accgp éﬁ I%| % characterized in that a resul ting conpound |s_
converted into ano

-.conpound in which Rl denotes hydrogen i *Qupst.ituted.in the 1-position by
‘reactionterith a reactive ester of. the ;]_

_conmpound of the fornula |1, mherern R1

1subst|tuted l 80§I actlon Mdtp a reactlye este .
al cohol RI: mheammaor%‘){h R e bofll Blani o Wi & rrgﬁé;a

“the corresnaa%frwanmﬁm salGiRg twcoaegpsﬁdﬂgtfwaeonpaur.@onmw shif a.r

' [err] wherer n the two synbol s Wand R1 denaote hydrogen an
nts the grouping wherein R1l' denotes [err] ”M" pi ng LA
-and z represents hydrogen; or Wdenotes the m ﬂ,m NS

gsents R2-CQO, or [err] taken: t oge® resents |soi:yalhos are

-s...ub ect ed t .‘3’&1‘& @ﬂﬁrgrnwrseactr on and, |f desired, ‘a resulting corrpdund
i's: converte |rft not e

a- r‘:esultrng cam pound is converted !r’:&l’&rts salt or a resultrng salt is -

tcom pound.of the invention, and/or, if desired,

er salt, and/or, if desired,
Y conpound of .the invention by a process in which a

8¢ R1-OH, and/or a result- ing
es an al kali netal atomis

t he cor r espepatating aomixtoes, ofasod{etsrobmrreesmb thensgividianisonseasipound i.s al kyl ated or

acyl at ed, t he 1&cdytompoungebidirablegcesrdiagita the etoggsof clainid/ or a resul ting:
“nitrile is converted i.nto the corres- ponding ami de or hydroI ysed to the

carboxyl gre,m.a ({grm cgmrfcrg,pé:g@,g ggcording to one of clainms 1 or 2,
. character-

hat  conpounds of the fornulae | and I shown in claim
1 \}\/ﬂer ein R3ti& p&u&ss trorithé prdperation ot & 2ArYDERIZ0I0 1[4,3E]QuIRBIint3AD oF SH)Dhe bumabeneﬁi

't hé: group demplhedlamgll[err] [err], [err], hydroxyl, hal ogen, ‘tri-
. fLuoronethyl , ‘nitro, am no, nmpno- or [err] cyano, carba Yy ar&d carboxyl
"R repres@nts phenyl whi Bt t’s B{nsa‘bstrtut ed or substityt e&o

~the radicals nenti oned/f~ov=R3f yridyl, [err] or halrf\gehgp%r dyl, R1

one or two’ of

denot es hydr ogen, ?r or (Ehy ox¥ [errd™ or Rd phienyl) - 'J\e(rr] alkyl, (0.
wherei n the hydroxy oh/a MAOggr.oup is. separat ed froMf R ng nrtroge_n

~atom by ¥t | east 2 car bon atond, and R2 represents. hydrogen ®r [err];
[err], carbamyl and nono- or [err] derivatives of the (hydroxy or

~ani no) - ( Ph&GHeinOk, iRARSEEEot MORRMAYISentBN bi GfGEht mebérd Sdidcted Fon,-CRAIRYI, Cy-

prepared. 4£aikoxy, GPLPERMAIOATGREL] Miohéh, QRMiofimethyRi ritto, lanBii] MonoC bl &C;-Crral-
t erized 3n kylaaino,cayanoo carbsnoyf arki fverbbxyr; 1AL @hényil or[pbeny| subbtitwediby nH more nigineisof the

" hydrogen, atdispls asr definecbfoy Rai mdyl m&@mlwdﬂ o W’ saftoidy r Gx‘)#a'kv' 0f
fluorine, (MGG rdm % OF Rt tbF | whefein g@é?m gl

al kyl or a’I{g@’W @9%"63&3%% % e &wwat

“chlor- izge gaj r(ﬂ}a\soﬁﬁor Jnirh g)@ﬂ?ﬁ leneﬁé&ﬁp@und@%f@san

- al kyl car banoy Landytisingiat do Mpmrraan ltheCtosulaWwt nore than 4 39 - car bon atons
~.or gyano, or their salts, are prepared 5. 1.( Process according to clai m

“"1i_characterized in that
-i2-(p- ch&prophenyl) pyrazol of 4, 3-c] urnd]r 3-@!)! one or its salts are (N) .

prepare . Process accordi t oe cI %?% characterized in that
2- phenyl - pyr: azol o[ 4, 3-c] qui nol i n- 3(5H) ot s salts are prepared.

