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1  
  H1

5mg/10mg NPI
481 ( 11 4 8 )

19 7 19 11  
 
2  

 (1) H1

 
(2)1 1  
(3)

( ) 
 
 
 
 
 
 
 
 
 
 
 
 
 
 
 
 
 
 
 
 
 
 
 
 
 
 
 



 2

 

1  
(1)  

 5mg NPI  
10mg NPI  

 (2)  
 Cetirizine 

(3)  
+ +  

 
2  

(1)  
JAN  

(2)  
Cetirizine Hydrochloride JAN  
Cetirizine (INN) 

(3)
izine 

 
3  

 

 
 
4  

C21H25ClN2O3 2HCl 
461.81 

 
5  

2-(2- 4-[(RS )-(4-Chlorophenyl) (phenyl) methyl]piperazin-1-yl ethoxy) acetic acid  
dihydrochloride 

 
6  

 
 



 3

7  CAS  
83881-52-1(Cetirizine Hydrochloride) 
83881-51-0(Cetirizine) 
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1  
(1)  

  
(2)  

 
 

 
 

0.1mol/L
 

(37 )1  
  

pH1.2 1g/mL  
pH4.0 1g/mL  
pH6.8 1g/mL  

 1g/mL  
 
(3)  

 
(4)  

 
(5) 1) 

 pKa1 2.85
pKa2 8.33  

(6)  
  

(7)  
(1 10)  

 
2 1) 

 0.02% 37 12  
pH  0.02% pH1 12 37 12  
  

  
 
3  

(1)  
(2) ( ) 
(3)  
 

  
  

 99.5  



 5

4  
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1  
(1)  

5mg NPI  
10mg NPI  

 
 
 
 
 
 
 
 

(2)  
-4.  

(3)  
5mg NPI NPI 102 
10mg NPI NPI 103 

 (4)pH pH  
 

2   
(1) ( )  

5mg NPI ( ) 5.0mg  
10mg NPI ( ) 10.0mg  

(2)  

6000 
 (3)  

 
 

3  
 

 
 
 
 
 
 
 
 
 

    

5mg NPI  

 

 

 

 
 

 
 

:6.1mm, :2.9mm, :88mg 

10mg NPI  

 

 
 

 

 

 
    

:7.1mm, :3.0mm, :119mg 
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4  

2) 
1)  

(PTP) (40 75% 6
5mg NPI 10mg NPI 3

 
5mg NPI  

  1  3  6  

   
   

 (1) (2)     
 
 

 
     

      

  
95.0 105.0  

100.1 
99.1 
99.7 

100.4 
100.2 
100.3 

100.4 
99.5 
100.3 

100.6 
100.2 
99.8 

3 n 3
(1)  
(2) 230 234nm  

10mg NPI  
  1  3  6  

   
   

 (1) (2)     
 
 

 
     

      

  
95.0 105.0  

99.1 
99.6 
100.0 

98.6 
100.9 
100.0 

100.0 
99.8 
99.8 

101.3 
99.5 
99.5 

3 n 3
(1)  
(2) 230 234nm  
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2)  
5mg NPI 10mg NPI

