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Title: PESTICIDAL FORMULATIONS

= from 50 to 120 °C and a solubility in water of not more than 0.2 % w/v or (i) a mixture of the pesticide (i) and one or more other
- pesticides having a melting point of at least 50 °C and a solubility in water of not more than 0.2 % w/v in the ratio of at least 1 part
by weight of the pesticide (i) to 10 parts by weight of the other pesticide or pesticides, (b) 2.5 to 20 % w/v of a non-ionic alkoxylate
surfactant, (¢) 0.5 to 5 % w#v of a naphtalene sulphonate-formaldehyde condensate, (d) 0.1 to 5 % w/v of a non-ionic polymethyl
methacrylate-polyethylene oxide graft copolymer, () 0 to 25 % w/v of other additives, and (f) water in sufficient amount to bring
the total composition o 100 % w/v. Pesticidal suspensions formulated in this way show less variation in viscosity than hitherto.
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PESTICIDAL FORMULATIONS

This invention relates to pesticidal formulations and, more particularly, to aqueous
suspensions of pesticides and of pesticide mixtures.

A pesticide which has a reasonably high melting point, a low solubility in water and
which is chemically stable in water is conveniently marketed in the form of an aqueous
suspension concentrate (SC). SCs are diluted when applied to plants, but marketing them in
concentrated form enables transport costs to be kept to a minimum.

Aqueous SCs may be prepared by bead milling the solid pesticide in water,
optionally with one or more dispersing agents, (the “premix”) to produce a fine aqueous
suspension (the “mill base””). One or more wetting agents may be included along with one or
more suspending agents (or anti-settling agents) to reduce the rate at which the milled
particles settle. Bioenhancing adjuvants to increase the bioefficacy of, particularly,
fungicides, and preservatives, antifoams, antifreezes and other agents may also be included.
These concentrates are often required to withstand storage for prolonged periods and then be
capable of further dilution to form aqueous preparations which remain homogeneous for a
sufficient time to enable them to be applied by conventional spray equipment.

Particularly suitable dispersing agents for use in SCs are the group of anionic
dispersing agents known as naphthalene sulphonate / formaldehyde condensates, and N
particularly suitable bioenhancing adjuvants are the large group of non-ionic ethoxylated
surfactants, for example, ethoxylated sorbitan esters or fatty alcohols. Unfortunately, SCs
prepared using these agents tend to vary in viscosity depending on the quality, in particular
the impurity content, of the active ingredient and also on the extent of any interaction
between the bioenhancing agent and dispersing agent. Inconsistencies in viscosity are
commercially unacceptable, causing problems in formulating SCs and in handling and
applying them. The object of the present invention is to provide an équeous pesticidal SC of
more consistent viscosity.

Thus according to the present invention there is provided an aqueous suspension of a
pesticide which comprises:

a) 5to 40% wiv of (i) a pesticide having a melting point in the range of from 350 to 120°C

and a solubility in water of not more than 0.2% w/v or (ii) a mixture of the pesticide (i) and

one or more other pesticides having a melting point of at least 50°C and a solubility in water
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of not more than 0.2% w/v in the ratio of at least 1 part by weight of the pesticide (i) to 10
parts by weight of the other pesticide or pesticides,

b) 2.5 to 20% w/v of a non-ionic alkoxylate surfactant,

¢) 0.5to 5% w/v of a naphthalene sulphonate-formaldehyde condensate,

d) 0.1 to 5% w/v of a non-ionic polymethyl methacrylate-polyethylene oxide graft
copolymer,

e) 0to25% w/v of other additives, and

f) water in sufficient amount to bring the total composition to 100 % w/v.

The abbreviation % w/v is used to mean the weight in grammes present in every 100
millilitres volume of the suspension.

Component (a) of the aqueous suspension consists of the pesticide (i) alone or a
mixture of the pesticide (i) with one or more other pesticides. In either case it represents 5 to
40% wiv, suitably 20 to 30% w/v and typically approximately 25% w/v, of the total
composition of the suspension.

Pesticides having a melting point below 50°C do not lend themselves to being
formulated as SCs by the bead milling process due to temperatures of 60°C or higher being
reached in an uncooled bead mill. With cooling, it may be possible to keep the mill
temperature sufficiently low to mill pesticides having a melting point down to around 50°C.

