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| MPROVEMENTS I N OR RELATI NG TO ORGANI C COMPOUNDS Thi s
invention relates to conpositions, particularly for

w@uoookmed cal use, conprising certain | actam deCT/&Be008/002738

bi ol ogically active conpounds, and to met hods of
maki ng and using such conpositions. In particular the
present |nvent|on reIates to such conpositions when
MBROYBEME] 1K Gzl GANH COMPOUNDS
concentrate (EC). An agrochen1ca| (fungicidal)
conposition conprising dinethyl |actam de and

trif orhif @rvieitich SR8 dompodork, ﬁarﬁ&l&?ﬁfoi\lagrocﬁahical ke,
| actam des are disclosed in Ratchford, W

qmghising qertai lactawidenand biplogicgli .aelwmp@w@é a@@ometi?sds of

RGP yFTRE R Yothootiofs. s JANIGNRY R oA Ention relates o such

dﬁ‘rﬂ@@ﬂioﬁﬂ efhelEdefnulaﬂ@len& codi: ﬂsh@bﬁrmrannﬂmml?bmuen’mhte (EC).
Soci ety. 1953, 75, 2097- 2099 and US 4, 143, 159.

Nowadays, the Fornulation Chem st is required to

addr egs QINER

devel opli grg new ?lcgrmngwdl);ns ggg CG%, hglthsg El%gtﬁ L lactamide and
teifdrirerit disclokeddindpl a4 128AY Adr aI | of the foll ow ng
properties: an excellent dissolving power for

pesticides or other biologically active conpounds;

made @& RlcBilid & ardfisbBled 18 TENNIE, We POMETESher] OVH., Journal of
skin irritation; an ability to reduce the skin

Organicdtlicorstas 5185,@ dt5e3117(n325n @és%é’ Hovrmal %ﬁ@t&ﬁmc Chem1stry,

s t e
R Obey2 Y 00 T B RGHE K P PBR e Rieean Cremicl
Sy 1958 OTH, 209 7- 2691);1 ad WSgh 143,880 point. The
conp03|t|ons of the present invention conprise a
sol vent which displays all or rrany of these attractive
pr Opel(l{ﬁv?@ayts,'i'ﬁg\@gﬁﬁulat lei]énlus qglfije r@sg lé"’HurrYUeI’ Bf
respec herr capac y to o ogically
awirbneentah@iteridehen dévelopaigumey ﬁfmmtaeonsa n]idealbd aandalble solvent
|ntera}ct| on wth he s | vent is substan

semapy oralobte STy RG PyPoER Ttk alesgving power for
ﬂ%@ﬁ&ﬁ@s‘%ﬁfth&lb?ﬁ%l@ﬁlly active compounds; made from plant or animal renewable

resources; low skin irritation; an ability to reduce the skin irritation associated with

aggressive formulation components, such as sodium lauryl sulphate; low ecotoxicity, for
eXample to daphnia; low volatile organic content; and a high flash point. The
compositions of the present invention comprise a solvent which displays all or many of

these attractive properties.

However, not all solvents are equal with respect to their capacity to dissolve
biologically active compounds — the nature of the compound and its interaction with the
solvent is substantially decisive. It has surprisingly been found that a particular class of
solvent is surprisingly effective in dissolving a particular class of biologically active

compound.
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solvent is surprisingly effective in dissolving a
particul ar class of biologically active

W@ oovpozmsee According to the present invention tPEr/6BR®S/002738
provi ded a conposition con®ising a conpound of
formula | CH3CH(OH) C(=O NR1R2 (I) where Rl and R2 are
each i ndependently hydrogen; or Cl-6 alkyl, C2-6 ..
al kedyrordmngts e mgeenbiavrition therefs RPVidRd @ omposition comprising a

opt i onall tituted by up to three substituents
°Wﬁ8@ﬁlﬁggﬁpﬁ§géelected from phenyl, hydroxy, Cl-5

al koxy, norpholinyl and NR3R4 where R3 and R4 are each
i ndependently C1-3 al kyl ; eny| igpally
substituted by up to @ﬁ%@%ﬁ§ﬂﬁgfﬁﬁﬂgﬁ@i Rﬂdependently
selected fromGC -3 alkyl; or RL and R2 together with
the nitrogen atomto which they are attached forma

nor phokieBl andB/rarebioti ingdpendenply hiydiogy; aiCiaabpyhriysts alkenyl or
i ng, h of which . ti |, ti d b
HE TR e
il‘giregé(ﬂd;enﬁﬂ ch1atded ﬁ&ﬁ#ph@ﬂﬁ, RAR68) €7k 6Rbx$,ehepheknyl nad NRIR?

up consi sting of Trinexepac ethyl, Mandi propani d,
whteerRcaridrR “avel edimeindepehdentlyi G ik atliyls op phond eptierallyisybstituted by up

agrocheni cal _is not anmect in. or [ 2 :
GOS8k e ARV AL O SE TSGR HRER WiBter iy
15 A6 i RoMfto %@Uﬁ&ﬁé@i freiaGadR@brm Anfoigholiayll pyfbkEinyl,

1. The structure of Emanmectin (as the benzoat % I s
pigteoiinyl or Fepuybring, gl pf Wh}ﬁha}Bpth@! ﬁubﬁﬂtéﬁ%f Xt fprilree

f Tri j ' [ 3. FIG 3 Th
el TR e B O B2 Brglre o)

and at least one agrochemical selected from the group consisting of Trinexepac
ethyl, Mandipropamid, Abamectin and Emamectin, with the proviso that the
agrochemical is not abamectin or emamectin when the solvent is N-(B-hydroxyethyl)-

lactamide.

