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A mxture of 4.2 g of 3,45 - trlrrethoxy- benzyl ‘rmrphollde |od| de were
heated for- 20 6 benzoi ¢ ‘acid and. 2,2 g of 2,3 - diam no- tes at
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- [4 -Methoxy - m ]y--bo ! 8%: " tograph{' g g(gel-
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i mdazo[4,5 - bpyrt&rﬂe ro- aiobsazoy m&phdmihalﬁyd:dd:hhm,’a-de
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55 2-(2 1) - chloro - alogously to le 28 from "110.

( ’4 Dxmethoxymws pl“‘,'I!)l]ypyndme hydto- 22~ methoxy et:lu»r.y)Examp :nethox‘y)m
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met hoxy - 4 r1sachI Orﬁiﬂf ffeh > BIpyridine - hyd methyl .ydmCSnp epHB‘Fq%S'
met hi odi de arf 2, $rpartll @lliofaly i EidGimie st sly to Exampl 1
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Mp.: 180 to 182C Exanple 59 - exa 2 -(2

-Ethoxy = 4 - nethyl - phenyl) [2.- (2 - Dlethylamno- et kb 41H
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85 2 - (3328ﬂ Ay I h ndedene - - cyabiohexadi ene
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Pr epar edMana478gedd1°¢. t o Exanpl e 69 dripbm 35 renoved, the resi dd¥® was
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glacial acetic acid 105 layer was extracted with 2N hydrochloric and

: - rr] acid and the precipitated
yeI | ow hydr ochl oride hour. After cool ing, the m xture was poured 50 was
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- (20 et id Methylsulfin Fmr“caple [2 —[Me'@xy - 4] -pl3r fochl ori de

phenyl) - m )%E'Sl B i di %P"W péﬂe‘dmﬁlﬁ@[ngusly to
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pr opoxy) azoQ[ 4,5--2b] me 5- 5 -bhgiylméitape and an
equi 9 @ % % Di d, eflﬂé}im[‘bﬁl-obhpeﬁlmenzor c acid.
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et hoxy) - phenyl] - 1H - im dazo- Exanple 98 [4,5 - b]pyridine
100 40 2 - (2,4 - Dinmethoxy phenyl) - 3 - (2 Prepar ed anal ogously to
Exanpl e 21 from di et hyl am noet hyl ) —-3H——"+mtaze—2 14—t howy—=—
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phenyl’) - | i dazo- Prepared anal o hnp?l'e ~1imdazom [4,5
-b] pyri di ne 5 2,4 - d| met hyl - benzoirgepiied m?Example lfgﬁmréﬁi
anal ogo h£3 from (ijl arri\he (Ry+ |ddnema phenyl) - N -
(2 - met yl) h%dMDoﬂsm{my '
chl orpe - 31mﬁ§26 pyndzn di 6t ho odenzani di ne. M p. 1560 :
Exanpl e 1B@p@edan Q;ousl Bxanple 1094rom net gxy - phenyl) - Exanpl e
115 10 N-€ en enylﬁﬂﬁ? h{ilmyd-azom 5 - 12, 4 - Di net hoxy -
phenyl) 3. ﬁi ore - (34 - Dlmeﬂmxy thyl) - 3 - (4ret hoxy -
phenyb) - Mkt 197°Cm dazo- - 70 4.9 g of Zm ng,gg;‘;% 3Hmét - benz-
[4,5 - b]pyridine_ani I i de and 2.6 g ofp Q4 mgﬂm alghdgn = g9 Prepared
anal ogous| plg ﬂﬁé %m yri y r're(Zvvercuome# I3ux r- 2 gr:] hours in
50 N - (43 -r(ﬁ thdxy %ﬁ‘&g bﬁﬁmﬁﬁ Woxychl ori de.
Af t er : di st iihidazof$5 c Iblfyidine pyrl ?% lt’f t he excess
of pRdsphBe Qshlllslyrtp@eanmkelwlimzam dr ne 75
resi due-%?é mﬂgd@ iple] EIBC hydrochl ogi c acid,
neutral ixze t'pyaamnl a and’ t (S p're P%d'u 3r'§a(i3rystal
Exanpl e 1Mé. 2075°C4 zed from [ sopropanol 4,5 - b]py : %712, 4 -

D nethoxy - pheny (3 4 - Mp, P eed ogouslytoExample 113 from :

di methoxy. r N 4 g&é “B%l:p ilnepmpyl) - N’ - 100 80

Pr epar ed arsa.l(mg(wéi:ktyyljo [4 ’ﬁ'dl dimethozy - N -

(3,4 - (i;)?nﬁmkygl- hen 1) pl 12N)Mmz - sz zbzed;roxy - 4 - nethoxy -. phenyl) -

(2 - ,chl _'qp‘“‘d o e m rret hoxy (2. - met hoxy - phenyl) -
Ly 2 Qplbaél

| - by 119
H - baiad d 7 - hiRdagal 4, .
[err] Pr £?ep'njynﬂ:‘tml og?)nusl y jtlo Exgrrpl e %%Ena - 1H o\ 105 (2 -
of 2,6 -

met hoxy -MgpwelyiG - 2 - hydroxy - acidret hoxy -
di - -

benzamde and 2 Ex‘iﬁlrﬁs - (3, 4ﬂuxedf[;$ 233<y Hﬁ%hmn#i@w?re-m_

ani ngo - 2pyr i2di IJQDnneth ig‘henyl) -3 .- oxychlonde exc@bpe?) 110

i m dazo- gknyl - 3Hl-pm£da2$47 rxdme phorus oxychlonde was dls ed oif&llﬁ-5 1

b] pyr| di ﬁmﬂg‘ N4 @2 nmm«)ﬁzs tgcompoged e 111

N - (2 bengblll é% = ngf L, 2, wpter. The o peiom opes-ltred, et hoxy -

phensd ) ”d‘“nd' O%Y dim adle at ith ‘cpoentrated ammoma. 115

The sus ension which formed
Mp 138°C (from cyclohexane/xsopro— three tml:es with chloroforr:. Thv?schlezg}gg

panol=9/1). o layer was dried over magnesium sulfate,



3 - (4 - methoxy - phenyl) - 3H - Exanple 113 or by boili ng I n
chl or obenzene. im dazo[4,5 - Db]pyridine M p. 181c 35
: | ogously —+ t+hoxy - phenyl) - 2--
. - Exanpl e 118 : 95 4 -methoxy - benzami de
2 - chloro - 2 -(2,4 - Dimethoy phenyf) - 8 (3 - 3 - anmne -
I di mor pholino --1 - propyl) - 3H: im-dazo -
8 4,5 - b]pyridine Prepared”
/. 180 Exarrpl e 113 from 40 1,445,824 Example 112

rphﬁitaraoana the solnO ¥ YemvedY The100 2 - (2 Exahlgpldrrzsy - 4 - nethoxy,
- phenyl) - (E’emamh:b&ésﬂluee ﬁas-dxﬂyddlzd)ﬁb)ml of2 - rrr@tlhm(y 4 -Jpropylnercapto -
y ‘:“u O3

phenet hyl ) - SHethano i, acid E AR ne 'ﬂ 'rfE“d"z°[4’5 b]pyridine

0! :an'. ana 5 1. LU
mp: [err] Pregﬁ feEaif e 1RUngd €119 fromi
phenyl et hyl 7 tate Was- = ction filtered 2 - em&yanplep empt OXbenzoyl
benzam de and Qn&wshﬂdamh othe - (2 6 - Wh? 2y rﬁ%&) - 1H - i m dazowe”
105 anino - pyr iMiPre230 to 254°C. 'fe b] pyri di ne '
hydrol oride Mp.: 155C 9.1 g of 2,6 - dinethoy

