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al kanol , e.g. aqueous ethanol, optionally in the Compounds of fornula IV
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from , 55 1,to 6 carbon atoms, preferahky s5pthyl or (vvhereln R |s as 3
—her—er—nbef oLe_defMed—and—Ar——&H—a-Healﬂ—ﬁe{—a-l—ﬂ—ﬁ—a—Fe wetr—atkanot—for
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Fr Xi m no acetate, for ex 8. all[r;[“%’ nalowe : E\ get ate,
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Compounds of fornula IX may also be prepared by the reaction of alcoholic

anmoni a [err] 15 wth conpounds of the general fornula:- XIV
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azapurl n-6-one (mp. 655 butylpurin_-.6- 0onre {100 ng.) and .ol eyI
;'" aced.l n a polyvinyl procedure of Exanple 7) for the triethanol -

Lhloride-coated glass bottle (20 m . capacity) 2 -

gret hoxyphenyl) - 8 - and filled with a m xture of rmmlrﬂﬂ "Immim"

#pzapurin - 6 - one. nethane and dichl orotetrafl uordethane to g ve

gotal volugg of 6.2 m. The bottle was)gg3ted With a netered valve (WI3§ h1 '
i p tube)———WH—ME—GI:AF-M—I—S—-————————————?@—ng—@ P
: doses. Eackufidf forpgney &tedng tw tle prBat AZRpursinfilar w8y -tha@dnevad efcparat aves of .

Arom 0.1 nl okentigl:uti on) of aerosol rel edseyrized In@kgmtﬁewalzfﬁrﬂm&gw from :u*""

& he pressurized pack t (8Pt ajcned con- 15’}“""{ hlcggfwﬁ gftfof‘gb" R:) %f”" R
Uty pUr 1 - oo aRE i LEs . B . bbg T 1} S apapde - 1§ = ol b _
¥ - one). E9<Ahd?jdﬁua7 6Théxe (100 ligh @ndsélbyt alad- 238—(4%°C pm’fph iﬁy-appllca ion of the ey
Jerr] 20 (PO n®.)- vy pppoedi 7 2 mBlyvinyn eprdgespie g\; gnol- R
diSbn Voo o e S RSP TR Dehgit: FESOTBb o vas 54+
P! aced methane and dichlorotetrafluoroethane to give 25 in a polyvi nyl T
£hl ori de- caat ectmgll acs.ﬁnabeit tsLem( ZﬂlcrﬂthVOIasme The bottl'e and contents were b1 2
4 wherein R reprled met e @yith 4 hlt’ yl ‘Q’S‘ATt‘ﬁérﬁle’dM Ed-to -60[err]i. i
nd di chl orodd?l’l" %j;: of%‘lfﬁgﬁ? dogﬁj i AP F 1Sy S?Feaeé‘l’a“" 5 et hane’*
41.72 m, 2. 8 1018 aﬂ,;&d coddOI € bstltuents sel ected from 3,.54 .

fal ogen at (]ﬁBtaid»tﬂJ(Drn(ﬁdeaﬂea- 2.28butyipurin3. 37 -g.), each at and hydroxy, =.!-..._;.;
%l kyl  phenyl &l Icyfl (in tegphsiad xhe, freﬂ 80Py r3 €n -were added tg give a e
%el f-propell i RyylPuikehy 6y, al kynyl oxy, al koxyal koxy, phen- composition (5““ i
grl ) containing 10 ng of 2 - oxy, aral koxy, alkyl tiy®e; y"&soxyal kyl, nitr.g,:

1 (2 - net hoxyphenyl EXAMBLE Hzapurl n- 6 - onemj% a, esufphony! , (r fup
#l kanoyl , I k Ohbg cehy It of 2in f‘E°€I°I‘bs of the A/(/ met hoxy-
hmino, trif u 3%t ag%gj ta tgﬁgﬁmxy phenyl) - 8 - lazapurl n- 6 -
pne] per nl ofp.s 19&4@511@; uagraormmg\xa@lppscdsubstltut ed by ofle 35 23 )
sol ution. in a polyvinyl chloride-coated glass bottle (20 or two groups sel ected from

&l kyl , phe | ml Mq’em otTiﬂr-‘ %%Iasaﬂé ggffth {wherpit IR ¥ ePheng] Rranﬂ;mhﬂ

gl kanesul p cth rF gﬁpﬁbﬁ ‘-trZ ;fgﬁpg }mﬁé Jﬁ@ﬂ Jy[}x&«t& 1 :
gloses and gr@k’d?&thmeor(ZZS mlf agnegankﬁh /& 84T ngg - Qlkyl S he- .g:oat@ga,ts wefae carhs

§ endered honogeﬂQvaehyaddIar ammeldselé-m@pqilmgahm@ok oﬁhwld.sy;nylkoxggﬂ@wp sheaki ng ¢k «Ln“
i | e al | owj,ngompRgtiond i}éﬁ“ sl ) f’cor?w Aﬁjﬂ:wg - failghio rgogalidy bR %orrs