. wherein X is —NH—NH—R and Y is hydroxy or C,-C-alkoxy ; or X is halogen and Y is HzI!I—R orXis -
50 . C,-Cralkoxyamino or azido, and Y is NH—R, and, if desired, reacting a resultmg compound or an alkali
- . metal sailt thereof, with a reactive ester of the alcohol R,—OH, or
: " b) condensing a compound of the formula V

55 AN/
Ro—t— Ui : v)
3 o 3 :
\b/ \g_z.

wherein W and R, are both hydrogen, Z is
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7. . ... Process according to clai ml for t he preparation of
2- aryi pyrazol o(4, 3- c] qui nol i n-3(1 and 5H) - one conpounds of t@“iﬁrm“ ae I .-

-and I'l"'shewn in claim1, wherein R3.denotes hydr ml!u““s’ t han ,9\

|dent|cal or dlfferent substit- ent@O022RT®he gr rr]
[err], rer E’y‘ﬂrox . hﬁl ogen, trifluoromethyl, nitro, am no and nDRE-
[err], R P PeBntse eﬂ ®hi ch i-s unsubstituted or substituted by not—"
maL-e than 3 of the radi cals ment i.one ?(or R3 pyridyl, [err]- pyrldyL or
hal ogenopyr| dyl, - Rl denotes hydr oge‘g zal kyI or . (hydr oxy, .
di - Cl- @7-al k Iam no or R3-phenyl) -aI kyl ,” where.in the hydroxyl or
am no gr otns ¢ & ydieeanite ¥ Bromthe rin nitrogen atomby at Least two carbon
atoms, and R2 represents hydrogen or 187- al kyl; and their 3-hydroxy
t aut omeri c conmpounds; and Cl- C7- al kapay L4 éarbarmyl and nono- or
di - C1- @- aI kyLcar bamoyl derivatives of the (hydroxy or am no)- ( phenyl
phenyl en %ﬁ%ﬂ?‘ef br'SWE‘P ra"QaT qegiredcgpayesting @ resuiting FW"PH’&’U"‘

o)

R te Hﬁﬁ"ﬁgﬁﬂ, SR zergt;fﬂﬁ"sﬁ:mﬁmz;.a'

representg ef, MO resents -
H2- N- Ny, arzeAqa ds Z0€brdliy) codua‘.m d apri¢nede mpasese&ubalhgns résQEROLORPosHd iMD andther! |

met aI sal ¢onpherdeasfthe ipventiarcbycshbstititing a compaint Ve waish & mdfydmoeralndohm-boé‘rtibnﬂiyl or :

b) c ng'ﬁeﬁ\f,gmh hee#cammea ofvté; ;:;!‘aﬁ%r—é%g@nd /pr w!vem@rns wvewamnergﬁ 5¥:?
,[err] an é%f’ °% ' on
SR G
the i nVerveduhlnt &linpou di QﬁﬂcﬁQ ac)! §r6iid ard uhs 41aJoY Qbriverting Bt O

ts $-Sal t msunmrnnmulutmng ® mmgcanmmftr@dolymgmhdwmefcma(ycmmund or into

(sic) i nt§5 lqd %‘E EB?% sls dydrogen or gre
char acPerdicEl) nt’ﬁc;a &7 2k & ﬁ%%ﬂ%"’g‘ éml‘%ﬁ%sﬁm wg ff ti.)
conpound ggbstitueRts 'as el @t ﬁaypyﬁa afkylp 1 oﬁrn&iﬂ)”ﬁ,qy'ﬂ 6d3n

denot es hydrexge Bi-G, < akférhind Lor mswﬁdramt o oP amiviot roap is
react i ve separated tsém thecringiniteoigern amm lema/cenboraatpmsumd Rznsn dogepouidrekkylt he
f or mulda 19-Cyrplkanay! carhamoxiy 51082 ¢ di-Sifadlkyicatbamey! detvatives of e%% t('PVE’@E‘!eef Bfinphe

