
1 057350  G-11708
2 057348  G-11706
3 057349  G-11707

F.C. Tablets 1、2、3 mg

Eszopiclone 1
Eszopiclone (52 59%) Eszopiclone

Eszopiclone
1

Eszopiclone
(S)-zopiclone-N-oxide (S)-N-desmethyl zopiclone GABA

Eszopiclone GABA Eszopiclone
CYP3A4 CYP2E1 Eszopiclone Eszopiclone

CYP450 1A2 2A6 2C9 2C19 2D6 2E1 3A4

Eszopiclone 6 zopiclone 75%
Eszopiclone racemic zopiclone S-

Eszopiclone 10%

Eszopiclone 3 AUC(
) Cmax( ) 21% 1

6 Eszopiclone

65 AUC 41%
Eszopiclone ( 9 ) Eszopiclone

1 2

Eszopiclone

Eszopiclone

Eszopiclone 2 16 8
2

Eszopiclone 2
Eszopiclone

( )

24
Eszopiclone

10%

Eszopiclone CYP3A4 CYP2E1 Eszopiclone paroxetine, 
digoxin warfarin Eszopiclone
olanzapine

Eszopiclone lorazepam 22%
CYP3A4 ketoconazole 400 Eszopiclone Eszopiclone

2.2 CYP450 Eszopiclone (
)

Eszopiclone
2100  (18 86 ) 6

(n=523) (2 3 )
(1 2 ) Eszopiclone

( [WASO] )

(n=436)
Eszopiclone 3 (

[LPS] [PSG] WASO)

Eszopiclone

(n=308) 6
Eszopiclone 2 3 4 Eszopiclone 2
3 4 LPS 3 WASO  

(n=788) 6
Eszopiclone 3 Eszopiclone

WASO
Eszopiclone 1 3 PSG

LPS 3 WASO

(65 86 ) 2 (n=231)
Eszopiclone (n=292)

Eszopiclone 1 2 Eszopiclone 
2
Eszopiclone 2

12
( ) 9.5

12 20 Eszopiclone 2 3
9.5 Eszopiclone 3

Eszopiclone 3 6 8/593
Eszopiclone 3 (1.3%) 0/195 (0%)

(5/8) 4 7
(confusion) 0.5%

Eszopiclone 2 3 0%
3.0% 0% 1% 1% 0%

264 Eszopiclone 2 2
0% vs. 0.8% 1.5% vs. 0% 231 2

1 2 0% 2.5% 0%
1.4% 0% 0%

Eszopiclone 1 7.5 ( 16 )
DSST

1 4 5
Eszopiclone 2 3 1 15 29

DSST Eszopiclone 3 DSST
( )

15 29 Eszopiclone 2 DSST

( )

Eszopiclone 3 6
2.1% Eszopiclone 3.7% 6

Eszopiclone 2 3 0% 2.9% 1.0% 45
46 1 2 45

14 44 Eszopiclone 3
105 (1%) (1.9%) (1%)

(1%) 99

( )
Eszopiclone Eszopiclone 2 3 6

( 45 46 ) Eszopiclone 2
WASO

Eszopiclone 3
LPS

Eszopiclone Eszopiclone 2
LPS WASO

Eszopiclone 3

Eszopiclone

Eszopiclone
Eszopiclone (
)

7 10
/

Eszopiclone /
Eszopiclone

( )
Eszopiclone (

)

( )

/
( )

(
)

Eszopiclone
Eszopiclone

/

/
( )

/

(
)

Eszopiclone Eszopiclone
Eszopiclone

Eszopiclone (
) Eszopiclone

Eszopiclone
Eszopiclone

/ ( Eszopiclone)

Eszopiclone

Eszopiclone /

/
/ /

/ Eszopiclone 1
( )

Eszopiclone
Eszopiclone

2.5 Eszopiclone (7 )
Eszopiclone

Eszopiclone 1 2

10% Eszopiclone
Eszopiclone CYP3A4 ( ketoconazole)
Eszopiclone

Eszopiclone

/

1. 
2. 
3. 

4. 

/ Eszopiclone
( ) (

)

Eszopiclone 0.70g/kg
4

Paroxetine Eszopiclone 3 paroxetine 20

Lorazepam Eszopiclone 3 lorazepam 2

Olanzapine Eszopiclone 3 olanzapine 10 DSST Scores

CYP3A4  (Ketoconazole)
CYP3A4 Eszopiclone CYP3A4 ketoconazole
400 Eszopiclone AUC 2.2 Cmax 1.4 t1/2 1.3
CYP3A4 ( itraconazole clarithromycin nefadone troleandomycin ritonavir
nelfinavir)

CYP3A4  (Rifampicin)
rifampicin 80% racemic zopiclone Eszopiclone

Eszopiclone ( 52-59% )

Eszopiclone pyrrolopyrazine cyclopyrrolone nonbenzodiazepine
(+)-(5S)-6- (5-chloropyridin-2-yl)-7-oxo-6,7-dihydro-5H-pyrrolo[3,4-b]py-razin-5-

yl 4methylpiperazine-1-carboxylate 388.81 C17H17ClN6O3 Eszopiclone
S

Eszopiclone
(pH 3.2)

Eszopiclone
1 2 3 1 2 3 Eszopiclone

1 3
Calcium phosphate dibasic, lactose monohydrate, magnesium stearate, microcrystalline cellulose, 
sodium starch glycolate.
Coating:
FD&C blue No.2, hypromellose, microcrystalline cellulose, stearic acid, titanium dioxide.