L‘ZJ-KS :

cyclo- boPt [k HH U St P Pl RS, AFRY R Gup
ont ai ni ng f r gRenyI- “;ﬁa,ﬁ b@n- dreyrparmat afr egm Rilol orfge BBEAkETb] mm 0.3 -
fjtons, a str asdgibn. or branched chain al kyI of Owo rgroups smcumomnélk,(hf pleelosol )
el eased fr gm% ottlg oh mftig‘gds 1 gmagatcgh ?t’éa‘ixjsa’tpbﬂﬁh a grgesulobpgyl
reconr 2o R AR o E B SR Ly
pr anched- chal alaa yimegamau@a &perat(rzoftmetcm MRRIY b Yo 6 caBbon aRAERURES - 40 alk
Lont ai ni ng fr(bmkianti(w 1@@%%@%"&? MBIERTr \alkylp groupo pratafning frqey ﬁswo$ Crh@ free 2 *-
(2" "nelny, ST (O il P EL S B AP PO .
zapurin - jed pack thus om Qﬂﬂiﬁhnﬁﬁﬂfg&o %& Eb¥or tgfnglé@ich'igxyﬁ:[yp'ag yl
roups cont ai m mg (ﬁromtﬁxytpﬁmﬂ) €8r-b&ﬂplahGrTB:pntaJBEg Bdni aitgho cobonhtid@ny - chai n5 p0
| koxy groups 645ene fin terms of the free 2 ing one or more substituents °clccte<brﬁqoa| ni ng
rom 1 to 6 CPHSH aforEP dha M ¥Fbni I I e ﬁfgﬁ;’%ﬂﬁ’l}%"‘%& ‘Cﬂ‘jm -95(2 - b
henyl groups optionally carrying one or £ Ehe 5L um,\ gf(,ulgaszapurl n phes
6 - one (4300 substi ENANPELSH ect ed fronvhatingéomal ans arbd: nynsand ol eyl 9 &
| cohol (200 lcwenlglledlp b‘”ﬂ“‘§ °% %50 Phesy gy baeneep BDI??” lI“k Icoorm #l koxy
00 in a pol yPAgEPERGEL o g@ﬁuﬁacrgp e SRR fingad Tom 2
1 to 6 carbon;ii dlfinybé: lorlﬁd o giask bitjle azn b it Rod T I;Imnra o=
Hydr oxy grcsupml capady pird it lbdal“kbxy{m B 19 Ji-i m\dxbﬂermm,fahil@hcmrtdkdmrg@uamd =
di chl or ot et r af}f ?ﬂ*%‘?“’m ¢ Hie ‘I‘%gm Stoineicy teotlkonr A RNy 16 Jetthane to
give a total mﬁ&gs&lr‘d& w retertl Qalv (wq:tﬁ bQI@ %ﬂﬁﬁﬁo Ln%lmrrﬁgFWQéeffﬁp&alwy .
accept - bottle,pwat&) aan rag ol inh d@esnBicerpef val ve -( Weebltia abd e &al fsivicher eof . e
105 dip tulss) (gdrehtedéro 1 @l of WIUUQI@&? %FrOS‘Ea@ItFo i fro clainpl w@erein Bz puschrma- 6 - &
accordi hg 1 é;%”a Thelter T O “Smpf;wt{:gdrﬁiﬁ RN DA
according to ¢lgahyn sl YResEl § R @rpfeﬁﬁsaﬂ Sroft ThEbERASAGs T:hD nﬂsa&h alkyl, 110
pressuri zed Eha(f ¢ 2thus mphempkayr- frapht hyhengiilon, alady, C kikerstys Vppﬁﬂ.t‘@ﬂv, ;
obt ai ned cdéft airireds 1omd- of 2 - (2 - net horgplkowyal |alylday r pybeedad. nore
substituents sel ected phenyl) - 8 - azapurln - 6 - one [interns of from
hal ogen atonms and hydroxy, alkyl, 110 the free 2 - (2 - nethoxyphenyl) -
8 - aza- phenylal kyl, al koxy, al kenyloxy, phenoxy, 60 purin - 6 - one].

. a NN NN

on
W
k]



5 sul phonyl groups, and pharmaceutically ion of the
acceptable salts thereof. 3. 8 - Azapurin - 6 - one derivatives accord-

[err] ing to claim 1 wherein represents a straight-or branched
_chai n—alkyl—group—or- TD—TEFﬁf_n'g_fTom 2 to 10 carbon at

strai ghtt or branched-chain al kyl group con- \Imﬁmn Wﬁml to 10
car bon z;tom; carrying (wherein Rerr] represent vatrves
of . one or nore phenyl groups, %gl onal |y carry- strai ght-3
br ancheﬁl‘&har n al koxy group_con-_ing’ dRE of