The structure of Abamectin is shown in Figure 1.

OCHj

HO//,'
OCH;
oy
CHy O Ou

1
CH3 O O//,l"

N

CHs

(i) R =-CHyCHj; (avermectin By,)

(i) R =-CHj (avermectin Byy,)

FIG. 1.



FI G 4. Al kyl groups and noieties are straight or
branched chai ns. Exanples are nethyl, ethyl,
w0 2@9pempyl , ra-propyl, n-butyl, sec-butyl, tePCFGB2008/002738
H anyl and iso-anyl [3-methyl butyl]. Al kenyl groups and
noi eties may be in the formof straight or branched
chai ns. and, where appropriate, nmay he of ejther the
(E)- 6he §iRichyg H?t Egamsetinees thisbenprad 15shown imfiigusd-
allyl. Cycloal kyl includes cyclopropyl, cyclopentyl

and cycl ohexyl. In one aspect of the conposition, in
t he conpound of for rrc;Hgol R1 and R2 are eacﬁ
i ndependent |y hydro -6 al kyl whi q/_{; p

S

optionally substitute@H to ‘ ©Hj
i ndependently s d from gheny )
al koxy, nor ph<9|'\3 d NR3R4 < R4—ar e each

i ndependent Byls G4 3 al R@Hz or RE eget her with
the nitrogen atom to which tGBy gre attdched forma
mor phol i nf02ri ng which is optiona '

Rl and R2 are

to three st i tuents i ndependentl
al kyl . I even nore suitabl e ag
each i ndependent|y hydrogen; or or R1 and

R2 together with the nitrogen aton1to [ H3they are
attached fqgm@=gp,epgl inyl ring. In @Heven further
sui t abl e aspéct, RT 16 nmethyl and R2 is nmethyl, propyl
or butyl; &L, R=&M-R2 together with the nitrogen atom
to which they are attached Lgﬁf%a nmor phol i nyl ring. R3
may be nethyl, as may R4 . “each optiona
substituent, it is preferred that it is a methyl

group, SU|tabI al kyl groups are branched; nost

sui t abhgstigjofuie %Tﬁmxegm‘o@rbzl is phpvehia lEwsdi nent of t he
conposition, in the conpound of formula 1, Rl is not
hydrogen, methyl, ethyl, propyl, n-butyl, sec-butyl,

i so-bntyl, n-anyl, iso-dﬁ@\}Disobutylenyl,

o)
o CO,CH,CHs

FIG. 3

S éLdtted fromcC -3

The structure of Mandipropamid is shown in Figure 4.

JI
Sog an vl

FIG 4.

Alkyl groups and moieties are straight or branched chains. Examples are methyl,
ethyl, iso-propyl, n-propyl, n-butyl, sec-butyl, fert-butyl, n-amyl and
iso-amyl [3-methylbutyl].
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n- hexyl, 1-3-dinethylbutyl, allyl, CH2CH2CH,
2- hydr oxypropyl, 2-hydroxyi sobutyl,

WO 2@9/4d2189€r oxy- 2- met hyl - 2- pr opyl , PCT/GB2008/002738

tris-hydroxy-nethyl - et hyl ,4 CH2CH2OCH3, cycl ohexyl ,
phenyl, benzyl, a-nethyl benzyl, b-phenylethyl,

3- hydroxypropyl or 1- hydroxy-2-butyl when R2 is
hydrogen Rl is not nmethyl, allyl or phenyl when R2 is

met hyk;; ﬁ{oli% m e 2 tHeFolh BY btraiftk or Sramehed chains
H buty eﬁﬂghigg S?y ? IS not iso-buty\ when

