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I.  

 

1.  

® AstraCharnwood

cyclopentyltriazolopyrimidinesCPTPs

ADP P2Y12

ADP  

ACS 2010 12

2011 7 PCI CABG

ST ST

2016 9 100

 

1

2015 9 2016 2

 

й PLATO

й *

й PEGASUS

2016 9  

*  

4.  

90mg  

PCI ST ST

2

 

60mg  

1  

65 2

 

6.  

ST ST  

180mg 2 90mg 1 2

 

 

1 60mg 1 2  

  



 

2 

 

2.  

(1) P2Y12 CPTPs

 

(2) 

CYP2C19

PLATO

CYP2C19 8.6% CYP2C19

8.8%  

(3) * й 12

10.2%

8.1%  

*PCI ST ST  

(4) * й PLATO 12

9.8%

11.7% 0.84 95%CI0.77-0.92 p<0.001 Cox

 

   * ST ST  

(5) * й PEGASUS

36

60mg 7.8% 9.0% 0.84 95%CI 0.74-0.95 p<0.01 Cox

 

*  

(6) ST ST  

й 387 147 38.0%

46 11.9% 18 4.7% 12 3.1% 10

2.6% 9 2.3% 8 2.1% 349 139 39.8%

46 13.2% 18 5.2% 12 3.4%

10 2.9% 9 2.6% 7 2.0%  

й PLATO 9,235 1,746

18.9% 314 3.4% 225 2.4% 195

2.1%  

 

III PEGASUS * 6,958 2,403

34.5% 593 8.5% 373

5.4% 332 4.8% 254 3.7% 197 2.8%  

PLATO PEGASUS

[1%] [3.6%]

3 10%  

 VIII.  8.  



 

3 

 

II.  

 

1.  

(1)  

® 60mg 

® 90mg 

 

(2)  

BRILINTA ® ticagrelor Tablets 60mg 

BRILINTA ® ticagrelor Tablets 90mg 

 

(3)  

Brilliant Antiplatelet  

 

2.  

(1)  

 (JAN) 

 

(2)  

Ticagrelor (JAN) 

ticagrelor (INN) 

 

(3)  

-grel- 

 

3.  

 

 

4.  

C23H28F2N6O4S 

522.57 



 

4 

 

5.  

(1S,2S,3R,5S)-3-(7-{[(1 R,2S)-2-(3,4- ) ] } -5-( )-

3H-[1,2,3] [4,5-d] -3- )-5-(2- ) -1,2-  

(1S,2S,3R,5S)-3-(7-{[(1 R,2S)-2-(3,4-Difluorophenyl)cyclopropyl]amino}-5-(propylsulfanyl)-3H- 

[1,2,3]triazolo[4,5-d]pyrimidin-3-yl)-5-(2-hydroxyethoxy)cyclopentane-1,2-diol 

 

6.  

AZD6140  

 

7. CAS  

274693-27-5 
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III.  

 

1.  

(1)  

 

 

(2)  

20±5ºC  

 
(mg/mL) 

 

 0.016  

pH1.2  0.009  

pH4.5  <0.006  

pH6.8  <0.006  

 14  

 74  

 490  

 

(3)  

 

 

(4)  

136.5 138.5ºC  

 

(5)  

pH  

 

(6)  

>4.0 

 

(7)  

 

  



 

6 

 

2.  

(1)  

  
 

    
   

 

 
25°C 60%RH Ƅ 

LDPE /HDPE

 
60   

 30°C 75%RH Ƅ 
LDPE /HDPE

 
60   

 40°C 75%RH Ƅ 
LDPE /HDPE

 
6   

 

 

 

 

 50°C Ƅ Ƅ 
LDPE /HDPE

 
6   

 Ƅ Ƅ   

120 lx hr  

200W h/m2  

 

 

 

LDPE Low density polyethylene  

HDPE High density polyethylene  

 

3.  

 

 

4.  
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IV. ⌐ ∆╢  

1.  

