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as gul furic acid, a%nsmthndemlysg)ﬂltgrlomsn@smnftmememmlde pref erably pyri d| ne) -
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.pared by any appropriate alkylation rcaction. For example the correspondmg hydroxy
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neutralized, e.g. wi an inorganic roxi
1% WS 1 E AR he S ihydriced of RV an
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A m xture of 21.4 grans di azonium fluoborate and 60 grans sand is stirred
6 1,175, 212 whil e heating in
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repeat ed until evoI utioon of gases has ceased. The reaction -mixture is then

heat 6§ at ' 200[err] C. for .an additional half an- hour.
Af t er; jcool i n% to room tenperat ure the residue 5 I.s extracted with
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j ect éd to.a steamdl ST T at T on A whirte—sotd—s—fFormedt—in—the=distiti-at-e:
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C, 4911 3 . H 3. 5igcted to aNsteagl gxg:tllatxonFA vgh_ig:e 6did is formed in the distillate. The solid is
Foun d | “C 49. 3312’1‘;;?)1(: % sr,rewlut f ﬁ) yielg 2.6 grgmggf the 2-fluoro-5-nitro-
B 4 FI UOT 0- 3- 1T i crys rom 'ethanol to’ gwe a pure g&odéxgtlvmhl aorﬂelmg 5 4
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EXA 4’-Fluoro-2’-methoxy-4-nitrobiphenyl
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- is reduced by hydrogen at atmpspheric pressure: and- at- room
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fl uor ophenyl)-anili ne,

4-(2' -fluorophenyl)aniline or

4-(4'-f|uoro-3'-nethoxypheny|) ani li ne. When the 2- and
3-artkyl, halo or al koxy —birphenyfs obtai-ned—tromExanpte—2—are
used in pljace of 4'-fluoro-2:nethoxy-4-nitrobiphenyl in the above exanple,
ttere are obt ai ned the correspondlng 2- or 3 aIkyI
hal o or alikoxy anlllne conpounds a _
ST Ty [whE Y