488, Wheiz sppioptiyte; Iﬁﬂ.y bsofmmeﬂtha@) of@ncardiguation g frpmpiRg are
i.S .no hlo wayl when R2 is iso-anmy\; R is not w hexyl
Vipdngald nohexyl: RL is not allyl when R2 is allyl;
Rl is not butyl or phenyl when R2 is phenyl; R is not
benzyl when R is benzyl; Rl is not CH2CH2CH oy et hyl
when GRloalkytimduieadyclmropyl, prlopenty apdyehssyl when R2
is 2-hydroxypropyl; and Rl and R2 together with the
nitrogen atomto whi ch they are attached do not for 82
are

nor phgldnB ¥kpecPyf the todpauitiong in 1rh|e pelmpdmmwf farsuib3 R taod
ring. The c@;gosﬂmn may furthe

weh ditependen ydreegk sup1-c okl ‘§]91I°{‘1 aﬂﬁsbﬁliﬁﬂg odBY up to three
%%g}/tﬁ%sc‘ }%lﬁégnﬁkﬁé}r se%céé?i; vg I’Iﬁl'dfb)@af}ff‘g fiikBRy, nfotphdlfnyl and

rocar , p osp or U§ cont al nl ng
NRWe\mhaeRéuh@Ru Brecoadi mdnpmrgelstxb)l' CUenlkyl; oi Rr g™ together with the

xg;orgé,%{ a?cl%rg?fﬁ ngl (‘ilnt (teya§re glgtlg a tfcl':rg%, g?l}n Ep}ggllng éngt {é/;lkc?xtﬁ 5pctiona11y
sg{lhagtpgt}p'b& é@ﬂg 1160 SRslificki8 LaRBSad At YoV oM aines,

ones, acetoacetates, benzyl ketones,;
acet ophenone; alcohols cycloalcohols; gl ycols; glyco

Tn an even more suitable aspect, R' and R* are each independently hydrogen; or

Ci.6 alkyl; or R! and R? together with the nitrogen atom to which they are attached form a

morpholinyl ring.

In an even further suitable aspect, R! is methyl and R? is methyl, propyl or butyl;
or R! and R? together with the nitrogen atom to which they are attached form a
morpholinyl ring. R> may be methyl, as may R* . For each optional substituent, it is

preferred that it is a methy] group. Suitably alkyl groups are branched; most suitably with
methyl groups.

In one embodiment of the composition, in the compound of formula 1, R! is not
hydrogen, methyl, ethyl, propyl, n-butyl, sec-butyl, iso-butyl, n-amyl, iso-amyl, iso-
butylenyl, #n-hexyl, 1-3-dimethylbutyl, allyl, CH,CH,OH, 2-hydroxypropyl, 2- hydroxy-
isobutyl, 1,3-dihydroxy-2-methyl-2-propyl, tris-hydroxy-methyl-methyl, CH,CH,OCHa,
cyclohexyl, phenyl, benzyl, a-methylbenzyl, B-phenylethyl, 3-hydroxypropyl or 1-
hydroxy-2-butyl when R? is hydrogen;

R is not methyl, allyl or phenyl when R? is methyl;
R! is not ethyl when R? is ethyl;

R! is not n-butyl when R? is n-butyl;

R! is not iso-butyl when R? is iso-butyl;
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ethers and their polyners; propylene glycols; glycol
et her acetates; aromatic al cohols; carbonates; ethers

wanwdhzisegenat ed sol vents. Particul arly preferP@€dGB2008/002738

further solvents are white il; decalin; nmono, di or
tri alkyl ated benzenes; Solvesso 100 or 200ND (t);

t tyl phosphate; tri-
% ?{?W am%l 0 IIci])sﬁp a% Eu‘n Pt hyl ol eate;linoleic acid;
RI mioeisbanmmﬁ)ﬂzéus:zsaanﬂl di met hyl decanoani de;
tefranet sul phone; dimet hyl sul phoxi de; al kyl ureas;
Ri %éHQBTlé‘ﬁgﬂé@enr?brlﬁ)ﬁ&e?‘ﬂes am des; al kyl al kanoat es,

kafstlﬁ g,lmrlngggﬁ}qetates fumarates; succinates;

adi pat e eat es cerol and citric acid esters;

Bl isyiotmﬁmlzmqﬂmﬁylvhimmzlﬁyls ahdghoat es; al kyl salicyl at es;

ght hal tes aﬂ ]gi tes gamma but yrol act one;
a’ﬁrn8 FEghuhen 7enchone cycl ohexanone; al kyl

RW%'n@h@H@@HE@ﬁ or%tH%fﬂ Wﬁ%ﬁﬁ*%‘@&z@%@t her al kyl

lcohols cycl ohexanol ; tetrahydrofurfuryl al cohol ;

hw&ﬁrdayén@dymlopwlmél s Yeoidraxyoropiisiand pol yner s;

£ BIORYPEMEe G B SR R o i R 3 bl B3 Ryt form o

REAHhalie, pyafolidinyd bepipbadiaydindgadtinnenghgt y| et her;
benzyl al cohol; propyl ene or butyl ene carbonate;

di met hyl i sosorbi de; al koxyal kanol's; di phenyl ether;

chl or% gltﬁﬂ%%hﬁrtflaj c%gg)?fsg@g&%eﬂ%@le&gm . fﬂe%’i’oup

may furt Corrprl one conpoun
cfdnemmgmf egiphaltp)c st tstrmightodr kﬁﬁi]\dh\a!di nhan pataffirec t:yn‘]tcﬂ),ydrocarbons,