(1)  

 60mg 90mg 

 
 

 

 

 

  

 

 

  

  

  
  

 8.1mm 9.2mm 

 3.8mm 4.6mm 

 0.21g 0.31g 

 

(2)  

 

 

(3)  

60mg 90mg 

60T 90T 

 

(4) pH pH  

 

 

2.  

(1)  

 60 mg 90 mg 

 
1  

60mg 

1  

90mg 

 

(2)  

 60 mg 90 mg 

 

D-

400

 

D-

400
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(3)  

 

 

3.  

 

 

4.  

  
 

    
   

 

 
25°C 60%RH Ƅ 

PTP  

36   

HDPE  

 30°C 75%RH Ƅ 

PTP  

12   

HDPE  

 40°C 75%RH Ƅ 

PTP  

6   

HDPE  

 

 

 

 

 50°C Ƅ Ƅ HDPE  6   

 
40°C 75%RH Ƅ  6   

 Ƅ Ƅ   

120 lx hr  

200W h/m2  

 

 

90 mg  

HDPE: High density polyethylene  

 

5.  

 

 

6.  

 

 

7.  

 

 

8.  

 

 

9.  

  



 

9 

 

10.  

 

 

11.  

 

 

12.  

 

 

13.  

 

 

14.  
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V.  

 

1.  

90mg  

PCI ST ST

2

 

60mg  

1  

65 2

 

 

  

ST ST  

й PLATO

PLATO и

й  

й

PLATO

й

PLATO

PLATO

12 Kaplan-Meier

 

PLATO й й

й PCI

ST ST

2

 

 

й PEGASUS

1



 

11 

 

65 2

 

 

5.  

ST ST  

5.1 P2Y12

 

5.2 17. 11.

 

5.3 PCI

PCI

 

 

5.4 65 2

60mL/min 1

2

 

5.5 1 60mg1 2

17.1.3  

5.6 5.1

5.2  

 

  

ST ST  

5.1 P2Y12

 

 

 

 

5.2 PCI

.  3. .  8. 

 

5.3 PCI

PCI

 



 

12 

 

 

5.4 

2

 

5.5 й PEGASUS

1 3 1 60mg1 2

V.  3.  (5)  2  

  III PEGASUS D5132C00001  

5.6 60mg1 2

5.1 5.2
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2.  

ST ST  

180mg 2 90mg 1 2

 

 

1 60mg 1 2  

 

  

ST ST  

й и DISPERSE DISPERSE2

PLATO

и PCI

й и и

PLATO

90mg 1 2

 

 

 

PEGASUS PLATO и DISPERSE

и 90mg 60mg 1 2  

PEGASUS 90mg 60mg 1 2

60mg

90mg 60mg 90mg

60mg

60m PEGASUS

60mg 1 2
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7.   

 

7.1 81 100mg/  

7.2  

 

7.3 

 

  

7.1 PLATO й

PEGASUS 75 100mg/ 75 150mg/

1 1 81mg 100mg

81 100mg/  

7.2  

7.3 PEGASUS 

47
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3.  

(1)  

Ừ   ƺ  

  
 

/

 

/

 
 

 

 

 

D5130C05266 

[1] 

з 

 

Ừ 50 100 200 300 400

600mg  

D5130C05267 

[1] 

з 

 

Ừ 100 300mg

bid  

D5133C00001 

[2] 

з 

 

Ừ 90mg

 

 

 

 

D5130C00065 

 

и  

[3][4] 

и 

 

Ừ  

45 90mg bid 

75mg qd 

75 100mg qd 

4  

139 118  

 

 

 

 

D5130C00030 

RESPOND 

 

[5][6] 

и 

 

Ừ  

LD 180mg MD 90mg bid 

LD 600mg MD 75mg qd 

75 100mg qd 

:28 14 ×2 98  

D5130C00048 

OFFSET 

 

[7][8] 

и 

 

Ừ 

 

LD 180mg MD 90mg bid 

LD 600mg MD 75mg qd 

75 100mg qd 

6 123  

D5130C00008 

DISPERSE 

 

