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B a benzyl group
O,N )-_r_—/ui“\,\m The invention also provides a process of
producing the compounds of formula I which
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formula I, with a reagent [err] where be reacted with formc acid or with
a carb- [err] is an alkyl group containing fromone to oxylic acid
derivative [err] _or.Jerr} three_carbon—at i
[err] [err] and X have their previous sig- 40 5 reaction pronotor such as
a carboxylic acid nificance [except that X may not be anhydride, to
give an internediate of fornmula hydroxyl] to give an internedi ate of
general |11 formula VI [err]_(111)
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carri €d out In the presenqe 4 10 def ned,, whic ed w t hout
5ol ot on & SO N s e A ot e S AT on ey
be carri edrOyt, conrmﬁlgaio ' 4nBes GHGE hGe eer.ﬂivla RCOXi ctrr‘(RL(IO),pr e- between
t he corrpoumd:eldarbamd aﬁoﬂne it eqt without | avi rwaﬂy R, iR o bme the’@@ rzg

f}gen e novel

gener al 5re Progotopry BrPRed dgut T e TIe - i .
Vr‘g{?@ BENTE { Sfeméﬁlate °f€rm“a A yl]et[ g?as Q gggt(%rrp

per se, I'nert sol Yeika
antim crobl aI activity. 50 15 d| met hyl suI phoxi de or

di et hyl f or mam d Corrpour&cgis of forrmula I i hich [err] and The —
presence of a@éq_E %% of course oz[,\e[”r] 'are as ¢gvi ously defined
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1, 326, 360 3 spondrng
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activity.
The present_invention also provides a pro- 65
(Iv) cess of preparing the compounds of formula

1 which comprises cyclizing a compound of

wherein R, and R, are as previously defined. general formula VIII,
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cyclised without isolation. is of :
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conpounds of formulae V are thensel ves pre- pared by reacting the
corresponding nitro- furyl-nitrilimne which in one of its canonical 5
forns-

N wherein [err] and [err] are as previ oust deflned and then reacting this
internediate with or without prelimnary isolation, with amonia or with a
conpound which will provide 10 ammnia in situ under the conditions of the
(X) reaction. The first stage of the reaction may be car- wth
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reactants are sponding nitrofury) - [err] - hal o MnHy gzone SO|Id t he
reacti on nay be conduct ed in the having the for mul & XI 0 presence of a
sol vent " i ih ]suﬁ%ﬁmc Idzpo @’Gndl tions. One verY sati sf&gt ory catal yst
i's p-tO|lZ Gn Sdidri m . a ca ﬁgﬁJgh ot her aryl- sul phonic ids may al so
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45 temperature. to protect a high molecular weight hydro-
The starting compounds of formula II phobic or other organic material susceptible
can be prepared by hydrolysing the corre- to bacterial or other microbial deterioration
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10 therapeutic conposition conprising an anti- starch or anyl opectin,
cellul ose derivatives or 75 mcrobially effective proportion of a com
gel atines, preferably with the addition._of pound of fornmula-l,_.and-a
phar macol ogi c- |ubricants such as magnesium or calciumally acceptable
solid carrier or liquid diluent. stearate or polyethylene glycols of
sui tabl e The pharnmaceutical conpositions accord- nolecular weight. Dragee
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their prepar a- thdaloegenatiechtSahe foyseniakd ptes diphetfimiigahsg eudaha@dent-l djmy;iroasnd

tabl ets for sl derably ssmr@tfr alfofolj ﬁ@“‘me %’Pe@é@lpw aﬂ"bggf? trﬁﬁfm i

benzoxazol es 50““‘“,r bt 1 ;‘;&;;’ n%ﬁ& ﬁt?a (lied! dﬁﬁ%ﬂoﬁﬂg or polyhale,
a

benzoxazol ongs, LXQ{ Wit pyefer- 1gdeahyd RRydipRtHy tha'E] oxt hrHB bactesin €120
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conmpounds Ofr g3\ ﬁarfmalrﬂa @ﬁl Sdafidch@bf stidgt abucesal antl other Eﬁcﬁibia}\/edtayk | @nictc ai3e
di t hi ocarbami c acid derivatives such as tetra- tent of active substance,

for instance 0.2% nethylthiuram disul phide. Also, carriers to 20% by
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pound of forrmula |I. The organic materi al The procedure described in
Exanple 1 was may be, for instance, a natural or synthetic carried out

using 5 - amno - 4—eyane—3—poelyneri c naterial—aproteinaceocus—or— - -

carbo- (5 - nitro - 2 - furyl) - 1 - n - pentyl - 5 hydrate substance, or
a natural or synthetic pyrazole as starting material instead of 5 - 65
fibre or textile material forned therefrom amno - 4 - cyano - 1 -

methyl - 3 - The invention also provides an animal feed- (5 - nitro - 2 -
furyl) - pyrazédle. the stuff COIIDOSI'[I on déaptPsing a conpound of reactidn

condi tions being Empr§ reafm emae al.. i n_an anount suf 4 ﬁ%‘ to pro-

The product was Ei:oundts forh I The rgamg-lQnateﬁEt e thepdle §es<9 ﬁ%x?rgﬂlwlwasf ed
with the _furyl) maylbe; foR mstaﬁdaﬁi Whtural ddHsynth@ier acafle® out ufilg £ 0ERAMS - Ui -QRano - 3 -
[3,4 - d]pyri nkdlmlxmerlt(@*gﬂah amlna&wr@n&ml(és wird |- hevinlp -gl ven; paltil -

par ts and perc i Pfgtae al@nﬁbtﬂ {?rqug S PéS{?FPéﬁ' as startxr;,;;mmatenal mctea |_|_j56
wi se stated. Exa & viadoh SHETRER (5 AU E ey 1 5r o@miheof
5-am no-4- 15 pafuatdompbsmtm armpmtntgea mboatdeof reaction conditions being thals

methyl - 3 = (j forppplarlp in ap amOfﬂur yip P20l e ‘&erd PROBE mat Bi + |(3t - strmf- écetl c

