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ANTHELM NTI CALLY ACTI VE 2- CARBALKOXYAM NO- 5( 6)‘- PHENYL 'SULFONYLOXY

BENZI M DAZQLES AND PRSAZRRNE TSPRCTWICATION') 08 roedRd 718

AKTI EN LSCHAFT, . a body corporate organi sed according to the |aws of °

t he Fedejfal uRDi Appliafion®bx 36218/75 of (B BilkedR6 Ang W5t / Mai n 80, 55‘ faeh 80 03

20, Fedef al Eubl)lfamwhmﬁe&pm;lwozmmbby(ﬂé&ﬂ@rzéwhé%ﬂ#!/erq /'f‘. 9,

we pray that [83) effetleratRypublic of GermaydDTY.us, - 'and: 5 " the n#j

it is to REER f(es)nGethpleteSpéxtficqvion puiblishedsd May &5 cri bed in and bf
foll owi ng st MENINT Akt Covmesyt4 AaKBg 4t es t o ant hel mi nti clel§y
2- car bal koxy- diri(52)-Indeg prapdegrmgt - sul f onyl oxy .benzi m.dazal es a_

of their manu™hct ur ec2@- ﬁmbﬂ;lm 7 20Y 1260 bmzaYmmmlm deri

carrying al kyl, acyl, .phedtx¥4aii 325 32 & 34¥roups i n DN 4
5(6)-position are known tgsgo %22%% rties 10 (P. et
al ., Nature 215, 321 (19675 en egungssch ft Nos. 2,029,637,
2,264,690 and 2, 363, 34§&j4) ANRH CALH:\Y/@QTIIW mmmfmmﬂ ntlcal ly
active 2-carbal koxyam noﬁ@‘@)‘m KL‘ 18P of the
formula 15 [err] g 11 greup- haV| ng from

1 to 4 cérbon atoms agmd) eacm, oHoR{::HsT] -Azde Es LSCS{AﬂThydrlﬁ)gﬁnooqioﬂl;’q a

hydr oxy group, an &g #Pi)r"hel R hlbfo OELE ogen
atom a nfluoroweﬁﬂﬁ%éﬁ tion &%E% ﬁé gﬁa
atoms, a carbgl koxyndmeisd HyPwhitl it 1§Wp&l@mﬁd C@ %u&hﬂl}ﬁi
noi ety, or a cyano tgertollqwmg statement:— .

rpRebe W’é?‘?]"%(‘épl}mlhyl

20 The al kyl groups“% vERron dfelpies .
§ A 1 A rem s

a.
aﬁm r;ﬁopamehoxy,lo

ethyl, propyl, iso- v ;

groups. The ahd<oxy lgé@uﬁsgfoeﬁsr;ﬁ-thessm): qy

et hoxy, propoxy, Bg § ahdretilﬁ,dzy(lgﬁﬁlﬁsmnméenhmma{osmﬂm637,
represent ed by R[er 1% > are fluo ri Qi ne d 25

i odi ne atoms. The G °n pmwd {hg,r%“a"gl 2 e'}-cr anayaf”'nﬁs?ﬁ'are.

car bonet hoxy, 25 carboethoxy, carbopropoxy and car bobut oxy .groups.

Especial l'y preferred conpounds ofg t he forrrula (1) are those in which Rerr] -
s a nmethyl, ghyl propyl or -but 5_1,,,,,L§,,,a, hydrébgen or chl orlfge _
atomand R isS.a hydrogen or- chlé’lne ato ﬂ’trifluoromathyl group. 30 -:

The present .invention al so- provi des-a process?for- the manufacture-of the
30 2-car bal koxyam no- 5(6) - phenékysul fonp Io benzi m _dazol es .of t‘%&,ﬁé mula

1 whi ch sinf=aay; @ﬁ; ﬂm‘tﬂ th
#o%rml aI fer?f@#ﬁ&%ﬂ %é.% Em%ﬂa@iﬁg RAVEwD 4 *

carbon atoms, a carbalkoxy group havmg from 1 w 4 carbon:atoms in the alkoxy
20 mmety, or a cyano group, _ 20
: The alkyl groups repmented by Ry, R, and R; are methyl, ethyl, propyl, iso- -
.propyl, ‘butyl, secondary- butyl" and - tertiary.-butyl groups, The alkoxy groups repre-
-senitéd by R;:and R are methoxy, ethoxy, propoxy,. isopropoxy ‘and-butoxy groups.
' The halogen atoms represented by R; and R, are fluorine, chloring, bromine.and
. 25 iodine . atoms, - The: carbalkoxy -groups represented by R, and:R; are: carbomethoxy, 25
s : carboethogy, carbopropoxy and carbobuto:g
Especially preferred compounds of ‘the formula (1) are those in which R, is a
J; ~ methyl, ethyl, propyl or butyl group, R, is a hydrogen or chlorine atom and R, is a

hydrogen or chlorine atom or trifluoromethyl group.

30 The present ipvention also provides a process for the manufacture of the 30
2-carbalkoxyammo—5(6)-phenylsu]fonyloxy benzimidazoles of the formula (1), which
comprises condensmg an o-phenylene diamine derivative of the formula

j@%.“r"@i )
Rs @ W

in which R, and R, have the meanings given above,



2 1,472,718 2 [err] in

which R err] has the neaning given above, or (b) with a cyanam de

Carbexy! ate—of-—the formil a5 rc\rr1

(4) 5in which Rlerr]" ‘has the meani ng given above in. bot h cases

a a pHof from1l to 6, preferably from2 to 5, or (c) with an -
dichl oronet hyl ene carbam ¢ acid ester of the formula [err] 10 S in

at a tenperature of from -10 to
'or (d) -, W.th a b|s2alkyl or

rnrr'l

(6) in V\hr(adhwmsrailﬂyl-ﬁalsthtlhboqm&nb%glﬂtgpﬁﬁbﬁombveand each’ of R err] aﬁd/
Rlerr] is an al kyl group 15~ @E\qﬁng from .~ to 4 carbon at-ons, an

al enyI group. havr ng from3:to'5 carjpon - .. 15 -atoms,:a cycl ohexyl gr oup,
or an. opt.i onal Iy -substi t ut ed{menm—ooolbenzyl group of (B)he ‘formula [err] in
whi ch each of X .and X' is a hal ogdn.atomor a. nmethyl . -or - ni-t ro groyp, -or
‘R err].” and Rlerr] may be™tinked to.form a: rlng contalnln}fé or 3

met hyl.e ha@wn Sknwhvgbe N is zero, 1 or 2. The reactrbns my
al so -he_ I(li)ummamdanbgemmmlotthe\ﬁor@ﬂz eacti on scherres 3
1,472, 7183 Ferr] Accordrngb} h_l-"'actron (a), Srret( /I -thi oufea sul fate

of- the fornula (9) is first, mxe ) a chl oroformate of the formula (10),
in water, and a strong base IS t'_en added dropvvr se, for exanple a 25%

sodi um hydr oxj de t| on,>“whi'l € main- 5 - ° in t he tenperature

| ow, prefsl@g E;Qh @WC""’T’ 8 by N §TTB%I Ir;l } Bufea 5

5 car boxykal i f,fn Baniddaki %&ﬁm need not be isolated:s As
chl orof ormates of the for rrul a (10);:there may. be rrentr oned, for exanpl e,

met hyl = chlorof of mat e, ethyl echt of of or F'e 10 propyl .chl or of or nat e,
10 i sopropyl~'chl orof or rate, 1{) Idl C p,l forrrate |sobut(g “chl or of or nat e,
tert. butyl chl orof or mateé. = 15, I \The pH: of the a ove reaction
m xture i s then advant ageously ad;"usted €o from - ».2.152to 5,

suit ny b n , o1, nd aci d.; The :

0- ph nyl e“}/ %g‘k &SW ‘#"g“ﬁ%‘r‘?‘ﬁﬁ‘ rsmt e%]“g ded, erther in
‘the form (nd) axrhraeb!&hmer bis-wf-thbrmedtyleneadﬂhotforomsaeklte fofola: exanpl e. t he
hydrochloride.  In thi's latteg case it may be advant ageous to add an al kal i
netal salt of an organic aci as a buffer, 20 -+ ' -As 0o-phenyl ene

:di ami ne derivatives of the formd:aN.@@.,on here are rrentr(ﬁned : 20
for exanple, benzene sul fonic atid-3,4-diam no-phenyl ester '

4- Chl or o- benzene sul fonic acRe 3, 4- di%ni no- phenyl ester 3-chl oro- benzene

sul f-oni C. gg ipflicd R4 nél fgﬁr@ni/kboeéfaﬁea%of&andkmana&ypwo benzene
sul fieni c aﬁmgﬁmé 1dtoamcﬁeoxphm.y ancsliiesyl group having from 3 to 5 carbon 15 25
:hton;s, l:zm]cayclohexyl group, or an opuonally subsntuted phenyl or benzyl gmup of -
e for

(x),./@ o (x),./@_ LT, e
_mwtnehmhofxandX'xsahalogenatomoramethylornmogroup,orR. :
20 andR,maybehnkedtoformanngoonmnngor3methylenegmups,and 20

whzch nis. Zeroy lor2.. :
- The reactions may also be 1llustrated by the followmg reactmn schemes N e



2, 5-di chl oro- benzene sul foni c acid-3, 4-di am no- phenyl ester

3, 5-di chl or o- benzene sul f oni ¢ aci d- 3, 4- di am no- phenyl ester

4- br ono=benzene—sttfomtc—actd=S4=tranr+ro puei":‘y'u estet

5 3-brono- benzene sul foni ¢ aci d- 3, 4-di am no- phenyl ester 2-bronp-benzene

sul foni'c aci d- 3, 4-di am no- phenyl ester 4-nethyl-benzene sulfonic -
aci d- 3, 4- di am no- phenyl ester 5 _ 3- et hyl - benzene sul fonic @
aci d- 3, 4-di ani no- phenyl ester 5 2-net hyl - benzene.