y {When 2 - TTToro=s=tretdyt—yd 2 nyl nbtamed from Exarrple 2 7

1. t4
(s used Dl ace of, ﬁgess",?f’%'?;;“-":‘ﬁfﬂi?;ﬁﬁfmwcm';ﬂ!ﬁfifﬁ%haﬁ?’2*’“%%2 Qg%a?“%mve
2- methyl - §i- (4 -f uo? °o;§ ’%ﬁfr‘)’"érﬁf f{{guorophenylaniline. ple there
EXAMPLE 4| 5 Byamis 4
4- (3" -Chlpro- @ quorophenyI) ani X 3
A m xturef-of 8 0 gran® wfxuge mSOrgg‘?é%?Oﬁﬁ;&gfamTﬂo 1\}?,2' anl soI e and
90 grams of iso-amyinitrite is wargedi 0% a(kfeamﬂﬁt‘laﬂ’%’i EII B;I’fﬁ?g,ei% 373@? d on
evolutmn of ga his &70 5 o o th
a st’é’am bat h unti'l j@ha¥ Issheh @j m? é‘%\(g] 0 ligsiontys allowed to proceedl ithout heating until
evol ution! of Has Sétlﬂmﬂs.ﬂTheTEHc&s oY &idd! I @aﬂﬁ‘iké“%, et Fereah "W‘dmb‘ﬁ“t
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r I e -
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f 1 udr oanijl i né%and ahisblE Gonsed 2 pledel W] ‘ﬁ‘ pigle ayf3-bromo-
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phegyl ) -gni sol e, -4-(4' <fluoro-3"- tChom_4 i i—agliole
4- (2" 4" -di fl uorophenyge) g ~uorop. eny D-phenol
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4-(4'-fluor ﬂy Hﬂf@myhﬁwhenyl)-phmu:ioi q l):phc_r;{) ! 4-(pentafiugephenyl)-
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obt af hell 35 used in place of Z 4hfili?10‘x)'1(; ?}koxy aniline com[) ﬁ%@vg ial e ﬁ%ed
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35 EXAMPLE 17
35
3-Allyl-5-(4"-fluorophenyl) - 2-hydr oxy=benzorT aci d
A Met hyl - 2-al | yl oxy-5-(4'-fluorophenyl)-benzoate _ - .
A m xtufe of 6.6 g. of nethyl-5- (4' -fluorophenyl) - 2- hydr oxy- benzoate 5.5
g. of pot.assi tim carbonate, 25 mni. of acetone, and 4.5.9g. of allyl
—bromi defis heated. at. refl ux : 4}2] for 2 hours, ._and'thenu
~stirred! at_25lerr].C auernight  The reacll’rl'{{rt% xture is partitioned. . 40 27
bet weenf 100 nl. of water. and 100 M. gk ghbgg and the ethereal solution is.
f dri-ed_‘;-or/er  3.Propyl-5-(4'~ -FREIPRGY ) Bhfdibxy BERoiaBEd concentrated to a -
® thickefl, 6.0 g. Thlss\umtcé 10i8ag. @h@ﬁm‘-ﬁ*sﬂuom nyl)-Z-hydrOXY~benzmc acid in 25 '
gl mezmmd?% PO
honogenpous “by. - the catalyss and solvent are remow rlgf-éiﬂ Y from _45
B. Met hyl - X 'yield sf 8y esl -huo?ophwl)mhydrmn:zm‘e Qcid i3 0.72 g.,
45 A sa"rpl e of m!ttph 8-219@{1(1 onz- -(4-11 uoro%herg(ill) benzoate is 1!eat ed
y under a %Onl trg&ﬂ i}ﬁ)%‘? éﬂ@moghmﬂxgydm s(?:enzoxc ggsmgﬁﬂ ncrUd?O
: prqgucty wh e corresponding 3-pr0pyl-benzmc acid SofdBoun S :
; recrystalllzedfromethanol to gestpaln rret 3 al lyl - (4" - fluoro-
phenyl){- 2 -hydroxy - benZ(t)ate r eomoic acid 50 C
3-AlTylts-(4"-1l uorR%ﬁu%Po}PZ g ?:;é -flu %eﬁ-hq)droxy-benzolc acid, 5 g. of '
5_0 ‘ ﬂ - _potassium hydroxide pe ts n %v sgxeated under nitrogen in an oil 15
. netthyl - 3 al -- Gbafhlat-17640 o johechvyt mydaam;ng4'®hen’eacn@fmmmieheas cooled, anol-,
and. 10 of 2. %W;édgl“% erélgto x§i°’d MdlﬁF:i PSOdh@a‘tﬂedﬂmfefis@FOI gberf or 15
-m nut es it frzy1 Ser nzene 0. yie Pi% my Gég@ﬁ(&n?nfmgygtﬂﬁgéuo tO '
. renove jret rhanol ﬁi 1o,
acelified with d| I Lﬂmen dBeﬂ;erbam:c aa«hrcdnpoﬂihleo :mlufram [Egangydd L’e%esledby
filtra-| in place o 5’3113’1'5 (#'rftyprop la | thy 2‘?&“— W@PIF’benzene
The yiel d of 3-aPfEresdbred fﬂi'eu%’F’BSB Rmp“%' be“m‘c - compounds. ,
2- hyr oxty- benzoi ¢ 'acwHATSWE CLAIM I8} 170 172[err]C

When t he 3-8nsubst i1t dtcadpoest afthedamplounds of Exanple 9, 9A and 9B are ussed

i n2p| ac

exanpl &
3-al lyl
13

3- ﬁ?opy‘I-S (4 -quorophenyI) 2- hydp
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, there are obg;ar ned the correspondi ng
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5- (4 -fI uor@p enyl ) --2- hydr oxy- benzoi.c- acid
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40 p.s:}i. and 25[err C|n t he presence of 0.1 g. of pI atlnumoxr de.
Af £r ‘the uptak g'f(? rPéwr @“‘a Eﬂﬁfn, 089 1or Gy alg 0K 1;‘ is

