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(54) Titlee COSMETIC AND/OR DERMATOLOGICAL COMPOSITION CONTAINING A MEROCYANINE DERIVATIVE
COMPRISING SPECIFIC POLAR GROUPS CONSISTING OF HYDROXYL- AND ETHER-FUNCTIONALITIES
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(57) Abstract: The present invention relates to a cosmetic and/or dermatologigal composition comprising in a physiologically ac-
ceptable medium at least one merocyanine derivative of formula (1) or (2) and/or its E,E-, E,Z- or Z,Z-geometrical isomer forms:
comprising specific polar groups consisting of hydroxyl- and ether-functionalities. Another object of the present invention relates to
a cosmetic process for controlling and/or improving the darkening of the skin under exposure to UV radiation and the homogeneity
of the colour of the complexion which comprises the application onto the skin of a cosmetic composition as above defined. Another
object of the present invention relates to a cosmetic process for protecting the keratinic materials and particularly the skin against
photo-ageing which comprises the application onto the keratinic material of a cosmetic composition as above defined.
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AMENDED CLAIMS
received by the International Bureau on 23 April 2013 (23.04.13)

1. Cosnetic and/ or der mat ol ogi cal conposition

conprising in a physiologically acceptable nedium at

5 | east one nerocyanine derivative of formula (1) or (2
and/or its BE/E-, E/ Z- or Z/Z geonetrical isoner fornmns:
R R

|2 3 R7
N = and . I
! SN (2) Rq

R, R,

wher ein

10 RrRi and R, independently of each other are hydrogen; G~
C,,al kyl, C,- C,,al kenyl C,- C,,al ki nyl, whi ch are
optionally substituted by at |east one hydroxy; or Ri
and R, together with the nitrogen atom linking them form
a -(CHy),- ring which is optionally i nterrupted

15 by -0- or by -NH;

Rs is a - (Cc=0) OR6group; or a - (co NHRsgroup;

Re is G -Cyalkyl, C,-GC.al kenyl , GC,-GCalkinyl , Cs-
C,,cycl oal kyl or c3-C,,cycloal kenyl , which is optionally
substituted by one or nore than one OH;

20 R, and Rs are hydrogen; or R, and R forma -(CH,),- ring
which is optionally substituted by G -Csalkyl and/or
interrupted by one or nore than one -0- or by -NH;

n is a nunber from2 to 7;
R; and R@ i ndependently of each other are hydrogen; G~

25 GC,,al kyl, G- G,al kenyl G- G.al ki nyl , whi ch is
optionally interrupted by one or nore than one O and/or
substituted by one or nore than one OH C;-C,cycl oal kyl
or G;-C,cycloal kenyl, wherein said GC;-C,cycloalkyl or
C;- C,,cycl oal kenyl is optionally interrupted by one or

30 nore than one -0-;
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or R, and Rg together wth the nitrogen atom |inking
them form a -(CH,)n- ring whi ch is optionally

interrupted by one or nore than one -0- ;

Ry, and Rio are hydr ogen; or R9 and RIO form
a -(CHy),- ring which is optionally substituted by O -
C4al kyl and/or interrupted by -0- or by -NH;

A is -0-; or -NH
RN is ci-Gu2alkyl, C,- C,,al kenyl , C,-C,al kinyl , Cs-
C,,cycl oal kyl or C;-C,,cycloal kenyl , which is optionally

interrupted by one or nore than one 0; or C-C,alkyl or
C,-C,,al kenyl which is substituted by c3-C,,cycloal kyl or
Cs;-C,,cycl oal kenyl, wherein said C;-C,,cycloalkyl or C3-
C22cycl oal kenyl is optionally i nt‘errupt ed by one or
nmore than one -0-;

with the proviéo t hat

(n at least one of R;, R,, R, and Rs is substituted by
hydr oxy;

(r1y if one of Ry is hydroxyethyl |, R, i s not hydr ogen,
met hyl or ethyl or hydroxyethyl; and if Rl is hydrogen,
R2 is not |-hydroxy-3-nethyl-but-2-yl ;

(1) if R¢ is substituted by one or nore than one OH
one of Ry and R, is C4-Cyalkyl; or Ri and R, together
W th t he I'i nking nitrogen form a piperidyl or

nmor phol i nyl  radical;
(1vy at least one of R, and Rg, or Ry; is interrupted by

one or nore than one -0-.