- benzoic acid and 5.5 g!xuhpl?. 120- di am nopyri di ne weEmnple IZExarrpI e 113 65 ‘
fluxed for % hdur %Hf WUS %9 22 Me XY4' ‘z;'gl %}‘i‘-

phenyl) - 3.- o Sub he exiﬁa@a gidazof ngﬁ? - 3H
- imdazo[4,5 - i ly to BRadpleS119 yrofal Or P, Gelyl do Elari)fid 119116bmd he
Prepared from ™ - W +d§iﬁs¥¥leﬂwl -(ganmyl s dle. mvdsyca'* efhutquemamar’rmm WPth-
ice-. chlord- P§°hdep d%oél 5, di met hdﬂ‘gf ‘?’&Ser g]e obt ai ned

sol ution WanI|{wé’l"e t%enzn(1 n%by heati n}b r‘?ﬁ% es wth
neutralized with pot assi um car bonate and 55 sodium hydriﬁ%ie in

di met hyl f or mam_de_a [ copcgntrate a. 115 errr]
The suspension Z\Nﬁiﬁﬁ‘l’lﬁg" é\:q)ﬁd I\{| & hfbﬁg apto - éhhyilm_ 7
cycl ohexanegg s opprgpared [ylt&'ﬂﬁmﬂetl &b Or of Qﬁmde chl or oF’“r

panol =9/ 1). 2 - butoxy - 4 - yl - benzoyl morphohdel a;&epmabandogow ©\Bxamplka G9mimum
sul f at e, 1, 44‘!‘94’8‘23lz to 213 C (decomp.). ethoxy butylpercapty zéﬂ ™hd the

sol vent was renved. The Example 122 Exarrpl@b,]ﬂ%_f‘s 20F R beyeAg I esi duoe was go
di sslved in 502 (of Mefthyhne(tsgm_ Etpheigly -~ lm'-- propyl mercapto - nethanolic:

hydrochlonZﬁam@mda}a Byriding hycroshion del ) -_1H - ' 1 pyL.i di ne :
100 ni |, of .i SOWW% f ’-"'"." 2 hﬂquﬁjﬂ?ﬁg ph"’“"? th g
60 5 product VRS, (K230t 1o 28343 e eep freezer ¢9glhfz- (4 ,ﬁ@gﬁjﬁp@ngﬁaﬂwsly ,

to Exaan e 119 from ni ght. The precipitate mgwbnw%gmyﬁeg&o&lwt BOXYy
- 4 - pro Irrercato- nzqyl. .and washed n acial acetic
ot phol | e, 1 5 ¢ 12 ) o o
g B g t ereapto - ethoxy) = added. ot
Exanpl e 120 meth yimercapto - phenyl] - 1HEX 3hours,andthen left to stad 10
2 - (2 - Propoxy imldaze[4 tl#] ndme (hipdrocployide  GRerni th&eNthmt andfbr-thours, 90 -

butyl nercapto - i '4 ldlmﬁm meon@‘l g
i m dazol[ 4, 5d5 ﬁ% tracted several umes with chloroform. The
e héRfumr [ahal®go %

hydr ochl ori mas selﬂfa&aaniye lumn

anal ogously toe Se-mitbyhhtrmtor tpohymxly chmmmgmh mmlza? 92
met hxy - 4 - ﬂ% EW sucm heé crystals whi rmedwere

mor phol i de M P-for t;qt )lg’lywl % 242383 to [err] Exarrpl e
1217 After cooling, the mixture wisX (2 But 0X 4 - rret hyI -
phenyl) - 1H - wagr- 0- mlEt’ih tl'atﬂﬁ ammwgrséc 5

- b] pyri dine hy}ffg éﬁ @‘

Prepared angd 0GR Wased @i d tat lélizsrrmmyl .

benzoyl nor pholaideras adde® 'Hpapretblmadaogmﬁml y2 t-o(2Exaﬂpk3e- _
to 213C (deconfitered and rec tfrmymhml - bﬂ%n’% L oyWPYﬁﬂme 105
t [ r "

phol i de. Exanpl eMi2 190 © M p. .
80 2 - (4 - Methylnercapto - phe_nyl) - 1H- E2&mplé @3¢ err] 25 o
i m dazo[ 4,5 - bJEEyl di ne Exagpleci?Mor i de 2 - 2 - 2 --Mpﬁwliz&OQDeéaf ed

anal ogousl y3® o ‘ffd “’PYQ““‘TA I\/Etw ELETF"P?‘“?I pheaylls M nmidazo- |y

4 - rret hyl - rrerc ggeo c 4d5 blp ;AmEBxamﬂl D¢ feddd NBO
M p.: 230 to 232Bfepared analogously. to Example 119 ftoE:. /] g [Z)f- (2- me ylmetcdimt oBYI-Gapt 0 .-
phenyl Yy - 1H - 3 nmd!m[-éﬁ SPNPﬁi}WtO eseapide- \ge  diimidatoved in
100 m of gPci TP 3% %@( e 123" 145 - blPY“dmehd“ﬁf 4 g of 30%"
hydr ogen peroxi de ’i’/vere 0 - Met f%/?rrer cap%o - et hoxy) - added
at 10C Subsequently the m xture _ '

D—.




5 - nmethylnercapto - phenyl] - 1H - was stirred for 3 hours, and then |eft
to stand imdazo[4,5 - b]pyridine hydrochl oride overni ght in the
refrigerator and for 10 hours. 90 50 g of— =

at | aboratory terrperature The mxtUre was rrercapto - et hoxy) - 5 -

met hyl mer capt o]. made al kaline wi thiamoni a and was ex- 35 thiotiénzoyl
nor phol i de i odi de (obtained by: tracted several tinmes with chlor The
reaction of [2 - (2 - nmethylnercapto - starting material was se ed by

colum9et hoxy) - 5 - nethyl ner capk#$824 t hi obenzoyl - chromat ogr 48hy. The
- residue was suspegigdgge 3p norpholide with rretﬁ,mn kOfhde in nethanol) in
aselone 2ang - HiRxg s ¥ S ehylsulfiskli -Qlhedy) - ez - qur-eMm:d 49 mp?lsxﬁfonx -

di am nopyri ¥ne 4:I§e-ablmndm|ct i on fphwlé Pyhdiog s- at_[err] in
150 rg QfW"% ;!% rr,‘JP rmggﬂy E ﬁ'reﬁvas

di | ut'ed 1y £5 : ord@n%aiyf aty 18" bir nd,me | Exanpl e
129 wer e Modeths esub‘z"e)quent I'y;. -t‘he m xMp. £210@ 220°C. (2 - Et hoxy - 5 -

met hyl sul fi nyl - he - .100: extracted with chloroform the organic | ayer
AH - i mdazel 4pR ’fgﬂm _ was washedguitf #gter and 2N