catlal yst ané;l m, ;;Ig ’; ué ]k _(%"5_”
r ecr ystial | isged fdll@ enyl-(Cl_., aikoxy), phenozzy, &ﬂghen (Gﬁ—s ammo)f 30
3-propwl -5-(4' - f(Cuo ratkpetye nt%xd(? glr_bewl)amme,ahmddzm«s lﬂdraiyl agnino, N-
m’ Eb 188- 190C. morpholulllr:,l 4-(Cr alkyl)pxpen ino]y\Neld rz?kl?‘m Dp ngﬁg)e] ('?haCI d
conpourds obt ai nﬁ&éﬁ’fgﬁﬂwmﬁ%mgmﬁ a&ﬁ“‘”f’f w & € place of
3-al lyl}-5-(4"-fluor ophenyl ) - 2- hydr oxy- benzoic acid in the above exanpl e,
10 t.herje are obtained the correspondr ng 3J3ropyl benhzoi'c acid conpounds.
EAMPLE {19 1 - .
3- By opdnyl 4§- (4 -f1 uorophenyl) 2- hy dugpad- be @ aci d
A mxtdre of 2 g. of 3-allyl-5- (4 - f | uor pphenyHd F; ydr oxy- benzoi c acrc? 5
g. of 15- - pot assrtﬁ‘(f)h)? %oxr de Hel S and 2 m. of water -
was shegt ed under nitrogen in an oil - 5 15 bat h at
170[erry) C. for. one haur with occasi onal stirri ng. The reactr on mxture was
co# ed, in which R, Ry, Ry andi>S 2@ sih dthait thevéadpound Brkﬂnﬁlhﬂcaaahﬁ hydro-
aci di filed. The pﬂcmd%etaﬂwhﬁe@hamt erdCa—en%liSﬂl}éi prar R, is hydrogen, G, alkyl ,C,, After
dryi ng {t he et heri’lj;grl esof emgg@n‘ge _é?,f;)g mgﬁ deiden gF the arids 394 Jhr miredians
recrystial - 4 "A non-toxic pharmackué QPRI BACEC B&npxazelg ained - . MNP
19%- 20Q[err] C anm:ore recrystalli zatr on from benzene
rai sedfthe mp. t03198:012g31mtas clanned in claim 1 or 2, in whlch'R R, and Ra are all hydro- 20 20
Wien t e 3"—a||y|g°bﬁjh‘§£é€¥g§ n bt ai pe | are used
in plade of 3-aldmsh 82}% A mg %yd?ho%&benm% c crﬁdézcn *t he above
exanpl ¢, there are obt a| ned the correspondr ng :
3- propényl - benzoi ¢ aci d ‘conpounds. : V\HAT V\E CLAI M
1S - - 25 LA conpound of thefornula - e
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y; R 1s 35 hydr oxy, am no, ([err] al koxy, di(([err]
am no-(Cferr] al koxy), Cerr] hydroxyal koxy,

al kylamno, di(Cerr] alkyl)am no, pol yhydr oxyal koxy, ([ err]
y)-(Clerr] . 30 al koxy%?0 phenyl - ([ err]al koxy), )
ky, substifuted phenoxy, (derr] B7R&Foyl amino)- 30 i3

] al'koxy)., di (Clerr] alkyl)am o- )%)Egrr] al kyl ) am no, hydra2| no,
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ypi peridi no] A Sfidr 6£Ch.E1et bf ByIGA-9X4/ useypnk )2ty DiylthzoicCcrr ih]2540

rokya animi.oofaetimacl Lis subjegred ¢ brdrdgengticmdt 0 mdi cial theypresencgt t achnent
hyd Ik}/l mn‘rl 1f fllaatibi D I:lsrdlrth @ 5 dlf;dré;dC | theapprese h
0 tinum e rogen, 3
the the cataglyst a%d eolvenftﬁagg‘ @mveﬂ 311% ?cra-}fg‘f gﬁ" th s@%m@g om 35
[err] benzene, The yield of 3-pro yl-S-(4’-ﬁuorophenyl)-z-hvdroxy oxc acid 13 ch R
Rerr}, R[err] na;ndss(—moecsuch at the corrpoun i s symetrical; S
hydr o} - When the -clly mzoxc@{:xércp btam@[fm agqp]g a4 us@rmq er rO]
3 kenll : If : !ﬂ%gtj?@@ %:-ﬁf- ?z e above example,
al koxy, benzy g reo % ™ i oq‘& the acids and the
m xed} an- . P , (gl’l dnmmin I9he aC| ds and 2-acet oxy-benzoic
i 3-Propen; y
acid.| e ﬁh?%*g sl ally, gogertebl e
sa 6‘15C On—pgﬂ [ﬁmaﬁ etk IHnd as heated under nitroge
qsmrpound as cl mmq rdn &xwtnzccm b dakt®h nfixe@d a?@aw] ar® al |
hydr of dlssolved in %\:5;7, ‘;?eqhe aohdionfacidifidd. Tﬁ%e wys. extracted mto ether.
4. A ronpound g"&‘i“ %i“’ﬁ ndgfemoning the Ec %1 l]ﬁr aroxy:
rom behzene to yie T stallizat
R[err] 'szoq erg mbenzeneralsedthemp tol98—-2é%r%a]ﬁ6—lz arfd ¢ A By aPe b%h
by dr ogen. When the 3-allyl-benzoic acid compounds obtained from Example 17 are used
1,175 212 in place of 3-allyl-5-(4’-fluorophenyl)-2-hydroxy-benzoic acid in the above exam@(Al\/Pl_E 18
3. Pro yl-5- (4 theye 75§ Blﬁﬂ%‘ﬂy‘lhﬁ WW&‘?‘&?/P{?B‘WU?"E“&&“& compounds.
A so!;Ft i on of O.8waaPveIAWis:2=(4' -fl uorophenyl) - 2- hydr oxy- benzoi c acid
in 2 25 1. A compound ofthe foofulet hanol i s subjected to hydrogenatigmn at
?tp !Stlh anf[j iS[e][r][ﬁ in the gresenc;a ? v of 0.1 g of pl ati num oxi de.
er e uptake o e required anount ok, hydrogen,
t he éat al yst and solvent are renoveg:= it he crude product is
recrystallized from J\ bgrMene. The yield of
3 prapyl - 5- (4' -1 uor ophenyl ) - 2- hyx£px yaic acid is 0.72 g.,
mp. [188-190[err] C h The 3-allyl-benzoic acid
corrpdunds obtai ned from Exanpl e ‘11 are used in 10 pl ace of
3-al lly
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3-Pra
m Xt |