2
Calcium phosphate dibasic, lactose monohydrate, magnesium stearate, microcrystalline cellulose, 
sodium starch glycolate.
Coating:
Hypromellose, microcrystalline cellulose, stearic acid, titanium dioxide.

(treatment of insomnia)

Eszopiclone Eszopiclone

( )

Eszopiclone 1
3 ( ) 1

2 ( ) Eszopiclone
Eszopiclone (
)

Eszopiclone
1 2 Eszopiclone

CYP3A4
Eszopiclone CYP3A4 Eszopiclone 1

2

Eszopiclone GABA
benzodiazepine Eszopiclone pyrrolopyrazine 

cyclopyrrolone nonbenzodiazepine pyrazolopyrimidines
imidazopyridines benzodiazepines barbiturates

Eszopiclone ( )
7.5

1 3 6 7 Eszopiclone
1 6 Eszopiclone

1 6

N

CH3

CI

O

OH

O
C

N

N N

N N

 1 2 3

Eszopiclone Eszopiclone 3

Digoxin Eszopiclone 3 digoxin ( digoxin 0.5
0.25 6 )

Warfarin warfarin 25 5 Eszopiclone 3
(R)- (S)-warfarin ( )

Sprague-Dawley Eszopiclone
Eszopiclone (16 mg/kg/day)

(MRHD) 80 ( ) 20 ( ) Sprague-Dawley racemic 
zopiclone Eszopiclone
(100 mg/kg/day) 150 ( ) 70 ( )

TSH

B6C3F1 racemic  zop ic lone
(100 mg/kg/day) 8 ( ) 20 ( )

CD-1 100
Eszopiclone
Eszopiclone 90 racemate 12

Eszopiclone p53 transgenic mouse 300 mg/kg/day

Eszopiclone
Ames DNA (UDS)

Eszopiclone (S)-N-desmethyl zopiclone
bacterial Ames 32P-postlabeling DNA 

adduct

4 Eszopiclone 45mg/kg/day
2 180 mg/kg/day 7 180 mg/kg/day

Eszopiclone
5 mg/kg(

16 ) preimplantation loss ( 25 mg/kg)
( 25 mg/kg) (
5 mg/kg)

C
Eszopiclone ( 250 mg/kg/day

800 16 mg/kg/day 100 )
125 150 mg/kg/day

62.5 mg/kg/day ( 200 )
Eszopiclone 180 mg/kg/day

60 mg/kg/day( 200 )
post-implantation loss

Eszopiclone
Eszopiclone

Eszopiclone

Eszopiclone
Eszopiclone

Eszopiclone 18

287 65 86 Eszopiclone
Eszopiclone 2 mg 2

( 2) Eszopiclone

Eszopiclone /
400 / 1550

263 patient-exposure years

1Eszopiclone

*
**

(unpleasant taste)

*
**

(N=99)

13
1

3
4
4
1

0
0
0
4
0
0
3
3

3

1

3

0
0

Eszopiclone 2mg
(N=104)

21
3

5
4
5
3

3
0
4
5
1
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10

5

3

17

3
3

Eszopiclone 3mg
(N=105)

17
3

7
5
4
0

1
3
1
7
3
3
0
8

10

4

34

0
0

(65 86 ) Eszopiclone 1 2
14 2%

Eszopiclone 1 2

2 (65 86 ) 2 Eszopiclone
(%)

(N=208)

1
14
2

2
2
2

0
2
1
0

Eszopiclone 1mg
(N=72)

0
15
4

4
3
6

3
1
0
3

Eszopiclone 2mg
(N=215)

3
13
5

2
7
2

1
6
2
0

Eszopiclone
Eszopiclone 1 3.5 1550

COSTART
1 2

Eszopiclone
Eszopiclone

1/100 1/100
1/1000 1/1000

 ( )

( )
(hypokinesia) (

)

(furunculoris)

/

benzodiazepine Eszopiclone
6 12 diazepam 20

2 Eszopiclone diazepam

Eszopiclone Eszopiclone
Eszopiclone 48 DSM-IV criteria

/
2% benzodiazepines

Eszopiclone

benzodiazepines benzodiazepine

　

　

206 8 3

1

Eszopiclone

208 3.8% Eszopiclone 2 215 2.3%
Eszopiclone 1 72 1.4% 6
Eszopiclone 3

6 195
7.2% Eszopiclone 3 593 12.8%

2%

2%
Eszopiclone 2 3

44 2% Eszopiclone 2 3

1 6 Eszopiclone (%)1

6 Eszopiclone 3
44 4 6

6
WASO

Eszopiclone Eszopiclone
36 racemic zopiclone 340

( 56 )

racemic zopiclone

Flumazenil

2-1000
25

1Eszopiclone

(unpleasant taste)

1

0

0

4

8

3

1

12

0

管4

Eszopiclone (
)

Eszopiclone