’hyer@hI OMyl) 1EY 1S 2 1@- Bdngp) £- | 6r9Im ghenyl) Wago added.
The pr ecirtmted apakgowsiy mEm ple 128 fio - et hkﬂ(y imid&@o[4,5neblpydidiner capto - filtered
and rec stmmfr 6%@}?@%@& zoﬁ@gﬁd %Wy_tolﬁm rom _

b] pyr i dif 91T phenyl) - 1H - imidazo[4 M b} to 198C

105 EEantMe.: lﬁGtExaﬁul e 124 Mp.: 15610 52°C. (2 -"Methyl sut$inyl -
et hoxy) - 5- 50 - 2 - I\/bthoxy - 4 - prop Imerc to -

et hyl mgr cap ot aﬁmm%ol“ 5 -

b] pyri di ng fﬁ“ﬁmn&fg’& raa"“ﬁ“?@ Oaﬁ -"%henyu "1 - imid

Prerrgqr eg 4 izsaf:&xRBHSIrzngs | &Py axhﬂﬂocmr;ugleog)eusl

Exa e Xy 2 Dropylfngreaptoret a3y)-~ met hoxy
-4 - pﬁ%ﬂlﬁﬁv o fBdeo kg RIpyridiee hy | mg} g} - blpygdine ; 1 4azo- 55
m)r phol | 182 to 183°C (d - 14 etholdd Py Licgll med,&ydr ochl ori de.
Mp. = 203 1o 204§M%&§m) - ethoxs1- Mm?é

-"1 445,5 834 - Bthoxy - bu 1sulﬁnyl - phiengl) - for 13 hours t_‘lLlammo- 85_

- Exanpl e 13713 (nadms[‘! - et ‘ngﬁ %% (2 -

Met hoxy - kmﬂmn cosfid iy ) DY bdgrmauy

'phenyl) enl G, gl msﬂﬂwmrpadpm wsdwﬁwdExarrpl.e 128
fronm)PlﬁlI gdeana ogousl y (‘%5 - (2 -t hoxy-4 -
propy! sul Mipny. 1854:0 mseﬁyl) - 2 - (2 h y \}n mercapto - 1H -

i m dazo[4 5 - gs hydrochl ori.dp). 2 gndenyl2 - m&h&,xy -iqrqazol[ 4,5 -
b] pyri de. J\/t4p.. 1? e}lyl) - 1g - ¢chloroethoxy) - phenyl]M-plH -2 ifidazey 220C.
Exanpl e 1@@@[4,5 z»lpynm !;h:qphlondt ;{f"épgr ﬁ# drochloride were heated Exanpl e

. 12 h t 120 95
138 %6358 4 14 methy"l“‘?fFﬁ ol 4ridh 5 Pl 130wl & -
- butyl § b | uﬁgu,tthereﬁa

IH - i Q{:e%cEad msgyaﬂsﬁ/payaogm(amnﬁed by colummshrne phy.
Pr epar egeresirg| uéd and th apire WBS6 &m ﬁmﬁﬁ from

b] py# diffe mavm'

phenyl )smcagm @%ﬁ%ﬁml i Mep: 1>350°c Mp.: 182 to 183c

M p. : lﬁ6a¢ﬁne151ﬁCthe hydrochloride was pre- lﬁg

Exang q‘?gg anEE‘hb%PChlmF acl"pr(%oyl l&% ayl )dimedgt- [ 2 - Methoy
i

Et hoxy - 4
gRpise 128 from
Copy| mer capt o-

¢ yI amno--1H - im dazo @yr- - 1H - 105 et hoxy) -
phenyl ] rBwniﬂzd% Pr epar ed anal agda;sll -tbgpyEdiasrdibydrachigrider om [4,5 -
b] Py i d?né2 iﬁ% ?ﬁ‘%ﬁ‘r‘ éf -za?fi ._udzg'_ dﬁ,"%ﬁwcapto - a) 2
[2 - Nﬁb@%yof ony D'&Eﬁth 1)~ 1 ila [4s ridinel M dazo[ 4,5 -
b] pysoi dineeapto - phepyi akbi4;5 - B d ofide. b] pyri di ne hydrochlitri de.
_hydr och éi °nd618§l€tdéﬁ ‘e*irﬂ]f?' dec¥mps. 338 to 242°C, 14 gof 2 - nethoxy
5 ) P W‘ nzoyl nor pggaéﬂg 3‘?!‘ e refluxed Exanpl e
134 wasallowedtos then Wizt 271 Mgth (8l ame -25 2 - (2 -

Et hossy hefted Enntlyiosmdt@b?(;(lAf the pyep m) r-nphm Al 1H of imidazphosphor us
sl
o&

oxy- 14, entl W15 t he
m xt ureand ‘5% 'lﬁg%ﬁ Mﬂi‘w porpanposed i th
Sreditiu

i ce- watawmg ;y- 1H4- miaw‘ow Pidine-

crysaoa| ¢hrama gny | tat e suct i on fhvdtod phen&l ) 1h - imdazo[4,5 -
b] pyl i di %P ﬁe‘&mm‘%@acet oneMp.: 222 90 ¥
hydrochloride. Mp.: 185 to [err] Mp.: 266 to 2680C
(deconp.). Exarrple 135 - b) 2 gof 2 - [2 - nethoxy -4 -(2

- 2 - (4 - Mthylsulfonyl - phenyl) - 1H - chloroethoxy) - phenyl] - 1H -
i m dazo-



I m dazo[ 4,5 - b]pyridine hydrochloride [4,5 - b]pyridine hydrochloride
were heated 35 6.95 g of 2 - (4 - methylmercapto- in a closed vessel

- - : ety —tm dazo[4,5 - b]pyridine wth 5
g of d| rret hyI am ne i'n 100 m- of hydrochl oride were dissolved in 100 m of
et hanol . After evaporation, the residue was glacial acetic acid, 8.5 g of
30% hydr, purified by col'um chromatography. The per oxi de were added
and the {ipx®yure was hydrochl orie was precipitated from acetone 40 Feft
standi ng\fbr/20 days at room tenpera- w 144584 hanol i c_hydrochl oric aci @eand-
sub- 100 e. After purigeifdd hgh by passagg,l&jag%g ,eapnmaqwm with
recrystal lized fr-op:. Metokan@l - £3 | ipiRridifd - C ethet/hydro ¢ il due was di ssol ved_/
Mp.: >[err] in aceppsp. awbﬂwlﬂe- romiﬂam'l déwwas‘lo‘{)rc@zos‘&meméd WI th

met hanol i ¢ h drog;fzfea ] v anpl e- 140 g ole iMp.: [err]
oL ‘E*@s'ii”e

2 - 12 - net OXY-[z E- [ierﬂemoxy-4-.(4-methy1- &
4

am no - propoxy};henylphetljl-] nmd b{4,5- -1 - yl) - phenyl] - 1H -

i mi dazo[ 4,5 - b]l)gg@lagg %d@ochl ri de 2 - ff’ﬁoxy WPY“"é’Fhﬂ@GWfonyl

- phenyl) - Ba | 9t o Exarrpl ﬁyﬁ@nxa}ng%qgg 4 5 - |
b] pyridine 1o (2 - pamd plltom- 4 - (3--3 :@% a(e)2) .
(2 - ethoxy - 42’ [et-hMlerhoxyp-hen 3 } (4.~ phenyl - amsdhzo - _b] pyridi-ne 50

nercapto - phenyl )P‘Pe‘“.’tﬂ 131‘%‘(%%’6 maylb le'ly&?s{)@h?sarq*de
110 pyridine hydrq ?f% in 30 MpRampl? 388 t O [err] m of

gl aci al acetisc a sﬁlbilﬂﬂ wnﬁmﬁemm 230%2h-ymmgﬁy1 -per.ox4 deeylhe -
m xt ure " 2 - [2 - Ec& y| € 41413washlatooned t PP glowzlb mi pisyllandHias 75
then 2 - [2 - S neat Rgyedine 19WGer At