Pt phemons sonaana: soltas fueRurioafa e pigents nitrogen
SAtdifing S50&1H; yctrlrlgg%icj thEAS di &t ﬁ@&@sn&oﬁ{ah@ %1'16 anfRE B8R Lyclic

agents taste fi ers, cosol venfs hunect ant s.
$tﬁes syelicelipirtic and yropgatickatones iatkyi ﬁmlolwcamee, dalkyl ketones,

SRS Per S RS Sl Sctingils Yol bsalei ghveot
étﬁéiﬁ sthd ﬁ@ir PBBors; Ojsroayl%ﬂé i»ygmtg;ycoi @ﬂi&r acetfed; aidmatic alcohols;

dodecyl benzene sul phonat e r cationic (for exarrpl e a
qaghanpige)yctizan mrd halqgraatedspyamid of fornula 1 may be
present in the conposition in an anmount of

Particularly preferred further solvents are white oil; decalin; mono, di or tri
alkylated benzenes; Solvesso 100 or 200ND (t); triethyl phosphate;tributyl phosphate; tri-
2-ethylhexylphosphate;methyl oleate;linoleic acid;linolenic acid;oleic acid;dimethyl
decanoamide; tetramethyl sulphone; dimethyl sulphoxide;alkyl ureas; alkanolamines;
morpholines; amides; alkyl alkanoates, lactates and acetoacetates; fumarates; succinates;
adipates; maleates; glycerol and citric acid esters;alkyl benzoates; benzyl alkanoates;
alkyl salicylates; phthalates and dibenzoates; gamma butyrolactone; caprolactone;
terpene fenchone; cyclohexanone; alkyl cyclohexanones; 2-ethylhexanol and other alkyl
alcohols; cyclohexanol; tetrahydrofurfuryl alcohol; ethylene and propylene glyco! and
their polymers; dipropylene glycol; monomethyl or monobutyl ether; dipropylene glycol
diacetate or other glycol ether acetates, or tripropylene glycol monobutyl ether; benzyl
alcohol; propylene or butylene carbonate; dimethyl isosorbide; alkoxyalkanols; diphenyl

ether; chlorobenzene and the chloroalkanes.
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fromO0.1 to 99 % by weight of the conposition and the
agrochem cal, may be present in an anmount of 0.1 to 75

wagoobiokwsos se by weight. In a preferred enbodi neet/GaR00s/002738

the conposition, the conmpound of formula 1 nmay be
present in an armunt of fromO0.1 to 99 %by wei ght of

amourihegprgostpn mas Ty PSRBT s SRR Atteqi Fom the
éi’@uppécﬁx%ﬁﬁg d)inac?ii\l éﬂ}fac%tsopélyﬁl@rsgﬁu%eninjg_‘ﬁ?%té} RyBMuffs or

ht. The r ound of formula
pagncmh elitraymlettltghs elbsoebﬂrs rmty becteial ipgentacelés, demmgfymoodifiers,

slteinﬁ&ng of 8506% nymolygﬁ aégeptg,r ta L&8d bﬁe@ ﬁgsoaxé%n[tsr élactl lglumectants The
shffb et PBHe nJS\QYhﬁl\{@g'of &@rﬂfﬂm h&l}@;ﬁheﬁapé’th@@m@ B£& alcohol

coul d be as | ow as for the ratio of any two

o tatadf aniorac tfor prananle emalkyhwphats, sirbcos sedinpolaanyl syphate, or a

TR e R L
teiiaryean@R®). i s a | eaving group, with a conpound of
formula (11) [HNRIR2 (I1)] where RL and R2 are as

defi ned above. R5 may be Cl-4 al kyl. This process

pr od r '

Bvor AT pEBmPSr By RG] preferf LEAPEEmBEARN Rn ampaunt of

fxmnrpdstu 199 6hbp fwei dhe ofthesenipositive atd ihe ageghahial, bexy be present in
re e ct Jactide . [3,6-dinmethyl-[I,4]-

g‘ Bﬁ’ %gf?bgtod%g ilﬁ%ﬂsﬁ%&“’@ ound of formula (11)

[HNRIR2 (11)] where RL and R2 are as defined above.
Schematically, such a reaction is shown below A + 2

HNR1 R prafyrrad mm’dﬂ@w) Ry aIRitiop) l)he?helpgymd offorgulad may
n&)}rﬁlg%t?%%ggmtﬁgw ? gel 10'98% E’Iy%lelg ?ﬂlee ComPOSItlon the

agibcBerlichBrhiy be plesdit il b0 % 6@1t D B:1db T3, BPWeilpBt and the solvent may
converted to a | actam de bgkreactl ng. lactide with an

bgpresent]is gp eaeryt of ok fonfft 4. Bkewise bnwgight-ani ne] whi ch

may be carried out under "sol vent- free condi tions as
the skilled artisan will appreciate. In a particularly
pr ef dhe edicesfivodiprend obfortnhi ploegerhemivadtet sokent may be varied

osition, th
aoco ing to needs, a ra?io of 1:1:1 or near to these limits is likely to be valuable for

many of the desired formulations however the limits on each component could be as low

as 0.01:1 for the ratio of any two parts of the formulation.