sul foni ¢ aci d- 3, 4-di am no-phenyl ester ,472,718 10 3
4-tert. butyl - Bemrzeme—sut-fomc—acTd=3,2=dirarmn o= pienyl estér —

2, 4-di nést-—HyI benzene sul foni ¢ aci d-3, 4-di am no- phenyl ter - -

2_chl or o- 4- net hyl - benzene &l fonic’ aclg acler

2- chl oro- 6- met hyl - benzene. s i€ p nyl ester
10 3-chlorg- 4-net hyl - benzen& sul foni € abphen ester

3-chl oro-‘ég,p‘ret hyl - benzene sul f oni ¢ aci d-3, 4- dl amino:- ph_ é“?t

3- chl or 0- 4- car bet hoxy- benzend®ul f oni g dci.d- 3, 4- di am no- Pricws ester

4-chl or o- 2- benzene sul f oni®"4cid?% 4= dijami no- phenyl est ép.15-

4- chl or o- 3- met hyl - benzene suI ru c acr d"3 4-di am'n o-phenyl : ester

15 4-chl oro- 3, 5-di net hyl - benze'n‘ersgf@m c acid-3,.4- d| am no- phenyl ‘ester
3-trifluoromethyl -benzene sulfloni'c aci d-|3, 4- di ani no phe yl .ester

4- met hoxy-benzene sul f oni &% 1"‘6 :B”iﬁ”dl a 'n —phenyl ester 3- met-hoxybenzene
sul foni ¢ aci d- 3, 4- di ami no- pheel - éster. 207 . ﬁgf et 6ky - benzene

sul foni ¢ aci d- 3, 4-di am no-phe‘riy] ester | L0 T ® 200

4- propoxy- benzene sul fonic aci d- 3,4- .- di- almé--ho.-_.--.ph_en'yl.l,es=t er.

4-i sopropoxy- benzene sul foni c aci d=3; 4-dj arﬁ*_rio-:p,hen-yl' ester

4- but oxy- benzene sul foni c aci dﬂe-wﬂdl ani po-'phenyl "ester . "4- |sobut oxy- -
benzene sul fonic acid-3 ,4-di am: 10+ phenyj -.ester. 25° The reaction
conmponent s are advant ageousl Y &, Sueq t of react at a terrpera- .. .25 ture of
from30 to 100[err]C for a peridd’ 6f fro- '30-m nutes to 10 hours. Met hyl
mercaptan is set free.as a. by'fsr'bm. The | RS
2- car bal koxyani no- 5(:6) - pheniyt - sutfonyl oxlp—hé:
are isolated in the usual ‘mannegy - for ex
m xture with water and separatlng the pr
filtration.

30 In this manner, there are obta%

2- car borret hoxyamni no- 5( 6) - phenyl sul 69T

2- car bonet hoxyani no- 5(6) - (4-.chl or phenyl sul I oxy) benzi-mi dazol e

2- car bonet hoxy-am no or o-phenyl su f /| oxy)--benzi.m. dazol e
2- car bonet hoxy- am nﬁ}sﬁéﬁ?&iﬁ Q}h‘, : : ' :

2- car bomet hoxyami nm&l(eﬁ)meamhm (!o_"‘ Sl & tidh, 4

35 2-car bonet Aoxya e dovzs rdmblsphtewydltsoj’bf ahyhmyiss}mdﬂgnmmdazol 8
2- car bonet oxyani nowﬁ %:%m@@ m@@?%w :
2- car bonet hoxyam no- 6 t“ r ONo- ﬁheny mB. ,
2- car bomret hoxyani no- 5(6) - (3% br ono- phm&ghbls&hloi-oﬁdwithy) benzi m dazol e .
2- car borret hoxyamni no- 5(6) - (-2- br ono- ph eyl dbloroforna, oxy ) - benzi ni ‘dazol .40
2- car boret' hox¥hni no- 5( 6) - (4- met hyl - pﬁﬁ’- g% oxy) - benzi mi dazole - 10
2- car borret hoxyami no-5( 6)~( 3: met hyl= OV Oxy) - benzi m-dazol e :
2- car bonet hoxyami no- 5( 6) - ( 2-.net hy]J - e shildré 'ie,oxy) ‘berizi m dazol e

2- car borvet hoxyani no-'5(6)-(.2- nethyl.- pwemlsdﬂmtexy) ‘benzi-mi dazol e 45

2- car bomet hoxyam no- 564 442 Ghl @R i} MithirP DK SHh LRI, WL S Wob™ 9278
e 45 . - 2 to 5, suitably by adding an organic acid, such as acid or lactic acxd The o-phenylene
% diamine derivative of the. formula. (2) is ‘then, added, either in the form of a free base
: or of an acid additin salt, for -example the hydrochlonde In this latner case, it may
K be advantageous to add an alkali metal salt of an organic acid as a buffer,
20 6 - As o-lghenylene dlamme denvauves of the formula (2), there are. mennoned, 20

h€nzi-ni-dgro ":sé@f.-’;t-h'e_-"'for,rrul a (b
npl'e bymgH | uteng the reaction
cipitat ed_ p_-r'o(d_'uct by 307 =

'G

benzene sulfomc ac:d-3,4-dxam1no—phenyl éseer .
4-Chloro-benzene sulfornic ac1d-3,4-d1ammo-phenyl ester
o 3-chloro-benzene sulfonic: ac1d-3,4-d1ammo-phenyl ester S
25 2-chloro-benzene sulfonic acid-3,4-diamino-phenyl ester =~ =~~~ 25
2,5-dichloro-benzerie sulfonic: acid-3,4-diamino-phenyl estér
3,5-dichloro-benzene sulfomc ac1d-3,4-dxammo—pheny1 ester



2- car bonet hoxyam no- 5(6) - (2-chl or o- 6- et hyl - phenyl sul f onyl oxy) - benzi m dazol

azol

m dazol e

. -orret hoxyam no- 5(6) (4 ch 9;29-1_. met hyI phenyl suI fonyl oxy) b,en2| m dazol e
2- Carboret o567 rethy—op > n2|mdazol
e 55 4-romo-benzene sulfomc acnd-3,4—d1ammo—phenyl ester \/
2- car bonet ho ﬁmm“““sfﬂ,‘{gmigﬁt {m en lﬁi& pheny!- sul fonyl oxy).- benzi m dazo
le 55 2-cas-hedyibamms aﬁlfdﬁia-a miBbikarestehenyl.sul f onyl oxy) - benzi mi dazol e
2- car-bomet ho tml'r‘te'lzg(e l)lfo """ frdiapinph @nxllewl fonyl.oxy) - benzi mi da%ol « e
2-car bonet ho%‘ ‘Fﬁl '@‘:,E%g: ld@q%%er%‘% f onyl oxy) - benzi ni daol e
2- car bonet hoz(,y.ame AV nyi oxy) - benzi m dazo
2- car bonet ho-yidero-tane H: esumpr xgd_iap:ha@ dngliebttrony| oxy) - benzi m dazol e
60 230car borefH thplcbemzens)sulfoniciy iamiy flswrf onyl.oxy) - benziftdi dazol e
2- car bonet hog SO "{iﬁgﬁ L%yl oxy) - benzi mi dazol e
2- car bet hoxyaaildi&i-‘éeé H’z}é Seu :

4 diaR 4 T §p| e S
1,472,718 4-chloro—2-mcthyl-bex_1_zene sulfomc acxd—3,4-dlammo-phenyl ester’ *

2- caﬁbopropom‘tﬁ" g’_ﬁ?_gj ﬁtﬁﬁtcﬁtﬁazol e 15
2- car bi sopr oGy i'm dazol e

ol i h
2- car bobut ox;taﬁmm-b&(z&:)esqﬂbﬁay&x&m-&w&-ﬁheyy laﬁﬁZI m dazol e 5 s
~2-carboterthb k fiosphg ytb benzi mi dazol e. Accqrding to

read®i on (b)?_%‘g%@ﬁf F5(10), as used for rfethod (a),
AdhECRfShi

Is first addggl, p&gpamdelntheformof avsal t,
advant ageousi-yuwﬂyibenzaiecsulf»m acﬁd&B,ﬂ-dnﬁmb—blanil(w&ul a (11), while maintag the
terrper at ur e fietnEybeagng pforitsid-pdisminnphenyl es After filtration of
~ K- col oufgd iR ' Sibtbads m'aqttnﬁgeee fofed tohea&y@r;atan . 10 ggrboxyl ate
of tal%e fOEdi%JbﬁfrélﬂBglts m&afoae Opekitd r?rsbtxmtue mibetamﬁzxam%lde carboxyl ate
of the fomeigipsan(isijet frhusa mrnh Gt)-hheayi-suifogﬂ@wl ene diam ne

derivati v tﬁ‘?é?sf’ﬁ fg sgﬂ he m HEekid adj usted to
bet wgen . h}a@,n preﬁfnera o ' Pa rp“Td ,. forggexanpl e 15
concent r at edInhiisl maied, thbne@reabmxded To corrpl ete- the react ion, the-reaction.

m xture.is 15 ad anta al ned, .a tenperature of from30 to
100[err]Cfo§_§a§§ %‘ y’l‘gj ’g;
reactivity o efioxs lo __l

. endi ng on the
‘ LheAmideeel. After the reaction
m xt36re has. b@wmtboﬂysnino—i(ﬁt)dz-?hm-pbnﬂaﬂj ylory-hertzimidazatr oduct of tH8 formul a
(1) is isola -,"B’g[h?’iyf‘F‘PQig( )l logy)-benzimidazole The ophenyl ene -
di am ne der.i§ahi. g{g )Ef -phenilsi 5 '_‘ ‘ﬂee 20 in the
formof a frwrlﬁmem&yiﬂilnd-ﬂﬁ- BB R6-phetiRilfony ‘b&hﬁmﬁzdtdth an al kyl -'S- net hyl
t hi dr ea car Boibomgtioxyahing-H6)-(2-bromojpbeny OItYiox Yoerzhddakadde m of an aci4d addition

salt with a STES ?Ym&g?gggeﬁg‘mg %10‘5%1‘ gﬁé’gﬂm as hydrochl oric ‘aci d,

sulfuric amgica, ga azole ~According to the

reaction (c)z-cat:bmiho:qimms(d))- nhilss yitbdnkimiildolee of the 25 fornul a
{i-msthylphen ene c#banic acid