% ny - 11% 31m1daa?[é15mh]am nozm:d
[err] After COO"’R% i OF% 20@P0XY) - phenyl ] proptioh ansiofislf PExaBp 1t Sons
diluted with water, neutralized [4,5 - Db] pyr(#dlemgl dpxhyﬂinochl-obl-dmole. 115
with bicar bdﬁate - ex ﬁcﬁe@m 11? Iorgform Mope 738 taf24i(al ogously to- 80
Exanpl e 139 fro % Jl)g s evapora;,i&jﬂ%\% 92 - [2-

nmet hoxy -- 4 - (3 -phi L 3dw5] zThqzr.e -pyr L fpeghylby
col um phenyl --trihyldrochloridai: 5 - b] pyri

hydr ochl ori @& Wﬁf”@%&?@ﬂ%@‘gﬂ? %&F}bt orp%%?é%%?bl @“ﬁﬂ%zzlg

120 20 -1 -

20 Exanple 142 pynﬁ)hy?&'fﬁgndén cﬁ‘%’?‘f[‘éé \M!ls piisdizl Pl 1r (gar%macetone with 2
- [2 - Met hoxy : Sm(ﬁnsfrpanCdl no - et herMpyd®56614581G.de acid. propoxy) - °
- phenyl} - -'|mdao 207 to [err]" (de l)Ex({4 - .
b] pyridi ne 3°hy21r_q,§ daisfiophenyl) - iﬁeﬁﬁ{dﬁg_ anal ousdﬂ;(, & P2l e clh from
Enple 147 2 - [2 - [met-hbpp sleill: dfochloride hl orOpro ;__1_3- yl -2 thexy - 4

-1 §4y| ;ret hgl n ’Bep u ytﬂl—Examnlmlgefzg4 5 “ﬁ% %Examplemﬂ n. -

i mi dazol 4, 5 %g 2 ‘%a‘z‘i@’rr]""i’c‘f"%onp )” "
chl oride Pr epar ed anal ogousl arrpl e 146 M.poms&ﬁb 271°C. Exarrpl e
143 . § ? - ._E_x_4 p| er)a2| n -1 -yl pl;zl '
Met hoxy -4 - ( h I ﬁ;ﬁ i pey az I‘? : pr y) -
phenyl] - i%ﬂe ?/ -rm azo[4e2r 2 grﬁ’ 1§|e n %g’?f_

chl ori de ' a2-(2-Metho --4 moholmo ' alﬁchlonde 100

Prepar ed anal ogoyReEgDi plix m lel

ethyl - 2 - [25% ?ixi/meth m f o-'("""thyl p?’f)eé%zﬁ'yli -

phenyl] - 1Hs thx3ﬁmﬁi’10-pﬁ¥tﬁ§ eo&y. M!%J @57 &[249*5&- b] cim da20[4 S

- b] pyridi ne o idigpate Bbﬂﬂy&shngcmdorl de. -

chl oride M p. Vi tﬂdme f°‘t:d1;:‘t‘; Afm‘ ,0gouS y tH’5 e

Exanpl e 147 frcy{gd_ - m,@fﬁ)ﬁ@" asl’ Zé:, oy H- P

Exanpl e 144 50 ' cipitate' was suction ﬁltered/hml iho 22 [4,5 - b]pyndmedihydrochlonde 80 - 2' e

- [2 - Met hdoxy nghe(psoduct(msnsermhmmﬁ@y p’mmyd nalogquily) to Exatiple 146 o
nple 149 plenyl] - @ - ghenyhzopieeragin - ) pufi i B -

propoxy)
2 - [2 - Met hoxyb 22 ghof 2 {4 - meflioBPY4 - miotphé-Ny AT §h|2qf|mdﬂgkudrate s
pi perazin - -hnyl-)phenag)herl;al 4. dithidlddivm e, Prepared anal ogousl y ‘t-0: Exarrpl e.

140 from hydr ochl or| le— 153 2 TN
met hoxy - 4 (ga %’%ﬁ&‘m" Eg%na og CMiigs.

85 propoxy) - pienyds| extractdd mtli lE)rropyl - p| perazi n_'
- 1-yl) y revappration ythig (midu@rw@epunﬁed aredfmm63m&(2|-6[4-l\ﬂlqﬂmxy-' R
Sintering fr‘g ] chromatography and thg bydro-25g -t @ -2l 3ethozy) - Phenyl] - 1H -

Exampl e 145 - _ . Exarrpl e 150 ' :



2 - (2,6 - Dchlorophenyl) - 1H - imdazo- 2- [2- Ethoxy -4- (4- nethyl -
90 [4,5 - b]pyridine hydrochl oride piperazin -1 -yl -phenyl]-IH
Prepared anal ogously to Exanple 119 fr HeH
di hydrochl ori.de 2,6 - dichl orobenzoic acrd Purlflcatlon by Pr epar ed
anal ogously to- Exanple 146 from 35 col um chronatography

3 - (4 - nethyl,- piperazin.--1-yl) -1- Mp.: 262 to 264C (deconp. ?\).’

et hoxybenzene. : - 95 Exanple 146 2 - (2 - Megloxy -

4 - n@dpholino - phenyl) - 14458%anpl e 151 1H - inidazo[4,23-

- b] pyri diiBRazbpadr Ob ynd&b,(&ﬂugggh@xy - 4 -(4- ephybe 78 chloride
prnerazrhmus in 60 % aling,| distilling Idff- 2y (42 Methoky-- h@hiymorphélino -TOr phol i no

i m dazogg 0 dn YaNe dpchad| or | (eopox¥DO pli ___L/I-) IH -11!@da20-d| 6%hi ol ani um
.- iodid 'ﬁ‘% gy “‘érﬁ’F"oﬁ?}%m‘%‘sto Exgimledlpumdiney o 10 5. In73
~imprpholino™- anisole and 3-(4-ethylz py _e&l@tgé "Ey{@r_r s p% g of- 2 -
mét_h Irrerc t o - Exafp le ld4- et hoxybephenyl]A5IH + indidabc] sul fate

~wer e boi?le T Methoxy\ %‘ 90 meebYdreateefm%Mu Perti af0 acetic
. actd and 8} 'P%ﬁj‘, precipitation of anpl e 152
- 105 qmol | 100g of r[v,x.t uiéﬁogyas 2pow ed