75 EXAMPLE 1 mote the growth of the am iﬂﬂ éhe ylP] & g E, uxpyraé?lo-(s 70
mppsition, 9‘] mxhlm éSII:I).I_ ornc.

hours A mixture of oﬁﬁey@[gwmfn& b@rg]vapmlpé;ﬁga d Coole he

crystalline sol i dnd\pescenrades being-by elghrytinless ogher- (5 - nit rdEXAMPI:E 1’6ury| )

| ected, washed wi%h s&fedoRegopisn tﬂtlﬁerﬁﬁyssthalpre-pyr z@ix r?él |54ntltl

90% formic |1 s@dFPcthi NEMRYI% or mani de. g}? @tn% Q’H &t - tgf Iﬁx

for 1 hour and The praguoipmas 1,6 - di rr&tnti ide-wa heatee nd'erre 16:00hR

The crystalline soA mt;ktmasf m@kalme@t %dxxm-mxama -andz ceolefdu rTyxb crystal_hhd: solid was col-

pyrazoi o[ 3,4 - dJ--  gcrispteta e gghl and recrystal-
pyr i i (51 «5&@ t ol biéi;‘iot?é’ g S
pr oduct was [ efolef. The cf;a mx)e solid was c()lftctcd NigktfoO. 2 - duryl) urm pyrazai’ b{34 - d]-
EXAVPLE 7 25 pymasiel ofit8, water persealiidnirem 4 (pSpfpidin-4Gike-one whickias pribuephine
described in Exafft eg‘ylé"rm?l?d av'}:'l , gy 0i-03¥300C. was
urg;- EXAMPLE g
carried out U%ngy&{oﬁ DL Cd]@ﬂ?}r}t&iﬁ' artipg pRLAE Adeschibtal BadxpipleagetssC
anhydri de, the remtglmtr@q:la t TH3007E. be| ng the vad iBriedE0AMBhd=ciBtonic anhydride as
The product was 1 - methyl - 6 - (1 - The pr@@e@arﬂétﬂd estfqa etladerr Seydvidée 1
propenyl) - 3 - - nitrg furyl) - 1H”‘e§ 355“31“ f ‘hg)lﬁ”tmeusi ng 5
-amno - 4 - pyr’ﬂéobr@&&lré{( d'tscé%];:dph’lr Exbglient - pEny - (5 -GR®, - B0 furgpr DRNDYWH
- 1 - nethyl 3was (c&rried outt pghng- 52- -aminghi cth- rmkxtazon:gS prﬂhbyr midin £4 (5H) - one,
furyl)- pyrazol ?%;basitoﬂrﬂ nsgltar tiedt-&r i G- fl“FPst%?d which mueliing ppino>300fC. cyano - 1 -

-pyrazole a

met hyl - 3 - 5 2 amino - ;_a%nltro 2-fur Wswpprgpgol e, the
reaction condl nitro-21f ?ﬁ@l)@? i‘o&duﬁ&‘ releSaI kdaeid | NTHEX prafli@e GledchbuASinh Bkanglet be
sane. tions being the same. was car r| ed out mascang:d@hll wing -chlorataretic anhhi dim @e
9 35 orhe B odife FEC oy s B S e
instead of aceti ﬁ&ltﬂ){ e, rh'a$ meltxé g The" pr él)t@i‘lgh}é -1d] -

the reaction con&tsbomsaebﬁiamﬂt epmmobtawm I’rﬂedl!yln- 4( B—l} rﬁ):l"te- 2hatuiyhg 1Rkt i ng
poi nt The produBtamplad. 6 - chl or onet hyl - ryraZOisBM)Cd pyfieidet 4 1:20[ gn tone: t H®
product obtainpgd nethyl EX%MJ;L(ESB nitro - hlc‘lg%@{ ,ﬁ mg PRt F ar%’fle 1.

pyrazol o[ 3,4 - d] pyrdifdi & 0.2 %grams( ots-amirone, ch has nelting point
>300C. with 40 carbamoyl - 1 - meth I - BXAWRLEra3- 2 - EXAMPLE 9

deconposi tion. ATTHENTre ) 0] 33' r ﬁﬁ%ﬁa}f artitop "“*"“"‘%‘tﬂﬁs&c ; e;‘;neE’éamP’gé !
-3 - (5 - Ni s Ohours? d cooled. T crystalline ygﬁ ﬁar%@ Einsttd o cetic
mllilitres of tEdiekd Y lwashed Eetﬁd’nGICQﬁﬁerﬂedjesﬁlﬁﬂﬂnﬁ,dthb hdtidas being the

ort hof ormat e was Thga:ta@dtlmderm?ﬂ}yf’r{‘ﬂé((i opitr@- \Am'g;ﬂlcarrltedﬁogt lé’(sclli{] Yls

cycl ohexane car b? § 0 g ¢oQl ’?‘H’% ErySta OXE‘_L S
anhydri de as sta <§ l&tognen}tlﬁt"g 8 RS %log@hl 2 %g‘;duwash H 18
et hanol and df?ed. anh drmm/tpnﬂw reactl on (M)i’rlﬁihislnﬁh&g mtrrg30t)me

product was 1 - mélfﬂq rocﬁdu!? dﬁSC ‘?}dm at’fitlﬁblwassarne 2 -

pyrazol o[ 3,4 - Tht rﬁ i mt(rg é he p: foced éIA }ﬁliom E;a le 6

4(5H) - one havi ngiﬂ 'ﬂgstﬁ gnEnatE Qfstead ofrBE carried out (g pheiylabe@ic anhgdride 115
ln

furyl) - 1H -551 yr4az oyaod f , -Amethy|-p3/ k. |(5T|-d|an startnﬂ.g maie5#)instead nfe pcexOanhyd-

EXAMPLE 4 nitro. 2. furYD-PyraZO e, theypeAqiRn piaditions | trideyef gn ﬁﬁafgét*btn;t’;ﬁ@g pteosg 'élur e
described in Exaffe" s arripauts 15 00 5 7 HRLOTT o) o,
EXAMPLE 10 i sopr emyl- 2 - Buryl) { DH-- cnqs«t 1= framyl d)pyrimidin ThﬁHprQﬁeQ TCIEhas 120

described in EXappireidig-4Ffh-arol e as starting reeliog ipalt Pr388°€ad of 5- was
carried out using phenylacetic anhydride 115 55 amno - 4 - cyano - 1 -
methyl - 3 - (5 - as starting material instead of acetic anhyd-
nitro-2-furyl)-pyrazole, the reaction conditions ride, the reaction
conditions being the sane. being the sane.

The product was 6 - benzyl - 1i' met hyl -



The product was 1 - isopropyl - 3 - (5- 3 - (5- nitro- 2 - furyl) - 1H
- pyrazolo- nitro - 2 - furyl) -1H - pyrazolo[3,4 - d]- [3,4 -
- d] pyr i m-di-n——4(5H) - one; which has 120 60 - pyrim di n-4(5H) - one.

melting point [err] 6 1, 326, 360
6 EXAMPLE 11 EXAMPLE 15 A mi xture of 14.0
grans of 5-am no-4- A m xture of 11.6 grans of 5-am no-4- cyano - 1 -

methyl - 3 - (5 - nitro - 2 - cyano - 1 - ethoxycarbonyl - 3 - (5 - nitro
- fuﬁyl)-pxrazole 7. 8 granms 16£6:3%r opi onrc 2-furyl)-pyrazole® 4.1 grans

of acetic anhyd r| de and 2 O grans %g, trat ed sul- ride and

2,0 07 ghusgle ’Efg %rrnrer EE IS GondnoBd) vas heat ed
a 51\> tly1 84 @@t ura as -ne eltHdecichfnylr-EﬁCti .OﬁltrBeereratuLe of

[err] fb:ryl)ipﬁrrazcse,hdtﬁr %ranisheﬁsrpfoprdmpr @dvurel- pyrkwlsh”eramedf adetirugnbgl-and t hen

| fa S'rl gid ‘a’EbP ’é‘ﬂ“eﬂ “‘P'i‘ lf &P
Co N ek @I;gmf @e@;@&@ r% SRS A on |

Recryst ainu ie§and 1n @vid, 1The t somd w@i‘ch vvaﬁxefg fafto I‘\Waedolleﬁﬁbbysﬂt&hxbﬂ sa- t| on

from di erpstaii ¢df wrsTeolEatd, gashel idetlRx yvasheds @ith |eélnr frdo Agicdi #eqrﬁ His# of ave

6- et RO | milliljtzg: %bﬁc?t[:r andgdried R¢c tplhsa- 3tron T dlr?ﬁt mamlée ga,;ﬂn >7Eﬂ'ﬂ"ﬁ‘l 5.

