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&5 9. N-Hexanyaro-z|1H)-azocinyliden-4,N’ -giphenyipiperidincarboximidamid.

—-—

B 15




_’;r’c')'phenyl') - 4- nor phol i necar boxi mi dani-de hydr oi odi de, which nmelfs at 245
Pbt ai ned. The starting material used in this synthesis is prepared as
Q\f{\? 3 g of norpholine are added to a suspension of 7.5 g of
B -1 uor ophenyl ) - S-_met hyl - i sot hiour e@ maﬂBI ori de i'n 30 M of "
: ?:‘lln;rl !l'ﬁe ;-221{12‘&@{5:%)(@& %rtlz-fﬂm-ea?‘otc%gh&éf‘ q{?ﬁ%«f‘ etﬁ)yl ﬁ%ﬁ%"lncgrboxldwlaamld d the
Edue is recrystaal- Hbﬁﬁ#ﬁr&-ﬂﬂlﬂﬂa@ocﬁﬁlﬂﬂew&(p& uo@aai/mmdmes.byi.maeetdat e.’
b- Fl uor ophenyl &Hmhvdr@ﬂdﬁ)fammlaietmklmﬂrdmrdehﬂ n\d)r«bdordbqlmmosimlmm S’

2100 is-8btai g( ) zq_:m5|| ptolyl-4-morphollncarboxlmldamld

15,6, 7, 8-hexa y Eﬁ‘ﬁmgﬂ@ jigamid.
Hensi on of zaréo,g-m R%i}t ri E:E'Eomat oﬁy&fiiﬂ xaﬁ'pl

DOXI m dam de hydu-ae)advddmaz(nm-aidimmdeow' ﬁmaatlmﬂmtamylbnaerazTrf}earm:dﬁnuamd| S

Fred on, t e M%Taummmﬂ?‘emédrgggph?gux for 12 hours. The -
tonitrile is ) and the r

i - apfiea? . & dinden @ S Ss. .
.2;'0'7’303 --29 - arm?yﬁﬂnﬁcﬁvém aﬁéﬁe’?’blmg}){meﬁfé v:d {‘m n&pﬂ&%&f ?nere Verbin-

ate. N Hexq aungen gemdss Anspruch 1 und Saize von soichen Verbindungen. - :
i 0- 2( 1H) -mzoci ZZyH’hadeazemB&he frﬁparanefemudteodmhhydr Yerbimdiinge Mermn Odhe rie-17 und 20.

_bOXI m damni de ngd nungprs des nsariche) I—(vhynd|20, 2y MWF‘EW nfidigbetise, fr ee
el h E

e and this ig lupg, A cYPEATIPSRT ok At oo T e s e "ﬂprvemphafmé-

)

tone, the pro sur® Brst%m%g WJh&e§b@5rﬁduﬂﬂnJ§?§n%+ Brmbi9r this
thesi's |Szaprepared as faollows:-8 g of nethyl iodide in 20 mM of di oxane

2 added to a sol ution of 11:'g of N-(mtrlfluor &t hyl phenyl) thiourea in .
il of dioxane. The reae- tion m XLUL 1§ @a the water bath for 3,
FS The di oxane is evaporated off under{reduc pressure and the .resi due '
ﬁecrystalzkl zed froma mxture of. isoprgNanol / et hyl acetate.

# Trifluoromethyl - phenyl)-S-nethyl -i g0t Rour®a hydr oi odi de, which mel ts
£200, is ob- tained. 3.g of nDrphollne1are added to a suspension-of 9 g -
! (mtrl fl uoro met h hen ; YO N k&S, NiBdedikenYioxy,
Ace 0N t 1| Riangds Euh 7@'?6 a%iﬂég% ﬂa{xggo L%ﬁlusﬁﬁg ?:%JraAriﬁthuemeho Dinieder-

'Erl ng. The amﬁsrmm tsmfbxﬁyu Nie@at a0/ Adne/al lﬁ-‘édewndtsmfamdmaebd pdss Nigderatiaxycerhenyl
¥due is rec lsgtstuaiehorzmﬂdnvlraabm anctﬁzntlabhengm‘voa@@tﬂéﬂéueé?fﬁ oy ‘1 afiyl mit héchstens 10

i lky! enyl .
i r I f l Uor O- tl %’ée:;ﬂb Wagme rgr qsrkztmhgﬁﬁ oaénstmt&ﬁm in i
i at 220 ?ﬂ ﬁ & ngr;?:o theO ger Kette durch Sauerstoff Schwefel oder Stickstoff -
o 6, 7,8 e)&ﬁtQ ‘e:ﬂ‘ﬁ&rﬁn@%)ﬂ@mgs'e%ﬁ%ﬂ&m ftyl\blediduiten ] ihre tduRgnerem Varbindungen und
iensi on of 3alze, gvoeés dié pritt“plegiér? beawiphekenl Remte duirtistons i Kohlenstidfatogner ayfweipen, dagurch .
W5 n of aceeksnmzeictinet das¥imenni xt'ure is heated on the water bath for 12
s with vigor otlgne¥pipinfrng derfrEmelllet onitrile is evaporated of f under -
tced pre§§ure and the residue is" recrystallized froma mxture ‘of