2. Conposition according to claim 1, wherein

Ri and R, independently of each other are hydrogen;, G~
C,,al kyl, C,- C,,al kenyl , C,- C,,al ki nyl, whi ch are
optionally substituted by at Ieast one hydroxy; or Ri
and R, together wth the nitrogen atom linking them form
a ~(CH,),- ring which is optionally i nterrupted

by -0- or by -NH;
AMENDED SHEET (ARTICLE 19)
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Rs is a - (C=0) ORsgroup; or a - (CO NHRggroup;
Re is G ~C,,al kyl, C,-C,,al kenyl , C,-C,,al ki nyl, Cs-
C,,cycl oal kyl or C;-C,,cycloalkenyl , which is optionally

substituted by one or nore than one OH

Ry and RrRs are hydrogen;v or Ry and Rs form a -(CH2) ,~ ring
which is optionally substituted by G -C,al kyl and/ or
interrupted by -0- or by -NH;

n is a nunber from 2 to 7;

R, and Rg independently of each other are hydrogen;, G-
C,alkyl, C,- C,,al kenyl C,- C,,al ki nyl , whi ch is
optionally interrupted by one or nore than one 0 and/or
substituted by one or nore than one OH or Ry and RS
t oget her with the nitrogen atom linking them form
a -(CH,),- ring which is optionally inferrupted by one
or nore than one -0- ;

Ry and Ro are hydr ogen; or Ry and Ro form
a -(CH,),- ring which is optionally substituted by G-
Csal kyl and/or interrupted by -0- or by -NH;

A is -0-; or -NH

Ri1 is G-C,alkyl, C,-C,,al kenyl ,  C,-C,,al ki nyl, Cs-
C,,cycloal kyl or C3-C22cycl oal kenyl, which is optionally
interrupted by one or nore than one 0;

with the proviso that

(1 at least one of R, R, and Rg is substituted by
hydr oxy;

(1) if one of Ry is hydroxyethyl , R, is not hydrogen,
methyl or ethyl or hydroxyethyl; and if Ri is hydrogen,
R, is not |[-hydroxy-3-nethyl-but-2-yl ;

(i) if Rg i s substituted by one or nore than one OH
one of Ri and R, is Ci;-Cynalkyl; or Ri and R, together
W th t he I'i nki ng nitrogen form a piperidyl or

nor phol i nyl radi cal ;

(1vy at least one of R; and Rs, or Ri; is ihterrupted by

one or more than one -O-.  AMENDED SHEET (ARTICLE 19)
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3. Conposition of forml a (1) according to claim 1 or
2, wherein

Ri and R, independently of each other are hydrogen; G-
Cisal kyl ; or hydroxy - C3-Cial kyl ;

wherein at least one of R and R, is hydroxy -C;-Cijal kyl ;
and

Ry, R and RrRs are defined as in claim 1.

4. Conposition of fornula (1) according to any of
clains 1to 3, wherein
R is Ci-Ciyalkyl, which is optionally substituted by

one or nore than one hydroxy.

5. Conposition of formula (1) according to claim 1 or
2, wherein

R, is Ci-Ci,al kyl which is substituted by one or nore
t han one hydroxy;

one of R and R, is GC;-Cyalkyl; or R and R, together
with the nitrogen atom linking them form a -(CH,)n-ring
which is optionally interrupted by -0- and/or -N+4; and

R4 and R5 and n are defined as in claim 1.

6. Conposition of fornula (2) according to claim 1 or

2, wherein

R,, is a radical of _
—(CHY)7-O—R, , wherein

formula (la)

Ri, is Ci-Cialkyl; or Ci-Csal koxy -Ci- Cgal kyl ;

m is a nunber from1lto 5; and

R;, Rs, RO, Rio and A are defined as in claim 1.

7. Conposition according to any of claine 1 to 6,
wherein in formulas (1) and (2)
Ri and R, and R, and Ry respectively together wth the

AMENDED SHEET (ARTICLE 19)
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linking nitrogen atom form a piperidyl radical or a

nor phol i nyl radical.

8. Conposition according to any of clains 1 to 6,
wherein in fornulas (1) and (2) :
R and Rs and Ry and R,, respectively form a carbocyclic

ring which contains 6 carbon atons.