The lactamide component of the present compositions may be prepared by
reacting a compound of formula (I1I) [CH;CH(OH)C(=0)OR? (I1I)] where OR’ is a
leaving group, with a compound of formula (IT) [I—I‘NRlR2 (II)] where R! and R? are as
defined above. R’ may be Cy.4 alkyl. This process produces HOR® as a by-product; a
cleaner reaction avoids this by-product: the lactamide component of the composition of
the present invention may also be prepared by reacting lactide [3,6-dimethyl-[1,4]-
dioxane-2,5-dione] with a compound of formula (II) [HNR'R? (I1)] where R and R? are

as defined above. Schematically, such a reaction is shown below:
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rati o of conpound of formula 1 to agrochemcal to

solvent is 1:1:1 or 2 :1:1 or 2:1 :2 or 3:1:1 or 3:1:2
wW®@r004/0%762dL: 4.5 or 6:1:3 and in a still nore predEGB2@S/002738

enbodi nent, the conpound of7 forrmula 1 is dinethyl

| actam de (DWML). The skilled man will recogni se that

t present conpositions nmay be fornul ated as enul si on
c es, emulsions in water or oil,
m crioencapsul atie@ HNRTRP ¢ll) ons—aer RCH,GIHGHIFCE@OINRIR? (1)
f ogei mul ati ons; and these may be ?urther

formul@t ed9 nt o granul ar materials or powders, for

exanple for dry application or as water-dispersible

formul ati ons. The solutions so fornmed may al so be used

di r eqhb ¥y@RessOk hoPHmRE@RI the MovieRedRtiBR kcheme; it illustrates how
non- agr ochem cal, applications. The particularly

lantide &61.6-dimetbyinhlL At diexaner2a-gibonelHeaxbherswicttpdie 4 lyclamidmby

¢ _ ; . .
SRR b BRSPSl Fnih may e
ceizdlobemtdeetvolveapiRet ednditiodl ab theskAleidngisah atill apgyciatee

particularly useful in applications where the
m ni msation of pollution is desired. Exanples of such

app! 18 bhAlah ) it LAREYAi B Mo MRLEH i eI Eliposition, the
forestry applitations, public health treatnents, Use
rativ efcoinpopad ofifoaisaladntd agtdthemival tersobventisdsl:1 ion2:1:1 or 2:1:2 or

appligations_near rivers, .lak reservoirs or.seas

3hbor FT2amI e Lt fient h 8P UL e e e e
cBRpoird ol Ti$ 8fndthyl ¢RMMiak (BHIgnd where danmage to
t he atnosphere is not ‘desirable. Exanples include use

of fungicide containing conmpositions according to the
present ..nvention.in exteci and interior. pain

Coat i8S Pian S atooiod il e b Gt Bl Bty By dprgnutated
a@ EmORRG coBEdhirates] GHIGIBHS inOateCsrRANN RiicroBnddpQilagd formulations,
pi gnentation or the use of inks; in cleani nP product s
agresel gpiays pofoseing fhemeladensdend Heseimapbe fyrter formulated into

: r g . .

o Ay AL 0B 8RB0 LGP BB

feranaions. Thssalfitidryso fomssnhay alvebd uged dimytlnbms soiber piseid or in
i.n shanmpoos, and in_hgousehoul d detergents and

OHST SERBBEPCarBih PRP EP e X anpl e

The particularly preferred formulated form of the composition is as an emulsion

concentrate (EC).

The present inventive compositions have a low unwanted toxicity and excellent
environmental profile meaning that they are particularly useful in applications where the
minimisation of pollution is desired. Examples of such applications include paper
making, water treatment, forestry applications, public health treatments, use in municipal
pools and other water courses, in applications near rivers, lakes, reservoirs or seas and in
applications where release to the atmosphere has to be minimised or controlled and
where damage to the atmosphere is not desirable. Examples include use of fungicide
containing compositions according to the present invention in exterior and interior paints,
coatings, varnishes, waxes or other protectant layers or opacifiers, colourants or screens;

in dyeing, pigmentation or the use of inks; in cleaning products designed for the home,
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surface cleaners), in which the active ingredient may
be a fungicide (possibly azoxystrobin) in the case of

WG b@anpos20r a bacteriocide in the case of the PCT/GB2008/002738

detergents and cl eaners. ThHe present invention al so
provides a method of nmeking the inventive conposition

gaﬁ | ca dgl 51612 leEuﬁasa%nd a1§ e?#ge?géhq ﬁ;ghcaﬁgr@tt?{ 1n]dugtr1al

Hodwesiteh Oiforah&falisase. dite oampsemho@b offthe prebend hﬂveﬁ@mﬁﬂlay also be
agricultural pest conprising application to the pest,
used i Shampeos émbm hugehouid dstergenthand faquselold fleppare Hor gxample