) tion nE hv1 orman;uLifL gave p-ethyl- ~ carb aﬂ hyl - 3 3(5 1tro = i
nitroyp- thyl - nitto furyl) WY L) fargl B 11 QJ'[Q{ d‘}pyrurﬁuupy“ m di n

pyr azol pyrapld|3;4 dlq@wrmndr n(sHHA{ bid) 4(58he; onaf} B:M)ag decompsithavpdig

deconpobiving areltpgirant BR09°&g nel ti ng pYi°Rt >300C. 296C.

EXAVPLE 16 75 15 EXAMPLEESAMPLE 12 .

The d?ocedure deE&AMBbE 12n Exarrpl e 11Tﬁl;hg0¢am@ael§d;meddﬁs&am@edu n Exanple 11

was carfid Camegffou rotomc flg, %@as vadrnaddmt wesg diéprqaceed agydridasi ng crotonic

anhydri E{em ﬁsé&i bfNGopi aer,}rdal a dﬂf‘aﬁ;fglc s Cﬁuonsr%ﬁgea‘rctr ng materi al

i nst eadried ﬂrarreqandnruoﬁmt&nhwﬁg y.dr RO NG entibISAME b, THOdubong  bei ng

ride? theThEem §t Wsclo?dllle!h}bﬂ§ b& ng vrTa 6 - Shls@methyl otihemahyse 3egsential |y the

sare. Ig?" d]p} 1Qn pr°£’("5“ he F odivot- adurg) - 1Het %4201‘;[33- 45 - was 6 -

chloro ?),g meltink poinfBLI0Y P” if ‘r“ (SHQC 2‘1%0 };(f |jeltinggpeint 1 propenyl

- nitro - 2 - furyI) - 1H- pyrazo olfg pyrazol o[ 3,4 -
d] pyrimdin - 4(?@ pyrim di n-4(5H) -EK@MPﬂiﬁangémel ti ng 8poi nt

21
haVI g Mefli HetRld scrﬁ,@r ?J S 11 o eepl PR 4 “tion. EXAMPLE
was carried out using bk ldE 243 furyl)-pyrazole, 15 millilitres of d et}m xture of 2.3
gr ans oftarffng matprisl 4nsteﬂ‘60f promw h@eeduﬁlamdeasrmlbmdesm Ao Q}r]ll cyano - 1
- et hyFlde the reac @‘ °°n ‘“3 t Tias dmararndéldi enams ©s iaergy! Isbipy |‘easar?hydr| de as

furylsp- giy,r,a;o?,e 1 Ht_r OQ,f. - AP ? ) . instead of
pr opi oni[&4 anm]yogb:]n)udfhor m&m d%nf%%\mﬂ I(%ri f [ELe s diltied v g&ﬁﬁlgtﬁé ride, the
react i omeligpmptinti 2PY° Gei ng the sane. was ddllﬂc@edaﬁﬁi;h&l &trgrvaafsarﬂ driatetyl chloride
was 90 The prod - met hyl Regystall 25100 frmh t“‘@’éf @mﬁ@rlfornef 19%6x for 2

V\% avi ace C

hours and, Gal edy g@ Qﬁﬁ‘fggg aroce. | QI fs e Hit, azorayrazol o- The

M Xt 45 e s - Al | wed nitfb |12 Li v ok gS,pAmr 2 opyr n - -

one hawirylgpyrazae- %tgt—:amsasobhtyrheansﬂil—r d which pr ecr p| tated nelting p0| nt >300
ride and 0.6 grams of conceniygied splghrigct ed, washe, water and dried.

Recrvstéﬁnff Léﬁkllﬁﬁ’leﬁ”&w@%@wﬁpﬁ llolet hyl fr groced LE Rmole 100

am d@OgatVsEarﬁ thenA€Bk@NTHI Qolid #hich EYANQ7 -wad carrild ol Xdidgl‘l&xihﬁrdralﬁn 1gr ans of
5- ami no-iafised mtthljtbteda v@shcd (vBh ctherj angd O chlorRie-as fantipg yﬂatcrl'»rbymamd!few@ﬂ cyano - 1 -
met hy| gnisg. . Regyialping from . aquiongi sporifiy t‘}lenfj’“r%‘i (fendsisesobeingt ity ) - pyr azol e,

dimethylf e oave mo - 5

id
9.5 gr aBiykaRPULY L lnﬁmgﬁ ST glgo and” B @THasOl - CORGENS Iateed $a4l phuri c
acid4f SZG futy 84 )pytaecte cltitlg gioint earcdrbhaﬁkamrdo - 1 . methyl - 3 EX®AMPLE 18

t enper aB' € of 10 120C. for 15 m nmtm-2 fa*)r')'themﬁfr devdgurdtingedeMi bed in

Exanp! e, hHE0 7 mﬁ%ﬁa"&n Eﬂ G001 €0 TR R0L b PRhEDoCL WA s 17 vas

fols

carri ed20Ut fuH$i g ahyolr aReReoYE aiwldir‘os W% Collnpekeds v@she@d with
et hers0 adighethglfvkroamidbeand S0 smﬂnhrms comat eftiogdH-fuiyhpymzott, 0f60 acatififresdrdfed.