[9] 

и 

 

ƺ  

50 100 200mg bid 400mg qd 

75mg qd 

75 100mg qd 

:28 200  

D5130C00002 

DISPERSE2 

 

[10] 

и ST

 

ƺ  

LD 270mg  

MD 90mg 180mg bid 

LD 300mg MD 75mg qd 

75 100mg qd 

4 12 990  

 

 

 

 

D5130C00027 

 

й  

[11][12] 

й 

PCI

ST

ST

 

Ừ  

LD 180mg MD 90mg bid 

LD 300mg MD 75mg qd 

75 100mg qd 

6 12  

801 723  

 

 

 

 

D5130C05262 

PLATO  

[13][14] 

й 

ST

ST

 

Ừ  

LD 180mg MD 90mg bid 

LD 300mg MD 75mg qd 

75 100mg qd 

6 12 18,624  

 

 

D5132C00001 

PEGASUS

 

[16][17] 

 

й 

1-3

 

Ừ  

90mgbid 60mgbid 

75 150mg qd 

12 38  

21,162 903  

LD MD bid 1 2 qd 1 1 PCI  
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ST ST  

180mg 2 90mg 1 2  

 

1 60mg 1 2  

 

(2)  

ST ST  

1) III D5130C00027[11][12] 

PCI ST ST

75 100 mg/ 90 mg 1 2

180 mg 75 mg 1 1 300 mg

801 723

401 400

363 360 6 12

12 10.2% 8.1%

12 10.3%

8.5%  

12 11.2% 8.4%

12 10.5%

8.5%  

387 147 38.0%

46 11.9% 18 4.7% 12 3.1% 10 2.6% 9 2.3%

8 2.1% 349 139 39.8%

46  13.2% 18 5.2% 12 3.4% 10 2.9%

9 2.6% 7 2.0%  

 

2) III D5130C05262[PLATO ] [13][14] 

ST ST

90 mg 1 2 180 mg

75 mg 1 1 300 mg

PLATO 18,624

864 9,333 1,014 9,291 12

9.8% 11.7% 12

16% 1.9% NNT=54

11.6% 11.2% 1.04

95% 0.95 1.13

16.1% 14.6% 1.11 95% 1.03 1.20  



 

17 

 

PLATO 18,624 13,408

13,408 569

6,732 668 6,676 12 8.9%

10.6% 16% 1.7%  

9,235 1,746 18.9% 314 3.4%

225 2.4% 195 2.1%  

 

 

3) II I PEGASUS  [16] [17] 

1 3 65

2

1

PEGASUS 21,162 903

90 mg 1 2 7,050 60 mg 1 2 7,045 7,067

48 90 mg 28.1 60 mg 29.2 30.3

36

60 mg

60mg7.8 9.0% 16% 1.27%

60mg 3.3% 4.4%

0.72 95% 0.29 1.79  

60 mg

60 mg 2.3% 1.1% 2.32 95% 1.68 3.21

60mg 4.5% 1.2% V.  1. 

 5. 5.5  

6,958 60 mg 2,403 34.5%

593 8.5% 373 5.4% 332 4.8% 254

3.7% 197 2.8%  

299 60mg 146 48.8%

47 15.7% 28 9.4% 27 9.0%  
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(3)  

1) D5130C05266[1] 

 50 600mg

 

 з  

 40 20 20  

 (1) 20 45  

(2) BMI 18 30kg/m2 50kg  

(3) 12  

 A 50 200 400mg

B 100 300 600mg

 

A 50mg B 100mg

5  

10 4  

21 ×3 5

5 7 14  
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1 400mg 2

50mg 100mg 1 1 100mg

12 QT

 

 

 

VI.  2.  (2)  3) 

 ᵑ-b  

 

 

ST ST  

180mg 2 90mg 1 2  

 

1 60mg 1 2  
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2) D5130C05267[1] 

 100mg 300mg 1 2

 