I
LPpEA0R) Ih i e BEER e Bl e BE L SN Bopsily
azoxwirbbiahin theeadervfehdmmud @tal Yaktetiveitlia & thercasd afake ddtergents and
e of the present inventive conposition to control a

cg?aéﬁ”cs pest. The conpositions of the present invention

are particularly valuable in fornul ati ons where

contact with either human or animal skin or eyes is

r equiThegreseninnyerdioautsolpyroddes adeethod Aﬁmakingtth@imsemimh

e R e e b T
wighgf ddrodeaiRdihe safe nature of the |actam de sol vent

present in the conposition, which may formpart of a
cl eaning fornmul ati on and whi ch may al so reduce the

e L

cﬁiﬁpﬁsﬂﬁg apylasition ustd pot, tofaelodlsf@ﬁipn@ﬁ@ it 616\&)!&(3111‘1@66 on whlch it is
pharmaceuti cal or veterinary conpositions to them

cpRableefi keang praseatsiafe nesficigndly offeetivgrmewiof ﬁO@PO%WTb?CCOTdmg to
Y LvEposi tions containing the same pharmaceutical ly
active ingredients. CLAIMS 1. A conposition conprising
a compound of formula I

The invention still further provides the use of the present inventive composition

to control a plant pest.

The compositions of the present invention are particularly valuable in
formulations where contact with either human or animal skin or eyes is required or may
occur by accident. Applications such as the use of shampoo or body cleaning fluids
(such as shower gels, hand or body wipes and medical wipes) may benefit from the safe
nature of the lactamide solvent present in the composition, which may form part of a
cleaning formulation and which may also reduce the irritancy of some of the other
ingredients, such as surfactants. In a similar fashion the irritation to skin or eyes caused
by the direct application of pharmaceutical or veterinary compositions to them may be
reduced relative to the like application of prior art compositions containing the same

pharmaceutically active ingredients.
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CH3CH(OH) CC=O NR1R2 (1) where Rl and R2 are each
i ndependently hydrogen; or Cl-6 al kyl, C2-6 al kenyl or

w@no8/02xes oal kyl , each of which is optionally PCT/GB2008/002738

substituted by up to three %Substituents independently
sel ected from phenyl, hydroxy, Cl 5 al koxy,

nor phol i nyl and NR3R4 mherg nd R4 are each

i ndependently C1-3 al kyl; Fﬁiwgnyl optionally
substituted by up to three substituents independently
selected fromGCi -3 alkyl; or RlL and R2 together wth

it he Wi conmpsitioatcomprisinglaicomppind,offpenalethched for m a

nmor phol i nyl, pyrrolidinyl, piperidinyl or azepanyl
ring, each of which is optlonally substituted by up to

three substituents dmgdegerierONrs®’ec{pd from Cl1-3
al kyl; and at | east one agrochem cal selected fromthe
group consi sting of Trinexepac et hyI Mandi pr opam d,

Ab a%%f‘erkla%ﬁ K ngg&th' ifld rrg%&e%tl&'ﬂ?d 0. 'o?QIHt \%ﬁ{g n’t alkenyl or

agrochemca RTECT

sol vent cicodikylBbact o xytédhiy bﬁytioﬂaﬁytsa]mtﬂilﬁed By upito three substituents
conmposi tion according to the precedi | ai m V\,ﬂerel n

in t Helepaisaiinsrlentod Bomphenyl, ey 58 2 4Y-gpRholinyl and
met h 3Re%¥}e’R3pinQW| are %cﬁliﬁ éﬁ)ende%ﬂ?‘@l}élalkyl ot Bﬁéﬁyl optionally

"-anyl, iso-anyl, Z"'so-b

1 3- slmbmtdhf;d Hu,.umlyto thﬁelsybatﬁt@i&ﬂﬂ@dnd@ﬁlywdleo@ piroopGi -3 alkyl; or

t ri s?@ é;i S%%g‘[%%é:lthﬁ%% ﬁygéer%@%é_éﬁ i ﬁeéﬁ;‘tgé%ﬁyfjofm a

phenyorprRgingly blyrrahdlﬁﬁt pipbR&RFYdr, azgpa@@pﬁﬂg %h&lyd)t‘ which is
3- hydr oxypr opy dr oxy- 2- but whe

tyl
hydr epféenallrsplstinged baeum threzsl suwtltmnta)méﬁ@ﬁndembhsehcte@ from Ci.
nethgﬁyIRl is not ethyl when R2 is ethyl;

and at least one agrochemical selected from the group consisting of Trinexepac
ethyl, Mandipropamid, Abamectin and Emamectin, with the proviso that the
agrochemical is not abamectin or emamectin when the solvent is N-(B-

hydroxyethyl)-lactamide.