The pesticide (i) will not normally have a melting point higher than 120°C.
Inconsistencies in the viscosity of SC formulations of pesticides with melting points above
this level are less marked and, therefore, there is less value in formulating pesticides with
melting points this high using the present invention. The invention is of greater value when
used with pesticides having a melting point in the range of from 55 to 110°C, preferably 60
to 100°C, more preferably 65 to 90°C and especially 70 to 80°C.

Pesticides having a solubility in water of more than 0.2% w/v (2000 ppm) are not
usually suitable for formulating as SCs. Normally, those suitable for use in the present
invention will have a solubility of not more than 0.1% w/v, preferably less than 0.02% w/v
and ideally less than 0.005% w/v.

Pesticides include herbicides, insecticides and fungicides. Examples of pesticides

having a suitable melting point and a suitable level of water solubility for use in this

invention are napropamide, haloxyfop, clodinafop-propargyl, cypermethrin, alpha-
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cypermethrin, beta-cypermethrin, cyproconazole, difenoconazole, hexaconazole,
penconazole, tebuconazole, azoxystrobin, kresoxim-methyl, metominostrobin, picoxystrobin,
pyraclostrobin, trifloxystrobin, cyprodinil, fluazinam and quinoxyfen. The invention is,
however, particularly useful for fungicides, as a large number of these are sold as SCs.
Fungicides, for which the invention is of special interest are the strobilurin fungicides and
particularly picoxystrobin.

The other pesticide or pesticides which may be used in combination with the pesticide
(i) in component (a) have a melting point of at least 50°C and a solubility in water of not
more than 0.2% w/v. While the lower melting point and solubility requirements are necessary
for the optional pesticide or pesticides, for the same reasons as for the pesticide (i) discussed
above, there is no need to impose an upper limit on their melting points.

Examples of suitable optional pesticides include those described above for the
pesticide (i) and additionally, chlorothalonil, fludioxonil, epoxiconazole, paclobutrazol and
thiabendazole, which have melting points above 120°C. The invention is particularly useful
for fungicide mixtures, i.e. where the pesticide (i) and the other optional pesticide or
pesticides are all fungicides. Of special interest are formulations in which the pesticide (i) is
a strobilurin fungicide, for example picoxystrobin, and the other pesticide or pesticides are
fungicides. Of even more interest are mixtures of picoxystrobin with a triazole fungicide
such as hexaconazole or cyproconazole.

There should be used at least 1 part by weight of the pesticide (i) in combination with
10 parts by weight of the other pesticide or pesticides. Normally the weight ratio of the
pesticide (i) to the other pesticide or pesticides will be in the range of 1:7.5 to 5:1, for
example 1:2.5 to 3.5:1. Of particular interest is a mixture of pesticide (i) and another
pesticide used in a weight ratio (pesticide (i) : other pesticide) in the range 1:2.5 to 2.5:1,
typically 1:1.

Component (b), which comprises 2.5 to 20% w/v, suitably 10 to 15% w/v, of the total
composition will normally be present in approximately half the weight % of component (a).
It may be any non-ionic alkoxylate (typically ethoxylate) surfactant. Thus it may be an
aliphatic alcohol alkoxylate, for example, an aliphatic alcohol ethoxylate. For particular
mention are alcohol ethoxylates prepared from saturated or unsaturated, linear or branched

aliphatic alcohols having on average from 8 to 20 carbon atoms, and which contain from 5 to

25, typically from 10 to 20, ethylene oxide units per molecule. Ethoxylates favoured because
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of their biological enhancing effect, are those which contain from 8 to 18, for example from
12 to 18, carbon atoms in the alcohol moiety and 10 to 20 ethylene oxide units, ideally 17
carbon atoms and 17 ethylene oxide units. Such surfactants are commercially available and
sold under trade marks such as Brij, Volpo, Arlasolve, Atphos, Synperonic and Lubrol, the
name sometimes indicating the average number of carbon atoms in the alcohol and/or the
average number of ethylene oxide units per molecule, for example, Lubrol 17A17. Other
suitable ethoxylates include the condensation products of ethylene oxide with fatty alcohols
such as oleyl or cetyl alcohol, with alkyl phenols such as octyl- or nonylphenol, octylcresol or
tristyryl phenol, with amines, with castor oil and with esters. Of particular interest are the
sorbitan ester ethoxylates (e.g. Tween 20). Other suitable ethoxylates include the
ethyleneoxide/propylene oxide/ethylene oxide block copolymers sold, for example, under the
trade mark Pluronic.