9. Conposition according to any of claims 1 to 5 and 7
to 8, in which the conpounds of formula (1) are
sel ected from those wherein

Ri and R, independently form each other are hydrogen; or
G -C,,al kyl; or hydroxy-C -C,,alkyl ; or Ri and R, together
with the nitrogen atom are linked together to form a
pi peridyl or norpholinyl radical;

Ry is a - (C=0) ORg group; or a - (CO NHRggroup;

R is G-Cyalkyl, which my be substituted by one or
nore than  one -OH

R, and Rg are hydrogen; or R, and Rg are |inked together
to form a carbocyclic ring which contains 6 carbon

atons .

10. Conposition according to any of claims 1 to 9, in
which the conmpounds of fornmula (1) are selected from
t hose wherein

R; and R, independently of each other are hydrogen; or
hydroxy-GC -C,,al kl; wherein at l|least one of Ri and R, is
hydr oxy-G - C,,al kyl ;

Ry is a - (C=0) ORggroup; or a - (C=0) NHRegroup;

Rg i s ci-C,alkyl; and

Rs and Rs are hydrogen; or R, and R; are |inked together
to form a carbocyclic ring which contains 6 carbon

atons .

AMENDED SHEET (ARTICLE 19)
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11. Conposition according to claim 1, in which the
compounds  of formula (2 are selected from those
wher ei n |

R, and Rg independently of each other are hydrogen or
G -Cgalkyl, which is optionally interrupted by one or
nore than one -0-;

Ais -0-; or -NH

Rn is C-C22alkyl; and

Rg and Ro are hydrogen; or Rg and Rjo are |inked
together to form a carbocyclic ring which contains 6

carbon atons .

12. Composition according to claim 1, in which the
compounds of formula (2) are selected from those
wher ei n

R, and Rg together wth the nitrogen atom form a
nmor phol i nyl or piperidyl radical;

Ais -0-; or -NH

Rn is ci-C,2alkyl; which is interrupted by one or nore
than one -0-; and

R, and Ro are hydrogen; or Rg and Rio are |inked
together to form a'carbocyclic ring which contains 6

carbon atons.

13. Conposition according to claim 12, in which the
compounds of fornmula (20 are selected from those, |
wher ei n

Rn is a radical of —(CH)70—R,, , wherein

R2 is G-Cgalkyl; or G -Csal koxy-GCi -C,al kyl ;

mis a nunber from 1 to 3; v

R, and Rg, independently of each other are hydrogen;
C-C2alkyl, which is optionally interrupted by one or
nore than one 0; or R, and Rg together with the nitrogen

atom form a norpholinyl or piperidyl radical;

AMENDED SHEET (ARTICLE 19)
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hydrogen; or form a carbocyclic ring

which contains 6 carbon atons; and

Ais -0-; or

14. Conposi tion
13, in which
the group of

- NH.

according to any of the clainms 1 to

the merocyanine derivative is selected in

the followi ng conmpounds and their E/E EZ

or Z/Z geonetrical 1isomer forns:

SARSAn

2-ethoxyethyl (2E,4E)-2-
cyano-5-(piperidin-1-

yl)penta-2,4-diencate

14

OO~
H
O ~N N
~N

ethyl (2Z)-cyano{3-[(3-
methoxypropyl)amino]cyclo
hex-2-en-1-

ylidene}ethanoate

15

I H
H
L/N ~
N
N

(22)-2-cyano-N-(3-
methoxypropyl)-2-{3-[(3-
methoxypropyl)amino]cyclo
hex-2-en-1-

ylidene}ethanamide

AMENDED SHEET (ARTICLE 19)
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O O ~a
H o)
Ao N =

N
~N

2-ethoxyethyl (2Z) ~
22 cyano{3-[ (3~
methoxypropyl)amino]cyclo
hex-2-en-1-

ylidene}ethancate

I
o) oo\)\
H
| PP

27 2-methylpropyl (22) -

N
N

cyano{3-[(3-
methoxypropyl)amino]cyclo
hex-2-en-1-
ylidene}ethanoate

O o O\/\O/\/\
29 L/H _
\\N
0 00 O
31 L/H _
\\N
0 O 0 ~_70
37 Lk} )
SN
N

15. Conposition according to claim 14, wherein the

nmerocyanine derivative is the conpound 2-ethoxyethyl
(22) -cyano{ 3- [ (3-net hoxypropyl) am no] cycl ohex-2-en-1 -

yl i dene} et hanoat e (25) in its EZ geonetrical i soner

AMENDED SHEET (ARTICLE 19)
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form of fornul a
AO N N
~N

and/or its E/E geonetrical isomer form of fornula

N o
P
H
SO N O
o

16. Conposition according to any of the clains 1 to 15,
further containing a system for screening out both UVA

radi ation and UVB radi ati on.