A composition according to the preceding claim, wherein in the compound of
formula 1 R! is not hydrogen, methyl, ethyl, propyl, #-butyl, sec-butyl, iso-butyl,
n-amyl, iso-amyl, iso-butylenyl, n-hexyl, 1-3-dimethylbutyl, allyl, CH,CH,OH,
2-hydroxypropyl, 2- hydroxy-isobutyl, 1,3-dihydroxy-2-methyl-2-propyl, tris-
hydroxy-methyl-methyl, CH,CH,OCH3, cyclohexyl, phenyl, benzyl, a-
methylbenzyl, B-phenylethyl, 3-hydroxypropyl or 1-hydroxy-2-butyl when R%is
hydrogen;

R! is not methyl, allyl or phenyl when R* is methyl;

R! is not ethyl when R” is ethyl;

R!is not n-butyl when R? is n-butyl;

R! is not iso-butyl when R? is iso-butyl;

R! is not n-amyl when R? is n-amyl;
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Rl is not n-butyl when R2 is n-butyl; Rl is not s
-butyl when R2 is iso-butyl; Ris not n-anyl when Ris

wo2@amt76Bl i s not iso-anyl when R2 is iso-anyl PCRGBR®S/002738

not "-hexyl when R2 is n-ha&yl; Rl is not allyl when
R2 is allyl; RL is not butyl or phenyl when R2 is

phenyk ; .is nqgt bengyl .when,R2 is benzyl; Rl is not
Cmcﬁlziﬂﬁ‘%%ﬁ"éat“@lw}b%gﬁ s oo /L s not
2- hy gt @aop eyl wherRR3 nitsexgth hydr oxypropyl ; and Rl and

R2 together with the nitrogen atomto which they are
at t aRhischogellvigvhemdt nis allwlpr phol i nyl , pyrrolidinyl or

pi peLi €] ' 1] . A conposition
accog{dgn%ykg%gﬁ}ﬁ%eﬁl%g%%ﬁ% fc:g)gﬁen >which further
CONPR} &A%t sl whsh RS ¢ epked from the group consisting

of aliphatic solvents; straight anched chain
par aR? isot CHEH0H Qi athss ;lsg%aﬁ@ > sol vent s;

phosghar C 1Al ni.S. ai ni ng
sol vgn t% sll;d)SE % ?&ra%‘g"é/ﬁ H@%%?ﬁﬁ?n%%%%%ﬁ@!@éﬁ%h atic
nmonoR! aiid BY tdgeibestvith she @itrogmt dtem o mbidritieyireegaded do not form

cyclic esters: cycli.c,, aliphatic an r ti c ketones;
al kyPIWOEIW&QP%ﬂJééPy]o‘?%l ‘?h i?‘&st‘r’g§t?tug?ggf1’§ac et at es,
benzyl ketones,; acetophenone; al cohols;

cycl oal cohol s; glycols; glycol ethers and their )
3pol yAmosipopitiopybending|ty emy precegingdsing iiideh fielbenearprises a

aromati ¢ al,cohol.s: .carbonates;. . et . )

o et & SR pain B AR BT S R AR R PSR o

cl ai BlanvhArobhih gaheiag|cyed hydo@edores #dmhtiosolvdas; phosithorus
consi sting of white oil; decalin; nono, di or trj

al ky pelteEngsalvenisssulss gasiawingrglwsatsy piqeen pyntainmg solvents;

tri b%ﬂﬁﬁﬂa’ci@ %%8!“&%‘? tﬁéstérg;i Sorfiatic mono and di esters; cyclic esters; cyclic,

aliphatic and aromatic ketones; alkyl cyclohexanones, dialkyl ketones,
acetoacetates, benzyl ketones,; acetophenone; alcohols; cycloalcohols; glycols;
glycol ethers and their polymers; propylene glycols; glycol ether acetates;

aromatic alcohols; carbonates; ethers and halogenated solvents.

4. A composition according to the preceding claim, wherein the solvent is selected
from the group consisting of white oil; decalin; mono, di or tri alkylated
benzenes; Solvesso 100 or 200ND (t); tributyl phosphate or tris-2-
ethylhexylphosphate;methyl oleate;linoleic acid;linolenic acid;oleic acid;dimethyl
decanoamide; tetramethyl sulphone; dimethy! sulphoxide;alkyl ureas;
alkanolamines; morpholines; amides; alky! alkanoates, lactates and acetoacetates;
fumarates; succinates; adipates; maleates; glycerol and citric acid esters;alkyl
benzoates; benzyl alkanoates; alkyl salicylates; phthalates and dibenzoates;
gamma butyrolactone; caprolactone; terpene fenchone; cyclohexanone; alkyl
cyclohexanones; 2-ethylhexanol; cyclohexanol; tetrahydrofurfuryl alcohol;
ethylene and propylene glycol and their polymers; dipropylene glycol;
monomethyl or monobutyl ether; dipropylene glycol diacetate, or tripropylene