 з 2 2  

 36 36  

 (1) 

 

(2) 20 45  

(3) BMI 18kg/m2 28kg/m2  

(4) 50kg  

(5) 12  

 36 18 100mg 1 2 A

300mg 1 2 B

A B

 

1 10 10 4

4 9 1  

8 1 10 4 9 6 1

2  

3 28 13 3 10

5 10  

  

100mg 300mg 1 2

 

3 22 56

18 100mg 1 2 9 15 300mg 1 2 9 32

3 100mg 1 2 2 2 300mg 1 2 1 1

4  

2

1 300mg 1 2 1

300mg 1 2

 

10 11 1

11 1  

12 QT

 

 

 

VI.  2.  (2)  3) 

 ᵑ-d  

 

ST ST  

180mg 2 90mg 1 2  

 

1 60mg 1 2  
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(4)  

 

 

1) II D5130C00008 DISPERSE [9] 

      50 100 200mg 1 2

400mg 1 1 75mg 1 1

 

  

      40 200  

 (1) 1  

a. 50%  

b. 3  

c. 

PAOD

PAOD  

d. 50%

 

e. 3  

f. 3 50% TIA

 

(2) 2 75 100mg 1 1  

(3) 25 85  

 (1) 3 TIA  

(2)  

(3) 

 

(4) 4

 

(5)  

(6) TIA  

(7) 

 

(8) 7  

    1 40 5 50 100 200mg 1 2 400mg 1 1

75mg 1 1  

2 28

75 100mg 1 1  

14 28 7
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Major bleeding 400mg 1 1 1 1

Minor bleeding 82 75

92% 7 8% Minor bleeding

 

5 10%

10%

 

12 QT

 

 

 

VI.  2.  (2)  3) 

 ᵒ-a  

 

 

DISPERSE  

Major bleeding  

 

 

2  

20g/L  

Minor bleeding  

 

 

ST ST  

180mg 2 90mg 1 2  

 

1 60mg 1 2  
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2) II D5130C00002DISPERSE2 [10] 

      ST 90 180mg 1 2

75mg 1 1

 

 

  

 ST 990  

 (1) 48 ST 10

a b 1

 

a.  

- 24

1 T I CK-MB

 

- CK-MB

24 CK 2

 

b. 2  

- 0.5mm 0.05mV ST  

- 20 1mm 0.1mV ST  

- 1mm 0.1mV T  

(2) 18  

 (1) 20 ST  

(2) ST 48

 

(3) 48 PCI

48 PCI  

(4) 48 50%

 

    

 

 

 

90mg 1 2 180mg 1 2 75mg 

1 1 4 8 12  

270mg

300mg  

75~100mg 1 1  

   
a) 165 270mg  

b) 300mg  



 

23 

 

       

 

4

Major bleeding Major bleeding Minor bleeding

90 mg 9.6% 180 mg 7.7% 8.0%

75mg 1 1 Minimal 

bleeding  

90mg

180mg 35 10% 51 16% 21 6%

 

R-R  

 

 

VI.  2.  (2)  3) 

 ᵓ-a  

 

 

ST ST  

180mg 2 90mg 1 2  

 

1 60mg 1 2  

 



 

24 

 

(5) [3][4] 

1) D5130C00065 II  

      2 45

90mg 1 2

75mg 1 1  

  

      139 118  

 (1) 20 80  

(2)  

- 3 PCI  

- 3  

(3) 2 75 100mg 1 1  

 (1) 3 TIA  

(2) TIA  

(3) 14  

(4) 2  

(5) 2

 

(6)  

(7) 

 

(8) 

 

   

 

45 90mg 1 2 75mg 1 1

2

75 100mg 1 1 4  

 

 

       

VI.  2.  (2)  3) 

 ᵒ-b  



 

25 

 

      

    

 

 