Rt

170[ e
cool 9
aci di
£y yin
recry
One 1
to 19
When
on pl
examl
3-prdg
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H

-5-(4' -1l uoroghenyl) 2-h droxy benzoic acid in the above exanple,

1 0 £y 4. f 5
t her €are O?)}d‘g}xﬁeammc g},'eeﬁ(oxy, -5 a l)ag’rgl o-iﬁ?z alkoxygrzgu- C fgxgal%gfrp ounds.

LE 19
I d droxyalkoxy, c-a 11koxy -(C s
penysp- 5- (ﬁtaxf,”f‘ RinoRE mxﬂzﬂ&% RO Encs (& e alk:ng;g’r)r-l(mo)- Ao

re of 2 g(C,Qfal (mr,qutyemyih thr mbrd) exyleming] B-acid, 5 g.

d under ngyéré%lagﬁ? HY oc n%_ gmmo %g radlca? al%?‘%‘tjtlglﬁzg%?]ht g_éwat er was

d, : di ssol ved in water, and the sol ution
fled The product was extracted i ntl etr ' After
g thg ether solution, and renoxihg th the product was 45
stal - lized from ben%e e o" -4 739., mp. 196- 200[err] C.
ore recrystal lization g # 17 benzene raised the mp
8-201[err] C - 20 20
it he 3-allyl-benzoic acid corrpounds obt ai ned from Exanpl e 17 are used
ace of 3- 'i'lH'deh 15;11!‘1(1;,4113 ﬁﬂ?girawhﬂnﬁht)ﬂlec mysmmlclzaesl lddron t he above
en, C,., alkyl, C.; a 2
peny| ben%]@? b pgij_cc._gl; Béjir %),a the an yéndes of 1he acxds and thegrgﬂ nfin V\E CLAI M
ydri aci -benzoic aci
i non-toxic pharinac xcﬁm&bﬁ?ﬁzleoﬂcaktohﬁ SoRpbii A5 claimed in 40
C. 1m

3 A compound as claimed in claim 1 or 2, in which R, R, and R, are all hydro-

and R, is hydroxy.

4 A compound as claimed in claim 1 or 2, in which R, is hydroxy; R, is C,-g
alkanoyl and R and R; are both hydrogen.

T p—

rr]C. for one "hour FI occasional stirring. The reaction m xture was ,
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[err] in which X is halogen; R is hydrogen, hal ogen,

Clerr] alkyl or Cferr] al koxy; Rferr] is 35 hydr oxy,
am no, Cerrl alkoxy.di /r‘fnr.ﬂ a-ey-ar-re—CrerT—atkoxy), Cierrt o

“ Rydroxyal koxy, : Cerr] alkylanmino, di(Cerr]

. =@ Kyl)amno, ( err] pol yhydr oxyal koxy, (Clerr] .al koxy)-(derr] :

3"0 .. al koxy), ‘phenyl (Cerr] al koxy) phenoxy, substituted phenoxy,

eq: err] al kg{royl am no)- 30 (Cerr] al koxy),

: -jf’alr (Cerr] Hkylyanina-(Cerr]l alkyl)anid®2%Bydr azi no. hydroxyl aging,. N

~ :orphol i no, N—[4( enr I di; 2014, '
{Bydr:oxyal kyl ) pi pamgg£m&£§$ég%é€% tf, gc{gl};gél(% IKVI\%E{‘] ﬁl(()lglgl T a’(dmxgi Fﬁ/lsoddur ring