Recr yst%rril@h fulghuric g9 % agﬁg@ s ethang] q&dr 1”141 Oﬁ,g& if rsi bndi ti ons
bei ng t HEH ‘i’tiy‘?‘ﬁiéf it *’&Mér@ oy 9& Th jtyramdo - 1
- et hyliues of watdr Sand o $oli® which forllR@ [Hch uaﬁd warsselnnurméaepwater&nd gxa- 105 45

2 - f5@|r IaS) collecydr waslgek evithawdtqn qandrari¢d. ngllepdrdmroduhydmd)lje'mzcamsctgllectedl methyl - 3
(5 - sstallisation  from  dimethy ormamlde washed with ether a eg @- pyrazol e,
cl C

hewi ng” B i s TWhi - 3420 QPR S o, P 23uC

but yr anpgimidin-4(SH)-oref hyding- ndlting (fwint Mirfly © 1H - pyt%)oloﬁ m>d]prrnendhf 100 grans of
4-cy&ho-800°C. - furyl) - pyr azol e, 20M)-pic} hyving trpeliing @pint BEXBRYdr obenzani do -
1 - nmethyl - 3 - (5 - 110 50 dinethylformam de and 10 mllilitres of con-
nitro-2-furyl)-pyrazole, 60 mllilitres of centrated sulphuric acid
(S.G 1.84) was ethanol and 40 mlIlilitres of concentrated sul -



heat ed under reflux for 1 hour and cooled. phuric acid (S.G 1.84) was
heat ed under The m xture was then diluted with 50 mlli- reflux for 1 hour
and cool ed. The m xture was litres of wate¥263sd t he solid which fornmed 7
then diluted wth 50 mlllftres of wat er and 115 55 was collected,
washed w t-h wat er and dri I|d r,od

eoryarai Tont cp Pafk ool Pt ek Mot ROETT W e
Recrystal | i sa- dgayp HpyrazBopy (gmﬂs of ;{henylamﬁthyixtro- B furyl)5 6-- pr&gynnmtpmzolo-
gl aci al aceti & ashiogd éOem@lhcvcdfohmmyifPr@amldz B3 udypy mld"1f¥(5H) ey keyiok oflgngl -
dl- hexyl - 1 -gg0ppillilivessof anpugrous ﬁthdth was P‘”"WPP Cdi n- 4(5H) - one, havi n§®

_heat€ hour

5

mel ting poi ? f e, 1):ture was! tHen QMl’it@dz\Q lh— d] pyri m digxamaid®250 [err]
4(5H) - one, aV| n]gr\.Er'&iftllcd’-lgat@Okﬂ’dIt a[ @ude sohd was A mixture of 20 grams of 5-amino-4-
1, 326, 360 obtained. A mm:ure1f of this solu?1 ;vblth 10 Cyario -rzzo q?)@\ g‘ﬁrxz&ro -2 -

1j i- T
The solid was exxgn f Iﬁse%}%eﬁid acxd A ;(aflﬂl 11g11 es of dgjl(;g 75
5-am no- 4- t r £%4) Qlas RQlell WAGr foraﬂ(iuﬁuli’@ Misoieu&i @nde€ Srteftux C36aL M hoursl and
met hyl - 3 - ES ancllero«thfcb Dilug@on- of ttjuenwm @ith ﬁénﬁpa?h@%j 'Rbglscrﬁtaﬂmqﬁgw ras- ccﬂlec:lteg( 5 -
furyl) - pyrazdl gilllizey oy ey g@ washief gt ether. ag % 9, sivigg 16-
propyl - 1H - pYbd S: haih g’}sﬁéf eﬂ% i I;J{IZ&& 83 o oq’izmet yl Fﬁﬁ%ﬁgeso
[3,4 - d]pyrim diifio 4(25Hu ne1H hagstabgo [ _tdl]ng r&hdg:‘iﬁmmZh 4d i tres of

an hydr ous pyr? meuxv@sA.fSﬁb@nn,t hﬁmg' ]meltmg pomt A mixture of 15 grams of 1,6- dll’ﬁ@h}ﬂ]-é-at ed

reflux for=4%hburs glgd. The mxtfif]lgxé’“ﬁ/as a gilﬂﬁy} Z\?Ui" ‘ILOO
4
A m,@%&% §§ o2 bf 8Sarfio-d.CEnaR0C FIAEL: S ClobRtesad] host

3 ure of 20cygioan® - 05 - hivdm Nofukyl) 10 - Hbt ammwdia Aluip ((LGe (118‘8) txbusshe&edu d

0 cyan prgpylpymlehyapd 5 3millilifrey of qn,c undsfizul;iﬁumf?q 15) mip Lestsznéfcooled The

di et hy! o PSR T R 1] nder i By el g BT, T

p- t ol uenesul phongaydridk WS retbved BYCALHIARR de U | o i @y 1R Shidezabe 1.6 AGRALIRNT 90
600 mllilitres ﬁﬂuc&t@teswreamdydtl glgdue 78as 11rB84)3 wéﬁs hlgat €] - lfmdbr- 1Hef byrxzofoor
30 minutes V\@(? evitinerbac. r llfcied ér 48’@410 omtg (&Y. - DPeUrisd of
the mixture wi "5953“‘ Bokedy %ﬁ%nﬁi fr%ﬂ e soln“of’ ‘ected, 15

mllilitres of |ﬁ;eowag erfutyl eI o@n@dauaé washed WIEX‘AM]PIlSIem and dri ed,
giving 1, 6- whi clmvmgl meb g oo f inaI156°§at| on from d| E;mpog STSﬁ rsmqiqybffhe{ta- -
(5 - nitro - 35- d tre _031 grafasm*’_ %&I‘P % 5 £ e Xrﬁqﬂ?l_ _(ef (5
% byecoror 3% ohiile o TR TR SnoAl dorein o Rt
pyrazol o[ 3, 4 - d(}th’lnol obeg mgwpﬁmgen 2chtbeide POL- | mxshnm— -d&rlﬁ:xm Wzlsl’kgrrﬂii‘fot'l ng
poi nt A i xt umal ‘@a‘s ht edy ldm;reétlix for 60 diipress 2 @UISZ‘D-”O r'th crystalline solid was 10
(5 - nitro - %0 hf The allm %%’ @lfeste C° watexc'l and ;lrled

UK th -
d] oxazin - 4 - o“"“s,,ff,';1 }X}“h Uil gedgkes3 0%s Brilo amﬁie gmzexi B QirkebyD. 5 OB a Bt
5-am no-4- and 50Ofumif ]Hl-fay’rﬁﬁlo[BfA cdipgrémitiin at é’d-faquedﬁs— py&éolc[yanal]PyrBllc’gn(S -
nitro - 2 - furykyH-ont, having meligpnpeini &763GI ut i GiriDSnTs, haying gyeclting éep°C., 105

propyl pyrazole and 5 mlLihisbfgS10f acetic pnget, rgc{ gg cﬁfﬁ’?nlﬁm t°§1fe*‘§
and cooled. The 2% Ry diids wass Reatathouder re qu or 3 crystal 'l ne
solid was col | ectyesh, - Baslied nivd h 2houiurrsl) and -t heWH\Jo V& CLAE Bxeess of
acetic water an@et I?‘/é"é%e’ﬁé M| §‘étt‘i’a@ﬁ11°f roh %WéundéHWHrﬁhﬂée‘\ﬁféka‘é%Vﬁg
by..disstillation fHEE e a0 % B PP Earbe 'gave 1,6 - dimethyl - 90