-------

Ctone/ ethyl acetate. N Hexahydr oXptiH=az@cimytTdése- N - p-tol yl - 4- (")
10l i necar boxi.m dam de hydroi odi de is obfained. mp. 2400. The starting

4iri al for the above synthesis is prepared as follows: 3.5 g of
f_ollne dfe added to a Sus enS|on of 9 of Np-tolyl-S
41 - i sot hi Slelincso tba i ded'l{] equeg e P fqbﬁtiteeftevweewass bedeutptgoder sine
0 303 - 30ha CAL reéit:e aP rggfv%— % ynjer der F?rmeHangegq!ﬁ@e Bedeutung
fonitrile i's evaporat reduce essure and the residue is = -
!ystalllfﬁd froma nlxture of |sopropan d ethyl acetate.’

£Tol yl - 4- mor phol i ne- car boxi m dam de_R ydi de, which nelts at [ERN
3bt ai ned. Exanple 10 2.8 g of 1-aza-2-nmeNk&Xxy- 1-cycl poct.ene’ are added to -
ispensi on ‘of 3 g of "N-phenyl - 1- (4- car bet oxypi per azi ne) - car box! m dam de
;ochlorldﬁ in 200 M~ of acetonitrile and'#he m xture is [reated under )
jux for 12 Rk 8, did BRersRl FEHRMB | iafgedMRROB AU at, odsHiite sbaEMmRTcRERSRUERet, it
ét he r.esi duder Massgabe, dasst resel einértdar S bemet,.axzezder X, eine abspaltbare Gruppe sein kann, und °
ix ahy dr o- 2( [wdpsio Zﬁ)ﬁﬁ’ ﬁwppen )g )&Ngerms hlg_ns(qj_fatom durch eine Doppelbindung gebunden ist, .

' 0 mi Hjn o- oder Iminogruppe entspricht, die unter
z”bet hoxypﬁ pg’l er’Xs %gflmert werden, um mrbarergruppqu‘ érsetzen oder . ] :
b) elne Verbindung der Formel IV
1

&
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-nelts at [ERR] after recrystallization fromacetonitrile, %s ob-
as a colourless solid material. The starting material for the above
8{s is prepared as follows: 9.6 g of N-carbethoxypi perazine in 15 m
propanol are added to a sol ugi 0200808. 7 g of _
#t hyl - phenyl i sot hi ourea hydroi odide in 30 nl of isopropanol and the
fiti on i s heated under reflux foth-M=GrcNH:s. The sol vent is evaporated off
"-_r reduced pressure and the resi due i's washed with petrol eum et her .
enyl 1- (4- car bet hoxypi per azi ne) - Qom m dam de hydr oi odi de, whi B’I’r
[ERR] after recrystal- | i'zahj ong,froma m xture of
ropanol/et hyl - acetate, is obtained. The above product is treated with
ir at edwat @bﬁsurﬂcﬁzd%mmﬂ%l‘pbmha!me@bémh iBedreumungent HaBeniyinit telneeVerigndexg teact ed
h et h§/I9ERENHoBY de. The ex- tract is dried over water-free sodi um
fate, filtered and the sol yent is evaporgted off under reduced. pressure.
¢ residue obtained is treatfed with dro chloride in i Sopropanol '
enyI 1- (4- car bet hoxy- pi ppra;i“@rb Qiedam de hydrochl ori de, i ch
s at [ERR] after recrystallizati ronpa m xture of nethanol n((y ethyl
tate i S obt ai ned. 0,020,303 -{31 - Bxanple 11 A nixture of 2.2 g of
j fhoxyphenyl ) - 1-4- car bet hoxy- pRper azijne) - car boxi m dam de hydr oi odi de
1 4 g of 3,4,5,6,7, 8- hexaa-ydro 2 rreth yazorin is dissolved in 7 m of
”tOI’lItI‘I|e and the sol ution is under reflux for 10 hours. The

l"l T r
2 so! S \% ﬁﬂ m&a ﬂ*f.'ﬂ‘%b*iiﬁ.ﬁfl .@1’31. AL T ERohotatpiottas] Rioci alkan.
: g’d atﬁ ofer @fn! eutet wobei, wenn Y dle Bedeutung van zwei Niederalkoxygruppen
( p-.net hﬂguﬁhewina hat,- d&w&aﬁﬂawmr MRRRR] WaskerStaff Beeiitei, dia tHutlenefy/ kb als
1 de, V\ﬁrnucﬁasmrtmt atns r after recr yst aI I [ zat ion froma m xt ure of

tonltrl;ﬁg E!"e’f 00 1&’?3 gn defi erF‘t:"l'e gaﬁﬁ'ﬂ@rﬁ"ﬁ’m pidks
ve # oo, ma%% 'z,.bur% {if g yi e
ir ochl ofdréiéhe | rgfup lpig $§édrlmi oQQ%@J&%Eo@fd«rﬁ for our s
Y100 m ofd mtwamhngeibamlmneonormemlure is cool ed and f| | tered. The

1dl}e/|s washed with water and recrystallized fromnethanol. A solid.