45mg 56.0% 28/50

47.8% 22/46 90mg 74.4% 32/43

17.4% 8/46 45mg 26.0% 13/50 90mg 32.6% 14/43

3 90mg 1 45mg 2

45mg1  

PLATO Major bleedingDISPERSE Major bleeding

45mg  1 PLATO Minor bleeding

PLATO Minimal bleeding

DISPERSE Minor bleeding 45mg 26.0%

21.7% 90mg 39.5%  

12

 

β PLATO DISPERSE

CEC

CEC  

 

 

ST ST  

180mg 2 90mg 1 2  

 

1 60mg 1 2  
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2)  

ᵑ III D5130C00027[11][12] 

      PCI ST

ST

 

  

      PCI 801 723  

 (1) 20  

(2) ST ST

PCI 

24 10

 

a.  2 1mm 0.1mV ST  

b.  

c. 3 2  

(i) ST 2  

- 2 1mm 0.1mV ST  

- 2 1mm 0.1mV ST  

(ii) 2  

- I T CK-MB

1  

- I T CK-MB

 

(iii) 1  

- 60  

- CABG  

- 2 50%  

- 50%

 

-  

- 

0.9  

- Cockcroft Gault

60mL/min  

 (1) 

6

30 14  

(2) PCI  

(3) PCI  

(4)  

(5) 24

ST  

(6)  

    180mg 90mg 1 2

300mg

75mg 1 1

24 6 12
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a 7 8 9

 

b 1

12

 

 PLATO Total Major bleeding  

 

 

 

 

(i)  

- Total Major bleeding CABG Major bleeding

Major bleeding PCI CABG Major 

bleeding Major bleeding 

- Minor bleeding 

- Major bleeding Minor bleeding CABG 

PCI CABG 

 

- Minimal bleeding 

(ii) 12  

 

(i) 

 

(ii) 

 

(iii) 

 

(iv)  

       

 

 

36

25 12 10.2% 8.1%

 1.47 95%CI 0.88 2.44

10.3% 8.5%  

1.44 95%CI 0.85 2.43  



 

28 

 

      

    

 

  

 
KM Kaplan-Meier 

Cox  

KM%/ KM Kaplan-Meier 12  

 

16 12 12 4.9%

4.8%  

 
  

 
KM Kaplan-Meier 

Cox  

KM/% Kaplan-Meier 12  

 

 

 

PLATO  

10.3%/ PLATO

9.8%/ PLATO 13.0%/

8.5%/ PLATO

11.7%/ 16.2%/

PLATO PLATO

 

36 31 12

10.9%vs 10.9% 1.17 95%CI 0.73 1.90  

PLATO
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PLATO Total Major bleeding  

Total Major bleeding 40 11.2KM%/ 26

8.4KM%/ 1.54 95%CI 0.94 2.53 34

10.5KM%/ 24 8.5KM%/ 1.41 95%CI 0.83

2.38 Major bleeding PLATO

PLATO

PLATO Major bleeding Minor bleeding

 1.72 95%CI 1.23 2.40  

 

 

CABG Major bleeding 2.1% 1.3% CABG

Major bleeding 8.3% 5.8%

Major bleeding 3.6% 2.9%

Major bleeding 0.5% 0.8%  
 

 

vs

11.9%vs 15.5% 23.8%vs 29.5%

5.7%vs 8.7%

6.7% 2.6%

13.4% 11.6%

3 R-R

13.4% 8.2%

2/3

30%

6.7% 5.3%

1.3% 1.3%

31

51µmol/L 10 17µmol/L

5.7% 6.8%  
 

 

387 147 38.0%

46 11.9% 18 4.7% 12 3.1% 10

2.6% 9 2.3% 8 2.1% 349 139

39.8% 46  13.2% 18 

5.2% 12 3.4% 10 2.9% 9 2.6% 7 

2.0%  
 

 

VI.  2.  (2)  3) 

 ᵓ-b  

 

ST ST  

180mg 2 90mg 1 2  

 

1 60mg 1 2  



 

30 

 

ᵒ III PLATO D5130C05262[13][14] 15  

      ST ST

 

  