&m&e& e %amiix thoxy - 4 -

propogyt) ed pipoylhss1Him imidiecd e amodonid.i on. The red pre- piperazin - 1 -
yI ) - ri ]PY’ 0.5 of } b -wasMabic 21166 filtered and washe® with
i dazof wgg‘gﬁﬁ’é”m | ori de wat efigem glpelsgr oduct was used
vvr it hwt e{hwbt. h!effer dmuﬂh@parﬁin;zoﬂﬁﬁﬂlﬁggoml Y4 t-MeEiéinp & @4.6(4f.rﬂemﬁur| ficai on.
EWaa ZIFQUys 110 bd- - (2 - methox
fp ca Paesmaint & . 1D) ;ﬂ@xg] ( y
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al kyl ul f6¢1y| ) lﬁ‘;ﬁe A@,%- n ent . 50.0 .
ngy pi per |1cg,, pg gg%ﬁil 50, om)rphol i no - Sorbitol @ :
250. 0 rrg NAHRd igiedient- S - OXi T5@ mf hi onor phol i distilled water -

ad 50'mn SUPPOSMSZ”S masdj oxdgle, 4 - al kyl pj perazinq, phenyl
pi per azi ?ﬁ) 4‘:3% h’@ﬁ)ﬂs D per azi é’d “‘%Ffsh@&"’?ffdpﬂe%rf%ﬂ’@n
4 - phenyl et hyl pigerazin pheiyT | am no, The active ingredient

and the sorbitol were N nmet1}796,0 mg pheny!| e%@ - 95 dissol ved
in distilled ter ., The sql utii met hyl - phenytt hyisanm no
group made upf VR 4P ERSSI, %ﬁ@%@ filtered fs t he proviso that

I f any two Qfeiodef firbdioR : groups [err] and
[err] represcTie aogemssawasrmlmhams%e owﬂcz pnd il.,otﬂiér miyh ben the

Filling: inths eamsf iy or a
net hyl or u e's‘l 30 20,@ tﬁ@ﬁﬁo y tut ed
am no ar OUp;nt@br € Jgroups s ony group, an amino gmup opugn..
1, 445, 824 ysmtxﬁlihébnotqqrem Ayl grbusn b and
corn sta¥ich \WEsight of suppository: ekérsm e 186 IP§P"-'HB¥°5 ¥R op t he
aqueous Drop sol ution containing 25 ny rm’@yl mup h

sol ubl e starch. Example 185 di net hoxy -3 pda

b] pyri di ne Hygewdeshton emg Bf A - (B4 st 4 carbon) am 0pnonally
Active ingredi %f‘fm" - Ph:"h;%Qégl i Big%%cdbg q%i %‘%}I
met hyl pghydr B & ol Dryl eloattonyl, alkgl r{.’féra ’

propyl p- hydrackyeiensieat e 0. 01560 Cpipesitling) oaplnlmd;thﬁ:unorphom;medmll

0. 05 t 2500 06
auxi | i gr;ren lgglbd{ﬁﬁdﬂﬁt%accharl‘ﬁle ﬁ iﬂﬁm isnﬂﬁ%‘% 1:2' Pnl di .
110,

and pressedMethod of Breparat@hyCceri ne 4. phenylethyl t abl et
cores. 45 The active mgredxent and thebﬁrhrobbvexe N - methyl - henyletlwanﬁno Qr dN stiP¥ed

i vqggwq het phenylethyl hed
\(Mg ﬁ'tr’r) %tm%ﬁ dﬁé 87 gt YoF “‘;ﬁ m@ﬁz ‘DE £nmyﬁ§§§/egrlcne
Qi

65 -et hanol and subsequent y t he ani seed e other group is other than a

Filling: into ampoules of 5 ml capacity hydrogen or halogen atom or a methyl or un-
50 Sterilisation 20 minutes at 120°C. substituted amino group; or two of the groups
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The finished cores were covered with a coat the nenthol were added. Active
I ngredi ent, consisting essentially of sugar and talcumin glycerine and
sodi um sacchari ne were dis- 15 conventi-onal—mranner—The-fini shed coat ed
solved in water and added. The soI ution was tablets were ﬁol i shed with
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Exanpl e 184 Suppositories containing 75 g e

[err] 280 di net hoxy - phenyl }445824 - i mi dazo- [4.5 - bl pyri28i ne™—" .,
hydr ochlgor. p:QErEJe&W ns - 75.0 ny
Supposi m:&’u;ﬁﬁsﬁe tethafdling ZQM%}:%; W}(l’é‘@%ﬁ%ﬁn&s I—Péeﬁ%%ma - and

. 1,625.0 ngy
fegi stergd TradeMark).
y mass was nelted. At

. 1,70Q,08 e mentioned alky groupscontamxflgfrpq: ("Wt

i SOMer s gtoh lisces fhergin defindd; eash ofithg Wteps I _
(i a) %%ggﬁ&m?s’ th G alkA0 ngg‘

{ orr] g{oﬁﬁlesbﬁdnﬁuy[wthﬁﬂd erli ich may be %¥he the pul verized active

t ngr edi dnlkylmso,homhmy,s erent each represents a hydro- geneously
di Sp?(gs&?e’f °t 1‘9°‘H§f dhgeeef of gensral fogrowls, 41 oxy, - al kyl .

posi cﬁ% gf mand poured. allyloxy, benzyl oxy,

al kyl t hIlOto aldagbb:suto Op‘hellyhtgmupre cool wm

al ky| suloptisnslly sehstis jaqape mg legsap opt i* | @G—@ substi ur ed by one or
two al ki ! o/ “ﬁf supposi tory

rmrp ol lanﬁasp[meadgh g&,ﬂglm @pt lonal ly substituted in the 4- p05| tion
gvo% up or an al kyl grouqvmeahdll,angxdesomhithmylﬁxahqalm 185
=a

iy ST e, et e o "
of 2 3 %%i bt Ll "hoxy -
phen{ ) ing sibbeso 4 1-Co) fenidd QP Toptihally [ 4, 5 -
b] pyr| dlamie! Mbmnd@d addm{xydalsxyspbsumteﬂtbxype orakalkxllsmps, oraﬁnkyISsuI finyl,

alko
40 *% )ggn al n formy laIa here- atonfsy gmupﬁcgyn subsﬂu aHﬁ ?ﬁfm I kyl am no,

di al ky! g nor phol i no,

t hi onor 1 m&l ranems mabt m;t alkylsulf ony digtkyl- nor phol i no
¢ S - oxi% Eompdupdsrnb almheyn |m vmvreholmo, thloﬂml’hohno,SN) 180 S S -
dioxi def* o B er i ey

di ”EWOE&QQ? loP §¢én fﬂﬁmla Ofth Qhd R, repment hydrogen 4 -
phenyl efrh J,mmdaqlremem ar&m théa5the othl'ﬂ‘lgoﬂﬁisl igracdi ent and
the sorl lal?g«noatw ® a meth sordi&sol ved in
distill m}gﬁ v@ et hyl ani no
gr ougs rradﬂlyl,lp dim:y - allkhedib ig&@dmm/\&hb mﬁn o that if
any t wo alidzy xy, 4 - methyl- orngmupxsasd@ﬁned above; | cuﬁphs: [err] and

@iom4| Bnd QIk&y group o: 2 soat Igﬁﬁp arﬂydmxyl, substituted
am no 93 n Gtonls)lmndfphymggﬂbum- d@@lammo, phenyl or morp

eacld addition salts thereof. l 9
1, 445, 8B4 °n:1h e p?m sﬁgﬁ; mﬁﬁ %8 get her ;
.represe%aeo[ﬂ%thv eand T oplng rﬁ’“ i %Y group an
t he #eneompatile hoid uercs t£ thereofgl OUD ihaloges whleche each of the

I[:F:qﬂ ngﬁxﬁ% ?fr{;myggjm lﬁm‘m E:é);mom or a

[err] ab Methoxyd os Esentsl‘ 115’6")? rbon at ons;
( I ) [er aig’o%g? Wgr%ﬁﬁ orﬂ"n@&‘gﬁk%(g?mwf? . %’gbst i t ut ed
m)r p!mol I o2 42-- Mahdxyl- P ethyliulfioy] - and:m ‘ dewal formula 10