3 25 1 75 5 RH
 

5mg NPI  
   1  2  3  

 FC  FC    

(kg)  7.3kg 
100.0%

4.6kg 
63.0%  

5.6kg 
76.7%  

5.5kg 
75.3%  

(%) 15  
85  

102.4% 
94.5% 
102.4% 
93.9% 
102.4% 
99.0% 

94.5% 
101.7% 
99.5% 
101.2% 
96.7% 
101.7% 

90.8% 
102.8% 
93.6% 
101.2% 
95.2%  
96.3% 

94.5% 
98.4% 
99.5% 
97.8% 
90.1% 
101.2% 

(%) 95.0
105.0  

98.1% 
100.0%

97.0% 
98.9%  

96.3% 
98.2%  

97.8% 
99.7%  

n=3 n=6 n=10 100%  
 

10mg NPI  
   1  2  3  

 FC  FC    

(kg)  6.6kg 
100.0%

5.8kg 
87.9%  

6.4kg 
97.0%  

6.4kg 
97.0%  

(%) 30  
80  

103.6% 
99.1% 
103.6% 
99.6% 
100.8% 
99.6% 

99.9% 
102.1% 
99.3% 
101.0% 
98.3%  
99.3% 

100.4% 
101.0% 
99.3% 
104.3% 
105.9% 
101.5% 

99.5%  
97.8% 
96.1%  
96.1% 
99.5%  
98.3% 

(%) 95.0
105.0  

98.5% 
100.0%

97.4% 
98.9%  

97.7% 
99.2%  

97.2% 
98.7%  

n=3 n=6 n=10 100%  
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3)  
5mg NPI 10mg NPI

3 40 2
 

5mg NPI  
   1  2  3  

 FC  FC    

(kg)  7.3kg 
100.0%

7.3kg 
100.0%  

8.0kg 
109.6%  

7.8kg 
106.8%  

(%) 15  
85  

102.4% 
94.5% 
102.4% 
93.9% 
102.4% 
99.0% 

96.8% 
105.3% 
100.8% 
103.0% 
100.8% 
100.8% 

101.2% 
99.5% 
101.7% 
98.4% 
102.3% 
97.4% 

101.2% 
97.3% 
100.1% 
102.3% 
102.3% 
97.8% 

(%) 95.0
105.0  

98.1% 
100.0%

98.1% 
100.0%  

96.0% 
97.9%  

96.9% 
98.8%  

n=3 n=6 n=10 100%  
 

10mg NPI  
   1  2  3  

 FC  FC    

(kg)  6.6kg 
100.0%

8.0kg 
121.2%  

8.5kg 
128.8%  

8.3kg 
125.8%  

(%) 30  
80%  

103.6% 
99.1% 
103.6% 
99.6% 
100.8% 
99.6% 

98.2%  
97.7% 
102.1% 
99.3% 
97.7% 
 99.9% 

97.7%  
98.8% 
97.1%  
93.8% 
98.2% 
101.0% 

101.2% 
97.3% 
96.1% 
 98.4% 
98.4%  
95.6% 

(%) 95.0
105.0  

98.5% 
100.0%

97.5% 
99.0%  

97.5% 
99.0%  

96.2% 
97.7%  

n=3 n=6 n=10 100%  
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4)  
1000Lux 24hr / 25 60 Lux hr  

 
5mg NPI  

60 Lux hr
 

   60 Lux hr 

 FC  FC   

(kg)  7.3kg 
100.0%  

7.4kg 
101.4%  

(%) 15  
85  

102.4% 94.5% 
102.4% 93.9% 
102.4% 99.0% 

96.0%  96.6% 
99.3%  94.9% 
97.7%  99.9% 

(%) 95.0 105.0  98.1% 
100.0%  

97.8% 
99.7%  

n=3 n=6 n=10 100%  
 

10mg NPI  
60 Lux hr

 

   60 Lux hr 

 FC  FC   

(kg)  6.6kg 
100.0%  

7.5kg 
113.6%  

(%) 30  
80  

103.6% 99.1% 
103.6% 99.6% 
100.8% 99.6% 

99.3% 97.7% 
100.4% 95.5% 
99.9% 94.4% 

(%) 95.0 105.0  98.5% 
100.0%  

97.2% 
98.7%  

n=3 n=6 n=10 100%  
 

 
5  

 
 

6  
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7 3) 
5mg NPI 10mg NPI

3  
50rpm( ) 

 
 

   
5mg 15  85%  
10mg 30  80%  

 
5mg NPI  

( 5mg) 

 

10mg NPI  
( 10mg) 

          



 12

8  
 

 
9  

 
 
10  

  
 

11.  
 

 
12.  

 
 
13.  