5- posi t i PMepy) of abrayipns) W‘% the al coho a
e e S e I it SR o Bl e ppestbn L SRR UP IR ol
and/or a resulting nitro corrpound |s,rreQUced\to t he correspondi ng. am ne,
and/-omsa resul ting am no conpound,i sllal Kyl gt ' acyl ated, the acyl groups
. being given in claim?7. 9. Pr\;c’e‘s,%’ cyAdi ng to one of cl ai ms 7 gupnd
8, charac- terized in that c8hpgunds df the formulae | and |1 given in .
claim 1, wherein R3 denotes hydrd¢eMy6r one or two substitu- ents fromthe -
'groupﬁom:)rl sing Cl-C7-al kyl, Cl-C7-ml koxy Cl C7-al kyl t hi 0, hydroxyl '

hal ogen, whérbih Ir1Gd ARFRIgBY. atiylor! d
r,epL esengmmﬁbeﬂykludﬁhﬂhjﬁkgndtaﬂ él@xy @Eghr& rQ ko @If %E.i:lr&ﬁﬂg rbétlﬁgo 3 me

the rad| tt'mlr-se mbhtllla;)b@m"feomﬂmpmqu |nd;d amiﬁ&/ oaﬂd/lkm no or aukyicaéb%moylémﬁd h 0r
.haI og cqrhongaierna, es it tigteo:7- al kyl or (hydroxy,

01 7 d EZ%@E#&H °; °efmt!°&|qt§‘1(rc'\m@hen -PYTAZOIch} Grchaujotior
am no gr ou { arbon
at oms, aévch h?ﬁ?g?gsents hy%ﬁ%%ﬁt%f%méf OQ?WT%D%%]‘%“%% 'c')‘il'lr"sg-'s| rBarmyl
and nono- ar A@roc%i;-aﬁb'brdidnd(tplciawﬂ:afd@amwdpadﬁdﬂ afatzlamsyr&falot[hscl(dalhdl‘rf-‘sworcyﬂ)-

am no¥% ( fq;muprhewl @n@;catad md swheesgirt R.Os\marogenr ortbemdre thah B Sdentidabor
" prepare ,u femof ly(fttﬁvre'k@w ErEiratiyitifio.a hlir®ky. balegeac tri-
oromethyl mtro ammo mono— or di-C,-C7-alkylamino, cyano, carbamoyl and carboxy ; R is phenyl or
phenyl substituted by not more than 3 of the radicals as defined for Rs, pyridyl, C,-Cr-alkylpyridyl, or
halopyridyl ; R, is hydrogen, C,-Cralkyl or (hydroxy, di-c,-Cralkylammo or Rs-phenyl)-C,-Calkyl,
55 wherein the hydroxy or amino group is separated from the ring nitrogen atom by at least 2 carbon atoms, -
~and R, is hydrogen or C,-Cr-alkyl ; their 3-hydroxy-tautomers ; C,-Cr-alkanoyl, carbamoyl, mono- or di-
Cy-Cr-alkylcarbamoy! derivatives of said (hydroxy or amlno)-(phenyl or phenylene) compounds ; or saits
- thereof, which comprises '
a) cyclising a compound of the formula IV
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i.zed in that conmpounds of the fornula Il shown in claim4, wherein R o

es hydrogen, -al kyl -or al koxy with in each jm jm
oxyl,, .fluorine, chlorine, bromne or triflu mw I mﬂl&m:népres' ns
rogen or o=, or m fluoro; or the00220T8, are prepared 1%. Pr oCeéS’s
or.di.ng Lo Clﬁél$m 7, ch‘aracérerlré?d in th?tﬁlk Iog?n qd
2- ('p- chl owberpia 5 4

prepared. g&szed reacting, & yesulting cofppquAd, °b$*b%'§i o (S'te 'é? rr?ﬁ%t'e'u tﬁe
parati on, FERARAL t‘&arns.g&q cbapmatofaefaﬁma\«ﬁ corrpound accordi ng. to “the
- nventigon fromone of clalns 0 6 I-s processed with a pharmaceuti cal
. sexcipient. 13. Process for the prep'&ra"tl on of a pharmaceutical pre-
___'par ation, characterized in that anqa.c.t:-i-vé conpound according to the M)
*invention fromone of clains 7 to 1% |§/p gessed with a pharnmaceuti cal