keri 8 nelting at 2260C i s ob- tained, ' consi sts of
fet hoxyphenyl t hi ourea. 5.3 g=h0-fNL|"CE-|l\a=t= er onpound ar e heat ed at (%00, for
fours with 10 M of nethyl .iodide Jn 20 W-"0f acetone. The reaction

et ones  S- Met hyl - N- ( p- met hoxyphe RJ SOtR]i our ea hydroi odi-de, which nelts
[ERR], is obtained. A mxture of! 6.42g o ' '
et hyl - %*@R”ﬁﬁ@%y&%"%m} e lsd?rtng' pw&g’ebbyeqr&dedt%' %e@rmvdeeZ eg“leo\]:on den

kar bet hgubstitierpel B 2ind &, ki Hee Glon R GU&IR, thét, LY ddr ah@Ad Gide MATHREchURgrlppe T Or
*houkas . béHagetsadeybaide A; 9ndRizpe Mumdctmfzﬁrummmut@ddje}e @bgpaites snd gewdinsghtdifalls

¥t ure is cooled, and the preci p:_‘tfﬂ S f |tered off and washed with

! |due |§Jsgtgl Qqﬂeggtggpswhf_lqt\e @fqﬁ QAVen\g scht, erhaltene Verbindungen der Formel |
Frosypig g ey it e e e
chrre recrystallization fromacetonitrile, ts

. ai ned. P@&WJpﬁ:cﬂ@fuzde%\ﬂnﬁfgséa at:at: 6, 7, 8- hexahydr o- 2- net hoxyazocine are

led with stirring to a solutlon of 2.4 g of

bheny! - | - ( A-vardhiepl zupiiqresiag Vi) nege@n Qranidintiativateniiel Eodmetir oiodide in 6 m of
Btonitrile and the mixture is heated under 0, 020,303 - 32 - reflux for
bhoues. The reaction mxture is cooled apd—diluted using 10 m of ethyl
Et ate.  An anor phous solid nmatgrifl-ds N -.@, whi ch becones crystalli'ne
per trituration with acetone. N-Hexphydrd | H) -

bci nyl i dene- N - phenyl -1 - (4- met hyl pi %azdne) car boxi m dam de hydr o-
|desgs obt ai ned, which nelts at ﬁ afflser recrystallization from
ptonitrile. The starti ng rraterl aI se for the synt hesi s of the above

duct f F &es ?ﬁ ?ag |ed§ratljkox;/k,v:\l|ederaI||;eny|cc;xy
E m tro, Amino, Niederalkylamino, Dinieder-
‘ t hyl %mk\é @‘Ejﬁ'\ ?N'I%§ rﬁm mgf" éim arboxy oder Niederalkoxycarbonyl
_ 60  substituierten Phenylrest R, und R, unabhéngig vonemander Niederalky! oder Cycloalkyl mit hochstens 10
Kohlenstoffatomen oder beide zusammengenommen einen gegebenenfalls durch Niederalkyl oder Phenyl
substituierten bivalenten Kohlenwasserstoffrest aliphatischen Charakters, in welchem die Kohienstoff-
atome der Kette durch Sauerstoff, Schwefel oder Stickstoff unterbrochen sein kénnen, R, Wasserstoff oder
Niederalkyl bedeuten, ihre tautomeren Verbindungen und Salze, wobei die mit “nieder” bezeichneten
65 Reste héchstens 7 Kohlenstoffatome aufweisen, dadurch gekennzeichnet, dass man
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rret hyl pi perazr ne is dissol ved in 50 m of [ sopropa'nol and trga“[—sol ution:
eated under reflux for 10 hours. The solvent is evaporated off under
—educedf pressure. The residue is treated w th petrol eum ether. 1-(4- -

ket hyl pi per azi ne) - N- phenyl -car boxi ni dnP@@ 893 oi odi de i s obtai ned, which
el ts at [ERR)] alainederbingiangydet Bdrinbizet i on from a ni xture of acetonitrile and
thyI acetate, Patent- clains for the: contracting.states: BECHDE FR GB IT
I LU NL SE 1. New guanijdi ne. deki vatives of: the -formula I [ERR] "wherein Ph
enotes a phenyl radical which i s optlonﬁily substq tuted by a substituent!
Fomt he¥seri es._conpri sing 1 over al kyt ydroxyl ,  mercapto, |ower al koxy,
ower alkenyloxy I ower - al kyl-enedi oxy, r alkylthro hal ogen,

ri f 1 uor-onmetweyih X, dié Giuppe FRFINADIn derNRined hgsbeNahtaIR sutith
ul f-amoyl | |amrbaeﬁqcymmzrdawp¢—mmwgﬁarwnsm Wgﬁa‘%ﬁ;&ﬁ%ﬂg iR
Ikoxyca’Pboﬁ'?‘Pe""[dEF&?J‘e%’rEP"PERR]“PP?M%MTPMe of one anot her denote Iower
Fkyl or cyeloal kyl having at nost 10 car atons or both taken together
enot e a-bival ent. hydrocarbon radi cal ﬁ aI| hatic char actér optionally
ubstituted by- | ower al kyl or. ‘phenyl ,.- hav} A4-7 carbon atons O, 020, 303
eflux frer 12 hours. The reaction mxturell s cooled and dil uted using 10 m
f ethyl acetate...An anorphous. solrd mat Bgi al |s formed Wmch becomes