,frm'rr"il.”t’of arb 1Qmstra| ght - hal ogen, at ons and
prepercdiiaght - or aikynsaHetc. ‘:mx‘ni Ay %mtﬁd&al n al kenyl oxy g?’o ontain- 70
"g%h' al kyl 3“6?° éf g}gy .;gﬁgawpmcx@ohct‘alahwhg from i 6 carbon

©or af.aadikeosk qlaatcelﬁoﬁjéﬁtf’o@cﬁiorrs and ce tIC}‘{ ly group in’

ohlhl(rﬁ tdes adrphozgl pét%‘%ona nPEASEECEpt abl e s

iorafrhel t o 6 aagep % ?@ A0 derRRyvestecost I ai ghgid) - Azap |r| n- 6 - one

a0 ‘i“\tat ives . c{;,b‘rc tm pr\x}b:reﬂn@.he@!f@tnm A, R er rfn resents fluorine, ing

70 &ai m 1 \Beneia trunchep rchaie Alkd gé““pﬁr%‘}ayl chlorine or bronmine atom a

trifl uor otz 98 B ddpfry M g gUs-car ryi ng one or rmr sub- group, a
hydr oxy gr oupa‘“hémjﬁ ?Cde—{Rmiﬁ j@rn lclz?rmngst(rwtuuremtl’é fSIe‘Fe Cham ah\o “m%f%“i{)gxyal koxy,
wtwe{]wo 0- ‘§E‘?,i'a btp‘b’r‘@]f arbupa ptvadly cgEy N S&F‘K‘?T Wil stegiptd-

yl engdi qxgy oy @upsse sspstitupEapelecieyiofip ft&ﬁ i chﬁ% 1;@;11;@ grOJIPGCOGTaWbO?I%
at ons, ¢ Utalogral 4@”153-%:? fﬁ? r&?;é)él E;S?o&rh Eing &E)m ;. to 6 carboroato@ﬁn Ol ‘tl Sy group
i n whi chi t hechaip BN S acoths. anZghitateiticalls gto\(m@ wiieh ¢ i %‘g;}é‘p zhe. POT ti On

cont ai ns,from 18 9a1t6t1&&bibon atoms in frem (‘: % on &t o8k fildrine,
represents arp&a,mizapmry g © ftﬁ‘eéﬂ’y accffr? AR bra &mm’emtommdtrs’tuoram mi Tor

br anched: ahaing tadig c r,tg‘“ ‘:,fffwbepg@s@m SyDoxy Leroyp: 2, nifrey C(s or
groups Ore 0 ’tﬁgm Siiié; Ffm%“ @ddﬂko&@nrltﬂmlowr neraightyner Brage @edél ‘?r"’&b‘ °r ZQ{
represented Byniihe symhe l:dt erorlt}v, 0] Bty tlﬂ@“% oty G Kyh o @luqix»

cont ai ni g f hMtxcéilyt:@cegabl envan £seaggordvm Grttm 'E&@_f rﬁSfeJIﬁi $ tQ 6 eamedn (AYEF: e

aI koxy, ' 25 539-A &l . r@fesdtsShI ahdhby b¢ stbqrghh@ @nchc%@ﬁrf) §ﬁ| ly
t abl e Ségr Eg r—cﬁé: Qfe‘éhgg in alkenr}él?’or alkynyl &% A m; é?él Eﬁ&m .
ﬁg tO 1 roup COn mtr& ffonA2a0-6 ?rbon tzms,

2 di Wr Fb'sblhtsm and @atrinen €10m
&ﬁitérysl NG one soscmy peuhSYTLAR B a-@tﬂtcntgattammtanmrrto; accept ab

salkct‘cs, ent s30s @irbast BEMF Mo (TS ogg,rh aton, hyq;r OX - 2t-her eefhosygiradpsrin -
(:Jy ]c’é)'al kyl ljrg l?qn h ag?}ag gk oo s@su - ofzad -ph@maceytipally ra@ﬁgg}@ﬂpﬁghw )
p\wohrp -8035 tegt &e1€o’¢kfdbﬁbm tabpee, 2QEP d}"gm’ﬂ otrhcrbtf anched

o n

{:}}D al koxy

hcn

GRS CONt aiga pggchioelﬂﬁl FoD cptainine L3 S0 oAk phggr e i?, cept abd e
shabs 9031:aEPl§o?i“ S Bhen &iﬂcg‘){bcmp é%“r‘?"y pr‘r’%;m’“ce“"%113 hereof . or more
‘%}g’gh tUﬁnt Sli}r o [sma 1 E:wEs@ac;mg one | qf B 1,728 (7. ‘%d"”"(*ff“’“g,{’;“si‘ )

Pixygheny pxudswubfmgmu‘ Sl @y kR Wd%hﬂx&atnﬂtxdaﬂmic ptable 26 - one
an@‘our;bhar rraceug%‘malgiﬁ %@gﬁg:ﬁ SARES ,hatft«ox noi et conﬁ NS, fomssl to
,%f @elfnbon theeor E/) e baapac el call 1y aﬁébhj?nac Lé’“ﬁﬁ (PRal. 8 -