-ami e’ aci d radi cal & tAhcoaipbend avedaimedtintduén 1 or 2, in mhtchdgesnhydmgena Ragi cal. of

ﬂ ormul a: - 35 ‘hydroxy; R, is C,-, al'ca’noyl and Ry is Cl_., alkyl.
35 [err] 5Y 5 >-hcetony 5. Ch o P mﬁ;‘%“rrl Rerr], and X are sudh.
:_t‘hat the conpound i 9. sHyaretyrs-@akuordgh&§ly-benk ydr o- o gen

{@lerr] alkyl, Clerr] éHk‘hﬂWl-(‘i’eﬂuO@P’@nﬂ 3-alh¢l!iﬂ’7ﬂzpl¢&d¢i R[err] is hydrogen
11. 2-Hydroxy=5- -(4’-fluorophenyl)-3y

] err] al kyI Cerr] Y yl, C[err] aI kenyl or

al o the amhydri dealfcgf_Aﬁ‘E;' 5@14 @?mrgfmﬂﬂﬁ'm y' ¢ méfgﬁc% | 10

ydri des of the aci ds. ZAcdy-a¢e iy, Z:@xhzﬁmﬂel : 40 T
A non-toxic pharr{@: @eror«zraﬁ-l( -ﬂa@a@ &bb@ms!ahtthd@f a_conpound as cl ai med in

0 55 aceto:s(y-S-ﬂ ﬁuorophenyl) benzoate salt. ©+ 3 A corrpound 6}8
|l ai med in c] aim1l Qg ,u,hr) a\egf (( b0 ;ﬁbgﬁﬁa are all hydro-

SR N S S

I 1 2, f°* PIN -
PEHEME vy S
y % i in rophenyl)-benzoate.
3. h?ﬁy g-5-(4’-fluora henyl)-benzmorphohde I A corrpound
laimed in claim1l @ Aumipigmyikhydiex -C floropheryydemmye. R err] is C err]

| Kyl and R and R[eég]s;?l,mzq?’ oy@zg henyl)-benzoate : 6 A

orpound as ¢! ai Med 2y ik _enfgar;?‘ hydr ogen R[err]
ydroxy; R err] is @8.efalclum Zhd@mosts’ bdnzdate. Cl €1 1] al kyl.
i2- Hydr oxy- 5- (4' - £9. @F@M@ﬂ}ﬂay cotrenxmeacmgathenyl-phenolate of the formula

e R Y LA

8. :2- Acet oxy-5-(4'-fluorophenyl)-benzoic acid. o
9. 2-Hydroxy-5-(4'-fluorophenyl)-benzani de. 4 ' 10. -
2- Hydr oxy- 5- (4"--f| uor ophenyl ) - 3- rrethyl- aci d. _ '
#1.! 2- Hydr oxy-5- (4' -fl uor ophenyl ) - 3- mefy fAZ’am de. R 10

12." 2- Acet OXy- 5-(4' -fluorophenyl )- 3- e -enzoi c acid.

10 ' whgrg A is an alk en% |
are as defined in cl 1, with carb
2- Acet OXY- 53¢ 4' - falokiaé PHKRY li raiéﬂblﬂulfo 33}3‘ ‘ation, tc:nforzlur;. bx&t&nylcaém?ﬂ 30

1i4.. 2- Acet oxy- 5- (pdind bf thofoopdieny| ) - benzam €. . 15,
S 2- Acet OXy- 5- (4" -fluorophenyl)- benzm)rphol [ d. o '
-116 A um ni um 2- acet oxy- 5- (4'-f I uor opheRyl enzoate sal’ t
-'15 : - 17. Chol i ne 2- acet oXxy- 5- (¥ henyl) benzoate
15 | - 18. Sgufn |
2- acet oxy- 5- (4 -fI uorophenyl ) benzoat e. ¥ aw . S 19,
© - Hydr oxy- 5- ( pent af bg1omERRRAY kiht RERERE Gealfih & |
20 2-Acet oxy- 5- @uant af | uor opherry]) benezaorﬁ% "h"“J‘ phenol compwnd of the for-
- 21. ‘ [err]-Di et hvl ami noet hyl - 2- hydr oxy-5- (4" -1l uorophenyl ) - benzoat e.
. go = 22, [err] D| et hyl am no- 2-.ac XYz (4 -fl uorophenyl) benzoate
_ -2 Hydr OXy- 535(4 -fluor ophenyl) benz 7 S : - 35
© 24. A um ni um 2- hydr oxy- 5- (4' -fI uoropheﬁyl ) - benzoat e. RS S _
gg g;g: :Jnme Zzhcégfdp s % ((éudp m %gnecgj; ) b%%@%ﬁf, carbonate under pressure a? 5 27
%?m]pé, % .