(2) ¥s suita Wﬁ&n ¢hlo “t?fhl
~ester of thej '(2 a4 ERRer ase. As

bases, t here m 2h1Kad6 i m 1;:,' mfoa ﬁeﬂﬁma%ﬁh net al .
hydr oxi des,, Embon&bnanmﬂ@ﬁ?dﬂag&mmbﬁpmnm&onwm-ert iary organi c bases,

for S8xanpl e . - 0X rbonat e - sodi v

car bonat e, pg ;, yﬁﬁﬁé %ﬂﬁ: I&ﬁyg :ﬁﬂ%ﬂz’ £, trierhylagine,

pyri di ne andzwﬁdwthatyaﬁtmpm} cm&s-s,s :uyr- LB 1083} y- ene carbanmi ¢ acid

esters of the f'v g par ed

55 2scarbome ox no~5(6)-( -tnﬂuoromethyl—phenylsulfonyloxy)-benzmdazolc 55

2~carbomethoxyamino-5(6)-(4-methoxy-phenylsulfonyloxy)-benzimidazole -
2-carbomethoxyamino-5(6)-(3-methoxy-phenylsulfonyloxy)-benzimidazole
2-carbomethoxyammo—5(6)-(2-methoxy-pheny1snlfonyloxy)—benzxmxdazole _
2-carbomethoxyamino-5(6)-(4-propoxy-phenylsulfonyloxy)-benzimidazole :

60 2-carbomethoxyamino- 5(6)-(4-1sopropoxy-phenylsu onyloxy)-benzimidazole 60 -
2-carbomethoxyamino-5(6)-(4-butoxy-phenylsulfonyloxy)-benzimidazole : :
- 2-carbomethoxyamino-5(6)-(4-isobutoxy-phenylsu onyf;xy)-benzmdazole :
2-carbethoxyammo~5(6)-phenylsulfonyloxy—benzmxdazole '




according to the method described in Gernman O f enl egungsschrift No.
-1,932,297 by reacting dichloronethylene carbamc acid chloride with an

al cohol—n ,
di oxan, tetrahydrofuran, benzene or "t‘-'o'I”Uén'e'*;' 35 at a tenperature of from
00 to 40[err]C. As. exanples of N dichloronethyl ene carbam c acid esters of.

the formula (5), there nmay be nentioned N-dichl oronethyl ene carbam c acid’ {(

met hyl ester, as well as the ethyl ester, isopropyl: ester, propyl ester,
n- but yl ester and sec. -butyl 40 - estelmns s
40 The r.eacti ormr—tempe . Ted EC —JT ldIIVIIUIII =10~ t0
+60[ err1\G/ preferablyfﬂ el ny O ETR ‘the reaction
(d), 1 nol of the o- pheabbiRRyiRHE)phenfivlfvRiokyRnttinidizoR 1 ormula (2) is
advant ageousl! y react ecz-wbiwbumxymimtsti )-phenglsulforyipk bnznbxdmlar yl -t.hi O . 45

met hyl ene- ani rfo fornatww?h‘@xﬂm@‘whwﬁ%ﬁb?%'ﬂ@*ol vent,.such as 3
t et rahydr 45 furan, Acr@iXAkb redatioR I

el evat ed ?:nperaturmmduﬁmﬁmmm(ﬂagiqi%?fgﬂsph%% glehk%“%f Hbfnas %&d? t he
sol vent *used. Accor$ibnifivanseconsly alty nthFdWmUht(ll)sv'&ilesmlp@msbhe to.

prepare the big-al K pﬁ%@?‘fﬁp t §e Of L8

formula (6) Ir%SltLbaer Gk ¢4) is Bbtai %%%lg%%%% cF‘ﬁ'fm('élcarbonlc
aci d ester by.adding rﬂymmﬂombdxﬂate)bf tHe cforfnola () thus’ Githir( ea(ik)combﬁedmmd for
method (a). In sucgﬁ%’m “et%‘@mﬁﬂ g’é ef° lae( , o e bHrvﬁl, mifpre iexanpl e
an organic or._li,-nor S %b 't n@g‘?ﬁ)onat §s
or triethyl amine. AivinGgeislyomainmitdd :d&pmtaqlowc P4 Y& of 86 ©

sui tabl et for exar‘rpln@uteﬁtm@homé@m;@@emmﬂpﬂﬁmphenmeéamedenvauve

di net hyl f or mani de, ﬁg&a& :ﬁ%ﬁ% [iﬁ?‘?dnghetﬂﬁcﬁ’“?‘%da@l‘q“ﬁh}’md% t he

tenperature should a ?'n’ﬁyaﬂek&sl:d 20
bi s-aryl«t hi onet hylnrmamnbafmaﬁhe @Jymneﬁ rsg%e '
correspondi ng di t hi sehogylattef ﬁh%;foa:eqlaj(%smertheimmﬁan@hﬂ@ddﬁomsﬂmﬁsa of
the formula (10) a k’ﬁﬁ’f”é%ﬁ’@%f%ﬂ‘%é%’&yldpﬂéﬂﬁaﬂd’@@m%@émmmd
3,562,290. 6025  Ackofd@igdtoasie Rhctibi &), Al ! of @k o-phenylenediamine derivative of the 25

bi s- aryl - t hi onet hylfemlaa@ nc;uitablyn'eaced; withd g of ad. Ne.ﬂthloromeﬁﬁene catba:mc acid

bi s- met hyl t hi o- met HjFes (596’(12,‘33&!9? of 2piolsigl baess t o
bi s- met hyl t hi o- nettu}bg&&s i3] - er By

e earth metal hydroxxdes,

c ases, for . example -sodium

bi s- met hyl t hi @8 net mhmee,aamm H‘@fbﬁﬂa&, asduda |a£r ) ,. m carbonate, potassmm .30
bi s- met-hyl t hi 0- met h8ae

bi s- et hyl t hi o- met hy aClS‘tPP fm“"(”ma be.p:

bi s- met hyl t hi 0- met hyklcRaEaiairéhiem ﬁ‘&i’ﬁ%ﬁiﬂ |
65 bis-butyl t#5o- rre:tnm&reneammolvanf Cbtlﬁf;l benzee or toluene, 35

i ¢ acj d- rrethyl “ester

t e Gyl )

met hyl t hi.o- but yl t hi 4 HEPHY %%T&

al I yt hi o-cycl ohexylﬁlgé . -
met Pyl t hi 0- pheny| t hsOHETAY | &bt CapOpOeaT B ACd: B o S st
met hyl t hi o- (34%- di cstemor - benzyl -t hi o) net hyI ene- am no-fom ¢ and. aci.d- et hy = 4o

met hyl t hi o- ( 2- chl orgﬁéfaﬁe‘l‘ lpﬁm@gam% | benwsigdrisnuly; grntally fromd—Agt k|

ester. [err] 10 : 1% rmul a
(2) used as a star tfbmylanfmaslaﬂMtageﬂlsa @ﬁ%ﬁ#%@d&%&@&;ﬁg

cor respondi ng4am ndeetivlepgyanting fopmaty ofc oformﬂ:e(ﬁbm aminan t, su'ﬂnesteedudm-l on may
be carried out, for spasimeis T by s é‘“ﬂpémam sty

ni ckrel” and a Sol VentAcuiE b is TR Ryekibie afiezheﬁ;alibl enper a-
ture of from 20 to ybn'. 'oﬁuaetg&r;ﬁatfomhﬁ(ﬁj %uﬂm tﬁgmagerlty&&- such

as sodi um 15" »;qéuo-thxocarbomc qu ester by. addmg a chloroformate of the formula 50
15 The amino-nitro. ”“ I, O Al U W £ A e o Len RS BY
reacti ng a morgamc base, such as sodmm hydroxide, sodium bicarbonate -or- triethylamine, ‘As
_ reaction: medium; pelir and non. polar solvents are-suitable, for example ether, ‘acetone,

.55 = dioxan; -water, dimethylformamide, benzene .or. cyclohexane. Dunng tlus xeacnon, 55

 the temperature should advantageously not exceed 20°C.
.~ The. bis-alkyl- and : bis-gryl-thiomethylene- amino-formate may be obmmcd by
-'reacting .the oorrespondmg dithio-imino-carbonic- acid esters with. chloroformates..of
. - the fortmula (10)-according to the method: described in U.S. Patent: No, 3,562,290.
¢ 60 . Examplee of bls-alkyl or bxs-aryl-thxomethylene-ammo-formates are as. follows —_ 60

bxs-methylthm-methylene—ammo—formm ac1d-methyl &ster,
- bis-methylthio-methylene-amino-formic acid-ethyl ester, . ..
- bis-methylthio-methylene-amino-formic acid-propy! ester,. -



benzene sulfonic acid chloride of the formula (13) with
3-nitro-4-am no-phenol of the formula (14) in an inert solvent in the

t ri At hvyl am Re TJQC\

- addition,.

presence—of—abase—suvech—as—t+iethylann

2- car bal koxyami no- 5( 6) - phenyl - sul f.onyl oxy benzi m dazol es of the invention
20 are val uabl e chem.t herapeutic agents and are suitable for

co I ng di seases caused 20 by

pa tes in both-humans and ot her aninmals, such as. hel m nths and I-iver
flu e._ They are espeC| aIIy acti \(q.,za,ggl nst a great nurrber of he&m nths, for
e ' , oyt uss s ' orrgyottess Cooper|a
Ay %"Pygﬁ?{yl ostona *Askari s and o
Gd-MEhued ahdisSt. gast.ro-i ntesti nal
__jfbtrﬂibhgidmétfl)&&iter, 25 runminants. The infest ation
yleds-amifigdess etgbetenni-cal damage, s8 that t he
e zgsgﬂ’ in veterinary T,