Component (c), which comprises 0.5 to 5% w/v, suitably 2 to 3% w/v, of the total
composition will normally be present in approximétely one tenth the weight % of component
(a). It may be any naphthalene sulphonate-formaldehyde condensate and will usually be in
the form of the sodium salt. An example of a suitable commercial product is Morwet D425,

Component (d), which comprises 0.1 to 5% w/v, for example 0.1 to 4.5% w/v, 0.1 to
4% wiv, 0.1 to 3% wlv, 0.1 to 2% w/v or 0.1 to 1% w/v, of the total composition need only
be present in very small amounts to moderate the viscosity of the suspension. Thus an
acceptable consistency of viscosity is obtained using amounts of 0.1 to 0.9%, preferably 0.1
to0 0.5% w/v of component (d), typically 0.3 to 0.4% w/v. Any non-ionic polymethyl
methacrylate-polyethylene oxide graft copolymer may be used. Suitably it has a molecular
weight of 20,000 to 30,000. Of particular advantage is the product sold under the trade mark
Atlox 4913, This product contains approximately one third of the ionic polymethyl
methacrylate-polyethylene oxide graft copolymer, one third water and one third propylene
glycol. Thus, typically, when Aflox 4913 is used it will form 1% w/v of the total composition
- equivalent to 0.33% w/v of component (d).

Other additives which may be included as component {(e) are, for examﬁle,
antisettling or suspending agents, antifoaming agents, antifreezes and preservatives. Suitable
suspending agents, typically used in amounts of from 1 to 5% w/v, are hydrophilic colloids

(for example, polyvinylpyrrolidone, sodium carboxymethylcellulose and xanthan gums, e.g.

Kelzan), and swelling agents and clays such as bentonite, attapulgite and silica. Antifreezes,
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such as propylene glycol, and antifoams, such as the silicon antifoams, may together make up
5 to 15% w/v of the composition. Suitably about 1% w/v of a preservative, such as a biocide,
may also be added.

The suspension may conveniently be prepared by premixing the pesticide (i) and
other optional pesticide or pesticides with water, antifoam and the component (c) dispersant,
bead milling the premix to form a 50% w/w aqueous mill base, and then incorporating the
other components. Preferably the component (d) dispersant is incorporated before the
bicenhancing adjuvant, component (b).

In one particular aspect of the invention there is provided an aqueous suspension of
picoxystrobin which comprises:

a) approximately 25% w/v of picoxystrobin,

b) approximately one half the weight % of component (2) of a non-ionic ethoxylate
surfactant, v

c) -approximately one tenth the weight % of component (a) of a naphthalene sulphonate-
formaldehyde condensate,

d) 0.1 to 0.9% w/v of a non-ionic polymethyl methacrylate-polyethylene oxide graft
copolymer,

e) 5to 15% w/v of other additives, and

f) water in sufficient amount to bring the total composition to 100 % w/v.

In another aspect of the invention there is provided an aqueous suspension of picoxystrobin
which comprises:

a) approximately 25% w/v of a mixture of picoxystrobin and hexaconazole in approximately
equal parts by weight,

b) one quarter to one half the weight % of component (a) of a non-ionic ethoxylate
surfactant, |

c) approximately one tenth the weight % of component (a) of a naphthalene sulphonate- |
formaldehyde condensate,

d) 0.1 t0 0.9% w/v of a non-ionic polymethyl methacrylate-polyethylene oxide graft
copolymer,

e) 5to 15% w/v of other additives, and

f) water in sufficient amount to bring the total composition to 100 % wi/v.




SUPERINTENDENCIA DE INDUSTRIA Y COMERCIO
DIRECCION DE NUEVAS CREACIONES

202085

Bogota, D.C,,

Abogado

MARGARITA CASTELLANOS A.

ASUNTO Radicacion 06089133
Tramite 011
Evento 378
Actuacién 519 ‘
Oficio @5 T
Folios 10

Patente de Invenciéon Patente de Modelo de Utilidad D

Via Nacional D

Via PCT (fase nacional) Cap. | Cap. Il [ ]

No. Sol. Internacional: PCT/EP2005/002755
Fecha de Presentacion Internacional: 2005-03-15

Como resultado del examen de fondo, realizado con fundamento en el articulo 45
de la Decision 486 de la Comisidon de la Comunidad Andina, se le comunica:

1. Documentos estudiados
Capitulo descriptivo; Folios 39 a 66 y 71 tal y como fueron presentados.
Capitulo reivindicatorio: Folios 67 a 71 tal y como fueron presentados.
Prioridad: Folio 1 US 60/553494 2004-03-16
EP04013030,4 2004-06-02.