% 2 - (2 t—hc,e;fhox enyI)purr n - the

£,
afo.,,i)ne;gand phar rsacetpaial t ac‘t&é % s S °§§86 AB --2 AQapiserzepoxsPEIE -one

dngmmat i ves tadinpfo ciRch hliayCopbnm plrivhér-ainn R PEPRESEHIG ET" 132, 8
- b:g%g - 2 -5 “‘“‘1 §§ﬁ’ d’ 5 rgdhengstttuenmsﬁlejc-phel P“So‘kef‘f?téfh & q,g?sﬁgph&m#;: ht may
o n- puri &df haldBatemg 2 bc cC d dttally 2@ WO
oram;nb,re,\e substphctx;mntl;d@&bé seny Oéfbba ?ﬁf t.d %rsﬂgfthfld?)era fromc haI ogen, at ons,
agchugsydr OXY, ahde »;Zm‘g Syt fﬁ"“ '3 a,kal,gsﬁ- (214 S Azabl;tmgnacc §ﬁ§1’acca;
pletid al kyl “E’ Al kenybacamyl, raé'kﬁmsdal g
pﬁgﬁféaceut i cal% §a@mﬁmia=nxtpm9‘xyr cat k;gg gé‘&ts ;ed_v byz ansotdegpbyniiabl e
salkbs tdver eof a 5ﬂoalk; ga@ con in O \Jalho 6 nb-teransi pldriaspraigily ACCer 14 8
sirag 4
;f;?;ﬁa ' e“‘zad'_ 23;{;; N mt B bﬁra@%cggﬁspma ara@reutbrl il th?wgf:%f l(%:dorga cﬁ&’anf
c.L(’ll & £ A -
di, @4 yl anmi N0 ghoRkiRisg 1 66 1Rcart® rﬂ@@?ﬁt‘émg%@ eaéég 13 shlheﬂh&aaff a cycl oaI kyl
group msnt ai ni agts® 'gt{bstgur-& rv rsorioigmn - 1AZ8- Azd- 2 - (2 BOPie%bbl\Xi’ xyphenyl
- Wrons, rﬁ?fyl’llttg gﬁi Qi‘ e (ﬁ i g’im@ kylmn @Ia,o]ap andgpharmggeiuicaliy acC 222
phgf | r‘haceut i cal LoYraiding 8Ph-8 %bongatcﬁm anlopfe A'Q fg % 3 0 (510 tSAr bayl ates,
albrtcgefsgllro ts theghr&rg,(fé an% phmtacc.mcalg acc:t;:)le a Sik !ﬁiﬂg I‘ :gfh(’f Eg[t_am%hwp@'ﬁaf nlo
al iy oup e - 24 s of fhe - cqeitilly hospyedleg E& Q
cafon at omsscar rr§(1r RO porényclnypurr n - 6 19 pndzand - phab éln‘tglrcally or
t wd %ubstltuentgs f'ected from hal ogen acceptable salts thereof. atons,
hydr oxy, al koxy groups cont ai ni ng . 17. 8 - Aza - 2 - (2 -
i sopentyl oxyphenyl- 60 from1l to 6 carbon atons, cycloal kyl groups purin

phe wxv _,abl ewsal»t,emt her,

e GBS "an'd“'pﬁa’r“ﬁ’ﬁ(:‘é'ﬂ't‘” TEar Ty accept abI e salts

Fere—substituent s sel ect ed fromg

:'-.
5

6 - one and pharnaceutically accept- containing 3 to 8 carbon,.atons,.. .apd- =



able salts thereof. 20. 8 - Aza - 2 - (2 - benzyl oxyphenyl)- purin - 6 -

one and pharnaceutically accept- 5 able salts thereof. 21. 8 - Aza - -(5
- hydroxy - 2 _ Tt O IWXL)_PUHH -
& - PR AT T R apt abl & SR BeoT. 2. 8 - Azar 2aed

'(2 4 - di nethoxyphenyl) (wherein Ris as defined in claim 1) with a 6

o able talte thereot | P mResutically accept- Hmﬂyﬂﬂl@ﬂlﬂlﬂlﬂ I zommouna

of the general 23. 8 - Aza - 2 - (2,5 - dinethoxyphenyl)- "ofmuta:- purin
- 6 - one &hd pharnmaceutically accept-1L,8BR¥ salts thereof. 15 24. & -5
Aza - 2 - (2,5 - dibenzyl oxyphenyl