¥ ySt al i ne witih & dlL UhitbrHefFdr Hexahyd :
zoci nyl i dem&msigﬂberuﬁésdur é-ﬂeglrg!% s%ﬁgggﬂﬁmn )éer ne }% al:,tzt u’?,:}
Dqt/de 128 . olwogin pieelder Ginippén zqexmem rfitdshy Koafehadsffawmaafa{ uoéaém. lihg deQuere'n ist, -
cetonitril g""eﬂ? 'apfqr Hesesat welchessietifehlondet heur&ymtehlesno@nmbe id@n&h,(memter'
roduct i.s & °§:§ 195'\/[;5""3%3%9?'{“3[96‘3"5?93}@ eqgetesh, oder

: met hyl - pheny |sot |our ydro iodide and 7.6 g of N-nethylpiperazine is
| ssolvedl in 50 ml of rsopropanol andp-hg=gol@jt i on i s heated under refI W)
pr 10 hours. The solvent is evaporated off under reduced pressure The
psidue is treated with petroleum ether. (4-

kt hyl pi per azi ne)- N- phenyl - car boxi ni dan}‘d’e ydr oi'odide is obt ai ned, whi ch
®lt S ate[ ERR] after recrystallization ftom?a nmixture of acetonitrile and
thyl acet alf! fin Py Ry dBd%wserfderqumdlembsmﬁéu BYGe R irgbeRabemimiClihdPRe®RaGHR derl
] LU N SE G Vi ne derivatives of the formula | [ERR] wherein Ph
Enotes a phenyl . radi cal which g optienally stituted by a substituent
BWIomthasseries corrprr sing-| ower }fal kyl , roxyl, mercapto, |ower alkoxy,
pwer al kenyl oxy, |ower al kyl enedli om@r | kgl hi 0, hal ogen, V)
fifluoromethyl, nitro, ami no, | ¢wer am njo, dilower alkyl- anino, '
ul fanoyl, lower al kyl sul-fanoyl, |dil ovverl al kyljsul famoyl , car boxyl or | ower
koxycaabonyl [ERR] and [ERR] | ndepenBent |y [of one another denote | ower .
| kyl or cycl oaI K havi n nost 10 car bon oms or both taken together
Rnote a bi Y, 'I"b?é| q‘??"d[" %‘k\;&dpdéﬁ'ogem ogdri Ykt iNGederalioxagrupmenoglib iamngdidhgn C-
:-:UbSt I-t ut ed thﬂV@l{I od ! lflgl‘ eni bgf&erat- el wemr?.llfqnaé ﬁﬂbﬁle&gr@%sulfat- %ngq_qgallggg,
B3 - ingt h&n@l’éﬂ;h [T-AtbrR ¥z 618 ARiDR eftfalid: Q&r,ﬁquﬁ ss. ff Eégn{iwgiéﬂ dq mor:yg;:rslp;:
Nt er r upt edfry Bm gdiegt, bt I5ded ni trogen, R3-denotes gl

i kyl, and hé? Yer B&i‘!‘@ﬁ%f?fmeb'drrﬂmﬁn@lsolandefm&he Bedewhegltatﬂlddeﬁz madndaeﬁaWasserstoff.

Bsi gnated FEHem ﬂ% o m%]‘i‘ ep Esterpines N@derw'rp'eamlse@berteh%us
o nul a 'ﬁlenvsm vt o el iln’ ohd e Togy OO DA cer vorste-
ibst it ut ed byd) i \etaskuhger @81 alibérdien FermeeVl €5 conprising | ower  al kyl ,
jydroxyl . mercapto, |ower alkoxy, | ower aI kenyl oxy, 1ower al kyl ened| oXy, .
pwer al kyI thio, halogen, trifl u,g[‘ro ytr am no, | ower al kylam no,
W 1 ower: gl kyl ami no, sul famoyl, |'ower ﬁs&{fa oyl , dil ower . v,

'kylsul anoyl., carhoxyl or Iovver alk ycarb [ERR] and [ ERR] i nde-
endent |y of one another denote a methy\ or ethyl, cyclopentyl, cyclo-
bxyl or cycl oheptyl. radl cal . or bot Rt akidh t(ﬂget her denote a b| val ent

ydr ocar bon radl cal c;[] 5’1 hat.i c chalr acter-having 4 - 7 carbon atons in
; n Ry und unter der Formel | angegebenen Beédeutung haben; und der eine von den.