biph
Cal ci um 2- hydr OX;he5erﬁ1ﬂla=f| uor ophenyl )-Denzodt e, . o & biphenyl °°mp°“§%°

27. Cal ci um 2- hydr oxy- 5-(4" ~fl'uor ophenyl ) - benzoate. ' .
_ :__.]5 ~ 28. Cal ci um.2-acet oxy-5- (4" -fl uor ofhenyl ) - benzoat e.
~ 29. The progcess- that .CORPr.i ses. reaet.iy ) >

.[fferr] o

"'6"4),1’ R

40 - X, R and R;. bemg as deﬁned in claxm 1
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en and R err] |s hyﬂeraH)]droxy-S (p»ntaﬁuorophenyl)—benzoxc acid. 4. A corrpound as <l ai rTEd'
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| -phenol ate of the forrrula
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15 31. The process that’ conprlses est @ .ng a conpound of .the fornula
=5 .5 =10 - . in which R %nﬁ'ﬁ mand X are as defined in . .
claim1l mﬁth an organi c: hydroxy co gg,"’o' Rornmul a R[err] OH ~where R[err]
‘is err] alkyl, di(Clerr] alkylyamno-fcer™@®alkyl), Cerr]

-5 - ydroxyalkyl C[err ol yhydroxyal kyl, (Cferr] alkoxy) (C[err]
“al kyl9); phenyl - (  are & defined in claim 1 with an orgamc hydrogh,
3 L rm di

subst it ut ed zphenyly olﬁx g%}ggﬂff o m@i}: %&&)MC’_G a@i‘bduces a

com 15 l%ﬂjrl éftu.dﬁ or'(€ oy]ammo)-(C; - al , to producc a com-~ o

[err pmmdofgmuﬂfmmma 32. A process as ai med in claim 31,

I ncl&di the step of preparing the start- - - 10 . ing material
:by a‘'process as clainmed in claim29 or 30. f ' - 10 - 33.
- The process that conprises am:dating ' g, of the formul a: : -
_in whicht X, Rand Rerr] are-as defipedid n\cfaim1 and Z represents - COOH
;ﬁaﬂﬁeW]vmaeF{mr]|sade|nGQM(ﬂmmﬂﬂ or -.COY, where Y is: a
“'hal ogen, mnth an amde .

v _ 32. A process as claimed in claim 31, mcludmg the step of preparing the start-

T 10 irg material by a process as claimed in claim 29 or 30. 10
25 33. The process that comprises amidating a compound of the formula:
s z
-in which X, R and Ry are as deﬁnéd in claim 1 and Z represents —COOH, —COOR®
on . where R® is as defined in claim 31, or —COY, where Y is a halogen, with an amide
e 30 15 of formula HNR’R”, where —NR’R” represents amino, C alkylamino, di(C,, - 15
T alkylamino, di(C,-, alkyDamino-(C,., alkylamino, hydrazino, hydroxylamino, N- :
: . morpholino, N{4-(C,-, alkyl)-piperidino], N-[4-(C,-s. hydroxyalkyl)-piperidino], Ci-
. hydroxyalkylamino, or a naturally occurring amino acid radxcal with attachment at the _
- o mtrogen to praduce a compound of the formula : o
| ) - ' 2 . o
20 . . /S€;>ﬂ<fzbmr' . g
- : _ CL L _ .
34. A process as claimed in claim 33, including the step, when Z is —COOH,
35 of preparing the starting material by a process as claimed in claim 29 or 30, or, when
1 Z is —COOR,;, of preparing the starting material by a_process as claimed in claim
31 or 32, or, when Z is —COY, of preparing the starting material by converting a -
at 25 compound prepared by a process as claimed in any one of claims 29—32 to its cor- 25
of responding halide.
ula35 The process that compnses reactmg a compound havmg the. general for-
mula: .
- AR O O U0
* c L m s *

where A is an alkali nmetal and X, R and R3 are as defined in claiml, with
car bon

t he

forn
phénol
[err]”

W th car

30 di oxi de at el evated tenperatures fol | owed by
' o e pound of
|l a: - 30. The process that conprises reacting a phenyl _
onpound of ‘the for- : , 0 mula: - 35~
- : - '35

bon " di oxi de in the presence of an alkali netal carbonate under
. eIevaﬁéﬁJﬂénperatures and subsequent | y15

aC|d|Ty|

ng to forn1a 1 conpound oOf t he
| bﬂ‘e prock _npfnf’“seﬁ( esteRifyipgye F{”&ﬂ"}“]d ‘Eféf‘%fj’"ﬁ'é‘a def ined in