Chabert i a,

Het er aki s. Tlsg.)h Elﬂ‘h %thylene:—a
Strongyl i des b:s-budy
of akimls O
conpounds of dﬁ- = .. :
pr esent |nveme khid-0 2 Q) ket p@&,&onposml S con-
30 - tai-ni rngthaldnca@tchhw-4mmgtyhhio)smhyh’_‘_'_ vigwefonnd ylferrul a( 1)

adni xture or_con-.juncti ‘pharmacentical’ty syitable cargjer and a
o R 0
i nf est ed r(m_mrfedimmgawbsm i For A

of the forofiifaney (ickel exiie sobs S‘!MOHM ayeifor ,famm!r@er& to 35 50
my pgr kg FF.S é’aﬁl %?ﬁt_[fﬁrbyl“‘ frgtmeRt Hﬁ@/?d“‘i'}g}:?éﬁ’(?r ﬁ‘ﬁhdh i ndi yd dual
case. @b 2B nird UivaLiveS: W%Q&muiah{ﬁ QanlTBY oltned by lets,” dragees,

capsul es, temed "_l,foqgraiduhlesde@t g_l;aefatnah (IWmE-mmm:ﬂga el df(ﬂ'ld ve subst amce in
conj unct.i dpm t( Dt Hean i lveny i ‘g gcea)ﬁ'_ base, suchepstdetyamineanpl e starch,
cel 1l e PQUIEHEHE edtiianed B AR YZEP A for-conbartle i calg um .

car bonat e, byfpaﬁﬁleyin' \h EnsSdnd Jomwanaﬁhﬁsucmwﬂam - N6 yiberzﬁﬂm cel | ul oseyand
simlar subst’lémce!s especﬂlly active’ agamst a-great number 0f4@lnﬁ_ohs, 'Mrmm al '

adni ni str 4 ef e . “gﬁil e:%‘fﬁ giheberia v sol utions
o el gg" %h:ﬁés, ik Cospebily Rt | dlegs

ostomum
prepsr ed. Usds gc@@saatésr
opti onal | yrumingnits; tThe tibll"@f‘laﬁiﬁlalk fpadasitess canses: ekt ecomﬂﬁaat and/ or

surface-a %u%@mm@a&ﬁeaywswwnmwmw!m@m%rs I n

int}l gea@sg Ol Scaft ons Wi ch are. prepared
‘usi g et hauhged ; ‘?ﬂ 2;'@&@’2,%% :@Rém e th the - 45
.addi'tion oﬁnc j__ @itbrmrpbqrmsuvmlhts tigr-axdea | for roorglatitgo net hyl

cel | ul ose PEPHER %ﬂa Ei s‘ﬁ‘fngttﬁé"d'gfffiﬂd'ﬁﬁ P ORI R @ent | nvention in
“the conpod™™y %fﬁpo RhEEREAPLY ciobe AiRicisRRSn Qbsed A0S ®  20% by wei ght
for steri I‘Bﬂl‘xygﬂ:l'ﬂgafboﬂy)ﬁrexﬁﬂﬁ&)rll%l@.ﬂayﬁ'ﬂﬂieﬁcﬁxﬁﬁhitﬁeiﬁﬁﬁdlhums t he: .35

concentr at i orfer ofal tl?nv@lesﬂ'ﬂe i e ‘tblpts, drageesy: eapplﬂ%IhE!Wd%‘J y in the range

of from 2% substrnce”in °°n’“n°“°n with he activity of

E}'o
t he corrpo"-g?iu gemﬁ,eéggﬁxif \s&&mh ceuulmegfw der yi he aid of
chenm hera:ﬁkiosemdlsmﬂash des.ONS rrade on | anbs,. each haV| ng wei g¢ht - of

about 30 ﬁ%ﬁw @%Eﬁgy mﬁgﬂ"‘%ﬁﬁrﬁmﬁﬁ 'eii Y\?ZI Sf The

K i
Haermonchu Eﬁﬁi@ﬁ?
test ani &Wrﬁitaﬁéfatty acid: estefsptn additidu;. Lol sasperio eaned '

t hor ¢ughl ywheohareyp payed vAlng evhoxylawd vrblpct ém:ecxde%s,pmw with the tin# between
i nf est at i GHditgpyofthig !s’rf'@hgﬁlpt’ . #f-secr.etion of eggs or
pounds e pnesen= \z

| avae begifgs) are c Rl Qlke ,Qlf h%nﬁr bl digs. det er mi ned by
t he mdlflfmﬂm&ﬁtlﬁfl&mfid&e diel’@ndéﬁaggﬂﬁism&he(afﬁversﬁb’s s che ‘Unschau, 6,

209: W10 ( JavEpp Hblx*mﬂiﬁlm@f ma?f’tﬂeﬁo%tbm@lshtt he-: treat went. ‘of *t he [ affbs 60

was start . ',,‘" ¥ i%eigﬂper active
substance)ofa ”E gu@ggggpg Qf ‘HbdhBndri/ €Nt i ON were
~admi ni st erestotis: atheTmrraigstus moli;ﬂmwﬁmr . SIhe: e snmlsemm in 10 nl of a

L Ly O e I el oram of

e J o1 er gramof
excrenent : AR Emiieg by cording -fbE avte‘ierﬁrzd%he
"1, 42,718 Usischan, 6,  209—210 (1051)): Immedxately aftet this, the treatment of ‘the Jambs . T
“60 was’ started (generally 4 to- 8 animals, at ledst 2- animals, per active substance). The - 60 .
dosage units of the compounds of the inveition were administered to the animals
in the form of a. suspension each i in"10 ml-of a1 9% Tylose suspension (“Tylose’ is a
registered Trade Mark). On the 7th, ‘14th and-28th ‘day ‘after" this treatment, the
number of eggs per gram of excrement was agam determined according to the above




met hod and the -percentage decrease, conpared to the initial vlue prior to
the treatnment, was cal cul ated. The. products of the invention have an
excellent activity not only when admmiss—teretd—pe+—es—but—also
parenterally at doses as |ow as 2 ng/ kg of body weight. There- 5

fore, they are far superior to conparable benzim dazol e derivatives,
especially to all 5 known 2-benzi m dazol yl carbamates substituted in the- '
5(6)-position. The foll ow ng Exanples illustrate the invention. Process - /9/
(a) EXAWLE 170 ©_~47.7 Grans of #42%%’ sodi um hydroxr de sol utiop
wer e added dr opwi semediid @nd th 0} n L dCe ar g -TENMpET ature ot
exceedi n§ 10PC t o atreatsentp %I%T%?ed m xt SRSy 2'; “e prior .o the
S-net hyl -t hi ourea sy mvhtmaltauranastéﬂ&@a&v noR bl or o-
formate.” Stirging vm{é ﬁﬁ%@%"?gﬂ““ﬂ&* mwwﬁimﬁﬂ;ﬁdgfﬁ of 17

m of glacial acetikong?:  dlerdratives; especially to all 5.
Subsequent¥,; 15.8 g &hﬁﬂmsgmuhsfmum&s nfenBort 'é’wr’i’?)‘phenyl -ester
dissolved 15 in 100 m of |sopropanol wer e added ‘and the mxture was
refluxed for 2 hour Brocedhy®r eupon a solid began to preci pitdte after a short
tinme. The soljd was suction- filtered, gxaaiptldy washed with nethanol and

.then with waller. T Z‘? elodl 26%. méuammydnohdesbhhyn Ev&@raH&BQHML Rilad t 10
twice from gl aci al #6# q,féc %E, n°'“’F °g i theBughly stirredidixfre
2- car bonet hoxyani ncfeﬁ;@ﬁ s Y i}tf%%&%mb\ﬁsne@y and
this 20 conpgund 4060 ikl ad xtuze of 17

20 The Qenzent squ ,315£§ quabFPm gnwkadaﬂ-&amﬂ@ﬁex@r &Eﬁ&iﬁ‘s@lv&y '
hydro- genating 17. e,gu :E“ﬁtetvaséreﬁlmdniorphﬁﬁy, ester

in 200 ni' of -di net rﬁ;utr&brcmﬂim;deamhx o was suction-

(Ruhr-catalysf) at % all@ﬁgxtmnce&umglam {mm ﬁﬂ eof . -
50at m)sphere?éf hy&ﬁ%ﬁﬁgéﬁ’l §¥'f°?e!10xy s a%g‘ 20
filtration and the sotﬂ@ménzéiﬁ&uﬁgfﬂl’q 8083 eanhe r.esi due consi sted of
benzene sul f.oni c a&madg ld"sob aﬁrbdmn@hma;{ dhert | for
ring closurezgvltho e dep with farapwtabmckel'@a ' ) RE Rt _fonic

