
-28

10

SD [14C]SG-75 1 mg/kg/day 21 7 14 21

24 7 14 21

- 10 14 21

- 16 2 SG-75

SG-75

- 16 [14C]SG-75 1 mg/kg 24
n = 3

 (
g 

eq
. o

f S
G

-7
5/

m
L 

or
 g

)
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- 10 [14C]SG-75 1 mg/kg 24
SG-75 g eq./g g eq./mL

7  14  21

 0.146 ± 0.006 0.128 ± 0.011 0.174 ± 0.003 

 0.032 ± 0.001 0.027 ± 0.001 0.028 ± 0.001 

 0.272 ± 0.037 0.243 ± 0.030 0.234 ± 0.022 

 0.237 ± 0.016 0.233 ± 0.031 0.287 ± 0.050 

 0.462 ± 0.025 0.489 ± 0.029 0.558 ± 0.015 

 0.467 ± 0.023 0.534 ± 0.075 0.706 ± 0.071 

 0.510 ± 0.044 0.503 ± 0.055 0.620 ± 0.075 

 0.102 ± 0.029 0.165 ± 0.024 0.110 ± 0.024 

 0.598 ± 0.041 0.587 ± 0.070 0.732 ± 0.067 

 0.252 ± 0.054 0.280 ± 0.073 0.302 ± 0.041 

 1.102 ± 0.072 1.095 ± 0.158 1.350 ± 0.116 

 1.156 ± 0.099 1.257 ± 0.151 1.456 ± 0.111 

 0.676 ± 0.051 0.679 ± 0.084 0.766 ± 0.018 

 0.458 ± 0.028 0.443 ± 0.039 0.536 ± 0.048 

 0.624 ± 0.043 0.618 ± 0.071 0.792 ± 0.075 

 0.749 ± 0.066 0.880 ± 0.060 1.103 ± 0.006 

 0.342 ± 0.018 0.257 ± 0.063 0.513 ± 0.015 

 0.427 ± 0.023 0.431 ± 0.042 0.518 ± 0.032 

 0.432 ± 0.019 0.428 ± 0.026 0.525 ± 0.032 

 0.519 ± 0.038 0.498 ± 0.052 0.754 ± 0.060 

 0.212 ± 0.010 0.234 ± 0.024 0.316 ± 0.009 

 0.421 ± 0.100 0.534 ± 0.056 0.683 ± 0.05 

 0.766 ± 0.024 1.065 ± 0.233 1.176 ± 0.232 

 0.212 ± 0.025 0.226 ± 0.028 0.856* 

 0.556 ± 0.042 0.735 ± 0.092 1.359 ± 0.503 

 0.427 ± 0.031 0.378 ± 0.029 0.456 ± 0.029 

 0.099 ± 0.022 0.058 ± 0.006 0.085 ± 0.012 

 0.364 ± 0.025 0.375 ± 0.050 0.356 ± 0.025 

 0.559 ± 0.002 0.606 ± 0.053 0.577 ± 0.016 

 0.209 ± 0.052 0.329 ± 0.053 0.289 ± 0.020 

 0.270 ± 0.044 0.397 ± 0.077 0.330 ± 0.016 
 ± n = 3  *: n = 2 

3)
8 11

12 19 [14C]SG-75 1 mg/kg

12 19
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19

0.5 0.987 0.985 0.954 0.835 g eq./g

- 11

- 11 19 [14C]SG-75 1 mg/kg
SG-75 g eq./g g eq./mL

0.5  2  8  24 
 1.366 ± 0.098 0.781 ± 0.056 0.099 ± 0.011 0.019 ± 0.001 

 1.578 ± 0.094 0.889 ± 0.055 0.092 ± 0.011 0.009 ± 0.001 

 1.665 ± 0.156 1.678 ± 0.553 0.462 ± 0.079 0.094 ± 0.006 

 1.206 ± 0.062 0.862 ± 0.029 0.405 ± 0.031 0.203 ± 0.009 

 1.100 ± 0.055 0.824 ± 0.051 0.429 ± 0.050 0.171 ± 0.007 

 0.216 ± 0.018 0.130 ± 0.009 0.042 ± 0.006 0.029 ± 0.004 

 1.091 ± 0.076 0.853 ± 0.020 0.442 ± 0.050 0.207 ± 0.014 

 0.946 ± 0.061 0.609 ± 0.008 0.166 ± 0.006 0.081 ± 0.005 

 1.343 ± 0.055 0.926 ± 0.072 0.453 ± 0.044 0.324 ± 0.009 

 1.873 ± 0.179 1.491 ± 0.120 0.573 ± 0.036 0.365 ± 0.038 

 1.526 ± 0.066 1.238 ± 0.048 0.606 ± 0.081 0.216 ± 0.015 

 1.003 ± 0.071 0.768 ± 0.038 0.320 ± 0.033 0.153 ± 0.010 

 1.337 ± 0.133 1.082 ± 0.027 0.500 ± 0.051 0.222 ± 0.014 