°°JH k%s groups

ggnfa,' nmﬁ‘%ﬁf i°“EP6“"le4a°ggm rmpaub %. i
nore

[err] - Opt&QD@dJMetﬁM{pS'ul-'&ﬂé&,ﬂd. ¥y e or al og‘en at ons or et hoxy
gr ougss, lm-tim:dah@,pr-oh/]pgahnb tplhwlo-v\hen [ e —yr epibegent s a hydrogen atom at
feast o Y cprapagible upeid [ addpn ¢ gals o r ] dr—d Han hydrog@%
[ wher ei Lid- M@iﬂ&y[%”rlletﬂm&& gay be the £0 LI
phenyl) 1H - imidazo[4,5 - b]pyndme and )
60 physiologically compatible acid ‘addition salts and isomers thereof of general formula

thereof,
10. 2 - (2 - Bthozy - 4 - methyl - phenyl) - R4 R

1H - imidazo[4,5 - b]pyridine physio-
logically comp;nble acid additon ‘salts (1)

65 thereof,. - -0 0 T




and [err] represents a hydrogen atom a sane or different, each represents
a hydrogen hal ogen atom or an al kyI group cont ai ni ng or haI ogen atom a
hydr axy, allyloxy =% i S

benzyl oxy, al kyI or al kyI | ng i m dazo[4 5 - b] pyri di ne

- N- oxides sulf m no group“optienally and i somer-s t her eof
an acid addr t.ion ﬁ“ mﬂmnﬁmﬂﬂlﬁd by one or two alkyl groups; or am 75

t her eof al koxy group containing from1l to

4 car bol\:3. Qmpounds of qener al - for rruI al#49.8%here- atons optionally 26
substit &ed by 'ggkhlm 8E fule ANd7] 2 prodessk Baidhdd £l @faind) Rekwtier?- asom
or by a hydrox;ﬁ gﬁ’%eﬂ %}k ; ,- il e mf:ldnoaaide:ﬁmme]xs anequdelybdﬁs arwd
hydr ogen at om ﬂuodml br rcjalopnealdnyrk,sulmgh}lor aP‘Egilﬁmfﬁﬁf oupaoREr 3. Conpounds

of general for gty RO ua °3\f’,somer§0 |n

[err] to [er}] 4 %'aﬁn 1 0@ [for&iuR0la Cis difined in
phenyl pi per azi r&mﬂﬁ pn3°g\_emméﬁ,r orlaim & whxdmdompgsesupacmt h e ’\/r
provi so that i forany:lbmgrotlp Sytajning Feoms 2 119 &y ea?“n%f’ff@@h‘@r al fornula la [where-’ :

t he groups rr Homse e S et &rogen in[err] and [err] represent’ o
hydr ogen ataﬁsgrbg%%i 3 ,' er ﬁup |s ot her t M and [err]. and ﬁ‘
[err], which maye hé:iynthgl&nmomr Nhydn “halog m or a net I"fyr or 85
different |, eamﬂmmhmleﬁrlymao BIPURQ OF d‘m unsubstitutdd amno group; or

t.
9@%. (GHele 8, 5 s 3 0 s [ggrto

LorrT toge ﬂéreﬁ%ﬁpﬁ A' " Ny tepresetits Weom- - 65

[err] toget or 1 grdug ggw

mor phol i no- | eiﬂeﬂy cmy rtlwpmmstxt and R npovgd [Oéforqmlfal koxy,
t hi onor phol i no ] group is defined above; each
of the pi perZ@zr dgﬁt enyﬁ'p per azi no- ab %, ment i oned al kyl -
groups contal ni ng, ki)h drﬁy‘ena lass LKFE Nyl al koxy* p (wher ei n®@¥ yrom 1
to 4 carbon atcgnupcsmhna lliulzg)rﬂ) %‘Fns from1l to 3%carbon [err] - *
represents a hﬁhﬂgﬁ f‘é%‘ kel QMQ& OR) o KONkl BMBim
contains 2 pﬁm’&ﬁp ap%*opmtebeNRat-orrs)]

and physi ol ogr c;a&vlisy tha Rehen madpbydnana mm 3199 tiBle

acid addition mst cpre roppy fof el F-(yrejva: i i-Js | kyl
95 5. 2 - (2,4 2 TR ISS J}Gg;xlgmml - mmy OB CIRAa 1ol R Y whee 4
carbons; or sg i , 00 [Ayid | additicn satod mglsrsahogNBa-Hgmmpinemydupgs
optlonal |y~ SUbsthénkofit €0 by Y 45 compat | ailey smide imidp <oy (igidp H@P@G% s
hal ogen- at omor _ 33 &em s Q&F 6:7% A" g s any ‘b claims

Imet hy! rregcaptgo than. vvhen re@rt@wlarh&eﬂmgem eﬁbb&ﬂwh) -
H - imdazagg4, yﬁﬂdgiraa&]ammd inaéldum gr oup errj to
[err] 100 physraﬂieogiwahMW LRy aqﬁgﬁﬁm £ §? ]80
hydr ogen; there® 5, " 4 at temperatures 1 280207 esents a
hydrogen or halggegn call z,cn Tfhm l\%et oxm Adprocesyeds hojdirsed| fhi eirdiér-claimt om
or an al kyl 4groupe. Q’Dﬁio&hd’ﬁoﬂ efpr@anaﬁpnttﬁ cph-en r claim |8 wherging P!Pm!S‘ °ff°f' :
b] pyri di ne and a¢fb “g%lgo %‘P 58 Jn°§y
conpati bl e aci dh s em@o 6 orl05

t her eof . rmula molie ¢ ofl phbsr nul a
8. 2 - (2 - Met hoxy - 4 - net hyI phenyl ) -qusousmchlorr and in

salts thered®. 9.2 - (2¢ - 5 “neth BUH(q:ﬁtibés@ aspélﬁxﬁgd)n-claihHlS

b] pyri di ne and physi o-- ; ;iNHZ[ err] |ogjcal I}%@ﬁiﬁ)#fc s ‘t’é yl%&t 3%

i m dazo[ 4,5 -. b] pyridine Y60 . phy5| ol og| orrkin aceorpound lof émmda madtetmm on . -
salts and jsoners thgr ?sozs of e%ener al , for aco:ﬁ% ‘Pml?ll én “%‘Ph QY

- 4- nethyl - phew 5 ' fid

physi o- | (whesein R, ,L’q§°£a£§ % cldﬁﬂ a ﬂbl of pAColicentiohi h@mfg pﬁ

t her eof . ~ a compound of formula’ tures from 120 to 180°C. .
11445, 524 . | s ‘Eﬁm =
whi ch may be the 7 A process as prdséhts! Adide e{em éqg ¥
sane or diffserent each §ents a hydmogeryith anomdomdfefrﬁohmumnl asCidzfinedt | ve

is an acid halide, fluoriye~gr chlorine at % 8t Hyrmpratugsnfymrilfet
ester or orthoester. nethyl-am no group, a (o Ta o) iy cggl
process for thE(vﬁj’eﬁﬁaRI&blmrhr@ismlﬁclamﬁZI r*hexgmquﬂr e %‘Eﬁﬂ 818ut ed

in the 4- pounasl & repeesratsad chibe lomeoalom
group or by an 814 t°h°‘“'f (SERYP) ?ffafg’éﬁ‘?%‘f’hﬁe"ro ?‘&!“‘_fda“af ﬂﬂmgroup
contarnrngfromﬁl ¢carbon at ons, clarm i |nga .