Bach 2y ss:’;: venta %"‘s °f hydrogq‘.n The catalyst was then
3-ni tr o4- am no- pheh@hene 2 3, g%’f l‘ﬁfﬂu % comistestf of
triethyl- 30 ani Wﬁh"“aﬂmh%psmcaﬁon.n o 7.6 g or 5 °E fiPg ot aci d

chloride in 3 m .gfs. BNz wmwwﬁntrm-hﬂ:ﬂo-ﬁﬁeh rdsted) . B
tenperature: g(gt ex : lang aag,ljé%r%}fﬂ_o et ae gre gfixed rl};l}r!i:o?meﬂﬂpl ce 3
bath. Stirring wasacgtome wasaddid dpwise wkildTsErr ro%e fidecin 3¢,anl of

triethylam ne hydr%‘l’@ W%:El@spwanﬁds : m&ﬁmﬁgtﬁﬁ%‘f@
ay

= g

.the filtratg was Gehaated\hasmﬁxtm- ﬁﬁii h 50

m. of met hanol a&damﬁoxsmtehom W“Pﬁ Qwhefimecmebl dr yi 350
resulted in 18.2 g‘“@‘?nmgdi g s teérf?r‘rﬁzﬁl‘?%?lweﬂ%ster

jondi

preparedfromcorres d starting materi al s; 2)
Vi a 4-chl oro‘mbenzeznesul f oni,c. acr d 3- n|tro 4-am na- phenyl- ester (m p. -
137[err] Q) - ) iqu%&em I@nbmemwmpmgpedeﬁ@épdiﬁiﬂ)“o phegyl

ester, the the 7 cartooenzenesulfonic acid-3,4-diamino-pheny] ester,

2- car bonet hoxyani no- 5(.6).-2¢ebcol Sﬁh@%?bmewﬂwwywd@mxmzm m p.
230[err] C (decom% . 3) . Via:3-chlora- benzenesulfonl [
aci d- 3-ni tras4- am mhoy cwzenesulfoipragid-3-9 ‘a'_ﬁ&sm, (mp 154o@nd

3- chl of 0- benzenesul fmarmmﬁﬁ" %ﬁﬁ :
r‘w&v‘rwlﬂazﬂen@m dazol e,

45 the 2-carbonet hoxyam amoe,(@;mﬁ,a)c_, 2 0.

m p. 250[err]C(de L)oo A): Vi a2 chloro benzenesui fonic - -

acid-3nitro-4-am ' : Seap e 31(‘4Mﬂmine-p?eﬁ&&etlfomc _

aci d- 3(4-di &n no- phaﬁylzm&ﬂm ino-5(6)-(2- henyl ester, .

2- car bomet hoxyam an 6) <(2-chl oroo_p e_rcny SUTE HISTHSQ‘S")‘Y)E)'@FFEPM&ZOI e. 50

50 5) Via 2,5-dic ~' aiochenzeriesnifonic. gk Lnitto-Parhine o=phenyl ester
) _ loro-benzenesulfonic acid-3. 4-dxammo-phezf3¥lgs’?erm_-t& P y

the 2-carbome1:hoxyamme-5(6)-(2,S—dxchlom-phenylsulfonyloxy)-benzdhxdazole

: 6) Via 3,5-dichloro-benzenesulfonic acid-3-
55 " and 3,5-dichloro-benzenesulfonic' acidy T_dn'l::ma:lno-phenyl ester, (m.p. 170°C)

the 2-carbomethoxy 56-351“ enyl ester, . 55
m.p. 280°C, (decomrg ))( ’ pheny ulf‘myl"xY)-benzumdazolc




and 2, 5-di chl oro-benzenesul foni ¢ aci d- 3, 4-di am no- phenyl ester the
2-car bomet hoxyam ne- 5(6) - (2, 5- di chl or o- phenyl sul f onyl oxy) - benzi m dazol e. 6)
E =3 =4-am no- phenyl ester, (mp

170[ ]C) 55 and 3, 5-di chI or o- benzenesul f oni c
aci 4 di am no- phenyl ester, the Y

2- canBomet hoxyamni no- 5(6) - (3, 5-di chl or o- phenyl sul fonyl oxy) benzi ni dazol e,

t he Z- car bonet hoxyami no-5(6) - (3, 5-di chl or o- phenyl suf onyl oxy) - benzi m'dazol e,
m p. ZBO[err]C (decorrp ) .. 8 ,472,713 - .« - 1,472, 718
-8 7). T OT OIT0- 7ETIE 0T AC].d--3- 0] L[ 0-7 pT y o
and 4- bromf T.: _ °ﬁ§|a§d'f_‘é};’;d; Ao - the N
2- cabonet hoxyagi N@rks it W&hﬁ&yﬂes uff@@m" Kgﬁhnimm i dazol e. 8) Via
3- br ono- benenesulf oni €, acr d-3-nit ro- 4- ani'i no-phenyl ester, (mp.

| 58] err] C) & Vi 3-bromo-beandesﬂﬁobicMSMﬂMph@mestela(hm-lﬁ%) di. ami no- phenyl

i ir?rr"“’“ ST Ay ) o) Y
ul

2- br ono- benzenesul foni ¢ ac d 3-ni tro-4-anm no-phenyl ester and
- 2- br ono- bery e Nas2ibbRRbeizeatsulbnid afid-d inRiviumidlheyl esest er, "10 the -

2- bonet h r3-bronié; opicQ fl b d | iO
10y VS G ot 1 S PO AGRAC %%%”Wm%ﬁ%%%@ﬁ' " eeter®

(nmp. 149[ err a byl z 7 h& no- phenyl eeter,
the 2-carb 1]r(r)g)v Dhe E %}?bﬁ eAnGHL Migmﬁéy 4%{8&& mdazol e, mp.
237[err]C, (daeomaomea&ymm-m)méaymmwmmmmmp c

aci d- 3- ni t r.0-4- amZBHGHk .;___.)-ester (m.p. 142C) ~%F 15 and . '

3-net byl - bepyzqpes il . 30 A A BRETY Lo & $h §F14240) 15 |
2- car bonet hoi%%m e zeric %} JRind-isi %moié‘? benzr m dazol e, mp.
250[ err] C, (‘demots metth)yathImaS(Q)-(mhyll-ph sloxpHtienpimidazole, m.p. L
aci d- 3- ni tro- 4-am #8p W@‘?P)ester 20. L and 2: et hyi - benzenesulfoni c
aci d- 3, 4- d'ﬁjﬂv‘mzaﬁ Zrebifbnic acid-3-nitro-4-amino- nlester20 t.he

; Msma;ar}mmwmfmmroxy) benzi m dazoe 13) Via
.OFBH‘FIEJ@'KMY!TPIFF Honglesyrbengimidasele ester and 4-tert.
Ebenzends i I 3] 3 '- h i&&t t he -

2- car bomet hOX gk r- at .ﬁv‘!.r- Y IvILY ﬁé@nyl oxy) - benzi ni dazol e. 25
14) Vi a 2, 4 “dithese 3 S(BX@mircbugybphenyds thv Henaimdmlephenyl ester’

25 ani @M enesg%nl ani.c. c.r - 3.4 phenyl estergs the =

- 2-car orreth t,gny oxy):-.benzi m dazol e.

. 15) Via 2-chl cureowumaﬁe iyabmaz(ep@,whiemyl-ﬂ: ;’doxy)-banﬂmﬂmm no- phenyl- ester
and 2-chl or 0-4- net hyI benzenesul f oni.c’aci d _ o 4 diant notgjghenyl ester, 30

- the 2-car botRtVh Sy m ;gg 2'4 | fonyl oxy) -

" 30 beggi mi daz r, 1 pHeyaR 3.f oni c 30
aci d- 3-ni tro4- apheﬁtyﬂmiaable.r ‘and- -rre.t hyl - enzenesulfonr C

aci d- 3, 4- di aimi no-pheny! ester
><car boret hil Mm&rﬁfﬁmﬁﬁm LA Sy 0xy) - 35

benzinm dazol qge . Z-carbomethoxyannno-S(G)-(Z-chloro-G-methyl-pheny onyloxy)-
35 1735 Vi a 3-chl orlgazimidebley! - benzenesul f.oni'c  aci d- 3-ni tro- 4- am no3§)henyl

ester and 3:g¢hl.oro-4- met benzenesul. . c acr.d d m no- phenyl ester
(he”” 2-car ol i i 9M£ il ronyion -
benzi ni dazol eme4 -carbomethib: mh{o-s(sss(-sehbm Mnesul fonic —~ -
aci d-3-ni tro-3-.ami mmpidmlyl .ester v ' : .

40 18) Via 3-chloro-6-methy1—benzenesulfomc ac1d-3-mtro-3-ammo-phenyl ester : 40 .
and 3-chloro-6-methyl-benzenesulfonic acid-3, 4-dnammo-¥st,1uenyl ester, _ o
the z-carbomethoxyammo-s(6)~(3-chloro-6-methyl—phmy lfonyloxy)— S . o

19) Vla 4-chloro-2-methyl—benzenesulfomc ac1d-3-mtro-4—ammo—phenyl ester _
45 and 4-chloro-2:methyl-benzenesulfonic acid-3,4-diamino-phenyl ester, - 45
the 2-carbomethoxyammo-s(6)-(4-chlom-z-methyl-phenylsulfonyloxy)-
“benzimidazole. ~ :

20) Via '4-chloro-3-methyl-] -benzenesulfonic- ac1d-3-mtro—4-ammo-phenyl ester’
and 4-chloro-3-methyl-benzenesulfonic ‘acid-3,4-diamino-phenyl ester,” - ‘
50 ‘the - 2-carbomethoxyannno-5(6)-(4-chloro-3 methyl—phenylsulfonyloxy)— - 50
benzimidazole.