? [err] purim -'"6‘“"’"
- one and phaP‘il‘{;& tP’E?g\;Jnfly’h%{@éfé‘f)tcaUa?é‘IC@'salts thereofg 25. 8 - Aza - 2 - (5“‘ res

sa I. there

- benzyl oxy - t}g yppepyl )OQMM}E%H@)_ one and ?;i ceutically *

accept abl e sainfrﬁ 1et@0fad pharmaceutically rein X rep s the anion of a
suit- 70 %6.a% saltAzfareof 2 - (2,5 - di h;/droxyphen acid and n is
the basicity of21t ﬁ% roByr i - - n&an "ﬁ’aceutl calty
accept- and BEY gjcgz&ﬁ;i‘ ;glﬁ;rlqﬁ‘igo'f B MWfdr ogen atom or an abI e salts

t her eof . 22.8 - Aza - 2 - (2,4 - dimethoxyptlel)l OQUIOMA R ONisdeficddn fclammt) dith @ 6
carbon 27. 1§ puritzg6 - o and (pPRarmaquetckilyXxagcept- 5 saurce af pifraus 2ghPrR | S as defined in
claim 1) w tﬁ’ 5‘“3 ﬁ“éffhfyl ;\)fjenxllugegurl n - 6fo(b)8' scting f GERARY- O e cBRFYund of

m

oxyphe {wherdi
't he gener al  one and pharmaceuucallypac? “ceutically acceptable salts s taining
t hereof . 28. lesa}ész:aercmZ - (2 - hoxy - 5 - ni trophenyl )purin - 6 - one wruu

and phar mal5[ e2#]8 c@aat-lllca(lz,ﬁyd&mﬂmyalbhsé\ salts t ereofy 3 + 29. 8 - Aza - "-”“r
2 - (2- met ho in_- tth‘e%f‘H‘F’rW%fF’é‘ﬁ‘l‘féﬁVI“f‘iﬁﬁrl n - Rng:aé and aA; 4m- ceutically.
accept abl e saf 2 - (2-

L tri -
f 1 uor onet hyl pj E&Q Q@Mﬁﬂm ) g_ on ﬁg"mgﬁaphar- 3 m@@ﬂg I y az:lcept abI e

sal ts ther @of ceusichily &ccp: Salts cmof - 3 h e| n, R[ err] et
represents a hyzdrg)xygza apkoxy . dﬁ"‘ﬁﬁz‘yﬁ*"ﬁhe%‘}%m@d Clp;re; {:)sas:m}ﬁ rrﬁa e
am no, al kyl apdrinc: ©F owghi aﬂ lofdrandeun@allyraoddpr; RCQH gep,aje [eVa RECaRAL aa,p:f & a,aal ts iil -
t her eof . able sahsa’l“?{ y group and the al kgl gu@u@ﬁtammgtfhsel $and5 3@bon8 - Aza
- 2- (2 -l ¥ q%lyl |2 = 2 3 é){,Han% af@meljaad ggm‘iﬁ@e 1o adth gg)n 15 of the
80 40 purin g @he galtp’g@ Tl fyfOReee © R g om |t

carbon atons), zg)rga sa 1 Zt.h&rr <5 - (c)

reacting a componh:rdl mfrmtheﬁ geqmerakl f,»harrna-33 8 - f] phenyl purin - 6 -

er

one rrula “ f fhps hacce able salts t f\ 4. 8 - Aza - 2
ETR w.ﬁmﬁf MR R il
@taalads

25 45 pur| n cem@cany amhaleraaceﬁtafl%él |y accept LMDl e)}éal ts thereof. 35.
8 - Aza - 2 - (8 &- tAlZQHZU-O(l?OrFBQL &mherel n Rlerr] repnpgsents a group R
as defined, 8 mé ?ﬂg rr‘i’ ' 66 °“~ Pﬁé’ #nd pharmaceutically in claiml in

whi ch the car ‘Ba %ﬁmgﬁoﬁeptﬁ}ﬂ e(ﬁ@}cﬂxs R r}@;{'&% a hydroxy, alkoxy )
said group i Sdlaut:ﬂaaﬂ%amoﬁrﬁl 1 BE ode PRSpHatn@N Gihinb,MkyRRlino or dBlkylénino Add, the2 - (3 ¢

- net hyl phenyte)x lliyl Aeceptabgzalfuthe@ne ring ble 2raIp amydc ey rgraap o theamid sy vl

one and phgg ma i}cé‘fag%zat@egt‘%lm phepylr  alkamiphias disfiylam go ﬁéFRﬁg@fﬁ C&‘t‘orﬁ? o

darmaceutically accept- ~ taining r on atoms)
with 5 - amn le (& reactmg a com E\Z‘md of the oer4ral‘ for-
car bamoyl - 1H33. ﬁ. 2Az3 --2 t phayiphrd, - 6r- one apurin - - one

derivatives ctd- th m ~dt)031# ﬁeephbfg Sdts@]@mgbund of t he g | . 30 ,..:C.‘:-;
formng to, h§3 q*ﬂn?xflg%;‘??ﬂg epg f ormul a: RE éﬂ claimi1 B et
i dentified DyasiagRs th@ve&ny goi ng Exanpl es other than the
conpounds cl ai B&d8i-nAel ai2ms (B - ttﬂﬂﬁﬁqmeaawd pharemakeupmxcms algkopp :R:@ecptm:bl @5 i
salts thereof phn}l;purn -6 - om. and pnarmareut ically in clgi rlrl igh thlz)’;qég §§’mf rwhich :