      ST ST

18,624  

 (1) ST ST

24

10

 

a. 2 1mm 0.1mV ST

PCI  

b. PCI  

c. 3 2  

(i) ST 2  

-  2 1mm 0.1mV ST  

-  2 1mm 0.1mV ST  

(ii ) 2  

- I T 1

 

- CK-MB CK-MB

1  

(iii)  1  

- 60  

- CABG  

- 2 50%  

- 50%

 

-  

- 

0.9  

- Cockcroft Gault CrCL

60mL/  

(2) 18  

 (1) 

6

30  

(2) PCI  

(3) PCI  

(4)  

(5) 24

ST  

(6)  

    24

180mg 90mg 1 2

300mg

75mg 1 1

6 12  

 



 

31 

 

    

    

 
  

Total Major bleeding  

 

 

 

(i) 

 

(ii) 

 

(iii) 

 

(iv) 

 

(v)  

 

CABG Major bleeding Major bleeding PCI

CABG Major bleeding

Major bleeding 

Minor bleeding CABG Minor bleeding Minor 

bleeding PCI CABG Minor bleeding

Minor bleeding 

Major bleeding Minor bleeding  

 

       

 

 

12

0.84 95%CI 0.77 0.92

p=0.0003 12 Kaplan-Meier

9.8% 11.7% 16%  

1.9%  
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Kaplan-Meier  

PLATO  

 

21%

1.1% 0.79 95%CI 0.69 0.91 p=0.0013

16% 1.1% 0.84 95%CI 0.75 0.95 p=0.0045

1.3% 1.1% 1.17 95%CI 0.91

1.52 p=0.2249  

 

 

1 30

12% p=0.0446 1 30

31 360

19% p=0.0008

1 12  

 

 
PLATO  

 
p Cox  

KM%/ Kaplan-Meier  

1 30 31 360  

CI KM Kaplan-Meier 
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PLATO  

 

ST ST

 

CYP3A ACE  

ACE BMI CI CYP3A  P4503A NSTEMI ST

STEMI ST  



 

34 

 

      

    

 

 
a 6732 6676  

 

 

 

Total Major bleeding  

PLATO Total Major bleeding

Major bleeding Major bleeding

1.04 95%CI 0.95 1.13 p=0.4336  

 
Total Mejor Bleeding  

 

 

CABG Major bleeding 6.7% 7.1%

CABG Major bleeding 3.9% 3.3%

Major bleeding 7.9% 8.1%

Major bleeding 0.3%

0.4%  

 

 

Total Major 

bleeding CABG Total Major bleeding Total Major 

bleeding  
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68.6% vs 66.6%

 

 

6.5% 12.0%

 

13.4% vs 2/1%  

4.9% 3.8%

 

0.5% vs. 0.02% 0.6% vs 

0.6%  

 

 

 

9,235 1,746 18.9%

314 3.4% 225 2.4% 195 2.1%  

 

 

DNA 10,285

CYP2C19

12 CYP2C19

1,384 8.6 CYP2C19 3,554 8.8

CYP2C19  
 

PLATO  

Major bleeding  

 

 

 

 

5 g/dL 15%

 

4  

 

Major bleeding  

 

3 5 g/dL 9% 15%

 

2 3  

 

Minor bleeding 

 

 

Minimal bleeding 

 

 
 

ST ST  

180mg 2 90mg 1 2  

 

1 60mg 1 2  
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ᵓ III PEGASUS D5132C00001 [16] [17] 

      

 

  

      1 3

21,162 903  

 (1) 50  

(2) 

[

]

1-3  

65  

 

2 1

 

2

50%

[

]  

Cockcroft-Gault

60mL/  

(3) 

75 150mg1 1  

 (1) ADP

 

(2)  

(3) 

 

(4)  

(5)  

(6)  

    60mg 1 2 90mg 1 2

12 48

 

 

 
CSED 12 1360

(common study end date) 

 

 

 

 

TIMI  Major bleeding TIMI

Major Minor bleeding PLATO

Major bleeding  
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(i)  