. preSSE(EEmﬁhBGs inhehdhewwauwhe/\aﬁstamrnbsohd3 - (5 -_nitro - 2¢g furyl) - 1H
- pyrazol o- tur atcerdstaﬂmct groxetahemure cotthaseltaad and offied] [3,4 L d] pyrimdin
- 4(5H) - one, hg.'\‘fl llegig f@lé,:ldél‘s;’(‘%l FJ“’%%B ﬂfrom?- agoeoud etlhandf! gave

formam1

mel ti ng point [e5r tyrvldrt@N 1_,§ethy1|3ac vlanmino - 3 - (g A8 - 2 -
furyl) - 1 - 85- mpbem/Lpgtplazq;Imzole havmg meItmg EXAMPLE 23 having nelting
point [err] point 225 C. on of 15 granstiof hexa- 95 A
m xture of 0.3 g mo-(g‘ ?%HC I;enetetramneln SO mllilitges of
water 35 diacety. ﬁ}@aznle 1d‘5 1lhhtﬂ:’s'bfé)soiu-2 - furyl) - was added 5 grans
of 1, 6-di net h§o - Gon( <5-corfrennm a@stml ghangindn Which rﬁxlw iah jupgupsgitutedf alkyh igroppy -
2 - furyl) - 1H Gag [y td Sted und x mf?ar%& |Cen‘é;% 6\% nﬁf&‘ﬁ %‘%&ff’miwe
sol u- oxazin-4-§ d}jﬁgm q}fﬂ ASreYier rdl chin b wREEr115

reflux for 30 mi bl:,tiﬁﬁnon s’lahch(wldsr SolﬁitedSOC The GR.ystiatiopame a5 olliytl gwas @O@iniand
cool ed. The crystalline solid was collected, collected, washed with
water and dried. 40 washed with water and dried to gi ve
Recrystallisation fromaqueous dinethylform 6 - nethyl - 1 - n - propvl -

(5 - nitro - amde gave 1,6 - dimethyl - 3 - (5 - nitro - 2 - furyl) -
1H -- pyrazolo[3,4 - d]pyrimdin- 2 - furyl) - 1H - pyrazolo[3,4 - . .
dipyrimdin - 4(5H)-one, having nelting point 276C. 4(5H) - one, havi ng
mel ting point >300C., 105 with an infra-red spectrumidentical to that. =
EXAMPLE 21 of the product obtained in Exanpl'e 22. A5
A mixture of 14.5 grans of 5-am no-4- cyano-- 3 - (5'- nitro - 2 - Tunyl)
1 - V\HAT V\E CLAIM IS - m;thyl pyrazole 50 millilitres of Dbutyric

~




anhydride and 3.0 grans of concentrated sul- |

110 phuric acid was heated under reflux for 15 50 mnutes and then cool ed.
The crystabHnre—se-d—+reerystalsedfromamxture—-of—ethanel—and was

coll ected, washed wth ethanol and 02N di net hyl formami de to give 4
- carbarmyl - N5 - dibutyrylamno -1 - nethyl - 3 -

(5 - 55 nitro - 2 furyl) - pyrazole having nelting point 225C.

R A mxture of 0.5 grans of 4-carbanoyl-5- dibutyrylamno - 1 - nethyl - 3

- (5 - nitro -7 1,326,360 (1) 2- furyl) pyrazole 7

and 5.0 mllilitres of a mﬁgﬁl; tion of con(} nt r.at ed SLtII! IJ,E @@1 i N
et hanol i n which B m!xﬁ:r&a I(}fu;‘tr ndaj} kyl tre Prﬁ mg @if’i‘é the 5ol resx-
heat ed under reflgxof O lfethyC QMR AL Bgrof L M OMR whh kdméRedwds onn@t,om; (sor
m nutes and t hen fae - eIdraﬂc) Therams xf pheylwas  wirga? bairﬁbxwﬁlgomumltemraplm ng

from one to t eth ] t eISI‘if Rimethgéormmidec o 3\1'2?:?3? i¢in{3E)-omej Raging mplHeen "0
atoms in the al kygw L ,reeggf’f]émy LR 'd was col | ect ed.
[err] is hydrogenrheamxt Mk thed SitiRd GMt1ad Ring EXAMPLE 22
1, 326, 360 — lnrcs of lCC -water and a crudc}edsohclB wlag A mlxture Jof EZIQAnymE(gIQS amino-4-
The solid was ﬁ‘ ‘t“Hm fopid wi A CY emgi Y11 i’ ?1

. f el hie . f ) 1
S am novd- | mqgmp AT “a%::éﬁé" o B A

met hyl - 3 - -1.9%) twhsOheate®@under & 3(lehmﬁt&nB.WﬂeHEaMSmder refiRt byl s -ho and 5 -
furyl) - pyr az eand ?007061 depncyf tlpl‘re&ntyteanélt 500 Coanct r ‘Bhe- crgstalling splid] dzvaS- co@ected

propyl - 1H - E cryst ef“‘fsa %n 1ru "d1metgp1 rm— g?n gglt}bfeth&ﬁ ﬁ'& H

[3,4 - d]pyrim duaf (ol T Bt Bk e 0 ARdoad ani dbdx’lzll;’tre;s &fe havmg 80
anhydr ous pyri di nexanasg - peint1g EIpirlazolo[SA d]- meItmg point 244 C.

heated under rgf IRy Imxmfdw‘*(iﬁ)kmur bavigg dmelvngl @efnt T?égﬁx% dr$- dﬂrgﬂm éd
with 100 mlli-= Eg(dePLEZZHt]g }’R 'ﬁ@e}h g

solid was A m xt Hﬁ@r@fofw GFaeiBof O _amindf0 NA 450 J;thlu foalda tra

of this solid w tdilaanO 3 e nmtre '3 -furmt-hyl- n-- 3ammdnf  solutiprt r(SG- (288) was heated

mllilitres of di Sdenl;almrs %9 i undetr fﬁ‘?“}‘ff ?d ceol r s of
p- t ol uenesul phonlol}rf alt R F%; sul Pht] “ (W e B, ?%‘JU
n&m, 1.0r9%

C
600 mllilitres h@g@g wgs T &llb‘% dﬁnum )ouwaﬁne ela&xﬁ %15
30 m nutes was hedtedpungerand eth uesxdﬁOMaBtﬂnouis(iindltandZ e(ﬂmtrIEd 1HD bmmlon of
the mixture wi %J] gted a@hquher,me“eeﬂ/ﬂdal fiche St r oo ?@Lé‘&&ﬂed onej Hhaving
mililitres o Cé“@&g Fayony s rﬁcg i el “h%dl &ther and dri ed,

giving 1,6- whichudn 2rearyst al- e;;trdpgalpyrizrole,m di et hyl fExampLEIR3TEt hyl - 3 -
(5 - nitro - 2 - h‘”v.m Im):ltmg bint- 15&?\@ de gave 6 - Eenz folution] of Ifets of Bexa- (¥
B pyr azol O[ 3, g‘i dlacl f -2 B itr W]ﬁﬁft(tfaami‘znlllsz 50(:' mlg]d[\lﬁs }fl‘gat H -
pyrazol o[ 3, 4 - d]rnoissif’,fwae badn‘f Tﬁfzﬁﬂtrﬁ%ﬂ nhih 02 nE. p@.%orpgw% ting
poi nt A m xt ur(ﬂlam‘hc (,gﬁ,mydﬁgerﬂ_ Kor(dlle rm{] y x-az?ia~4 -2 anﬂ @lfef thixture was stirred for