15 of formula HNR R, where -NR R' represents amno, (ferr] al kylam no,
di(derr] 15 al kyl am no, dl(C[err] al kyl ) am no- (C[err]
al kyl )am no, hydrazino. hydroxyl agae N ret-phol | no,—N-{4=(Cfert]—

~akyr-prperidino], N[4-(( err] hydr oxyal kyl) - pi peri di noj, (err]
Igydr‘oxyal kyl ami no, or a naturally O.CCUI‘I‘I ng -am no aci d radr cal with

*aflt achment™ at the. _ nitrogen to produce a conpound of
'theforrrula16 : . . 20 {75212 [err]

20 - : —3A—A-processascharmed—T T Tar T3S,

ificl udi ng the st ep weh 1) Z R&..dm‘b as defined in38aim 1, with an anhydrdﬁ Ograeﬁ‘&-ﬁl ng
tHe starting, mat er aipnofsya esecq, of %:g%%@’“ A %‘(ga g% iy 2 SC-ot when
Z1 SQ”CCIR of pr e@iﬁm‘ﬁfa ﬁ%iﬁﬁxﬁx h or Rikalihe-Bir t\rée"ﬁﬁ; 11ﬁ5|wmad In
cliai m 5 when R, is hydro2y aflf a 19 hised. V@Qut&lxhﬁon,@\ﬁrodﬁﬁe apdfoﬁﬁﬁfnd ng the

stiarting materi al bglgenaal\férrrmlang a.25 conpound prepared by a process as
ctlaimed in any one of clainms 29-32 to its corg 25 responding hali de.

35 The process that conprjses reactl ng ~o*~-—=o havi ng t he general for-

‘il a: ' [err]-. =~ . 16 : \ 4 :
1,175, 212 . ‘wher e X, ‘R, R[err] ,are as deflned inclaim. 1

wi#t h- an anhydri de of a C[err] & B ‘al kanoic acid in

thie presence of a catalyst; with a dl(C[err] al kyl) sul fate or Cerr] alkyl

p- 1.0l uenesul f onat e wheretRteis r@smlkwyloc,-aallmwecz-oa&wltrhdlal OfdeXy R, Ril ded Ryl
halide in the are as definy 1ncla1m

ai ni ng
alkali netal &9 alk .ﬂ% gimgd in o Jﬁgmﬁc ﬁ@%ﬁe" R IRFark Bk NI )
5 when Rlerr] E SKind $5, userdch R)represaits Ridick@t i on, to ‘
“pr bduce’ a conpound 38. A 5rocess as clalmed 1n claim 37, 1nch.dmg the stepmf pepprrg dhe -ﬁ%m*rrul a

&b-ere Rt 1s a g[er rn_rg tq.(‘? c}glegoacs ame in clgkgq ago I:’»& mch mgé/LLc;r fu%q s?ek and

s R R[ err] 4 R[o?ﬁ ahzmg the resultlng product of formula cl a-_
1.7 10 36. A procgss as clal rred |n clalm35

i ncl udi ng the step of prepari ng the star -
ing material by a process as clained i of clains 31-34, 37. A
process as clainmed in claim35, in e¥{ represents hydroxy. .~ 38.
A process as cl al med in claim37, inc d¥*ng t'h@”‘step of preparing the

start - process as clajned in

ing mat eri al
cl al m 29 or 30. ghere t)o{ gd lzf: ar:lc‘lml_%o are a geﬁned mgéa:m A, éftgé lglge l}gm% B FOPRESFCi 1
‘cl'ai m 29, 30, 37 or$Yo’ KEIELED BoiE o it PR 3(§t3¢|fbr 38,liicluding the further step 20

~ofyneutralizi ng th&fb@wﬁﬁgltmeﬁmﬁglpmducodf‘drmtmu a: [err]
where X, R Rerr] and R[err] are as defined in claim 1, with a base
-haVrng a non-toxic _ _ ' cation. to produce a

non toxic salt o -
?I m 29, 30, 37.or 38, including the f
convertl ng the resulti ng product oon

® 40. A process as clal med in .'
20 -

where X, R, R, and R; are as defined in claim 1 to an acid halide and reaciing ‘the
said halide with 2-acetoxy-benzoic acid or with a compound as claimed in claim 1
25 where R, represents hydroxy to produce an acid anhydride. 25

41. The process that comprises reacting 41(4’—ﬂuorophenyl)-phenol thh carbon
dioxide in the presence of an alkali metal carbonate under pressure at elevated tem-
peratures and subsequently acidifying to form Z-hydroxy-S (4’-fluorophenyl)-benzoic
acid.