= exci pi ent. -42- Cdains. (for the Cont r ac ing States: BE. CH DE. FR GB.
01T L LU NL. SE)  (as printed) 1. A Corrpbund of the.general fornulae |
“and | [ethre}ersel n R3 is hydrogen or not nore than 3 identical or

" different nenbers selected from C[errItc_C[err] al kyl. Cerr]- Cral koxy.

Clerr]-Cral kylthio. hydroxy, hal ogen t Yeki onethyl. nitro. am no. nono-.
~or. di-B-derr]-al- kylamno. cyanor- bamoyl -and carboxy: R is phenyl or
phenyl sulg§ Rlidlhifloda, 4hal it WBdired, Lddaverting &f rebUfng! RS Snt8 anétRéri dombodnarof the
Rierr]. pydvbdigh..an&or, G desiteli- @hieyting arresiiting campobad io gyarsatﬂ}ﬂereORPe# repuling salt into
hydr ogen. ti@[cerrespo |r@rfre}a-camkguhd gwmphy@hqyﬁglt argﬁ/orq pirep %pqptwgp MHftyre ofjgomers

p R[err]mhehﬁyi"d@m °'s rein the rox
se‘par ated f r% e‘% nv ntlgptb %ghz;\%@ ig oé\vﬁe_ﬁing rggult &9 FuPHRa Anatlh is
. hydr ogen acm War df fd dicoho! Hﬂcﬁ’@l&hmﬁﬁg a ﬁsulﬁbﬂdrr]poatdkdlﬂwl
car banmoyl sorfkGid G mCWh |H‘ &1 dikati Gle€l Btbm, in the 5-position by reaction with a reactive ester of the

L. al kyl gsar hasmy |R,4oH, amdtor \hwomngsareslul(ammvomcomm to poeﬂmg phenol,

" phenyl ene)nd/onpdusind 9 resuitant pifre sommemb'sfthe cprresgopdy 17g of ¥YEIB AN |
. of the foref arr'maﬁemqu"d' e § ﬁﬂ% X BarS ' Bpthgm@,

| dent | caI a% Qj ‘;tfm f S om }om C,-Cralkyl,
ﬁhé] h &pr‘hauageky Ertflhbr@methﬂdhmﬁy amhl&,l @ged, or di-C;-Cr
o t ri f I uor orm& ino, d% d‘@arbﬁiiﬂynmd)dfarmﬂoﬂ i phetlyl-dE{pbeny] subptiut a«?ﬂbabkwbramom the and
. the ot her sshstitvedts as defived fveﬂsmal'dyh iouw@mnqvhorcnaéqpmdﬂ alkyl or

- accor di ng (wdroay. aftirGr-C-gjkylamigo érﬁa ?“

hydr ogen % %ﬂngms b % hez;l? or
riv. (hy roxy
Clerr] 3%?[? ;EL% CW oaL .teaf y roxy ha ogen. trif

-1 uor onet hyl". 100 Alprdeessabidrding toeifer on:lamﬁH r&p € tHe-pEElpenatign-ohb korhemaid s thedgfmnb n
car banoy! aamd:waau bioiaim R, whergit&¥iy$ hysiroge I oss gy, eagh senty “Q)ﬁecat%’"

: Sof
" the subst |hv1remf§mase griering chfomige orfrifiuo ri t ther

. gal opy ¢ d¥t :E éﬁé gg@rp gpm ]7 I?e ?regﬁrggyp oé%’f@ugw qyl py zolo [4.3%]
q err] fL“ l% Fg Rf cluke Bh? Wdrmedettidal plebsthtioh; ®hiky 'comﬂhf%ﬁ leﬂugtd’le