(5 - nitro - 2 - tgrwe gleatedllmdet refip ()%:En MRt B0Q) The crystalline solid was 100

doxazin - 4 - prigl QOEERpE S50% eliiol o eszi;‘n ;;:ﬁﬁ% B el
5-am no- 4- mth,j,l 1 14 €$rof¥1 -BANG er},tfoa te yaBQ (s -<hito {
nitro - 2 - furyl - furyl) --1HN p}raztﬂd‘[mnldibvﬁﬂfdﬂi-l oh- u&l)@lm ;B&yoluwas h!emxeﬁﬂm-
propyl pyrazol e  aldD-o8e, diaying mpltingeroing 7@ €et i ¢ 4\t ;

and cool ed. The 25 anhydrdg\ heated undel; heh nra'r"’rdog{" “m ’%{‘t‘f “1 ﬁte
solid was col | gct ed, mwasha mﬂg}go&;rﬁa@ﬂmi hen cool ed. The excess

acetic water and:}tholeéi Recmyrst-azl |®a1)|om - r oAU AVE ARMr ISde- was rem)ved
by distillation P”a P}W r(*Ii‘e lgév%"“ip“@ds hefiingeihh ggneral f°9’0‘a )
reduced pressure g ’fj@wgseﬁjafjﬁ a@%ﬁgﬁfﬁm 53T (5 - nitro- 2 - furyl) -8

- pyrazol o- tuf(ﬁtrﬁldutcsvhha fhe@tdaRd., The cObthiRetsad and dried. [3,4¢o d| pyrimdin

- 4(5H) - one, havqrngglllgag fr@Ree g%ﬁi&ﬂg}?@tﬁl?g frong62 ue@us eth gave
melting point [er ¢ ! efifl am n ni tfo - 2 -
furyl) - 1 - n - i lif;'ﬁ‘mnﬁﬁ g éi“m‘itﬁyf*‘.“’af‘“.“{éi EXANPLE B3, %gﬁzml ting
point [err] 55 nuro - 2 - furyl) - pyrazIIe haﬂng mdtingt i on of 15 grjans of hexa- 95
A mixture of OGPOF;%%COf byl enetetramne i;n 50 millilitres
of water 35 diac ; eth Ca’bf‘ﬂ‘ﬂ - 2 - furyl) - was addeqy 5
grans of 1, 6-dinmei ),gnﬁr- a oirana-sror nm opxrsaz_ol e and 5 mllili tres of

nitro - 2 - fudylton-of a_ddcentr alzpblir@ a&d4n ethahpl- letMCRnlls az] @94ubsyifured kol

chl ori de sol u- 5@&2|3n1)él‘-”%§ dce@‘é“-ﬁh’fti‘tf 5e QR/&? { §?f’ f° anc 1 {%m
heated under ref | TR Hd zgﬁnﬂ‘i(’ tof S widdr 400 he Bbl hioh{ 18, eHe Vo RlloleRyE a0 151
was 100 and coolgéipitdihe sslrdysisadoildciae solid WaE sohjdeetnedn allgblgfoas teadlaining

washed with water and dried. 40 washed with water and dried to

give Recrystallisation frowmmmwnlnl"msn [“II form
* C L M S *



6 - methyl - 1 - n - propyl - 3 - (5 - nitro - amde gave 1,6 - dinethyl -
3-(5- nitro- 2 - furyl) - 1H - pyrazolo[3,4 - d]lpyrimdin - 2 - furyl)
- 1H - pyrazelo [3,4 -—d}pyrinmdin - 4(5H) -one, havi-ng—helting—perht—terr]

4(5H)-one, having nelting point [err] 105 with an infra-red spectrum

i denti cal of the product obtained in

Exarrpl e szummlnﬁmﬁme of 14 5 grans of 5-am no-4- cyano - 3 - (5 -
tro - 2 -~ VWE CLAIM 1S:- nethyl pyrazole, 50

mllﬁlltres of butyrlc 1. Gﬁﬁ%@ﬁ?nds havi ng the general forrful a

anhydrltd0 t ans of goncentr at ed sul- |
110 phuf} Stéﬁf V&fﬁg"."hﬁﬁﬂéﬂ lfhﬁ% oreflux f 5 50 minutes and then cool ed.
The cryasit af kheNB:dfogdnk Gnay be replaced by —l_:j@w%st allised froma

m xt ur ech%t)ugneeqrMWne aong, mvtlgsaqymaﬂal@bt ed, “hashéd ) th etifanol and
dlrre r 8 sgreg ¢ ?“barmyl - 5 - digUtyHERP8Ei no - 1 - nethyl -
%5 up l;??ﬁrgf f{,%,nafl ara]k? C°:n pyrazol e havi r1~‘g nmel ting point [err]

R A m xdlkame gﬁfup(hoﬁalgih@ﬁﬁmofwo4mcﬁﬁxban0y| 5- dibutyrylarninqgvyy 1 - nethyl - 3
4%% elt);;n;s §3““§ ]g Toqlpo g g‘ﬁ (1) lzet{ﬁu%lﬁl ) —pyrazol e

andﬁy )¢ } E of g8 );Qfg‘ %ﬁ’ds‘s p¥urj ¢ acid in

et han0|combxﬁkelfsV\Aﬂkﬁ1 '&Jrr]pobrﬁl @fngéill&ﬁ]Ubw ST Tl %(dssatl Cft%nt e i%lc&ﬁp@-ﬁddp é 1) was

heat ed fomaerIIref | ux for cont ai nofrrgrmfuraams Gd]ﬁﬁedh@c imvewiardan at ons, or

m nutes and then cool ed. To the m xmfrsetrmsg agcogmeund | dotky geredlip cont ai ni ng
from one to tenmadded 2Q.qillilitF8% %Y ice-water and the five carbon
atons in tPeN g y, and 115 precipitation solid was collected.
[err] is hydrogen, ap,, kxl group cont ai ruiﬁg 8 c

1, 326, 360 | O/\MJN {qromonet%flve
carbon atons which ma§i be unsubstituted or in )2y or nore~or all of

the hydrogens may be replaced @y chlorine or brorrgne atons, or is a
cycl oal kyl group cont a| ning from five to seven catbon 5 atons in the

car b%cy LY ,re g @ﬁkﬁﬁ’ In taining up to twelve carB®n atons or an
i) | 91

[err all%ﬂtmlﬁl, 2Rl UREn&P I IE OrWheLWORt R & Qebviously defined with an
(1'V) cads horaliyt @rosp cantalﬁng)rfmmess of E@pcﬂl’ah ngd bitgdeenRMO)Msin dhrerein [err]

and [er‘l“]Ee & “a9§°“gi BHuE y“eGEﬁdiaﬁ’echse 1B Ofdﬁtalfr%r\msteal R: gags defingdhed in claim
1 whi cHf gﬁ\’ﬁfa e ol i sed” wi t hout £§ llr%(grm@] ¢ form an-intermedizlg of Jhgyy rises

a VIl
treating a nd of general rocess of preparing the conpounds
formul a ||02N u l CONdz of formula | as defined in
claifh 1 which &m es treating a co d of the general fornmula V
[err] in which R e 8sGtdrg nmeani ngo def ed inCN

