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SUMMARY OF THE INVENTION

[0007] The present invention has been made under the
circumstances as described above, an object of which is to
provide a prophylactic or ameliorating agent for
pigmentation having a novel scaffold which is preferably
usable to prevent or ameliorate pigmentation, and an
external preparation for skin which contains the same as a
component.

[0008] Taking the foregoing circumstances into



CLAIMS

1. A prophylactic oxr ameliorating agent for
pigmentation, comprising a compound represented by t
following general formula (1), an isomer thereof, And/or a

pharmacologically acceptable salt thexeof:

0
(CH,)n-S-OR,

R,00C “NH
0P~ (CH,Im-Rs

(wherein:

Ri1 represents a hydrogery atom or a limear chain or
branched alkyl group having 1 to 8 carbon atom(s);

R, represents a hydrogen atom, a substituted or
unsubstituted aliphatjc hydrocarbon group having 1 to 8
carpbon atom(s), a sﬁé;tituted or unsubstituted aromatic

group, a substituég; or unsubstituted polycyclic fused

aromatic group/ or a substituted or unsubstituted

heterocycli¢/group having a 5 to 12 carbon atoms;
Rz represents a substituted or unsubstituted aromatic
group, substituted or unsubstituted polycyclic fused
aromatic group, or a substituted or unsubstituted
heferocyclic group having a 5 to 15 carbon atoms;

n represents an integer of 1 or 2, and m represents an

integer of 0 to 3.}
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2. The prophylactic or ameliorating agent for
pigmentation according to claim 1, wherein in the gene
formula (1);

Ry represents a hydrogen atom or a linear chain or
branched alkyl group having 1 to 8 carbon atom(

Rz represents a hydrogen atom;

R; represents a substituted or unsubstituted aromatic
group, a substituted or unsubstituted poj)¥ycyclic fused
aromatic group, or a substituted or ungubstituted
heterocyclic group having a 5 to 15

arbon atoms;

n represents an integer of 1/or 2, and m represents an

integer of 0 to 3.

3. The prophylactic/or ameliorating agent for
pigmentation according claim 1 or 2, wherein in the
general formula (1):;

R; represents hydrogen atom or a linear chain or
branched alkyl grdup having 1 to 8 carbhon atom(s}):

R; represerits a hydrogen atom;

Rs; repreSents a substituted or unsubstituted aromatic
group, a sydbstituted or unsubstituted polycyclic fused
aromati¢/ group, or a substituted or unsubstituted
hetergeyclic group having a 5 to 15 carbon atoms;

n represents an integer of 1 or 2, and m represents 0.

4, The prophylactic or ameliorating agent for
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pigmentation according to any one of claims 1 to 3, wherei
in the general formula (1);

R; represents a hydrogen atom or a linear chain o
branched alkyl group having 1 toc 8 carbon atom{s};

R, represents a hydrogen atom;

R3; represents a substituted or unsubstitutéd aromatic
group, a substituted or unsubstituted polycy#Zlic fused
aromatic group, or a substituted or unsubstituted

heterocyclic greup having a 5 to 15 carpPon atoms;

n represents 1, and m represents/0.

5. The prophylactic or amgliorating agent for
pigmentation according to any 6ne of claims 1 to 3, wherein
the éompound represented by /the general formula (1) is N-
(o-tcluoyl)cysteic acid (fompound 1)}, N-{m-toluoyl)cysteic
acid (Compound 2), N-(p toluoyl)cysteic acid (Compound 3),
N-(p-methoxybenzoyl) ¢¥steic acid (Compound 4), N- (4~
phenylbenzoyl)cystgic acid {Compound 5), N-(p-

toluoyl)homocystéic acid {(Compound 6), an isomer thereof,

and/or a pharmécologically acceptable salt thereof:
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SO3H
N OH
H O

N-(o=toluoyl)cysteic acid (Compound 1);

SO5H

e

N- (m-toluoyl)cysteic acid (Compound 2)

SO3H
N OH
H O

N- (p-toluoyl)cysteic acid ACompound 3} ;

(4-phenylbenzoyl)cysteic acid (Compound 5);
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SO3H

/@/‘k OH
H O

{p-toluoyl)homocysteic acid {(Compound 6).

6. An external preparation for skin, cgntaining the
prophylactic or ameliocorating agent for pi ntation as
defined in any one of claims 1 to 5.

7. The external preparation r skin according to
claim 6, wherein 0.0001% by mass ¥ 20% by mass of the
prophylactic or ameliorating aggnt for pigmentation is
contained with respect to a tal amount of the external

preparation for skin.

8. The external/preparation for skin according to
claim 6 or 7, whereisfl the external preparation for skin is
a cosmetic preparation (provided that guasi-drug is
included).