prepar at i o, of“$Ba g25- e ng)cld{ Rer1 ,men_ rﬁf g%pa é,iﬁi};ég, °§5’3ﬁg&ﬂdn claim
1 which conprgsesseé phﬁﬁ{a d’lﬂn ecpaueaaa@ @ repritght hatorg@eh&dffgmthef- amireanpound

of the gener athese@dr nul a: - 4 - carbamoyl - 1H - 1,2,3 - triazole, or 90
1,338,235 (wh Pé;.th ngg;r% ! glasdcrae:f ¥ tdef or@ d dféftinﬁétj)cmw(’t“ﬁ‘ ofa it sl .
corrpound V“sE h ﬁ;xf\hégrt néik‘fr&aty of the fore-

going Examples other than the compounds

claimed in cleims 8 to 36, and pharmaceutic- RS N
ally acceptable salts thereof. N
38. Process for the preparation of 8 -~ aza- M _
60 purin - 6 - onc derivatives as claimed in claim N N/
1 which comprises ’b |
(a) forming the triazole ring by treamment H ;

of 2 compound of the general formula:— .



a conmpound of the formula: - mul a. 39. Process according to
claim 38(a) in which the 4,5 - diam nopyrimd - 6 - one [err]

reactant is treated with an alkali netal nitrite 40 together with an acid
at a terrper?ture between O[err] and 30[err]C. [err]

40. Processiaccording to claim 38(b) in which the r d out
at etevated' tenperatureée in the presence of a base. 'mi"d"l Wﬁmﬁ
accordi ng #o llaim 38(b) or (wherein R es3):35 epresents an a n-

claim40 in- t-a'rrr-ed—out—ﬁ-—tarnrngfromlt06car—ben
atons, Y- repr e{whemin X benperiaboore difiptdvedth hb@hee revhpoamid wﬂﬁﬂ[tezrtrgeﬁralsfent s a
sui t abl e anj on, &R djod dedorgalimred i n ZnulaPrPocess accordr §I aim
38(c) inclaim 1), or which the 45 ﬂ% %% tfon is
carried outf at el evate (f,g% eacting a GeERAUNG:el w[it mn%ah hedlfe- £0

t enper at ureés in the pr se and nwetacr-thh an acid at a tmmraturc between

a sol vent qedr um [err] °°ég b ces accordl n bo cla
3605 it 16 o i as el %é

reaction is carried out at a terrper at ur e betuwngeRmROh eer resaHaE 0f1:5 ser r 45
(W’i pegire R[err and err are as her ei nbeflorReocess adcdxdm@rmceals %SCh)oordr ng

to claim 38( ) %ﬁl gﬁf llg?wroaqncﬂb <clajm 40 gy n{eactro;r Wfq:gti Ctnﬁe
reaction is c r&:én stﬂbleaatnoE &'@{ Bds éuﬂn:grlei Z ?zm%f ;a;cure ‘“n 3 Ocla:]m 38(c) in
t enper at urés i nclaimsb) vent nedi um (f) repl aciniy meheacurnquparﬁed et 22 eedaoupd
4h. Process accor(ﬁrf??@mtg@ ‘empguid o38¢ aperalrfont 5 tapfperatyes gre thermitserko ofral tse- and
claim44 in whi 8%t he reaction is carried odt® me ccording to claim 3
at a tenperlatwre bet ween r@sry), and 200[errc]aﬁ,4 ?ﬁw gj,'qgce §n§,pgqg,cf<ﬁgutto

| m 38(e) in which the reaction i s carri ed: oednpatuebeveheds henperat ur gg
{}’2 aa“ ”énhgpdr ous(‘thPF%;‘ tgr@‘én“c a0l ema?f?fer n ‘t4hé’rqwe3‘:ecmsielsdﬁ dmaifd or a N

id. fined) wi Amino - & - carbamoyl - whish Abz resspionoia ¢ “%ﬁg;&‘ﬁraﬂrchg“ef‘o

1H - 1,2,3 - triazole, or emperatifes in, 4 $0 nedinm
(Dl alcm:onf38( e) or Iy replacing the group R of a ﬁ)h‘@bd?ﬂi4é 5 ésbrl SB‘ﬁg r 16 A O3 (d) So