(V) 15 claim1, WIthR reagent [err] ere [err]rLa Rerr] are as defined
inclaiml, and [err] wherei anerr] is as previ olsl Y Refilged with an is an
al kyl group containing from to excess of anRkacid anhydride [err] in

the thrgg.qarPot) #dORS.ard @s PryBusn | Nternedi ate absence gfpcatal yst,

wher ei riefired, I‘\]/hntlﬁxsa@dﬁﬁf wited: Bélatpener al for mula |11 in
claim t1‘:3 E!’t 9r0¢e€frmoe§lmg| th{ ’(’%T%é}i)l @h@% owegn &a}g % dgﬁwm aﬁﬁ{

50 [ rrfe ; r , ,%’Sﬁ;i

(VI g drj:;le'g i %\eﬁﬁghﬁfsr dglyc é?g lfy@ fdso ati %nﬁ cyesgz; accordi ng

to cI ai m.2A iprocesh iof. prepaning e qnmb@nds andA mcns]s oarpapa&g disf cmdmﬂsn claim1l, the
treat n@ﬁtf"%la chpy fdigedo i clpim Lhehidhr e elipmtla A7 E?ifghsmﬁra Ffbt onating and
-

hydr s VSTHE" ggea“&% aacoé'}gP%’Sx‘ifl el CI & ﬁpsf;y °t° tm this

internediate with or wthout prellmnary m)ter

i sol ation 55 4. A process of preparing
t he corrpouovd&.ﬂ:\/&_’_&_j]w@é@§ of preparl_IE)—-i he conpounds
ON L_WCN
2 -
N

\N \Nu 60
NICORy),

)
61 "
(VID)
with a carboxylic acid derivative R,COX or
(R.CO).0, where R, is as defined in claim 1 wherein R, and R, arc as defined in claim 1.
and X is hydroxyl, halogen, amino or —OR, 7. A process of preparing the compounds
35 where R, is an alkyl or alkenyl group con- of formula I as defined in claim 1 which
taining up to three carbon atoms, to give an comprises cyclising a compound of general 65
intermediate of general formula IV formula VIII



of formula | as defined in claim 1, which of formula | as defined in
claim 1 which conprises treating a conpound of general conprises

pr ot enat-i -

pound of general formula VII CN[err] (Il) (VMII) with a carboxylic acid

derivative [err] or [err] where [err] is as define re|n
[err] and [err] are as defined in claiml. and X i wﬂﬁ yﬂu Ilil
amno or [err] 7. A process of preparing the c e [err]

is an al kyl 9or al kenyl group con- of fige@ifdoa | as def| ned in claim 19

which taining up to three carbon atons, to give an I’ISESCClISIn?
conpound of gener al i nt er medi ate of geﬁﬁfﬁfes ‘ES?WEI%CP“%P"““ of generaf 50y | g
Vil 9 ON ~CQONH, 1, 326, 360

[err] and [err] are as deflﬁé NtcAadbm 1. 8. Aplocdss of preparing the
corrpounds R, of ormula | as
defined in claim1 which com prisegvfineating a conpou ,\tHhe gener al
with form--c acw}d;emR, mdth areaardgﬁmcylm claigcid forrmula V

derivative RCOX o 1} err ]mngnd [err] are as d‘eflned inclaim 1

and X is 35a ijréqE rﬁ%gidé%;ﬁ(gﬁ gflmhﬂwﬁ’g)g&gpt that X may not be hydr&%yll, in
the presence nsentr@ﬁhgia%ombaﬁﬂﬁnf&a& abigal | o0 f@n¥acN of HEhNBALSIE & [err]
general formulfamyla Wi th an acid anhydrl de ﬁceim]ve R\M:(exexr MR.CO),O wherein R,

40 10 [err] and [err] are as defined in CPTEH efingglein Cla’m 1 and X is 35
[err] presence of an sul phoni ¢ acid caf} %}ddm a"QJ éex Eﬁ( iate
of general fornul wzm—;kg ,]‘Ahef%N[err] andod kit Jcatatl @sgwg agvht@,%s Ye @ef 1 Ned,
[err] j l which is etynerhllfsedﬂav\m or w thout
prelimn- ary isolation. 2 HH, 11. A process of preparing the
conpounds of fornula | as dé‘fu ned in claim 1, which 45 conprises
cyclising a corrpound of formJIa (rxy (v v vvheretig‘[' rr]j and err] are as
defined in clalml ctf]ngnthls phtey gn h or vvlthout
orel i nary g gl E{fa G %o Tooynd, i cn

provi de ammo- 15}[3 s & 51915 £ a ch&ta@}@tneh tions of the reaétl on. &

process of prerpa;rmngemﬂqeatcoﬁp:ouﬂdsrmula IX i [err] 20 of
formula | as defined in claiml Whl ch conprises reacting a corrpou(:g,g

gener al (M) formula I X where€in

[err]
and [err] are as 99 1. 12. 1wherd\mRhwd R, @ as fr&iously tiefiped; 2
-fury]) - 50 1H 2p razol [34 - Idl pyrini a pifft Is %f@ﬁ)wuh ghaithopg prefimin-
| sopropyl - 3 - (5 - nitrotw > Fanyi) - T 0Varel oAk me Qanwddm din -
4(5H) - one. Rl oﬁﬁu’le] I as defined in claim 1, which 45 14.

3-(5-Ntro- 2 - furyl) - 1 - - comprlseq cyclising a compound of formula
(IX) VI

wherein R, and R, are as defined in claim 1,
15 and then reacting this intermediate with or 05N CN
without preliminary isolation, with ammonia 2 ’ g

or with a compound which will provide ammo-
nia iz situ under the conditions of the reaction. - NHCOR,
9. A process of preparing the compounds [
20 of formula I as defined in claim 1 which
comprises reacting a compound of general (VD
formula IX

9 conpri ses treatlng% conpou of general 30 Op.mr] (M11) wherein

=]

ﬁ‘
R

wherein R, and R, are as defined in claim 1.
12. 1 - Methyl - 3 - (5 - nitro - 2 - furyl) - 50

O 1H - pyrazolo[3,4 - d]pyrimidin - 4(5H) -
one.