(ii)  

(iii) 

 

(iv) 

 

(v) 

 

(vi) TIMI Major 

bleeding  

(vii )  

(viii ) EQ-5D  

       

 

 

90mg 60mg

36 Kaplan-Meier

90mg 7.8% 60mg 7.8% 9.0%

90mg 0.85 95%CI 0.75 0.96 p=0.0080 60mg 0.84 95%CI 

0.74 0.95 p=0.0043  
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36 Kaplan-Meier

90mg 2.5% 60mg 3.3% 4.4%  

 

 

 

 

 

 

90 mg 60 mg

 

 

 

60 mg 

 

 
 

 
KM% 36 Kaplan-Meier (s)  

 

 

TIMI Major bleeding  

36 Kaplan-Meier TIMI Major bleeding

90mg 2.6% 60mg 2.3% 1.1% 90mg

2.69 95%CI 1.96 3.70 p<0.0001 60mg 2.32 95%CI 1.68 3.21

p<0.0001  

36 Kaplan-Meier TIMI

Major bleeding 90mg 1.7% 60mg 4.5%

1.2%  
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TIMI Major bleeding  

 

 
TIMI Major bleeding  

 

TIMI Major Minor bleeding  

36 Kaplan-Meier TIMI Major Minor bleeding

90mg 3.9% 60mg 3.4% 1.4%

90mg 3.05 95%CI 2.32 4.00 p<0.0001 60mg 2.54 95%CI 1.93

3.35 p<0.0001  

36 Kaplan-Meier TIMI Major

Minor bleeding 90mg 3.8% 60mg 7.2% 1.2%

 

 

PLATO Major bleeding  

36 Kaplan-Meier PLATO Major bleeding

90mg 4.0% 60mg 3.5% 1.4%

90mg 3.12 95%CI 2.38 4.07 p<0.0001 60mg 2.57 95%CI 1.95

3.37 p<0.0001  

36 Kaplan-Meier PLATO Major 

bleeding 90mg 3.8% 60mg 7.6% 1.2%
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90mg 76.2%

60mg 75.7% 69.1%  

90mg 2.3%

60mg 2.1% 2.9%  

90mg 21.7%

60mg 21.5% 21.6%  

90mg 60mg

90mg 18.7% 60mg 16.1%

8.5%  

90mg 87.6% 60mg

91.6% 86.2% 90mg 1.3%

60mg 0.7% 1.0% 90mg 17.1% 60mg

23.7% 18.2% 90mg

7.4% 60mg 8.7% 7.1% 3

 

 

 

6,958 60mg 2,403 34.5%

593 8.5% 373 5.4%

332 4.8% 254 3.7% 197 2.8%  

299 60mg 146 48.8%

47 15.7% 28 9.4% 27 9.0%  
 

TIMI  

Major bleeding  

5g/dL

15%  

 bleeding  

TIMI Major bleeding  

 

 

 

48 4  

 

Minor bleeding 

3g/dL 5g/dL

9% 15%  

Minimal bleeding 

3g/dL

9%  

 

 

ST ST  

180mg 2 90mg 1 2  

 

1 60mg 1 2  

 

3)  

й PLATO й 6 12

PLATO 246 й

201 й PEGASUS 12 38

90mg 28.1 60mg 29.2
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4)  

ᵑ D5130C00014[18] 

       

 з  

      65 18 45  

    10 10 200mg

 

      AUC Cmax 60% AR-

C124910XX 50% AR-C124910XX

 

ADP IPA 1 55% 2

80% 4 8 90% 12

75% 96% 78% 24

85% 65%

56% 44%  

 

 
200mg 

Cmax AUC AUC0-t ANOVA D5130C00014

 

 
18 45 65  

a  

 

 

ST ST  

180mg 2 90mg 1 2  

 

1 60mg 1 2  
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ᵒ D5130C00015[19] 

       

 з  

      CrCL 30mL/min CrCL 80mL/min

 