) Substltuenten R> und R; die Bedeutung von R, oder R; hat, und der andere eine Aminoschutzgruppe
bedeutet, oder beide R; und Rj eine Aminoschutzgruppe bedeuten, diese abspaltet und gewiinschtenfalls
zusétzliche Verfahrensschritte durchfihrt, und/oder, wenn erwiinscht, erhaltene Verbindungen der Formel |
in ein_Salz GberfGhrt, und/oder, wenn erwiinscht, erhaltefe Salze der Verbindungen der Formal 1 in die

g5 freien Basen umwandelt.
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-'hai n, in which the carbon atons of the chain can be interru;ﬁgd by an
gpen; sul fur or nitrogen atom and which is optionally substituted by

I r a-PkyI or phenyl, R3 denote® 028 383 or |ower alkyl, and their
t Jl oner i c_ conpounds and salt where the r s _desi wer "
7 o b TARB e PR . BRI S B oo S ey

[tuted by a substituent fromthe

otes phenyl which is op- tlonally sub
hal ogen, or trifluorqaﬁthyl

ki es conprising |ower alkyl, | ower al
R]s and [ ERR] both taken togéﬁh | oner al kyl ene chai i'ch is
fi.onal |y substituted by a substiliuentgfromthe series conprising |ower
| or phenyl, in which the car Hal o of the chain can be interrupted
xygen suI fur or ni trogen whRgh Rs optional |y substituted by | ower
phe n b e Nz ah k\ﬂ?&pr AWMLY FormCanGebeBéHaR BESeu-
pr Ogefl"m n 'epé]gﬁiébjf"}é b"'pfra.@‘iz&wuncdepmwnda eeal tS, where
§§ pruch 1 0aaBiirch GeRerinadichnet, daas ipameine \(erisndyng flas Eprmely
‘ouncts of the forrrul a , in which Ph denotes a phenyl radical which is
q f) yal Iy substituted by a substituent fromthe series conprising | ower
X | ower al koxy, halogen or trifluorogethyl, the -NRLR2 group ‘%ﬁn be
"-roI I di no, 2,5-di methyl pyrr dni<dNRdG ~pisp&ri df no, 2- net hyl -
enyl pi peri di no, hexahydroazepi nol norpfolino, 2,6-di- 0 020, 303
& hy| mor phol i no, thionorpholino, 2,8dine pylthionbrpholino pi perazino,
-nyl, N-phenyl, N-benzyl, N-nethoxy- or N-ethoxycarbon $é)era2| ne, and

enotgmwerne)gm;g?wd G%Jgseébzdewﬂéfk 1d Rsa‘ﬁﬁ' ?%5?’?‘“('&[3?"8?%? nBegRinIBY unds
sal thebenymitewem g i'g kiar FO@kE! at ons
5 GH% gaé?mat"ﬁ':'em“Thof rruip‘m%[= gm}%' Mg%gragﬁ%‘ﬁt;z%&ghenyl _
é‘al V\/mch I's optionally substltuted by a substltuent fromthe s Hes
rising | ower alkyl, such as, forNg le, methyl or ethyl, | owe? ‘o
such as, for exanple, nethoxy et hoxy, hal ogen, such as, for
, chlorine or brom ne or triflyzor\orret hyl, the [ERR] group can be
: | - dino, piperidino, 4-methyl-mr 4.phenylpiperidino, norpholi no,
-di - rreth | mor phol i no, pi perazino, N-nethyl or
_ pt ho ’E H‘gﬂFi bhaspzﬁrnepe hedey d%ERR]’h e Hod Bsdigynterggemel apngegebemenrRetdwy|  or
iyl arePer e eb%?‘?"&’bE'S‘r‘Pﬂ hersmelll salts. 6.

Hex’&hydro 2(1 H) -azoeci nyl i dene- N - phemy - | - pyrrol i di necar boxi nid- ami de.

- N- Hexahydro- 2(1 H) -azoci nyl i denﬁmw - | - pi peri di necar boxi m dam de.
' N- Hexahydr o- 2(1 H) - azoci nyl i dene- N yahenyl - 4- nor phol i necar boxi m dam de.
i N- Hexahydro-2(| H)-azoci nyl i dene- 4, I\!‘- di phenyl pi peri di necar boxi m d#)

I dese 10. 3

XY,
I

| { Hexahydro 2(1 H)-azoci nyl i dene- N - phenyl - 2, 6- di net hyl - 4- nor phol i ne-
A oxi nf Qﬁh er;l'éach Patentanspriiche 1—4, dadurch gekennzeichnet, dass ein abspaltbarer Rest in den
(1 - Mevdiih TR6a FGmaI, 1D, 1B GRCT B Nid@diatyithio [NiGSaNsIko 8B @i Bhlbgea dadeutet,

i ndsd am:b:é&dle ﬂnﬂ meder" bezeichneten Reste héchstens 7 Kohlenstoffatome aufweisen.

3 % ] 'B?Wé‘ asg ei fe _den
'.'Hexagydrr@gd der meln 1'Ialgs[ﬂb ur?d ;rlf Mﬁﬁu !tfw g'ﬁeth Xy ongl 1c%omtm§:a:@r§?é sutet.
I m a n nach Paten nsgruch 1, dadyrch gekennzeichnet, dass man neue Guamdmderwate der

Hexahyﬂ{,,qe,% -azocl ny (ﬁene l( ? fn ["uor onet hyl phenyl) -

204,303 -35- norphol i necar boxi m dami de.