2. Objeto de la invencion

Titulo de la solicitud: Composiciones pesticidas para el tratamiento de semillas.
Folio 1.

Objeto de la invencidn: El objeto de la presente solicitud de patente de invencién
se refiere a una composicién acuosa nematicida y/o insecticida en forma de una
suspension.

La presente solicitud de patente indica que existe la necesidad de mejorar la
adherencia de los agroquimicos a las semillas tratadas, pues debido a varios
procesos de manipulacion la posibilidad de pérdida de dicho polvo quimico es
grande y los riesgos para la salud humana también. Para solucionar este
problema tecnico la solicitud plantea una composicion pesticida que consiste en
cierto tipo de compuestos tensoactivos en una proporcion definida y que provee
una reduccion de las particulas generadas en el aire.

El objeto de la solicitud definido anteriormente se clasificé en la AOTN 43/90;

i - e - -~ sem a 4 m 3 s



3. De la solicitud de Patente

El solicitante debe modificar el titulo de la invencién de tal forma que indique
especificamente la materia objeto de invencion.

3.1.Descripcién (articulo 28 D 486)

LL.a descripcidn no hizo referencia a la tecnologia anterior conocida (referencias 6
publicaciones anteriores) tal como lo pide el numeral b) del articulo 28.

Asimismo mismo tampoco presento alguna evidencia comparativa especifica,
donde se muestren las eventuales ventajas de la invencién. Si bien es cierto que
la tabla 1 presenta posibles combinaciones de elementos y un resultado final en
cuanto a la cantidad de polvo en el aire. También es cierto que esta tabla, que
deberia mostrar de forma especifica la mejor manera de llevar a cabo la
invencion, resulta ser una generalidad que no ilustra de forma suficientemente
clara la invencion.

Nétese que el unico elemento que ha sido definido es el ingrediente activo
(abamenticna), el resto de elementos se presenta como una generalidad y no se
logra entender cual es la combinacion especifica de elementos que tendrian un
aporte a la técnica.

En consecuencia la descripcidén no cumplié con el requisito de claridad y/o
divulgacion completa lo que haria dificil su comprensién y ejecucién de acuerdo al
art. 28 de la Decision 486.

3.2.Reivindicaciones (articulo 30 D 486)

Iniciaimente se debe indicar que el capitulo reivindicatorio es presentado en un
lenguaje muy general y no se define especificamente el alcance de la invencion.
Especificamente las expresiones “por lo menos” “al menos” “como minimo” y
tambien:

ST

a. Porlo menos un insecticida y/o nematicida.

b. Porlo menos 3%

c. Opcionalmente al menos otra sustancia cuyo punto de fusién esta por
encima de 30°C. (esta frase no define ningin compuesto en particular, ni
siquiera una familia de compuestos. Sirvase retirarla).

d. Porlo menos dos compuestos tensoactivos...

En otras palabras, el capitulo reivindicatorio es una generalizacién sin suficiente
sustento en la descripcion. El ejemplo general de tabla 1, resulta ser insuficiente
para las amplias extrapolaciones que se incluyen en el capitulo descriptivo.

Asi por ejemplo, las formulaciones de la tabla 1 utilizan surfactantes aniénicos
unicamente, la generalidad para definir el componente B es muy grande e incluye
mas que surfactantes aniénicos.

Asimismo las formulaciones ensayadas solo comprenden dos tipos de
surfactantes uno aniénico y otro polimérico no i6nico. La reivindicacion incluye
mezclas de mas de dos tipos de surfactantes.

Igualmente el Unico ingrediente activo que se ensayo fue la abamectina. De forma
tal que la generalidad “un insecticida y/o nematicida” también resulta ser muy
amplia y no hay razdn para realizar dicha extrapolacion.
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El solicitante debe limitar el alcance de la invencion e indicar especificamente los
elementos de la composicion de interés. Definiendo estos también, de forma
especifica.