9. external preparation for skin for skin
whitening, containing the compound represented by the
general formula (1), the isomer thereof, and/or the

pharmlacologically acceptable salt thereof.
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CLAIMS

1. An agent when used for prophylaxis or amelioration
of pigmentation, comprising a compound represented by the
following general formula (1), an isomer thereof, and/or a

pharmacologically acceptable salt thereof:

O
(CHa)N-$-OR;
R,00C “NH
o)\(CH?_)m—Rs

(1}
[wherein:

Ri repreéents a hydrogen atom or a linear chain or
branched alkyl group having 1 to 8 carbon atom(s);

Rz represents a hydrogen atom, a substituted or
unsubstituted aliphatic hydrocarbon group having 1 to 8 carbon
atom(s), a substituted or unsubstituted aromatic group, a
substituted or uvnsubstituted polycyclic fused arcmatic group,
or a substituted or unsubstituted heterocyclic group having a
5 to 12 carbon atons;

Rz represents a substituted or unsubstituted aromatic
group, a substituted or unsubstituted polycyclic fused
aromatic group, or a substituted or unsubstituted heterocyclic
group having a 5 to 15 carbon atoms;

n represents an integer of 1 or 2, and m represents an

integer of 0 to 3.]
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2. The agent when used for prophylaxis or amelioration
of pigmentation according to claim 1, wherein in the general
formula (1);

Ry represents a hydrogen atom or a linear chain or
branched alkyl group having 1 to 8 carbon atom(s);

R; represents a hydrogen atom;

R; represents a substituted or unsubstituted aromatic
group, a substituted or unsubstituted polycyclic fused
aromatic group, or a substituted or unsubstituted heterocyclic
group having a 5 to 15 carbon atoms;

n represents an integer of 1 or 2, and m represents an

integer of 0 to 3.

3. The agent when used for prophylaxis or.amelioration
of pigmentation according to clazim 1 or 2, wherein in the
general formula (1};

R; represents a hydrogen atom or a linear chain or
branched alkyl group having 1 to 8 carbon atom(s);

Re represents a hydrogen atom;

Rz represents a substituted or unsubstituted aromatic
group, a substituted or unsubstituted polycyeclic fused
aromatic group, or a substituted or unsubstituted heterocyclic
group having a 5 to 15 carbon atoms;

n represents an integer of 1 or 2, and m represents 0.

4. The agent when used for prophylaxis or amelioration
of pigmentation according to any one of claims 1 to 3, wherein
in the general formula (1);

R; represents a hydrogen atom or a linear chain or
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branched alkyl group having 1 to 8 carbon atom(s);

R: represents a hydrogen atom;

R3 represents a substituted or unsubstituted arcmatic
group, a substituted or unsubstituted polycyclic fused
aromatic group, or a substituted or unsubstituted heterocyclic
group having a 5 to 15 carbon atoms;

n represents 1, and m represents 0.

5. The agent when used for prophylaxis or amelioration
of pigmentation according te any one of claims 1 to 3, wherein
the compound represented by the general formula (1) is N-{o-
toluoyl)cysteic acid (Compound 1), N-(m-toluoyl)cysteic acid
(Compound 2), N-{p-toluoyl)cysteic acid (Compound 3), N-{p-
methexybenzoyl) cysteic acid (Compound 4), N-(4-
phenylbenzoyl)cysteic acid (Compound ), N-(p-
toluoyl)homocysteic acid (Compound 6}, an isomer thereof,

and/or a pharmacclogically acceptable salt thereof:
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SO,H
N OH
H O

N—-(o-tolucyl)cysteic acid (Compound 1);

SO5H

N

N- (m—toluogyl)cysteic acid (Compound 2);

SO;H

/@A OH
H O .

N-(p-toluoyl)cysteic acid (Compound 3};

SOsH

OQ/N OH

N- {p-methoxybenzoyl) cysteic acid {Compound 4);

o SCsH
OH
S
[

N- (4-phenylbenzovyl)cysteic acid (Compound 3);
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SO3H

i ra

N- {p—toluoyl)homocysteic acid (Compound 6}.

6. &n external preparation for skin, containing the
agent when used for prophylaxis or amelioration of

pigmentation as defined in any one of claims 1 to 3.

7. The external preparation for skin according to claim
6, wherein 0.0001% by mass to 20% by mass of the agent when
used for prophylaxis or amelioration of pigmentation is
contained with respect to a totzl amount of the external

preparation for skin.

8. The external preparation for skin according to claim
6 or 7, wherein the external preparation for skin is a

cosmetic preparation.

9. An external preparation when used for skin
whitening, containing the compound represented by the general
formula (1), the isomer thereof, and/or the pharmacologically

acceptable salt thereof.
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