Hexahydro 2(1H) - azoci nyl i denept{\LNp. a:o.lhy
N- Hexahydr o- 2(1 H) - a200| nyl i dene- N1 phemy<|

‘boxi m dam de. 16.
Hexghydro- 2(1 H) - azoci nyI [ dene N - ép heg hoRX3/phenyI ) - 1- (4- car bet hoxy-

erazi ne) car bOXI m dam to Njederalkoxy, Niederalkenyloxy

Hexahydetn l It |o Eal ":c‘%!l Mer l@d A deréiki 1 emiad lDitieder-
dam d@f;ie_fﬁ yl re y 3 defa kﬁlbd’l‘ﬁm@l ﬂ:Zrbox&QodeSﬂleﬂS’al@:fxy@mppﬁunds

rr§u § en Phenylrest, R, und R, unabhanglg voneinander ein Niederalkyl oder Cycloalkyl mit
héchstens 10 Kohlenstoffatomen oder beide zusammengenommen einen gegebenenfalls. durc}'\ thgdg:;

alkyl oder Phenyl substituierten bivalenten Kohlenwasserstoffrest aliphatischen Charakters, in w: ‘r:\ nee e
Kohlenstoffatome der Kette durch. Sauerstoff, Schwefel oder Stickstoff unterbrochgn Zem (t)"medera
Wasserstoff oder Niederalkyl bedeuten, ihre tautomeren Verhindungen und Safze wobel die mi

bezeichneten Reste hdchstens 7 Kohlenstoffatome aufweisen, hersteilt.

pr phol i necar boxi m d- am de.
- (4- car bet hoxypi per azile) -

65
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20. Pharmaceutically acceptable, non-toxic salts of corrpounds‘agf claims "4
6-18. 21. Hypoglycaem cally active conpounds of the fornula I and \
corredpondi ng taut omeric conpounds according to claim1 and salts of such
conpounds. 22. Pharmaceutical prepar@t020s3@3nt ai ni ng one of the conpounds

of clains 1- :h?véi‘ﬁﬁiregﬂachg entg Gru‘érP‘ITQQ %e%Lniéchme{Tﬁg} mjaze)g%gqm%% dfoéﬁ H’%ﬁé'?s

ant i di abet dgnsn PR 4inerd)§ nehf Wercaptd, Niebéraik
preparat i ONIeMTaIMmumNHdm@WIthEOHﬂOant TiEflusem Nitrop ARS Nie ailkytldiieno Dlnleder
pr epar at i off<véaming \fulfermyli N!ema"wéﬂ\ulfm i Q'elsdqoﬁlkv!sn@aﬂvbrqvchoav Ioder Nl@'leﬁﬂl@?(\&%onyl 36

- [ERR] *whgoRiHo @é‘?’ 5 f*’e&@ser Beich 28 w"'ﬁmﬁtﬁ’;ﬁ" et E{” ed
oo St Bl e ST A e ] e o
nmer capt o, IKdiWﬁEtoﬂAt Hrfierhin dér@des; indlelchéry nxym sfBtoma bidr K h@iSauerSt¥fE Schwefe)
al kyl t hi o, oden Bticketaff umerbNetmvr itekdngén, RpMasserstafinodeoNiel@auiieyl bedekteh dihterteytomeren
di | ower " Yap® Yypadaatm i’ Siter 4ReRjIdie mBviieder’ |bpreichnatemBaste hqshqtmér Kohlenstoffatome

ise iit.
al kyl sul fam)ﬁ? ﬁé’”r OX¥n P4 terltﬁl ctth k%é&’u?c%r %mzelch[n lg-ﬁlz\;lahhdro- (IH)-

i ndependenazbcyny!n erONEbhamALi-BHFoli mla@éN% hé oF " cycl o
nost 10 car ban uértahtenoraclbcrhhnﬁadpemhtngﬁa&raf gd@nmbichnat, h:iah’s’lhﬁﬁtN hy:dﬁfui@ﬁ(bmﬂ

radi cal '-’ofaza‘f"PV;B cphen*(hi-a'eere#nc eXimidamidyhesstelist i t ut ed by | ower al kyl or

phenyl , ha:}éb.ﬂré[:h X N 'ﬁﬁ% réfg‘b SPrY oxm%’j:{:}n ’ ‘ﬂ ,s;ektleE"ﬁe'ei\’/}*\'iebH“z-lﬁsné'ae('ahj -‘HeehedreopiHlof
the chain Can2.bertahleR: ef;iy{emgg,c,me{ r REE an n&\t',\ﬁeﬁ‘""
hydr ogen oazodumnmn-mlphydy;zaaidaetﬂvea dhoipautnedmdxirﬁidmarnau S ang sar‘ &
t hg radezal s designated with "l ower"” have 7 carbon atons at nost, ,
charact er i Qleihsifér thé1@dntiagting Stre8) 8B CH DEFFRIGBATLOLLINLSE | | [ ERR] wherein [ ERR|
denotes the Ph-N= grou i n which Ph denotes an optionally substituted
phenyl radi cdt”neye &"ﬁ“é’f?ﬁ\?‘a‘bﬁa@"‘g‘?’é‘lfpm"‘)@ ldenot es the [ERR] group, wherein