2- car ponet hox yiie-gedhiib
4-tert. butyl -therRcethem

but yl - benzerﬁw K&?e?&




and 3-chl oro- 6- net hyl - benzenesul foni ¢ aci d- 3, 4-di am no- phenyl ester, the
2- car bonet hoxyam no- 5(6) - (3- chl or o- 6- met hyl - phenyl sul f onyl oxy) -

benzi mi dazol e. 19) Vi a4-chtoro-—2-fethyt—benzenesu-Fonie

aci d- 3-ni tro-4-am no- phenyl ester 45 "7 and :

4- chl or o- 2rret hyl - benzenesu foni c aci d- 3, 4-di ant no- phenyl ester, 45 _
t he 2-carbomet hoboxyam no-5(6) - (4-chl oro-2-net hyl - phenyl sul f onyl oxy) -

benzi ni dazo. 20) Via 4-chl oro-3-net hyl - benzenesul f-oni c

aci d- 3-ni tro- 4:@am no- phenyl ester and 4- clial.mr';qu met hyI benzenesul fon| C 9
acid-3,4iaim s S0 -
2- car bome¥’hoxyam no= 5 1 1 E,ﬁo‘ méﬁ;ﬁé tle:s“” -
benzi m dazol e. 9 the. 2-mrbomethoxyannno—5(6)—(4—chloro-3,5 sulfonylox;);

9 21) Via 4-chl oro- 3, 5- di rhetdingifiazélenzenesul f oni ¢ aci d-3 -Ai:t r 0- 4 am no- phenyl

S:E :; and ;C f‘g oro- 23) %mdé %MMy?QengeggsuslpJnIcgqé g’-m%o—4—am1do—phenyl ester, ?m ,E’ henyl 5

1°C)
2-car borret hoxyam no- 5 @) 3-@auwwbmmamaam,u ﬁ@ﬂ}ds@,(
benzi m azole. 5 he) 2 %WM@M@@WK
i ﬁ%@?‘%m“( 5 13i[err]C) and

aci d-3-ni tro-4-am no-phen

2. car bonst howyan 1 b”%ﬂ‘“*@hfﬁ‘mmw&%&ﬁmmm” o)
car bonet-hoxyam no- 4 ary, oxy

benzi ni dazole, mp. 2 Czﬂ'é%ﬂﬁ‘yjm‘lﬁﬁ)‘(*methﬂjphwlaﬂf thy}benztmldﬂok

4- met hoxy- henzenesuﬁ}w SR -bnsteluls 9mc4acﬁ &%y -10 and

4- met hoxy- benzenesul T e $medié Ghild 4did-3) Eéster, 1

2- car borret hoxyam no- 5@8) MM%KWB%MW y)-ﬂ::nzﬂlawm '24) Vim

3- et hoxy- benzenesuﬁ ﬁ 3= 1] "'ch4c%r§‘ dv_p Ler-and:-

3- met hoxy- benzenesu Bibsy-banzleresls ﬂf&"fﬁﬁﬁ"ﬁ‘ ‘;,i‘gf Tt he

2- car bonet hoxyam no- 5ed). Z(e&bmmﬂnmmph@w:mﬂoiﬂmyﬂynm;bhymﬂ%mﬁﬁnl e.

15 25) Via 2-net ho><%45 Q;e enesu fonl C acl d- 33 nitro- 4 mpo phenyl. easter and

2- met hoxy- benzgnesdui ? i 10" SNV pg e dhd 2 26) Via

4- pr opoxy- benzenesulfﬂxel mf,&g ﬂﬁ%zggdmh ana0

4+rwpo - benesul foni g, k! i d-'3, 4- d} he;ny o 20

t he 2-carbonet hoxyafh > O f S E 'P p Stﬁenm m dazol e,

27) Via 4-isopropoxy- Sltoatethbgithifc P o) - - .ter and

4-1 sopr opoxy- benzenesulfonl .C aC|- ﬁl an no- phenyl estel, the . .

2- car bonmet hosgami no@S%?‘*' 0%y POAFESIN jrosd;aifinpgtienpk yrerbenzi m. dazol e. ¥

28) Vi a 4-butoxy-benz Ll Ak ol ) '

25 and 4- but oxy- berzenesul on__|:_c acli d- , p' H%%éf"‘rﬁgmgh :

2- car bonet hoxyam no?9% adiing)phenglzds@i dazol e. 29) Via

4-i sobut oxy-b zenesu& g, %ﬂérﬁms@ er. and

4-i sobut oxy- bgﬁzenesu ofir e ad{'ﬁx’?"ﬁ"' (F&ﬁ?‘sﬁ%m’ﬁ% '8’?3’%?6‘“"1‘” t he 30
2- car bonet hoxyami nc305 Vi) 3-(yfino-tementsulbsyic ﬂhﬁ!ibﬁr&#m&}ﬂeﬂﬁl)ﬁterbenﬂ hi‘dazol e.

30 30) Via 3-cyano- bepige 0‘- .henyl ester and

3- cyano- benzenesul f oni yd'i’"&?ﬁ’@ﬁ(sm‘i’éﬁﬂm azole.

2- car boret hoxyam n15 () betamnsbibhio aaileRido U aknfria Hdy ,):r benzr ni dazol e. 31) Via
benzenesul f onBg& aci d- &dmcnmmsﬂfoamdbs eeterBS o . and - .35
benzenesul f oni ¢ aci d- §‘°42'3F5&WPW%§@ yloxy-benzimidazle, | 35

the 2-carbet hoxyammva(mzemaamaa& 3 Mmgﬁ'eﬁﬁem.dazol €.
and' benzenesulfonic - acid-3,4-diamino-phenyl ester, . ;

- P ' the Z-Qrbopmpo;yamo.sw) phi yls ulfonyloxy ;:.-mle'

40 - 33) Via benzenesulfonic aud-3—mtro-4-am1no—phenyl ester 7 40
~ - and : benzeénesulfonic ac1d-3,4-dxammo—phenl¥l ester, . i S
5 T the 2-carbo:sopropoxyammo-5(6)-phenylsu onyloxy-benz_lmldazole.
34) Vla benZenesulfomc acxd-3-mtro-4—ammo-phenyl ester . ol
. _ and benzénesulfonic acid-3,4-diamino-phenyl ester;: .-+~ G
45 the Z-carbobutoxyammo-S(G)-phenylsulfonyloxy-bcnzxmldazole. 45
35) Via benzenesulfonic acid-3-nitro-4-amino-phenyl ester
and benzenesulfonic acid-3,4-dianiino-phenyl ester,
" the 2-carbonsobutoxyammo-5(6)-phenylwlfonyloxy—benzxm1dazolc

-'36) Via ‘benzenesulfonic: acxd-3-mtro-4-ammo-phenyl ester ¢ .
“50 . " and benzenesulfonic acid-3,4-diamino-phenyl ester, - - o 50
: the 2-carbotert.butoxyammo-5(6)-phenylsulfonyloxy-benz:m1dazole o

A




_"benzi m dazol

- 218 g of a

32) Via benzenesul fonic acid-3-nitro-4-am no-phenyl ester and
benzenesul foni c aC|d 3, 4- dlan1no phenyl ester, the

2- car bopropoxyaftito ey . Hr-dazol e C
benzenesul foni c aC|d 3-nitro-4- anlno phenyl ester - , 40

angd-henzenesul foni ¢ aci d-3,4-d m no-phenyl ester, the
2boi sopr opoxyam no- 5(6) - phenyl sul f onyl oxy- benzi m dazole. 34) Via

bgsizénesul foni ¢ aci d- 3-ni tro-4-am no-phenyl ester and benzenesul f oni c
acrd- 3o 4- di am no- -phenyl ester, 451472-,13 t he 10

2- carpobtt Xy amm ey =1 [IUd.LUI :
45 35) Vi a .f e o ‘ _, : __ﬁ’gﬂf‘@s‘t:er and &
benzenesul f oflieC 2-36bod € REBMLh@S ke \benzimidazole, '

2- car boi sobut oxyampntﬁ%(@t)onpmy)l suI fonyl oxy ben2| - dazol e. 36) \/ la
benzegnesul mno.— hen est and '
benzgnesul%sgmmcs'%ug@ ll gT "e"ﬂt yFesm’ MP-: . 50 the

2- car botertbuﬁmx-yrmbm@( l’oﬂc waﬁﬁyseph&wdsmdazol e. 10 g’
1,472,718  the 2- ‘&HW (6 3(3;tnﬂuoromethyl-phenylsulfonymm7) Vi a |

3, 4-di chl or o- ben?Z 165, 227 Cefdosompogition): “4- ani no-.phenyl ester, mp. 149
- angp 3, 4sglwhbﬁmmW£&m&mmm&M&mmme@yl estermthe
2- car bonet hoa miﬂneﬁ@&) tfaniv] wides4p

" pheﬂyl‘s | ox: ben2| m dazol e,
L, )

mp. 255[err _ i ;(6 --3.'-télﬂuoro iyl
3- trlfluororrethyl B dPP 20N ¢ deepes -_'|tro 4 ani no- phenyl ester, mp

5 131[err]®)ands&mﬁbmﬁkmwmdaxdmbemaﬁm&ﬁﬁ$m eshcehﬁ 4- di am no- phenyl
estensthe 2- ;n&beﬂi?ﬁ(ya n05(6.- 3(3-trifl uorometh phenyl sul f oAY1 oxy) -

. ﬁl 39) Via
3tr|fluororretthﬁy WaT-1a J@m 8)' ester, mp. 131[err]C

10 and 3-trifl uoromet hy| benzenesul fom c acn d-3, 4- d| am no- phenyl ester the
2- cagpi sopPugresPhri no- 5(6) - (3-t. 1Q) met hy! - phenyl suI fonyl 0XY) 54

benzfni dazol ery N Bt 0 l48'd de Grdntthiid GP3) Jﬂl@q,)a

3-trifl uorminhﬂ-e'&amﬂrmsgélotm% it~ drﬁh&er;grlu 'ﬁ)

15. ture was]_glgxf eqlrpe Gor 1 5 hours at 0—-35°C, then a solution of 213 g ot'

15 apd 3-tFf m".& 'gi‘ %@”ﬁ%ﬁenyl 2;:ster t he

- 2- cal bi 'sOb e Glataun (ol amitaired bl $0°
benzim dazdloegd o pool mgm o@rﬁlgmdmrm&&igmm Ther:atpmﬁd
"EXAMPLE 4 1methoxyammo—5(6)—phmyls onyloxy-benzmdazo : wapopudtion-§l f 42 g of. -
g AU Re i hyl gster and
"asiﬁfmﬁblxture was- t hen

ester, m p.