ON ;\ 13. 1 - Isopropyl - 3 - (5 - nitro - 2

. NZ R furyl) - 1H - pyrazolo{3,4 - d]pyrimidin
N 2 4(SH)-one. 55
Ry 14,3 - (5§ - Nitro - 2 - furyl) - 1 - n
pentyl ~ 1H - pyrazolo{3,4 - d]pyrimidin

(Ix) 4(5H) - one.
15. 1,6 - Dimethyl - 3 - (5 - nitro - 2
with ammonia or with a compound which furyl) - 1H - pyrazolo[3,4 - d]pyrimidin
25 will provide ammonia iz situ under the con-  4(5H)-one.

ditions of the reaction, R, and R, being as 16 1 - Methy! - 3 - (5 - nitro - 2 - furyl) -
defined in claim 1. - (1 - propenyl) - 1H -pyrazolo [3,4 - d]-

10. A process of preparing the compounds pyrimidin-4(5H)-one.
of formula I as defined in claim 1 which 17. 6 - Chloromethyl - 1 - methyl - 3 -~ 65

60



pentyl - 1H- pyrazolo[ 3,4 - d]lpyrimdin - (1X) 4(5H) - one. 15. 1,6 -
D et hyl - -(5 - nitro - 2 - with ammonia or wiwth a conpound whi ch
f_LLL)Ll_)__-__lJ:L pyrazolof[ 3,4 - dlpyrimdin --.60 25 w | provide ammopia-i-n
situ under the con- 4(5H)-one. ditions of the reaction, [err] and [err]
bei ng as 16. 1 - Methyl - 3 - (5 - nitro - 2 - furyl) - defined in claim
1. 6 - (1 - propenyl) - 1H -pyrazolo [3,4 - d]- 10.
'K'process of preparing the conpounds pyrimdin-4(5H)-one. of formulasd as
definedidin claim 1 which 17. 326,380l or onet hyI - 1- nethyl - B8 - 65
10 360

10 (5 - nl(éroj"(‘iro 1 dm@’ 1H II—PY”‘ZO‘?Iy 81‘”(32 hé‘?%ﬁ??‘i dp | Krample Festribed in
Exarrpl e 2 14@% ][lzgy hex {n&l ld|3n ﬁﬁé piocess according to claim 9 ‘mgxanpl e 23
herei n. 1&iud- 1) 0 elxybyrazol]:[.’r4 ITBI hmentnI@ as 6 crrbed in Exadhple /22 P OCESS
accordi Ag morn@inaﬁ(-‘rﬂ)-oge sub- nitro - 2 P!famp |23 s L - pyrazol 0[3 440 (] -
stantial | y a-sﬁzq%ryﬂ bl%p- yrazolog(tfﬁn%l man a]ly (ggod:?cr f§I§‘P$ m%lgilol? - one.
Exanpl e 23y rimidin. 4(5H)—one 1, 4,511 1o 16 3o en -1 -
met hyI - 20. (65- Ethyl - 1 - medFR.- 3A-[F oces $3.ak paxdi ‘Bgortiog e bifn 111&bsub-~—n| tro

- f19r yaigo = 2 pHul) p‘}IIIHaZDYré?{(’@ [34 = dif] -stan ﬂ%{rﬂ@ |d§F¢'§7d isExtmplke rl8 heddini n4%any one
Of EX anpl et ‘BS?H I-& 0 therapeutic composition comprising 5 11 to
I ES ne. furyl) - pounélof formula I as defined ift tlai
16, 18 ang 9pro &tf)lof341- dr[E Sé d = pharmakologically acceptable solRiO- A
process acp(yrmmdm H)@mcl a| m 11 su - 10carriei brr guid @luentf uryl) - 1H -

pyr azoll§[3 s 'd QP’°P§1t tj ol S of 105"“118 He PBIYE.  5U5

pyr i mi i ¥ @gmﬁ bt P. P oLt HTiE T HeedEin i c
corrpOSltlonzsccp thoxbB@ordll- 61 mettlyet BY! matcdiat with a- coftb ulhd) of fo’%mnl Ipasyl) - a
corrpound df f mrrnul 3 - fuad) detftl Remyrazeio-cl @ﬁxmien claurpt opy - pyrazol o[ 3, 4

20
- dl- 20113 40‘ lgwj lﬁt{cﬁ?@g - I3y ccepth bf emshorl g 1?% i ﬁli“ﬁt' 345(51-0550ne
carrier orgfy Gy’ N pyr 10[34 1~ Boyrithdhis G Ql%ﬂgyzlmatcr L% prGLibous 3 - (5 -
35. A rT'etphﬁdxdﬁM’iH)Qﬁ@Ctl nNg anh organi& ca&iahyatatcr @ubstande, orfaumtur)d or

pyrazol of 3, 2. -A djocess pagrding ad clgins & eplt-i bﬂyethetrpoﬁbrbaet@xtllfalmammlotf%erd
pyrl m Cﬁ5 SH pgﬁ cnbed in Example 3 herein, therefrom.

laim,_4 sub- ¢ malBhif p2RdcBh pRh il ViR

conpri ses staﬁm§ PGB 2, e o Tt A%y A RORY s cinsb 35 FBE C% £l b materl al

with a corp6und, Dand B mul a I as (5 - ni&ram amrﬂal-feeﬁmfglto)npesufblﬂ com- pyrazol o-

defined.in & iRoceps acggjdm laun g ri ?ﬁs gﬁ cmngf((qu_')xf forrgpe I as defined

36. A 3§et*’i’§ﬁ%§g§?ﬁﬂ’f&&& ?Féé?ns 53 24.°6 - Methyl - 1 - n®® propyl
- 3 - (5 -stantidflly GNddsdiBecdOiTax@nple DBLQEH.Al s w MatTHGUPSON & a0, - 2 - furyl) -
1H - pyrazot[A3prpcess gfording ynihigt 7 culpol yidbrGhorcheliueet &lverpeal, plelodBB,naceous

pyri m Sn- g; ag)figseribed in Example 21 herein. Chartereélr Pz&(*é:lf bAtSFN'SdI‘ ate substance,
PIpgesSs ccordmg‘ to claxm 8 sub )
or a natural’ or P25 KOEpetsam 8 ﬂng fnf m—2 sub- synthetic fibre
or textile mabRHidl o i’mt‘a’&t“}ﬁh‘%ﬁiﬁfl’ Coag dzé“ﬁﬁ:,lr‘nﬁéﬁ“ WiEXEnpl e 3 herein.
t herefrom which copies may he ubt.unod 60 26. A process
according to claim 4 sub- 37. Organic material protected by a nethod
stantially as described in any one of Exanples according to claim 35 or
36. 2, 6, 7, 8, 9 and 10. 38. An ani nal
f eedst uf f corrposi tion com 27. A process accordi ng to claim 5 sub-
prising a conmpound of fornula |I as defined stantially as described in
Exanpl e 20 her e| n. in l“a’l,ﬂﬂllt"w ”Igl I!Il 65
28. A process accordin stantially as described in
Exanpl e 20 herein. W P." THOWPSON & CO, 29. A process
according to claim 7 sub- 12, Church Street, Liverpool, L1 3AB,
stantially as described in Exanple 21 her ei n. Charter ed Pat ent
Agents. 35 30. A process according to claim 8 sub- Printed for |for
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