10 17. Conposition according to any of the clainms 1 to
16, further cont ai ni ng one or nore conplenentary
hydrophilic, [lipophilic or insol ubl e organi ¢ screening
agents and/or one or nore inorganic screening agents

which are active in UVA and/or UVB.

15
18. Conposition according to any of the clains 1 to
17, further containing at |east one dibenzoyl nethane
derivative and particularly But yl Met hoxy
D benzoyl net hane .

20

19. Conposition according to any of the clains 1 to 18,

containing at |east one dibenzoyl nethane derivative and

particularly Butyl Methoxy Dibenzoyl nethane and the

mer ocyani ne conmpound the conpound 2-ethoxyet hyl (22) -
25 cyano {3- [ (3- met hoxypropyl ) am no] cycl ohex-2-en-1 -

yl i dene }ethanoate (25) in its E/ Z geonetrical i soner

form of fornul a

AMENDED SHEET (ARTICLE 19)
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O N Z Sy

and/or its E/E geonetrical isomer form of formula :

N 0
il H
H
AON 7
o)

20. Conmposition according to any of the preceding
cl ai ns, cont ai ni ng at | east one fatty subst ance

selected from oils and waxes

21. Conposition according to any of the the preceding
cl ai ns, cont ai ni ng at | east one hydrophilic or

i pophilic thickener.

22. Conmposition according to any of the preceding
clains, containing at |east one enulsifier of the type
hydr ophobi cal | y nodi fi ed ihuline as Inuline Lauryl
Car bamat e .

23. Conmposition according to any of the preceding
clainms, containing at |east one depignenting agent, and
preferably at I|east one hydroxylated diphenyl nethane

derivative, and particularly the conpound of structure:

24. Cosnetic process for controlling and/or inproving -

the darkening of the skin under exposure to W

AMENDED SHEET (ARTICLE 19)
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radiation and the honogeneity of the colour of the
conpl exion which conprises the application onto the
skin of a cosnetic conposition as defined in any of the

precedi ng cl ai ns.

25. "~ Cosnetic process for protecting the keratinic
mat eri al s and particularly the skin against phot o-
agei ng whi ch conpri ses the application onto the
keratinic material of a cosnmetic conposition as defined

in any of the preceding clains.

26. Use of the merocyanines of fornula

R' R' O~ A
,1‘2 P 3 e R
(1’) R} = \\N and (2') R,;N NG S
R, Ry : , N
R9 R10

Ri and R', independently of each other are hydrogen;

G ~C,,al kyl, C,- C,zal kenyl , C,- C,,al ki nyl , whi ch are
optionally substituted by at |east one hydroxy; or R'I
and R', together wth the nitrogen atom Ilinking them
form a -(CHy,)n- ring which is optionally interrupted

by -0- or by -NH;

R'3 is a - (C0) ORggroup; or a - (CO NHR'ggroup;

R'e 1is C-C,alkyl, C,-C,,al kenyl , GC,-C,,al kinyl , GCs;-
C,,cycloal kyl or GC;-C,,cycloal kenyl , which is optionally
substituted by one or nore than one OH

R'y and R's are hydrogen; or R'y and R's form
a -(CHy),- ring which is optionally substituted by d -
Csal kyl and/or interrupted by -0- or by -NH;

n is a nunber from 2 to 7;

R'; and R'g independently of each other are hydrogen;

G - C,,al kyl, C,- C,,al kenyl C,- C,,al ki nyl whi ch is
optionally interrupted by one or nore than one 0 and/or

substituted by one or nore than one OH or R'; and R'g
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together with the nitrogen atom Ilinking them form
a -(CHy,)n~ ring which is optionally interrupted by -0- ;
R's and Rr'io are hydrogen; or RrR'g and Rr'io form
a -(CH,)n~ ring which is optionally substituted by G-
Csal kyl and/or optionally interrupted by -0- or by -NH;
A is -0-; or -NH

R'11 is GC-Cyalkyl, C,- C,,al kenyl , C,-C,,al kinyl , Cs-
C,,cycloal kyl or Cs-C,,cycloal kenyl , which is optionally
interrupted by one or nore than one 0;

for protecting body care products from photolytic and

oxi dative degradation.
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