N\
é&‘r bi with out df o theeperfomrdn:bet ween 100 er r:l]alm anph B B fejcBon é&am&’( eeess
82%ording°to claim38(f) where- in Rlerr] retoil emtsftactbené I’ﬂ“dtlﬂpdéne
-p-sul - (wherein Rerr] r presents a groupvﬁlf%t jsigf‘iﬁorﬂ‘gg ‘p'?' 1/31
phenacyl -¥sul phonyl grou r descri bed triperddiRs ,d @ aﬂﬁy‘d{o M oY
protec- such a group stlst i ut by one or sefentcandlikyhe fresare of amiatid @gen 5
atom constituents of h = reups cont ai A g%t‘#oml to 6 C rbo toms
20 cyclic;rings, and R is"as defined in cl Q’fa% J‘)ﬁei:,uif ’“" ‘%égn Qr di ng
to claim38(f) where- by a hydg@gen atom by PhaiRh Q ,m@rmdrzm err]
represents: a benzyl group and the group (Q) r@a&bccngacds %maamlr?m 38(f>4whtrcl- -0
serhamoyl - 1 ShEh ARG 8 Ul érag FBATSS SICERD foMEND: B s
terdupz@l € Wit h AnCOERRAN B Tl ﬁfzrég fﬁggn(ggrpﬁﬁg AN e By ,%Qf Lgvat ed
derresad  f or mul andRG(DZntro(gMemve|cmsRuenrssofa3;rtmt eg}@ﬁxrsa;tu @8 fréh 1&9@ ddflbr Elcoxhé quid
fffofira, 8%or 28 CY&]‘éf’i"gﬁénqn(ﬂ R |2aidefined in Iz st9aBrc¢neraemdmeftrDrlem 3&8@ where- g
Baeely pgenat i on |H’§hg£° edetce S8 BT darR ERISCraYOPeRA ERP 3 hetgeoun
resul ting acyl atwe 1zgertaﬁz|o!anutaartcahxy&t1d anlc i B I.h%atgi 68 nfg},gcé,,,p il @{Q@x
strong acid. enqrl efetiyly FeCQ,?o riploead Fofis tahe wg@aetad, of Odium in lidald. a'rﬂfomﬁ,&)SS
accordi ng 't o2l %Ggffdi "3% g)chsmv tp{j fisgas hercinbefore  py h\d'owenat on in the presence of a hydro-

80
whi ch the reactyaf ctb {F I dg‘ﬁ‘a‘f"f‘ g Wd i BY PECS o fhe
pﬁr@ﬁeﬂces of a Ca'(lakryﬁtng anﬁh;tobtm dfemjéeﬁdrﬂgoracytfﬁ’f Sfbedsy L.@g,g,lng th ShairS B8y Gh 1 sed

‘ﬁ"ﬁ,fétr ng in tA&presence of an acid [err] which the reaction mr“ehase tﬂMIleﬁda
ﬁ%t };\‘E]t medi um 30 hahde 1s Carrleﬂ out in the presence
Peamess according to clai f#0 in which the hif"f éz:n“‘)é? g’gate

BPorheat e@l at a tenperat en 50[err] a 5’]5 Zmd, JhOCess
acEHri ng to3klaim 38( I whipch the conpoumdl’rb@sstameﬂtngdo viitnhsOain waickal i
metal nitkite together mghiapAcid at a tefes éf‘rkétt ?Zeleb‘é? g ar apd
100[err] C; (wherein RYis as defined in clai P [Kﬁ ¥ Sg&eshs

d
accordingito claim38 wherein#95 source of wht fh@u&npaﬁidcfs tréaejd tamﬂ alali
desired by synbol R | n the various react anmstalrxeance@mitswmlomvmd tnngtetny
knoyvn met hods ‘Ef‘i" ﬁfd %1 la Lﬁd qua c '10 10 clml§§1¥L n 95
purin - 6 - one, ét it ? L‘t;’tt dangt fg,rlbol ﬁ%ﬁnﬁzﬁx ougreaamaragr Lhe
resul ting § - &Z»iﬁrcm btrm bl BN kAl BN suberibukidS 0O NinGbi@kd Rhéyl PUrin -

6 - one deri gatnuvae IGS- (m‘tdma)kxed opyhe genedP for- naphthyl group and the resulting § - aza-
1, 338, 235 > mula defined in claim 1 thus obtained into purin - 6 - ogp derivative is nitrated by

.. L mewewag,

R



met hods known per se to the correspondi ng 60. Pharnmaceuti cal
conposi tions according 40 nltrophenyl or nitronaphthyl conpound.
to claim59 substantially e_des- 5. Lss..according to
claim 38 wherern Cribe ihe various reactants repre=
61. Canpositions in liquid form capable 5 sents a nitro-substituted
phenyl or naphthyl of producing aerosols for administration to group, or
claim 53, and the resulting 2 - humans conprising a soI ution or
suspension 45 (nitro - substituted phenyl or naphthyl) - 8 - of at |east
one 8 - @zapurl n- 6 - one deriva- &33%¥fin - 6 - one is reduced by&net hods
tive aS claimed 1n any one of cTalms I"to 37, known per se to the- j
cor r espofd “ﬁﬁ,‘"ds oknown Py seqto il £OFEe feca) F%/ Pé'?;ﬁ"éﬁt* M %{F’t"n% e ipF 410
(am no - 'SEEEP! fﬁa&éﬁ?ﬁ&%‘““ i e s d SRR cal g
accept abl e thel dyfIbIIR AZ@PWhiriols readents 1OFE.  61. Compositions in mmd form capable Medi“tim =% i
and a vof atséntsea |nlttftﬂlbitl rccbpvétrﬂylan!t naphhyl 0f5m}0®5n° Reroclefor abwustdiiongtt 0 clead m ; AFEE
55 herel n ey e nd o ikt iEEION AGRT s T ! ) o
the variou ‘:‘5 Rad U PE ;cé’ucnd Be 5 e STLSSLON 4] R ABHAS0h, HoNt alTﬁng, K
sents a sulsdunt Yhed as ﬂhﬂ&db&{vdnﬁhieﬂ bed zyprarmadeus@llp ic@nbosals thepd@nsi orkdf 23 (‘"
at | eastifofeni® -suﬁﬁmmdwymlewylhplgnbuﬁ -and tah@hare\smttcalhg @CCPtaldczahquhzapm n 4 ten
6 - one det“i‘?sﬁrg,r ¢ ¢l ai med i n BeIB andgevolagle digid, gy nmethods 4/ e
0CEeS actcorx 0 a..n ‘E‘ lve