" hy\ droxy Orcoﬁﬁﬂu'ﬂ@ a&fo%\ﬁ to any BRAGtalaRhk T tOBTWiINE pharmgeeniidar cgeen. at om by at | east

.2 roon atofssA modsdjoe g masufdeture ofye Phamacgutical preGiretion] whitlk gpmpriges mixing a
" conpoursl Zewmpaudi Acsordingcto anyrere effclaimge7 taotorwithaepharmacgutical Gfilekei n Rl err] is
"hydrogen or one or two nenbers selected fromlower alkyl. |ower alkoxy.
1 over al ka.Hyd oW 50K . EIMY Efbracs’: ] S SETPRA, L ONL BB NO. ONO- o
dii-lower a am n and the other synbol S nave the neani ngs given I n.
‘claim3 5. A&mmandfamalesghmglewecll aim1l of the formula Ill [err]
wherein R' s hydrogen. alkyl or-alkoxy. each cont-ai ni ng 4 carbon atons.
hydroxy. fluorine. . chl &Fme= prokine or trifluoromethyl}:- &rrdRR' is
“hydrogen. al kyl or al kexy, |ag cont ai ni ng .4 carbon atops, hydroxy.

fluoring. chlorineg /m'he, tRi-flu fomatelpyl i t_r_q. a!m r10 monoal kyl aghg no
o- al kyl car banoyl arﬂ 1]\ C,H containing 4 car bod at* Qrps \cyano or a salt
thereof. 6. A corrpound *accor mg to claim1l of the forﬁ1 411 as indicated
“in claimbs. V\/nerel n Ris hydrogen. alkyl or al koxy eacft contai ning 4
. car bon ato 5 u e 816 l Q antpge dliféréﬂcti' { tan;wleerR is
- hydrogéh cU zé, acd f AT °".f.'.’.%°?“r;3 ﬂ’sﬁ' aﬁm A i BE/einstye dveatlame
-t her eof 9. d& as:epa ,-@ﬂm Ocy@n oa m ylarouueaebo&ﬁ RORp@ED®Cin ptényle non

~10.- A COm%Glbwﬂe a6 Gﬁb’sﬁuﬂﬁartaﬁ pltks 3ides fdicaux meptionaés piwiy B oeioyridyle udratfgylpmdvie en
- phar maceutd, aa, opiuealogénoyridylerRaearése aﬂ b e aleqyieredihd & oY 4 eg'y ijcH g%
"¢l ai s 68. aRoylgen 8 HifcAMIno gy Ruphenypls f"é%%'ewéﬁtfe"vs%ﬂaf“ rFat LB A
;;pharnaceutlcal preparation cont ai ni ng a conpound according to any of clains
~ 2.4. 6. 7 ana 10. or a-theraceticaily2acceptable salt thereof. 3. A
- ~conpound of any one of clains 1. 3. 5. 8 and 9 for use as a psychoactive
crug for treating the human or animal body. 14. A conpound of any one of
: clalns 2. 4 6 7 and 10 for ‘use as a psychoactlve drug for treatlng the
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pharmaceutical preparations. 17. A brdcess for the manufacture of a

c2-aryl - oyrazolo [4.3-c] quinolin-3-(1 or 5H)-one aim: tb\\
"vvhr ch conpri ses a) cycli sing a conp & t he fHIﬁIHﬂ"“ﬁHl‘“M“Lnerm o
~is.-[err] and,Y is hydroxy of C[er]%(§ll ﬁjL’ al koxy* ot X8 hl ogen and Y |s'--