De otra parte la reivindicacion 16 hace referencia al material de propagacion
vegetal que no es mas que las semillas que han sido tratadas con la mezcla de
interés, sin embargo, un material vegetal no pueden ser consideradas un
elemento caracteristico del objeto de la invencion (la mezcla 6 combinacion). Mas
aun las semillas como tal, son solo elementos naturales y no constituyen un
objeto patentable que sea producto de la actividad inventiva humana. Sirvase
suprimir esta reivindicacion.

En conclusion, el capitulo reivindicatorio no cumple con el requisito de concision y
sustento en la descripcién de acuerdo al art. 30 de la Decisién 486 o art.22
Tratado PCT.

4. Reivindicaciones relativas a un uso o a un segundo USO (artticulos 14 y 21 D 486)

Las reivindicacién 17 hace referencia al uso de una composicién pesticida. Lo
cual de acuerdo con el articulo 14 no es patentable pues no corresponde a una
invencion de producto ni de procedimiento.

Asimismo el procedimiento de la reivindicacion 15 es correspondiente al uso de la
composicion de la reivindicacién 1 para proteger el material de propagacion
vegetal del ataque de pestes. Es evidente que la llamada etapa de “mediante
tratamiento” corresponde a la forma de usar la composicién. Por lo tanto dicho
procedimiento no es patentable a partir del articulo 14 de la Decision 486.

Se le aclara al solicitante que un procedimiento cuya Unica etapa es una
aplicacion corresponde tan solo a una aplicacion, y una aplicacién es un uso.
Sirvase retirar dichas reivindicaciones.

5. Determinacion del Estado de la Técnica

Considerando que la fecha de la prioridad de la solicitud internacional PCT es
2004-03-16, se realizd la busqueda en el estado de la técnica y se encontraron los
documentos relacionados a continuacion, que pueden afectar la patentabilidad del
objeto de la presente solicitud:

’ Fecha de
[+]

N Documento Titulo publicacion
D1 WQ02/19821 L Pesticidal formulation 2002-03-14

6. Analisis de patentabilidad (articulo 14 D486)

6.1. Novedad (articulo16 D486)

La solicitud de patente en estudio presenta una composicién acuosa nematicida
y/o insecticida para el tratamiento de semillas en forma de suspension que
comprende:

AY Por lo menos un insecticida y/o nematicida en una cantidad por lo menos

|03
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B) Por lo menos dos compuestos tensoactivos, donde (i) al menos un
compuesto tensoactivo... y (ii) al menos un compuesto tensoactivo no
ionico...

Siempre que la relacion en peso de (B):(A) este en el rango de 0.08 a 0.5 y al
relacion en peso de (ii):(i) sea como minimo de 0.5.

La anterioridad D1 divulga suspensiones acuosas pesticidas que comprenden:

- Un pesticida 6 mezcla de ellos

- Un surfactante no iénico alcoxilato.

- Un surfactante tipo naftaleno sulfonato-formaldehido
- Un copolimero no idnico.

- Y otros aditivos.

Al comparar los componentes y proporciones de la composicién de esta solicitud
con los componentes y proporciones de la formulacion de D1 se observa que son
iguales. Es decir la anterioridad D1 ya habia planteado la combinacion entre un
pesticida, un surfactante aniénico y un surfactante polimérico no iénico en las
mismas proporciones aca planteadas.

En consecuencia la composicidén de la reivindicacién 1 carece de novedad a partir
de D1, asi como la materia de las reivindicaciones dependientes, puesto que no
presentan ninguna otra caracteristica que las pudiera hacer nuevas.

6. Conclusion

Los requisitos de patentabilidad de la presente solicitud se encuentran afectados
asi:

N° Documento N° Reivindicaciones afectadas Requisito que afecta

D1 Ww002/19821 1-14 Novedad

En cumplimiento del articulo 45 de la Decisibn 486 de la Comisién de la
Comunidad Andina, se le indica que debe dar respuesta dentro del término de
sesenta dias contados a partir de la fecha de notificacion de la presente
comunicacién. En caso de no dar respuesta al presente requerimiento, o si a
pesar de la respuesta subsistieran los impedimentos para la concesion, se
denegara la patente.

Notifiquese el presente oficio conforme a lo dispuesto en el numeral 5.2, literal e),
del capitulo quinto del titulopn'm]ero de la Circular Unica N° 10 de 2001.

ALIX CARMENZA CESPEDES DE VERGEL
Directora dg’Nuevas Creaciones (C) a, mry AN
El anterior requerimiento fue notificado por fijacion en lista, de fecha 2404
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