 
 

14.  
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1  
 

2  
1 10mg 1 1  

1 20mg  

10mL min   
 ( ) 

 (mL/min) 
80 50 79 30 49 10 29 

 10mg 1 1 10mg 1 1 5mg 1 1  
5mg  

2 1  
 

 
3  

(1) 2009 4  

(2)  

(3)  

(4)  
 

(5)  
1)  

2)  
 

3)  
   
4)  

 
(6)  

1)  
 

 



 14

2)  
 



 15

1

H

2
(1) 4) 

  H D2

 
(2)  
    

(3)  
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1
(1)  

  
(2) 5) 

 5mg(n=20) Tmax 1.25±0.41  
 10mg(n=20) Tmax 1.18±0.37  
(3)  

5) 

5mg NPI 10mg NPI
1 ( 5mg 10mg)

(AUC Cmax) 90% log(0.80) log(1.25)
 

1) 5mg NPI  

 
  

AUC0 24 

ng hr/mL
Cmax 
ng/mL  

Tmax 
hr  

t1/2 
hr  

5mg NPI  1152.45±321.41 167.06±47.11 1.25±0.41 6.38±0.94 

 
( 5mg) 1140.52±303.82 172.84±56.34 1.18±0.57 6.89±0.80 

                                                       ( n 20) 
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2) 10mg NPI

 
  

AUC0 24 

ng hr/mL
Cmax 
ng/mL  

Tmax 
hr  

t1/2 
hr  

10mg NPI  2665.40±740.22 365.86±104.73 1.18±0.37 6.82±0.83 

 
( 10mg) 2523.93±677.20 366.99±106.38 1.13±0.36 6.96±0.93 

( n 20) 

 

AUC Cmax
 

(4)

(5)

(6)
 

 
2  
(1)  

 
(2)  

 
(3)  

 
(4)  
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(5)  
 

(6)  
 

(7)  
     
 
3  

 

4
(1)  

 
(2)  

-10. (1)  
(3)  
 -10. (2)  
(4)  

 
(5)  

5   
(1)  

 
(2) CYP450  

(3)  

(4)  

(5)  

6  
(1)  

(2)  

(3)  
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7



 20

1
    
 
2

(1)

(2) 10mL min )
 

3
 

4

10mL min   
 ( ) 

 (mL/min) 
80 50 79 30 49 10 29 

 10mg 1 1 10mg 1 1 5mg 1 1  
5mg  

2 1  
 

5

(1)  
( -4

)  
(2)  

 
(3)  

 ( -9 )  
(4)  
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6

(1)
 

(2)
 

(3)
 

 
7.  
 (1)  

  
(2)  

     
 

 16
 

 
 (40 ) 

 ( 11 ) 
 

  
 

 
 

 
 
8  
(1)  

 

(2)  

1) 
( )

2)  
 

3)  
AST(GOT) ALT(GPT) -GTP LDH Al-P (

)
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4) 

 

 (3)

  

 

 
 (

) 

 
 

 
ALT (GPT) AST (GOT) Al-P  

BUN
 

 

(4)  

(5)  

(6)
-2. -8. (2) -8. (3) 

 
 
9  

 ( 5mg) 
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10  

(1)
 

 ( )  
(2)  

 

 
11  

 ( )

 
12  

3 5
 

 
13  

 
14

 PTP PTP  
PTP

 

15  
    
 
16    



 24

1
(1) .  
(2)  

 
(3)  

 
(4)  

 
 
2  

(1)  
 

(2)  
 

(3)  
 

(4)  
 

 



 25

 

1  
5mg NPI   
10mg NPI  

 
2  

3  
 
3  

 
 
4

(1)  
-14.  

(2)  
-6. -14.  

  
5

 
 
6

5mg NPI  100  (10 ×10) 
10mg NPI  100  (10 ×10) 500  (10 ×50) 

 
7  

 PTP  
( )  

 
8

5 10 1.25% 

H1  
 

9
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10
2007 7 11  
  

5mg NPI  21900AMX01013000 
10mg NPI 21900AMX01014000 

 
11

2007 11 2  
 
12

 
 
13

 
 
14

 
 
15  

16  

17
 

 HOT 9
 

 
 

5mg NPI  118208801 4490020F1314 620005871 

10mg NPI  118209501 4490020F2310 620005872 
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1
1) ( ) (Orange Book No.27) 
2)   ( )
3)   ( ) 
4) C-2281 2011
5)   

2
16

The use of stems in the selection of International Nonproprietary Names (INN) for 
pharmaceutical substances, 2011 
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