glycol monobutyl ether; benzyl alcohol; propylene or butylene carbonate;
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et hyl hexyl phosphat e; met hyl ol eate;linoleic acid;
i nol enic acid; ol ei c acid; di nethyl decanoam de;

wo edwarmsehyl sul phone; di met hyl sul rhoxi de; al kpCT/GBe@8/002738

al kanol am nes; norphol i nes;11am des; al kyl al kanoat es,
| act ates and acetoacetates; funmarates; succinates;

adi pat es. nml eat.es; gl rol, and citric acid, esters;
a1 ky iy eRioE o il e e, bR RE R the
pht hahpt&gkars di benzoates; gamma but yrol act one;
caprol actone; terpene fenchone; cycl ohexanone; al kyl
cycl ohexanones; 2-ethyl hexanol; cycl ohexanol ;
etragh fu : e .
Stg lyc g} é/ogﬁn;ggsﬁgoenl e{c&brgﬁi 58 Irlgir p%e?%c?%%éﬁg%g{)%f:@ %%ﬁ%& g&npnses at least
nmonowaé bythpoundeelwetedifsom tHelr@duip ainpisdiny bLagu@hiss Slrfactants,
di acetate, or, tripropylene glycol, K nonobutyl ether:
benz PPLYRIED ﬁlaiplse%%%gﬁp@n@veé%f%@r pigsdts Byipdetdight absorbers,
di me ' denalyl ol ner: .
Chi or G0 3Ra el e R PR SRR o iiffoine
accongsmg taste mogifiers cedivegtschml Immestanth f urt her
conprises at | east one conpound sel ected fromthe
group consi sting of adjuvants, surfactants, polyners,

6t hi cledinithsARRMcSordhsas bld hRcQlinPbaE N Soreil il @ RUBH of

i ght absorbers, anti” bacterial agents, salts, density
modi feraruda 1 &3 reassnt mgpnoamaaid of fromysk bio My edgemeight afdbe e
nmodi fjers,..cosol vents,, and hunectants. 6. A o
comn SePPTSLRRL MG pERER Y BRSLEH Rodeutar s
the tkepRubdwkighitormula 1 is present in an anount of
fromO0.1 to 99 % by wei ght of the conposition and the
agrochem cal is present in an anount of 0.1 to 75 %

T ke - %4 he .
Tone. o SN aink o 20 BIERIINAR B ARG SoABund of
1 i sfpmmbehis praseatincaanniunodf fro@ . Diclo% % 19w ikt ofehg ht

of the conposition, the agrochem cal is present _in an
anmouFempgsiiten thepgpechgmi 1s\,ggia.§mmanamoun ot 0.1 to 75 %, by weight

and the solvent is present in an amount of 0.1 to 90 %, likewise by weight.

8. A composition according to the preceding claim, wherein the ratio of compound
of formula 1 to agrochemical to solvent is defined within the limits 0.01 to 1 :

0.01to1:0.01to 1.

9. A composttion according to the preceding claim wherein the ratio of compound

of formula 1 to agrochemical to solvent is 1:1:1 or 2:1:1 or 2:1:2 or 3:1:1 or 3:1:2
or 4.5:1:4.5 or 6:1:3.

10. A composition according to any preceding claim, when formulated as an

emulsion concentrate (EC).

11. A method of making a composition according to any preceding claim, comprising
admixing a compound of formula 1 according to claim 1 with an agrochemical

according to claim 1.



and the solvent is present in an anpunt of 0.1 to 90 %

i kewi se by weight. 8. A conposition according to the
w@e@ometiong cl ai m wherein the rati o of conmpounelCDGB2008/002738

formula 1 to agrochem cal t1d solvent is defined within

the limts 0.01 to1: 0.01to1: 0.01to 1. 9. A

120D 98 ek o%s&i&hlﬁ% ak Qgﬂda%um B&s£ domiprisiha ;ﬁili@ﬁﬁ&ﬂoﬁhe pest, to

the ratio of conpoun formula 1 to agrochem cal

sol verlpcissomptisihgdt oro 11 smrf@qe an whigh giris gaprble afibeBigipresent, of an

or 4. A co Ition.accordin

ony et HeeGicicant AT ¢ SRRT Rt A e iR B ehgat Seims L to

conceptrate (EC). 11. A nmethod of nmaking a conposition

according to any preceding claim conprising adm xi ng

a conpound of formula 1 according to claiml1l with an

gro acc rdln 0 C

%on tr oﬁel f 2 é:ogllgo%gﬂl agt {(%}P%Pf a%{éﬂc}n% Coé‘ %1}1@5 ed 518 go c?onirol a plant
appl ipgst i on to the pest, to a locus conpr|S|ng it or
to a surface on which it is capable of being present,
of an pesticidally effective anount of a conposition
according to any one of claims 1 to 10. 13. Use of a
conposition according of any one of clains 1 to 10 to
control a plant pest.