[ ERR] anrsl [ ERR] have the neaning-indicat ed u r formula I, or denotes a
renovabl e group and X3 denotes the gﬁrog erein [ERR] has the

neani ng i ndi cat ed under the fornfi es a renovabl e group, Wlh)'l
the proviso that only one of the substNtuent$ X1, X2 or X3 can be a ,
renmovablse group, and wherein one of t¥e \groups Xl X2 0,020,303 - 37- or
X3 i s bonded to the carbon atom by a Houbre bond, is reacted with an am' ne

i mne r. e. i
G e i Sl R el S Sl G
conpounds Obmirbe IowaF ltyIamihd, @ERB} dpameioN sufamyif EIRB} aRy1SlifpAnftR .;haueamybenfamyl i

meani ngs i nﬂbmtoe&“@nﬂl@quamn\ﬂmmf@ and R, éndependentiviofithe ﬁh%t i @Lkn@r gcioatird

general fofRAANA, PHAFEPIN o prhHsakep pasther pre g a'ev 9| gfal i
R e e AP R S e
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alkylene chain which is unsubstituted or substituted by lower alkyl or phenyl, and in which the carbon
55 atoms of the chain may be interrupted by oxygen or sulfur, or by nitrogen which is unsubstituted or substi-
tuted by lower alkyl, phenyl, benzyl, phenylethy! or alkoxycarbonyl, and R, is hydrogen or lower alkyl, ora
tautomeric compound or a salt thereof, with the radicals qualified by the term “lower” ¢ontaining not more
than 7 carbon atoms.
4. A compound of the formula |, wherein Ph is a phenyl group which is unsubstituted or substituted by
60 lower alkyl, lower alkoxy, halogen or trifluoromethyl, the group —NR,R, may be pyrrolidino, 2,5-dimethyl-
: pyrrolidino, piperidino, 2-methyl-, 4-methyl- or 4-phenylpiperidino, hexahydroazepino, morpholino, 2,6-
dimethyimorpholino, thiomorphotino, 2,6-dimethylthiomorpholino, piperazino, N-methyi-, N-phenyi-, N-
benzyl-, N-methoxy-, N-ethoxycarbonylpiperazine, and R; is hydrogen or lower alkyl, or a tautorheric
compound or a salt thereof, with the radicals qualified by the term “lower’” contalmng not more than 7
65 carbon atoms.

20




. 0, 020,303 - 38 - wherein [ERR] and Ph have the neani ng(’“‘ii ndi cat ed’

lder the formula |, and one of the substituents [ERR] and [ERR] has the

Hani n " R2 or. R3, and the other depgo ,,am no-protecting group, or

it h [%RR] and [ ERR] denote an ami no-ﬁrbﬁécﬁ&%g_ group, this is renmoved and,

it desired, ad8liveifahemlnagh FatenaRspeuch |, @Bdurdd gBkenadelchftl dQéJtman@QrQ{n%ng%t &Q‘Z esi, l[)Ie.d,
'y

inpounds  ofdeRencPhf sinemgegebenentatistdunesiedeealigh Ay @bty Meicalits) NledsAlkbxy, 8lkeny) 'f;;‘

isired, saljsenivigpdine. )y fo, Helegeng Triflvormelthyb Ditesi, AdthoaNizde AEWERTIAC Bintedbrd
R R e e S
ir t he pre@ateiek@ odes Cﬂ%ﬂé’;ﬂ}l@&i er e ah| engmmen i egebene ’ ledar.
ier ei n Ilgh %0@@5 Peenghaubytituicreedi iadlentsh l(i:ll\1ehwﬁias@eﬂ&tbi%.ﬁlF lii{ha% §f b'hiﬁfée@? t'e er7
Jibst i t uent KP'P'BgiPFf mersin der et iyyyeichem die Komerstoffatiityib der IXHE dukchlein SaB&6 5hweral
iHver  al kgxyJoe| o "gegrjgﬂ'.‘ﬂkogg." J‘iﬂm aegsenstasiinde Yieddraliyt bedalitey ihdei tsytomeren
4l ogen, £ 1 b ,ﬁéghy. FERIrD, LMt §ederq ReteicaneteR Eaﬁﬁ%'&f’,"“%?“ﬁ%"'%ﬁhﬁdtome -
i N0, sul 1 anoy | Verfiowenaed kbrisfrddiDN) dadlichOYRbnrBllitbs Wods Y | w1 EBLDOXYL O
jwer al koxyrosinyideryN’-phemRRpyrenfidinéatidbdmidantiepedsent | y of one anot her 0&h :
ver al kyl r?oqgg'%,ﬁ,éﬁ"k ch {Fatpptapgpeich rfp dedur@h gekeivmeictaib messOMmak (N-HesaRJdRil(1H). ,
hget her éeﬂzof;gy Y ,ﬂpgﬁgm;'%: pURfeddeeelt of al i hatic charact er |
pti onal |y sdobinidénit e pheRyi-aliiioli ;'R\;Jd,’n%m‘jggg%_ FHEWPN g %- TeR oAt n
e chain, i n 1@hVetehtehenaciaPartamhaioh 101dad gekenrReiGAbk, Rifss f%&r?ﬁ\f-#& @%{q%]pp -
fygen, sul Fasimdideni'tohenyb?6-diRGthdietooretolingatiosieaartd hdragie! al Ky, an ) )
ut\ggerize conpounds and salts, where the radicals designated with "I ower
dve 7 car b&Rimstfenthe Gontracting Stasesa PEGH OEFRGB IT W LUINLISEA) a conpound of the

brmul a | | 0 03. | ERRl wherein X1 $enot es the Ph-N= group, in which
b denotes an 166?\%‘2%% "S?[r'ggﬁ';svtatl"feﬂgﬁqﬂﬁ’éﬁ | radical, or.a renpvable group,