-cyangym de

| 8K 5.4 Qiatntho kg leshe s &
stirred fot. vaﬂ&mmmmcwaaﬁwmmnﬂ@ummmﬁwm
benzenesulﬂﬁﬁ@ﬂaé - 3. 4-di-ani riq phenyl: ester in 11‘g 'SO&A panol was
addegk andwg% ﬁm - BTR P gﬁ'{'é ftergsaddition
of 200: ni l |gl(¥l al - racetlec acl d, - 225 the reaction.mxture was

mai nt ai nedﬂ&thOG-[tdup Bethyhbenacnesulfionic @fmw-‘hmepheny! esmanphen allowed to
cool and store ef i gerator... The, preci pltat ed 2-carbo

nmet hoxyam no- ﬁé}m “"“g'fﬁﬁg’ﬁ%)?g i YLk ,lg%i?t?s suction-filtered and
washed with i soprteasdiidhzolndp\EI5ST (deéﬁhposnibn)de pro was purifiedo by
recrystallization from: gl acj al, -agcetic: aci d/ met hanol .. Yi el d:

80g, deconfisi? F'(S?f“ﬁ@i“ Qb?&ﬁf%}f?“}cd"‘d'ﬁl’}’é"‘b% P8 ®Paci d 3, 4- di ani non

phenyl ester Ms-umsamaeﬂbaﬁmbmmlsawﬂnﬁbe&zenesulfom c acid

3-ni tr 0- 4- amtimoz 4ngino- K&-knﬁummaphesﬂsulfowa ed
: mﬁﬁ m.p. ZS@’C (decomposmon) ks()-s 45

. 44) Via B-m;iuo::omethyl-benzenesulfomc acxd—3-mtm-4 ammo—phenyl esuer, m.p _ : -
13i° S : _
“and 3~triffuoromethyl-benzenesulfonic, acxd-3,4-dxammo-phen lesm L v
the Z-mrbxsobutoxyammo-s(6)-(3-mﬂuoromethyl-phenylsulfonyloxy)— SRR
-~ 50 benzmndazole m.p. 243°C (decomposmon) . . R 50

(7))

Prooess(c) . L
e EXAMP,LE 45 G
- 264 Grams of benzenesulfomc acid 3,4-diamino phenyl ester, 20. 2 g of tnethyl- _
amine and 300 mi of chloroform were’ mxxed, and a ‘solution of 15.6 g of N-dichioro- '
.55 methylene carbamic acid methyl ester in 50 mi of chloroform was slowly added. ‘while . 55
stirring to this: mixture at'a temperature’ of at most-20°C, The reaction ‘mixture was S



in Exanple 1. In an anal ogous manner, the foll ow ng conpounds were prepared
using the 35 correspondi ngly nDdlfled startiog conpounds:

35 42) Via 3-trifluoronethyl -

ester, mp~ 131[err]C and 3-trifluoromethyl -benzenesul fonic -

aci d-3, 4- di am no- phenyl ester the o _ . <
2- car bonet hoxyam no-5(6) - (3-trifluoromethyl-phenyl sul fonyl oxy)- 40 | r)/l
benzi m dazole, mp. 215[er¥].C.(deconposition). 40 43) Via N
3-trifluoromethyl - benzenesul f oni,c aci d- 3-1M728718- ani nophenyl ester, m 11
131[err] C.and 3- trg&&u%:%aﬁé?woumzp%gw 8 Vo ekt dnd wikh @Y WBOERRENY

ester the 2-carbi smgpo;égmpno IEA 6 . @E‘rl Hauc:%r onet-hyl - phenyl sulfo?yl oxy)

45 - benzFori caben, -the prude) PRfuct WaC rcseibien ISM_. 3

45 40\ a 3y 1| O S WS i U LAy 5
ester, - A ? B uoro’rexf"hy enzenesul om cx :

aci d- 3 4- @am no- phenYhe Ixnzeassulfohie acid 3,4-dlammo-phenyl esterwasobtamedasanxam le 1

2- car bi sobut oxyam ‘Pniq @B‘r&'ﬁ’é’?ﬁ : aenyl ester f”éﬁ?l’bﬂiﬂ)d’“gvd
Y

benzi m dazol m p:* 10, e qunds were e “10
Process - (C). EXAVPkdrre e Tt matEiale esu onic a 1 4 | am no
phenyl ester, 20.2 g of tri et yI am ne’ and 300 il of chloroformvvere I
m xed, and a sol ut| f VIR car bam c :
acid methyl ester @qgga ro or'r%&\L/\'/g%&s ya dgﬂacf}‘ah é PEo st | rrng
to this m xture at aiuempﬁﬂmmueﬁhﬁenmesulbﬁit A-didhieo-plesyt kstdn N Xt ure was :

11 15 the 2-carbomethoxyaminp- ?3 @?@mmethyl—phenylsulfonyloxy)— 15
11 stirfed for another hoﬂ?“"'mfdﬂ?l‘pfné’cé% G Wemppsiion)s .t jon-filtered and -
washed wi th chl or 047y vian-ifidoniiil fehsembifokic a&dnﬁmﬁuw@namdﬂ%my\a@

recrystal lized in glacial 1366tic acid/ " rret hanol , -and.- after

suctiontfiltration it fSrifuoeomethyl-heppenesylionic acid3-diamingphenyl oster bb- 5 '
*7 y ArD1S XV 1 omethvi-i ul‘&o 20
nEt hoxyam no- ( 6) phe | o -<|f¥:.-{lﬁt:-: \ 10 —-; ';'- OS] yV\&Sen m OnpOSI t I on

poi nt : 5 242[err]C. The benzenesul oni C aC|)d 3, 4- di.no- phenyl. ester
was obt ai ned as m@kﬂ#ﬁ-‘eﬂmmqmem&rmh%ﬁ ester, m.p.

3-ni tro-4-am no- phenyl 465 m Mgmg&%hémpl e 1710

fd using the 25

I n an anal 0gois mannege . i
10 correspondingly nodifi behzinﬁtmdla,nga me@tde@hnposn% _ S
3-trifluoronethyl -benzenesul fonic acid-3-nitro-4-am no phen’yl ‘ester,' np.
131[err]C and 3- trlpf“;cgpr@rret hyI benzenesul foni ¢ aci d- -3, 4- di am"no- phenyl

ester 15 - - t he o ExngtrPLE 49

2- car bomet hoxyani no- 5@%9 -Grams sagthylths yiont) oy @wylns ester were '
15 benzi ni daz¥l e, @ﬁ‘é& f Prznptiont '. ‘ggmloftetm- 30
3-trifl uoronethyl - aR ithee] bCarb | yl m p.
131[ err] C and 3-t r ishdtom: tcradtdn;tlpuﬁﬁadzlsynm’ny& fmmdlaaaléhcdicamﬂ[meﬂnhﬂ.nyl
ester 20 t¥ild: 12 g, decomposition point: 242°C... . -

2- car bi soprop’éxyamgmgi iﬁa“("? ?’?‘f"ﬁ fo Wﬂy‘l’“"pﬂ‘émﬁﬁ ?Wogg%dmg © 35

20 benzi-m dazol e, m pThe Babaksuifdid dRCIHAMHMRNE plithyl .estéOpas Ybidined as in Example

3-trif|_uoronet'hy| Heﬁmﬂ@smmm3 Wﬂ@hmﬁ#@tp#hshyd likgwiseedis- m p.
131[err]C closed in Example 1. :

40 EXAMPLE 50 . 40
Toacooledsoluuonofl97gof1mmo—d1thmcarbomcacxdmethlesterhydro—
chloride and 12.5 g of chloroformic acid methyl ester in 50 m! of water, a 10%
-‘ o sodium hydrozide solution was added, dropwise while taking care that the temperature
: S did not exceed 10°C, As soon as the pH-value had ad;usted to 7.5, 26.4 g of benzene- '
45 sulfonic ‘acid 3,4-diamino phenyl ester in 50 ml. of glacial acetic acid were added, 45
_ ' and the mixture was refluxed for 2 hours while stirring. It was then allowed to cool, :
¢ ~and -the - 2-carbomthoxyammo-s(G}phenyl-sulfonyloxy-benzmndazole formed was
. sucnon-ﬁl;zerzg It was 1denuml in its propemes thh the reacuon product disclosed
in Example
© .50 Inananalogousmanner,thefollowmgoompoundswerepreparedusmgcorms- -50
: pondingly modified starting materials:

51) Via 3-m§uo€:omethyl-benzenesulfomc acad-3-mtro-4-ammc-phenyl ester, m.p.
. : and 3-trifluoromethyl-benzenesulfonic acid-3 4—d|ammo-phen 1 ester
55 the 2-carbomethoxya.mmo-5(6)-(S-tnﬂuoromethyl-phenylsulfonyloxy)- . 55
. benzxmxdamle, m.p. 215°C (deoompo.ﬂnon) o S



and 3-trifluoronethyl -benzenesul foni c aci d- 3, 4-di am no- phenyl ester 25
t he 2 carblsobutoxyanlno 5(6) (3- trlfluoronethyl phenylsulfonyloxy)

y 4 d) EXAMPLE 49
17.9 G ans of bIS nethylthlo nethylene anlnofornlc aC|d met hyl ester were
30 added to 26.4 g of benzenesul fonic acid 3, 4-di am no-phenyl ester in
of tetra- 30 hydrofuran, and the m xture was refl uxed for 4
It was then allowed to cool and the precipitated :
2- ca'-cnethoxyanlno 5(6) phenylsuhﬁgnygoxy ben2|n1dazoLe was g3

ey TeCTY, t—acet j.c .
aci d/ et hari®! Vm?rtgf‘ummf? ‘g"e”% n%' "BMG‘PH?‘P“QYAZF&‘PPC 35 ¢
The reaction a%%dd-lﬂ’«fordﬁﬁéyl tepalchmadic ¥aldudilg: ieder Ot @ained according-to
35 Exanpl e 1. tid [2ecadbis i &m}(e-mﬂmahﬁiphﬁhﬂm:mmpnyl -ester was
obt ai ed as i n Exbengimidazle; w05 Heldersmpasiionlul f oni-c aci d- &