com or an al koxy group cont ai ni ng from 2 to 4 pound of forrrul a car bon
at ons subst | tuted by a dinmethylamno, 10 di et hyl am no, pi peri di no,

mor phol i no,” t hi'o- nor phol i no, phenyl et hyI ami ni o, N

[err] nethyl phenyl ethylamno or N - methyldi- methoxyphenylethylam no
group or by a ‘



pi perazi no group substituted in the 4-posi- 15 tion by a nethyl, phenyl,
di met hoxyphenyl  (wherein [err] is as defined in claim 1 and or
represents a hal ogen atom) with
a com 65;if any two of the ‘groups [err]and [err] pound of fornula
represents hydrogen atons - t.hen the other r her than a hydrogen or
hal ogen | [err] 20 atom or a B)H"E’m
[err] [err]s represents a hydrogen atom an |n| ng @ 2to
4 carben atons substituted by a phessgbs di net hoxyphenyl pr peri @1 np,

rrprphol N | per [wherein [err] to: [err] are as 1 ned
in_chai mpﬁd? n%i‘;}’mﬁ%ﬁ% Eﬁ&% no group vw?ih theé .11 and X represents
an approﬂreteett&f aﬂrf})rmuhrnvassaﬁﬁehah when [ ery '_Fépresents amhydrggen

. cont ar ni gg‘;? }) \GoRprisesnrepcting a dom- as def i ned -, --.k 70-atom at | east one of
t‘he gfou &

[err] cIarml) \f@i]ch S rrved r.0 arboxyl, is
_ her t han-hydr.ogen; . .: f&‘gl (@r boxyl
A group) “and [er sents a dro ocess as

rglained in clai J@T@er e-’ ysr m@gndb)lwlychasdepwrfbmmoxﬂ,addl tion
d

alts in the sai err] -contarnrng
nitrile, paEer, I.msd&ﬁeeatﬁrammm%atgbﬁaétoé?ms "@ﬂﬁi’%ﬁ%as cl ai med
. in clai mleepfcheus a gml gl of Harilk cR DIH-a mtldte 51 fo ot Ial 20&6ned! @i Ned i N’
~clainms S(Wbef@m rin-clainp g1} thbr 61@%52 ?@wbltamm reactiagiya epin-c| ai s

speci 1% cAIP3P 19. wherein the reXdction is
effected in 35 . 4 Corrpounds as cI aimed in claim 11 the presence of a
sdl vent. other than, hose-clained in clai m;RS Yo 21. &)process as
cFaimed in any ofx ms 80 as f@rein specrﬁ’@ y descri bed. o 16
to 20 wherein the reac’isron is effected 15. Conpounds as clainmed in claim 12

as at t ro r (Wheeiy Bj tcpsqmsraflwdregeh tochesd.r | bed.
22. Ap &e%m%%ﬁawggmg%m} c\lm@!‘ h*!i&sm Atop) FB A cmyr t he
pr epar at dnhiocﬁrboxgbgaoup)lﬁ @ith @l e éorrpound of for- pounds of
- genertd # nd | sonmer.s rruI a Il whereim X represents-a carboxyl or
85 t her e W%ﬁw defined | ani de grojip i sesf eact ed
With a c ngr ses reactl £ conpound” * of ?orrrul all
gs def i nédclaim 12| which codfrisar reiingf :0¢oH | a : claim
8 reWpedtmdof formplat he presence of plnﬂamq)nQGWSmQxydéﬂaéd)hldtﬁnqz thl onyl
chloride and in. the presence of pyri &¢dn vpreeeptse«&%mm atNRo-4

|m 18 [err]

“tenperatures fro Mo [err] w&
wherein a corrpou’fa‘d&f ormul a ||&§ lsgrﬁ,p b?xryr’teﬁogr oup is

reacted wth [wherein [err] I s as def |3ﬂ.eAIprmeselasaclﬂméd yoﬂclﬁiﬁm)ound of
- fornula ii, as defined |n claim 95 Y‘? @cam%fmﬂadmula [err]

18 in th E@eﬁrwa defined in
claim1) E[:‘E% "fdsgmup 0[ %ﬁ&g”b&mﬁﬁ Alonk zﬁmes}a;?&éomound of

f or masa_ acompoundofformula tures romﬂlaﬂ atnme{ err] A process as clained

in claim 18 wherein a conpound of fo ﬁhﬂhm 130y
X represents a t i de group'is reﬁ,g:,;ng mnmgam:cf&';h

with a conpound: ormula ii 68 def umad thdﬂeb9| @bined Sis alsublséy atggres from
.100 to [err] 25.TA%rocess as cl ai nelkyldted byl with an alkylatingle@&t (wher ei n

- [err to Ierr! are as defrned in clarﬁ'r P E&%‘F% ;ﬁ{nopdof formula ii
d p&&glﬁ

wher ei n 03¢V h s a chlorine

_ Rirtp e@emd A 15

atomis ] x;dmga dug) I ithemby ubﬁhed)ﬁkahubder?s- a
conpaigndgd [ as e |ne ﬁ‘l\’ﬂn ﬁ%ltmotfﬁ\é’%?ts’tger

8 at tem:ia.crlbtt(;):fmess fgrr;bﬂp&ﬁﬁhubmoq @n¥F | pound 6 means xidisi

445, goBounds of gener fofﬁfaxalas”ﬁ o+ 35 & pruces é’&&w%ﬁas&for t he
BT epar at S pf‘mf] reacting a cok” ﬂﬂgtcpz,iumd§0063 g avheriala dompownd a 80 and
FSOMESSS b E fokdulh| CN COMPIT Ses T eSch b o¢ & ghereby obipard it S8 f or nul a
[wherein [err] to [err] are as defin 8‘?57‘1%’1“?3&8‘“ "BBents an

appropriate -[er- &3 an A pRvddsiliali dined! MUBaikiMBEBr ei n [err]
is as defined ing m 11) which'is wbwwehb Fompoynd _of ofotyantay [ or tImi @8 ar boxy|
or dithi ocar boxyl gf’o hl . 45 is converted into a physiologically compatible

acid addition salt thereof.
(wherein R, Jsasdeﬁnedmclalmlland 35Aprooessasclaxmedmanyofclaxms
Y represents a halogen atom) with a com- 30 to 34 wherein the compound of formula
pound of formula I or Ia is as defined in claim 11. 90

-



29. A process for the preparation of com [wherein [err] is as defined in
claim 11 and pounds of general fornula | and isoners Y represents a group
of fornula lerr] thereof of deneral formila |a as defined in (wherein
[err] i 11y ith cl a| m 12 Whl ch' conpr; ses react i ng

a com 10 a co pound of  formula -
50 [err], (Wner Mrl " mgknts a hydrogen atom and (whereinh [err] to

[err] a S def Y represents a halogen aton) 'with-a com
and X rgprysents a car boxyl t hi ocar box1445824 pound of fornula - 28 /‘n
di thi oca by %OH%%Q%M Y/ LuBeal B5co LA e BREGRT sl A
process for thsy RrBoskerin B formulaI 1somets tlra%r%of of[geﬁﬁfcﬁﬁuﬁldswie- \)
general formnul er Ja & deﬁuydrenslalm 12. in. clalm 12, andﬁlwologlcany com-

t her eof of gener’?l Aﬂ’p’f‘?fb &P ofcem- | 'ﬁ m!s mﬂ[ % _ S
reacting a 0 ‘:&; d? nﬁ:% liméor- Elraelms 27, 29, 36, 39 and 42. - er ein- ; T