P denot&@® the [ERR] group, wherein Rl and R2~que the neani ng i ndicated
ader fornmula |, or denotes a re ngI_e g(er #o X3 denotes the group A
FRR] wherein R3 has the neaning inhdi cafe unger the formula |, or denotes
i r empvabl e group, with the proviso t h/a,m onl yl one of the substituents _
RR]”?\[/E’?QR] can be a renovabl e groupy a whgx ei n one of the groups X1, X2
f X3 is bonded to the carbon atom by & dotbl e bond, is reacted with a\r/:h ]
i ne or i MyRGreiPhGdHa S@nﬁeﬁmmhtiguﬁsnﬁs*timte%sdrﬁgzsﬁmegQ) dwer M,q]yglrogu%‘l capI ¢
¥ e defi nedlowadeikox¥l jowX2 allényl¥dy, Ildwe® lafkPEnedidxy, Abiber M&é Hafog&hY ugrog¥e ,Jnit?g,r
1 a conFsuaming lows atiagamming, ai-lovef R‘lﬁmimﬁ]au_ﬁanﬂvbﬂbwer diityisitaaiye) di-tdwist alk@dtiratile
Pani ngs i e grloWeIlkexycprBoyh pae (obRs and Reindepardenty afithelsthar is imvpoalivtiondcibdiel
‘ g n i§ gfgﬁmitha bé)n?to m%s tak thﬁf 83 bivaleng ocab N/jagipg! of ali-
neral for gigtig chér tay}ﬁﬁ 4%; ga? s i1 the chain, w lcEeﬁ%%% is tit ﬁg Hftitlé}%ﬂ
Bl ogen, or bylo@en ks phedl, anQ MR hichlr MihEEatHdR Srolid bt i nﬁa\t‘ﬁg tear ptﬁ% oxygen,
 at Ons, +@neulfEr or nitchgern BRESR,ds Hydtoger drudved BN, &k 8 taumielidMAFrdSLHdIdP B 84i@hereot viAtiihe
kyl sul f at Edispls Pynfifigd by|thestaws {ipwest eantaining ron more thantadaibde astomiser e, i f Y has
T z.ﬁ ﬂo of t.:@f gy l,?h@q' Phisp phgrvih gowmyhich igynsugstitulediog substituted by
e, ani nglower IW . r%giggo r af; al %g\ﬁow ‘? e %meaﬁg? v lopvgr alkvitio,
resent as Bél@bea,niriﬁtﬁ{)ro thyl,! Nitrd; I%:'Q vé% ﬁt‘glar& Jqwe ﬁa’:.lli/l no, sul?am | e g%
I esent as tufemplr dieowaasiyisuliimy, kcarb IR bWeSalidkychibBnyi, 8b¢HLYF A, dnd R ﬂ»déﬁhk gﬁ’tli t
b's the nea thergis d efethybdr ethnd\ogclanedtyR2ycinheldyDor d?_aqlﬁh@firotaeﬁalhwoﬂgﬁﬂan tddgether are a
onverted i B ?égga}fgegaﬁag ragfcak of aliphatigyehagecter cqniainirigi <19 TR2rken ditaprs iRk3hel dhaihMehich
: : ical s unsubstitute ﬁ;x tn_tutj ngmp(ylﬁ?plgeﬁﬂ, and u%w@clwaﬁ@ql theigarigon atoms of
ont ext of ¢, Ehai Y tﬂlﬂﬁerﬁé e 3an . sulfur or nitfogen atom; and R; is hydrogen or lower alkyl, or a
y dr ogen, s bisutomiasd domBovidloRa it irRABE, WHiPthe radicals qualified by the term “lower” containing not more
‘ than 7 carbon atoms. :

3. Acompound of the formula |, wherein Ph is a pheny! group which is unsubstituted or substituted by
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4. A compound of the formula |, wherein Phis a phenyl group which is unsubstituted or substituted by

60 lower alkyl, lower alkoxy, halogen or trifluoromethyl, the group —NR; R, may be pyrrolidino, 2,5-dimethyl-

pyrrolidino, piperidino, 2-methyl-, 4-methyl- or 4-phenylpiperidino, hexahydroazepino, morpholino, 2,6-
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benzyl-, N-methoxy-, N-ethoxycarbonyipiperazine, and R, is hydrogen or lower alkyl, or a tautomeric

compound or a salt thereof, with the radicals qualified by the term “lower” containing not more than 7
65 carbon atoms. .
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j-kyI sulfate inferieur ou alc - i nferieur ou un hal ogenure,
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