HN' R or Xatbr?le g‘uot&:B@LIM?fmx%r%r de hifffles RWdrb¥nd, 5t AYFedReseB Un njdroddfs bd Gl

reacting Quchésd s @alitomBred B-Kytlrdxy TRE aérivé‘s?ﬂld‘andyhfﬁ’n@?ﬁ C,, \Shrbdimadyle, -
reactive esine-rmodr-atcbﬂe on CQhoi-cﬂ[amoyl} dﬁ-tonmoséb)hycmx;d@nmm@ (nlléas(mqnomédyltﬂa) t he

f or-mul- arsvnr[eeﬂ rle-rmsqn and er1r are bot h hy dro en : aug qA/fV
and Rl e r] f‘g ign ng % oen is
[err] ana m b n.tﬂm ﬂd%r&?’ |
convertin -ﬁboie@%H Feé srymﬁdaﬁmwa 4§\ dhs ad) nercatﬁﬁﬁpoun e | nvent l on and

or. it desr I ®ctomposdy edldn ﬂge\endumoﬂ 1 umg»mmspcoumcbumatrqprmmahm hidngéaoéu ©T o
resul ting deend tubstmaotSt dregrsmerd lsrﬂm ¢\ Gf @lgo:g un€r @rcoxlthpcﬁnaﬁ’ncﬁ ﬁerhvd;f%vt

and S{du;%vg i Lt wﬁm e ﬁ;ﬁtﬂ?ﬁﬁ% oA

a
claimt? s%y Beh c[g BleR h,ﬁ,una eSS
for thersprhﬁﬁéwaixlaﬁi’ho sipﬂréadiytoriibyd&ﬁﬁdn nby‘huiimf: u el 1 atdmesldeOdartiohy, ebRe of
t he gener zdprésenterun hysirdgéemob dd alf ngw-ﬁél n err |s h dro en or not m)re

‘than 3 ident4 &amp@ﬂés sRlqry 'ér'@'ﬁﬁd"ﬁ‘ﬁ ‘r'sf;g@{@df’e 3 ur_

C- Gal k@r bro Ij,mtr%g g:% f l?n | g'{gfgghelﬁogjnq r Lﬁe '
nitro. Eams flca n%s fis m no, o o arno_' and -
car boxy; l5$CB séldn I bdrcaﬁ&lbﬁtqbiuﬁdsdwddﬂﬂi |armrnané inan 3 of the --
radi‘cal s as defined for Rlerr]. pyridyl, C[err.] d err]-al kyl pyr|dyl or

ot opyridyl: Rlerr] is hydrogen. ([errj= AW, or (hydroxy. -[err] or

-R[err]tzghenyl) Jerr]-derr]-alkyl,whrein Y hezRdr oxy or amino group is
seParat®®d fromtne ring mtrogep af onf by /aol\ehést 2 carbon atons. and gy

Rlerr] is hydrogen or C[err]- ~ al h‘g&q}-helr 3- hydr oxy-t aut oners: :
Clerr]-Cferr]-alkanoyl. carbanoyl or di-Clerr]-(err]-aikyl carbanoyl
. derivatives of. said (hydroxy or am no¥-(phenyl or phenyl ene) conpounds; or
a salt Wh@pébfrepreﬂqmewndu yénsem %goyleyelunslc aaeq:é) wfd-sdfatm dé garberieaur

[err] wherfgrpyxun duor NPi-cNPF° % 'Ei" %enﬁarnrggsé%e 3'{) X

i s hal Oge’fmﬁ%ﬁ% thE§ m::ﬁ §r‘§un3°31 % bal éﬁﬁ Qfm givg%cha W s

[err] and arbBﬁeaG R QydRo, &S Oun

== Sal t .t b®er eof ¢: Cbimpbeés selRACIE | re@nEISALIOH 1o&u.téwre§ﬁoﬁalaﬂb rR[fernru]e ﬁi—bréwnteb)dans Ia

. condensi ngevanmnmtm pul Rbfeptésentefunrhpdrbgind/ up @lcoyle svnavadory adé@inchaliye fais @ atooe$ide
hydr ogen. cgrbene, ""1'"°f4'5" Gh'de" IRfasierdu Ui"éﬂf@[’@mﬁlf'!ﬂes['”erep]esmm hydggéngy i s.

[err] and“2°'$_‘;Ey' ’Eg% indind; rs%l CO. or [err]

togethgy is §30% ﬁb.'og,{;g éfs?e ¥sul ting conpound

i nto anot herg, rcamp@aaa atnhend.dau G, la@lfins r&rmonl&mde%wsedeesfaerw@béybma

resul ti ngpesonpound i nto a salt thereof, or a resulti ng salt into the
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