    10 10

180mg  

      Cmax AUC 20%

AR-C124910XX AUC 17%

Cmax AUC  

ADP IPA  

 

 

 
180mg AR-

C124910XX D5130C00015  

 
a /  

 

ᵓ [20] 

      

 

  

      CrCL 90mL/min  

    ╩⁸ ─ 1 ╕√│ ─ ♅◌◓꜠꜡ꜟ 90mg

⌐ ╡ ↑⇔⁸7 ─►◊♇◦ꜙ▪►♩ ╩ ↑√⁹╕√⁸

⌐ ♅◌◓꜠꜡ꜟ 90mg─ ╩ ™⁸ ⁸ P2Y12 [PRU]⁸

[IPA] ╩ ⇔√⁹ 

       

AUC Cmax 38% 51% AR-C124910XX AUC 

Cmax 13% 17%

AR-C124910XX 

 

 
 13  1 12  13  

♅◌◓꜠꜡ꜟ 

 Cmax (ng/mL) 598.4 47.9  560.3 54.0  370.8 37.3  

  AUC0-Ð (ngה /mL) 3256.1 52.5  3015.1 54.2  2188.8 22.6  

 tmax  (h) 2.0 1.0-4.0  2.0 1.0-4.0  2.0 1.0-6.0  

  t1/2 (h) 8.4 24.8  8.2 16.2  8.3 14.9  

AR-C124910XX 

 Cmax (ng/mL) 152.3 54.3  130.8 38.3  111.7 60.6  

  AUC0-Ð (ngה /mL) 1144.2 36.2  1127.8 39.3  1000.4 33.2  

 tmax  (h) 2.0 2.0-4.0  2.0 2.0-4.0  2.0 2.0-6.0  

  t1/2 (h) 7.4 24.8  7.3 28.2  8.4 22.3  

Cmax ⁸AUC0-Ð 0 ⅛╠ ╕≢─ -  

tmax ⁸t1/2  
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 13  1 12  13  

IPAmax %  92.8 9.3  95.5 7.6  95.9 5.3  

TIPAmax h  4.0 2.0-12.0  2.0 2.0-12.0  2.0 2.0-2.0  

AUEC0-48,IPA hה%  2576.4 32.1  2550.3 27.3  2472.4 46.0  

Emax %  92.1 4.3  105.3 10.4  101.3 10.4  

EC50 ng/mL  9.0 1.4  15.5 6.4  8.4 3.4  

Gamma 1.1 0.2  0.7 0.1  0.7 0.2  

PRUmin PRU  83.8 115.3  33.4 265.3  7.3 170.9  

TPRUmin h  2.0 2.0-12.0  2.0 2.0-4.0  2.0 2.0-6.0  

AUEC0-48,PRU PRUהh  12,440.0 26.2  12,577.2 30.5  7144.9 42.9  

IPAmax ⁸TIPAmax ─ ⁸AUEC0-48,IPA 0 

⅛╠48 ╕≢─ ⁸Emax ⁸EC50 50% ⁸

Gamma ◦◓⸗▬♪ ╙⇔ↄ│ ⁸PRUmin P2Y12 ⁸TPRUmin P2Y12 ─

⁸AUEC0-48,PRU 0 ⅛╠48 ╕≢─P2Y12 -  

 

 

 

 

ᵔ D5130C00016[21] 

       

 з  

      Child-Pugh A  

    10 10

90mg  

      Cmax AUC 12%

23% AR-C124910XX Cmax AUC 17% 66%  

 

 

 
90mg AR-

C124910XX D5130C00016  

 
a /  

b 1 AUC 

1 AUC  
 

 (6)  

1)  

 

 

2)  
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VI.  

 

1.  

P2Y12  

cyclopentyltriazolopyrimidines (CPTPs) 

 

2.  

(1)   [22][23][24] [25] [26] 

ADP P2Y12

ADP P2Y12 ADP

P2Y12  

 

 
-1 ENT-1

ENT-1

 

  