[err] ox:dqsandiwogggq
claim 1) vvhfchl_; |
group] . Ads of
conpound of foﬂmbfaoﬂ gétlera] \ibimuRi In
contai ning a risgliaind sehy ausigiaschiersin de

[ er r] Ob al 11111 d“z% ".""\‘ :. : I.' " S
defined in ¢l alpdpeds getdrdl I e 4130 AdhiBetrd
25 a conpoundclgifn f20subtkmially as herem descnbed. 48,

process as cl ai ﬁ@nﬁlﬁl @6"0?0 E)ﬂﬁn{?m m@’@? wé‘é%‘ﬁ'pdﬁﬁ'id 6

I a

resent;ﬂﬁéﬁfg dls as .' |

airpound y reactlon

[err] Mhercot fh & gs_ NEoiosttiohs 36 Iclaiidd 'Y ding OGN atom

t her eby olfai Bﬁmg idive - /N al Iewnat 66 tby48r énalie Guam\bft dosage _

al kyl ating agesides ax)fdefmedaarse erein. tao Jerr gre as
defined in cl aFl 112sub ‘E"é!l gleserhed wEB i e a‘?ﬁ%
represents @ ca {53813% off%nulﬂaz g df @ kve Gh@blenO Dt al Ned i s

sub- 75 dithi pﬂmddmﬁ( aDllqir)nulal‘I \And hsoﬁef& uncil; @oabosmaqmnﬂ mksntSQd i nt o
the corr esponthQ_ £ ff mérfpmtm IaeGSt qem tf‘hfefmm | E
prepar.ation of & s&’;m lm 18, ffﬁ‘i‘liﬂ% d? mgpﬁhmve %mW% 73f '.
general forgul 345, A & prepaiabi6F & rreammé“asamw i
t her eof of genpmmas i:brgmﬂiala férerula SI dmrt usmd:sl s claiged as cI ai rred in

any of clains & 1 Qﬂﬂ lFP acﬁmg"&as acuﬁ mﬁ“‘tﬂ;ﬁ% dor la
t her eby obtain iir claim lgzr o

sequent |y cggnvemse mln,t,ﬁasa,f hﬁll(’.bﬂdsa|i4 ldaﬁp@iﬁéns ds edaihed in claim 46
34. A processmamereltlmm&gme@l@r hﬁmdﬁwbeﬁ f rrrula | or

la 85 imidlds o i B P
tﬁereof I S(\?\ﬁg\r/gﬁ’f‘iﬁdr mmﬁgﬂi% yz).%%%ﬁ@ ﬁ%ﬁml A p?%fcgags as

clai med in @ny eek pikpdd By aYproeRse tlalted indanfpal 0gen at om et with a com 30 to 34
wherei n the cosbgumslfo mama&, btamalﬂbf f or'nul F"f the Applicants, R

or lais as defwloﬁgs@f Pupg f:rltzﬂala 90 - PhnN & C.g"
28 36. A procegghnsd inCdlaith 1€ |m; 45. Indperiap of gener al

formula | agd, p&ibletmdBﬁdi/lhﬂrsdlsnhérheMp@ nd of fol¥mil9a Kingswag.omers t her eof -
of general for W‘i A ?“H% ay) plaimed fnsangsof def i ned i ntR0A% ¥-C2o. .
fined in claim azrqd Z '

e rocess for the
preparation of cofgnieh }iﬂ?ﬂﬁﬁt%ﬁ%’%ﬂm”éﬂ%

TS
pounds of general formula I.and |s¢m¢osmsqwaem

by a process as clai med

in any of thereof of general fornula. la and the cor- clains 27, 29, 36, B
39 and 42. responding imdazo[4,5 - b]pyridine - N - 46. Pharnaceutlcal v}
conposi tions conpris- oxides and isoners thereof as defined in claim ing = =
active ingredient. as. | east one conpound 55 1 substantially as herein +
descri bed, ~of formulal or i somer thereof of formula la 10 - 38. A .
process for the preparation of com or phyS|oIog|caIy conpati ble acid

addi tion pounds of.general fornula I and i somers salt thereof as clained
inclaiml:in aSSOCI : : AR —



t hereof of general fornmula la as defined ation with a pharmaceuti cal
carrier or ex- in claim1l substantially as herein described. cipient.

60 39. A process for the preparation of com 47. Conpositions as cl ai med
in claim46 15 pounds of general fornmula | and isoners in a form
suitable for oral rectal or parenteral thereof of general fornula la as
defined in admnistration. claim 12 substantially as herein described.

48. Conpositions as clainmed in claim47 40. A process for the preparation
of com in the formof tablets, coated tablets, sup- 65 pounds of general
formula | and isoners positories, anpoules or drops. 20 thereof of general
formula Ia and the contes- 49. Conpositions as clained in any of
pondi ng i mdazo [4,5-b]pyridine-N- <clains 46 to 48 in the form of dosage
oxi des and isonmers thereof as defined in wunits. claim1 substantially as
herein described with 50. Conpositions as clainmed in claim49 70
reference to Exanples 1 to 181. wherei n each dosage unit
contains from35 25 41. A process for the preparation of com to 200
nmg of active ingredient pounds of general fornmula | and isoners 51.
Conmpositions as clainmed in claimb50 thereof of general fornula. la as
defined in wherein each dosage unit contains fromb50 claim 11
substantially as herein described to 100 ng of active ingredi ent

75 with reference to Exanples 1 to 118. 52. Conpostions as clainmed in
claim46 30 42. A process for the preparation of com containing as
active ingredient a conpound pounds of general fornmula | and isoners as
claimed in claim1l. thereof of general fornula la as defined m 53.
Conpositions as clainmed in claim46 claim 12 substantially as herein
described containing as active ingredient a conpound so with reference to
Exanpl es 119 to 181. as clainmed in claim 12. 35 43. Conpounds of
general formula | and 54. Conpositions as clainmed in claim46 isoners

t hereof of general formula la and substantially as herein described. the
correspondi ng i mdazo[4,5 - b]pyridine - 55. Conpositions as clained in
claim46 N - oxides and isoners thereof as defined in substantially as
herein described with refer- 85 claim1 and acid addition salts thereof
when- ence to Exanples 182 to 186. 40 ever prepared by a process as

claimed in any of clains 16 to 25, 30 to 34, 37 and 40. For
the Applicants, 44. Conpounds of general fornmula I and FRANK B
DEHN & CO., isoners thereof of general fornmula la as Chartered

Patent Agents, defined in claim21l and physiologically com

| rperi al House, 45 patible acid addition salts thereof whenever

15-19, Kingsway, prepared by a process as clainmed in any of

London, WC. 2. cains 26, 28, 35, 38 and 41. Printed for Her Mjesty's
Stationery Ofice, by the Courier Press, Leam ngton. Spa, 1976. Published
by The Patent O fice, 25 Sout hanpton Buil di ngs, London, WCS | AY, from which
copi es nmay be obtai ned. ERRATUM SPECI FI CATI ON No. 1, 445,824 Page 1, line
1, (71), after We delete [DR) insert DR THE PATENT OFFI CE 31st January,
1977
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