3-ni tr o- 4- ‘"3‘55'083%613}6&&?1‘%;(;.__;_'_'___cicfa-iﬁxm&{eﬁytjsg&,[% “in Example 1. 40

EXAMPLE 50 73100 : a cool ed sol ution
of 19.7 g of mamﬂ@mmmmmmm@, digriipd-phemyd esrerhydr o- ¢hl ori de and
12.5 g of chl#e phuto yorpmethyl; VI vat er, a 100{6500“ um

hydr oXi de sol utio etaklng care that t he "
_tenperature dmlmwlegngmi ISQ.[.err]C As soon as the pH-value had adjusted
to 7.5, 26.4 & n? i1i6-3(6)-phenylsulfpayloxy henginddafols of the fogimalei no pheny!  est er
in 50 m of glacial: acet,;l C_-aci d were added :45. and- the. m xture was
refliuxed for 2 hours whi ;’@ Isb ;@ ;,hen al l'owed. to cool, and.- the
2- car bonet hoxyani no- 5( 6§ pHenyl ntfny oxy ben2| m-dazol e forned was -
suction-filtered. Jt.was-identical. if.its propertles W th the reaction
‘product di QR:WQQ‘E& tsr#nElkﬂ pIuE hmgng!g@r 14 carbon aporps,and gach jof)Roand mr;\g the
fol I .o ng i ’; Lo Sl i T pi dmawectvig o1 1A [e (Y ified
starting . ni 2%0nSs, a Satbalk¥kyogreup! Having U@ ' di
aci d-3-ni rorﬁcpmgmamhenyl ester S mp. 131[err]C and .
3-trifl uorgme? A g -...HL*E!”‘EdréP!-Ql- ¥ it paving; o
the Pcarb $ORE e S £ R e | oxy) -
55 benzi m tadse atort brid. Dirifokdieth PP OS | t| on
1,472,718 4Aprocessf§rsthemam1facmre clanZledmclmmlwhich

A cgapound 8
3-trifluor mm%mwkr%m%%%ﬂww%f% no- phenyl ester, mp.
“131ferr]C and 3 tr| fl uoromet,ﬁyl benzenesw,,; oni c aci d- 3, 4- d| am no- phenyl

ester the ‘

2- car?lgl sopropoxyani no-"5(6)- (B,trl f | uorone¥ay. - phenyl sul fonyl oxy)

henzi ni dazol'e; . m p. ~205[ err] C (deconposi tion}). 5
53) Via 3- tr| fl uoromet hyl - benzenesul fonic "aci d - 3- n| tro-4- am no- phenyl
ester, m pm R}lavuih&:@nmgslspeuﬁdrmdhgnlh benzenesul fonl c

aci d- 3, 4- dl"dmw hi ety thipuresifarboxylate of the formula

2- car bi sobut oxyam no: -5( 6)- (3-trigyor onet hyl - phenyl sul fpnyl oxy)

benzi m dazol.e,: mp.. 243[err]C:( d%&} nposi. t i-on) . 10
VHAT VE CLAI M 1S 1. A 2-HNrBeiNeR0@Ri no-5( 6):- phenyl sul fonyl oxy

benzi m dazol e of the fornmula [err] ,!*n whi ch R[err] i s an-al kyl group having
from1l to 4 carbon atons, and each of Rlerr] and
~ in which R, has the meaninig specified in claim 1, or

-30 (b) Mthacyanamxdecarboxylateoftheformula S 307
- _ Nc—N—-coon, R :
=_-mwh1chR1hasthemeanmgspecxﬁedmclaxml mbodlcasesatapHoffromlto ' ""

-(c) thhanN-dlchloromethylene carbamlc ac:d esteroftheformula : ﬁ"-' g
35 S ' R—O0—C—~N=C" L - 35

in which R, has the meaning specified in claim 1, or



: ] is a hydrogen atom a hydroxy group, an al koxy group havi-ng
fromI to\\4/ ar bon 15 atoms, a_hal ogen atom atrlfluoromethyl
group, an al —group-having from1 to AP0 atons a caihalkoxy grold

having 1 to 4 calsl)ovummm@h&nﬁh&mmcmswm@mwapp 2. A
VQ,orrpound as clained iin 88€Em 1, in which R, |s an oup havi ng 20
rom1l to 4 carbon ﬁf@jﬁf e ’;g. %1 is a
trifluoromeg hyl group. bensfs Ty g I N Im1, in whigh
Rlerr] is a nethyl roup, R[err! i's a hydr en atoman err], is a
trifluoronethyl Q?bg i‘m H@g e‘&fxﬁ-ﬂpound as O
clainmed in claim1l, m)&kg % yi&%&n&&quﬁqah@ ﬁgﬁp&lﬁene di am ne

derivative of the fémidarbissdutoxyamino-5(6)-(3-trifluoromethyl-pheny yloxy)er I |

25 in whi ch%R and Rs ha@enzwh@zqul:im a@gcsmmmﬁ cl ai r‘r)lxil) (a) with ano
al kyl - S-met hyl - t hi oynear qar | G s of the fornmula [err] * i n which
Rlerr] has the meani/@ses sm.sﬁeayx;manymyeammmmmﬁ cyanani de
car boxyl ateof the fornul a 30 [err] in which
R has the neaning specified i th cases at a pHof from1l to
6, or (c) with an N-dichl orow%‘ené C c””aéfﬂqester of the fornul a

[err] 35 35 1in
which Rlerr] hanbmammp&Gﬁﬂhﬁﬁglfﬁm(l' @i 4%adbon @toms, andl éach of R, and

1,472,718 15 :l,xsah enarom,ah group, an alkoxy vmjfa)mltottcarbo; 15
3tr|fluororrethyl Wg‘ﬁxrﬁ"ﬂ’ % d&gb m p.
1310C and 3-trif Iopgr i'c a:'g no- ! ester
t he 2-carbi sopr opoxyam )as (cﬁnﬂeﬂlxiilcum o,rmtdimdh nhieﬁylallqukfbﬁmyivﬁ:gy)
benzi m daz®e, mipm b tc(ﬂ!!eBowp and R, is a trifluorometh 20
5 53) Via 3-trifl %g%%% g‘%‘%j}% which B, ﬁuar‘BeﬂZlYléfﬁ“hoR'p‘ﬁényl
ester, mp. 1310C agla e | & QRinked in claim 1, which

aci d- 3 4- di am no-cpdagrises| coeledising ah brphenylene diamine derivative of the formula

2- car bi sobut oxyam no-5(6)-(3-trifluoronethyl - phenyl sul f onyl oxy) - 10
benzi m dazol e, mp. 243[err]C (decé’ Ish -8

10 WHAT V\E7€LAI MI1S:- 1. A 2-carbal am n ¥z phenyl sul f onyl oxy 25
benzi m dazol e of the formula in whi'¢h Rlerr] is an alkyl group having from
| to 4 carbon atons, and each of R err] and .15 Rlerr] is a hydrogen

atom a hydroxy gﬁﬂhi&kaaﬁd%am&he%ﬂﬂﬁs&@&ﬁeﬁ%éﬁ:ﬂm 1 to 4 carbon 15 atons,
a hal ogen atom da)t ithlatl alkgMSehdiyl thiufen Parboaylatebfiehd forguUP havi ng froml to 4

carbon atons, a carbal koxy group havi n& 1 to 4 carbon atoms in the al koxy
noi ety, or a cyano group. 2. A conpoun claimed in claim1,’in which
Rlerr] is an al kyl group having 20 m:Moﬁ,o 4 carbon atoms, Rerr] is
a hydrogen atomand Rerr] is a trifluorongethyl group. 20 3. A conpound as
claimed in claiml, in which Rerr] is a thyl group, R2 is a hydrogen

atom and Rferr] |,§wg,cﬁk|gagmgm&5§$ fBor A process for the

manuf act ur oof a (b)Y Nt W Yandmids ke 1, which conprises condensgng
an o-phenyl ene di am ne derivative of the formula 25. .
[err] _ C—N—-ngk;

lsnwlnchR, hasthemeamngspec:ﬁedmclmml in both cases at a pH of from 1 10
or

(c) with an N-dichloromethylene carbamic acid ester of the formula

cl
- a
35 . R,—O0—C—N=C 35
I N
o a

in which R, has the meaning specified in-claim 1, or

(I




in which Rlerr] and Rlerr] have the neanings specified in claim1, (a) with
an al kyl - S-met hyl -t hi ourea carbooylate of the fornula [err] in which Rerr]
has the meaning specified in clai i

car boxyl ate of the fornmula 30 [err] Ln
which R err] has the neaning speC|f|ed inclaiml, in both cases at 8 bf
from to & or (c) with an N-dichloronethylene carbam c acid ester of s

formul @ 35 [err]

35 in whigh Rerr] has the neani ng sp,émjlsed inclaiml, or 13 13

1 2718 ol @ brs-arkyl or
bl’é\.aryl _t hi on®} hmdé%%s A iR ypne; %“rmrrtﬁf’f(‘g‘)[ err] in which Rl has

t heymeani ng specified in clai mi1Rrsnd-each of Rlerr] and Rlerr] is an alkyl
group having from1l to 4 carbon atOwg, an al kenyl group having from3 to 5

5 carbon atons, a cycl ohexyl 96 Bn optionally substituted
phenygbzor benzyl 5 group of g&e forngla i'n which each of X and X is a
hal ogen atom or a math nitro group, orR4 and. R[err maRy be linked to

S ( is
fzg;(r)n alrl Pg Comy vmgdi}rogml to 4ﬂcarE§n a;gns E‘ﬁ&?& grouptﬁavmg from 3 %I ch.ni SlO

enyl benz, S
5. A_pro%ess agrmbgn amms’ ot %cmﬂegl BAP CarTi ?(t:l‘onaltlf"t subs%gtf% ti ?i Try asy descri bed
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