30 42. A process as claimed in claim 41, including the further step of reacting the 30
2 - hydroxy - 5 - {4’ - fluorophenyl)-benzoic acid produced-with acetic anhydride in :
the presence of a mtalyst to form 2-acetoxy-5-(4’-fluorophenyl)-benzoic acid.

43. The process that comprises reacting 2-methyl-4-(4’-fluorophenyl)-phenol
with carbon diexide in the presence of an alkali metal carbonate under pressure at e

: 35 elevated temperatures and subsequent ac1d1ﬁcatmn to form 2-hydroxy-5-(4’-flucro- 35

g . phenyl)-2-methyi-benzoic acid.

Oy - . 44. A process as claimed in claim 43, including the further step of reacting the .

BN . 2-hydroxy-5- (4’-fluorophenyl)-2-methyl benzoic acid produced with acetic anhydride
. in the presence of a catalyst to form 2-acetoxy-5-(4’-fluorophenyl)-2-methyl benzoic

40 acid. 40
45. A process substantially as hereinbefore described in any one of Examples

7—19, that produces a compﬁund as claimed in claim 1 or 2.
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[err] where X, RL R2 and R err] are as
deflned in cIalml to an acid halide and reacting the

. S Saelffeetaeusmegonent BN Z-EH-Be B — O F Wt —A— 2d in
clarm = ' ' _-25_, . where R err] represents hydroxyto
-frodude an acid anhydride. = - | ' 25

41, T proeess ‘t hat corrprl ses reactr rtg 41(4' -fl-uorophenyl) - phenoI wth
carborg’ - “dioxide in the presence of an alkali
nmet al gcar bohat e under pressure at eI e:ﬁgﬂ tem ' per at ures: a{]/,d
WUentJ yacidifying ta form2-hyd A (4' -fluorophenyl).henzojc '
aci d. E 46. A - compound :’t)%oclatmed in clau% 21 orAZ Rk r§t§ bﬁk%t&@s@ a§ n Cl aim

41, Er:ﬁcl udi ng '&:lbﬂxeci i hrlySdne Bf SRR 29806 it Gbvioiecheridal equivalent.
2 - hydroxy --5 &4\ phammmgm beninpgcasacivd ipsreiitat @dompiund acetic
anhydriidejin 3 claithed in any one of claims 2—28 and 461%‘“&'@%%@%1’”“&“‘{:‘3?% yst o
form 2t acét oxy 5°4ef% Hhseseahe Gk heazaie, AGhdor of g wbles or capue
43. The process that conprises reacting 2- et hyl -4-(4" -1l uorophenyl) phenol
wit h c@arbon di oxi de in the presecgrdfe%tﬂzamalr met al carbonate under

' - ted tenperatures and
ent acidification to form aéte‘ﬁyﬁ!; m: 4'-fluoro- 35

subse _

phenyl} - 2- et hyl - benzoi c: acid. London,WCl ' 44, A -
.process as cl ai jplair} Hel AkikiA Sranbnds 108G, BPmE DRt Ll Skl 1dsgact i ng the.
2- hydrpoxy- 5- (4Pulthkhrg®bn|§hwe?wyelm) OfceTR Mthu?%qz%@mlgmadroeﬁoprwaac &om wihiclh acetic
anhydrl de copies may presence of a catalyst to

f orim 2- acet oxy-5-(4' -f uorophenyl) 2- rret hy1 benzoi c _ - 40
acid.. - :
40 45. A pr ocess substantr al | y as her ei nbef ore

descriped in any one of Exanples - - - T7-19, t hat-
prdduces -a corrpound as clained in claiim 1 or '

1,175,212 46, A conﬂlund as cl ai ned. |n clarm 1 or 2,

O e e || IIIIIIIIIItItII o any ong of, ol sl

p_har melceut i cal conposi tion cont ai ni ng, as act'l vé | ngredl ent., a c'orrpou‘nd_ '

‘as.clajned in any one of clains 2-28 and 46, t oget her vvrth an inert

diluen carrier 5 - 5- . or-coating. - )

5 : - 48. A conposrtlon as cIalned in cIa|n147 in the
fornto& a tablet or capsule. = _ _ :
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