o 2 RS

eI "’ressan p% clks provi d w1t a v (523 Indes
any one of riouOfeah xmcﬁ iltiag em ol corfai & t he R
corr espondlsemg; h)@ﬁb’sﬁlﬂﬁd orainiuy 1&%65&1ﬂb| & shibn bheﬁlﬁasﬁon dfm &:a@l‘bﬁf gaceuti c- CX

phenyl Clénpmh@yl group and the resultmg 8§ - aza- a"apurm - 6 a|01‘ dqxg@@pgag{u@ﬂq fqui_d

medi um undéfiy S 9051 ‘hﬁ‘é:’ (oieln 8 Br essure
main s e g helonne, -

converting ﬁuProaesg acﬁndmg)fda&nﬁ@ﬂldﬁflcﬁhnsorprsuﬁepeiﬁ&ikoﬁf tofivettlag thy srreizhods knovvn
per se ¢ §8-to §7 dpllgwednby the et;moamemngntwnan 6grepng selittion or puspeadeseintthy oug h 60
6 - one pr @HG&?EI“"?SQ?C? 0Bt 1 #eD H;g;r‘t" & 1tp a8 3gapel, @0 TElE opogh |00

ne pro thus ob ame mto ap a
accept abl e ca@baly sccprable it ARERGRH! LofdbiceANRAskitd ONS

accordi ng 5757 PfoaS£HS the @itephirion f @ padzat Itﬁrtlaimf 58 in thaZerm oft ®lagteli Mwlb9 1 n t he
form of25 Pm |-v<ial- nsl‘ﬁv]\ﬁa prep B E;Eiﬁﬁ C?Sol“@neah%ﬁr isviggble v 05 eyb-lingyel gener al
d' 550' V' “9 al i e SuB EIREREL Lormy 8 g8kl edulin lai m

glgflo bst
1 En o@xgm Pradibleal s, contain a sweetening, flavouring, perfuming or 65 al ly
accept abI e sgl Bs Ma@.rreof 6 - ﬁ'tralittw:abfl ypraswnw agek, Tabl ets accor d| ng to

claim &% \Nhﬂ ﬁ“rﬁe% @gn qdning E'x % nacgutical @mgagmo ns ace% i
t 1l d
veeten sttt e e e s PR e
m 7.3
65. Phar maceist i Elahnscc@npbsmnpmmnac@mhdl ng phar ITB.CEUtI cal Ia/ acceptable salts
AN

t her eof iﬁhéﬁ’iﬂpf g EF%P‘FﬁS 592"9‘§l!|‘gs§ apti al 'y 70 prepared (72 I

aim

by the pro cgé‘;n;éliécmn l € 1’3‘2% S 1532'\., %ray%ﬁ Hl al s 38 to
PhafefmicG&UE%&Q&oxﬁ@iﬂﬂ)@&iﬁ&ﬂn@d’dﬁtmﬂWl ch 35 copgbi,se< @t | east” one 8 -

azapur| n - c@rier qrmating. J. A, KEW & CO, derivative as clainmed in

any one of cl &kifed fhr Her ’\I'ues:ye.otatx@l@.bm&fﬂdhmnﬁﬂu’ oA BahBgtod a3Fis. O a

phar maceut i cal PPt atitet Sty Southanpion Luld ;;;,d H Bepddr &, ay' s 1 nn,

t hereof, in association with a pharnaceuti cal London, WC. 1.,

carrier or coating. Printed for Her Majesty's Stationery Ofice, by the Bm
Courier Press. Leam ngton Spa, 1973. Published by The Patent O fice, 25 hcrcl“. &
Sout hanpt on Bui | di ngs, London, WC2A 1AY, from which copies may be obt ai nsed‘“' RE

angd o
formed.
by ths £
THIS
peuticaliv
10 tives, ©
10 phan
them.

Asaxn
* I L ™ s * 5 G- Cny

formuia.

-
Y

{Price