 1.066 ± 0.071 0.711 ± 0.041 0.192 ± 0.016 0.106 ± 0.012 

 0.939 ± 0.043 0.504 ± 0.062 0.144 ± 0.011 0.074 ± 0.008 

 1.046 ± 0.069 0.719 ± 0.031 0.216 ± 0.022 0.107 ± 0.006 

 1.107 ± 0.075 0.785 ± 0.020 0.254 ± 0.020 0.117 ± 0.008 

 1.034 ± 0.085 0.702 ± 0.038 0.195 ± 0.015 0.099 ± 0.008 

 0.679 ± 0.059 0.540 ± 0.020 0.138 ± 0.014 0.038 ± 0.003 

 0.760 ± 0.048 0.492 ± 0.022 0.163 ± 0.018 0.080 ± 0.004 

 1.116 ± 0.052 0.904 ± 0.040 0.372 ± 0.042 0.171 ± 0.010 

 0.846 ± 0.082 0.530 ± 0.032 0.124 ± 0.011 0.043 ± 0.004 

 0.944 ± 0.055 0.616 ± 0.035 0.130 ± 0.014 0.053 ± 0.003 

 1.052 ± 0.096 0.774 ± 0.029 0.324 ± 0.039 0.145 ± 0.003 

 0.147 ± 0.005 0.127 ± 0.023 0.035 ± 0.003 0.015 ± 0.002 

 1.038 ± 0.068 0.775 ± 0.031 0.304 ± 0.037 0.175 ± 0.008 

 0.685 ± 0.037 0.543 ± 0.037 0.180 ± 0.004 0.116 ± 0.009 

 1.659 ± 0.240 1.094 ± 0.066 0.252 ± 0.023 0.156 ± 0.004 

 0.585 ± 0.048 0.553 ± 0.092 0.255 ± 0.050 0.103 ± 0.021 

 0.733 ± 0.071 0.826 ± 0.024 0.244 ± 0.013 0.124 ± 0.012 

 0.725 ± 0.079 0.450 ± 0.034 0.155 ± 0.018 0.010 ± 0.000 

 0.995 ± 0.072 0.806 ± 0.035 0.218 ± 0.007 0.095 ± 0.007 

 0.987 ± 0.080 0.678 ± 0.036 0.124 ± 0.014 0.055 ± 0.006 

 0.985 ± 0.085 0.762 ± 0.029 0.297 ± 0.026 0.111 ± 0.008 

 0.954 ± 0.087 0.738 ± 0.038 0.330 ± 0.033 0.127 ± 0.012 

 0.835 ± 0.063 0.591 ± 0.091 0.290 ± 0.022 0.134 ± 0.007 

 0.953 ± 0.115 0843 ± 0.272 0.266 ± 0.026 0.102 ± 0.004 
 ± n = 3
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4)
19

in vitro

SG-75 SG-75

1 100 g/mL 59.0 82.0% 20.8 31.6% 34.2

41.5% - 12

in vivo

SG-75 1 mg/kg

- 13 SG-75 0.31 1.23 g/mL 86.1 79.3%

0.58 1.10 g/mL 17.9 15.9%

- 12 SG-75 in vitro
SG-75 g/mL

1 10 100 
 82.0 ± 1.1 80.4 ± 0.8 59.0 ± 0.8 

 31.6 ± 2.6 25.6 ± 0.8 20.8 ± 5.5 
 41.5 ± 2.7 36.7 ± 1.3 34.2 ± 1.8 

(%)  ± n=3

- 13 SG-75 in vivo
SG-75 g/mL  SG-75 g/mL

0.31 ± 0.03 1.23 ± 0.05 0.58 ± 0.02 1.10 ± 0.03 
 86.1 ± 1.7 79.3 ± 1.9  17.9 ± 3.5 15.9 ± 4.9 

(%)  ± n=3

SG-75
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(3)
13 15 18 20 22 23

1)
13 18 21

SG-75 d3-SG-75 [14C]SG-75 TLC HPLC GC-MS

SG-75

SG-86 SG-75 SG-86

N-

- 17

d3-SG-75 6 mg/body/hr 6 SG-75

GC-MS SG-75 SG-75 

pyridone SG-75 N-oxide SG-86 SG-86 N-oxide 7

SG-75 17 SG-75

NAD NADP
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- 17 SG-75

N

N
H

ONO2

O

N
H

N
H

ONO2

O

O
N

N
H

ONO2

O

O
NO2

-

N

N
H

OH

O

N
H

N
H

OH

O

O
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N

N
H

OH

O

O

N

OH

O

N

NH2

O

SG-75

SG-86

SG-75 N-oxide

SG-86 N-oxide

SG-75 pyridone

SG-86 pyridone
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14

[14C]SG-75

[14C]SG-75 3 

mg/kg 24 4.8%

6 2 SG-86

50% NAD NADP

SG-75

3)
15 1

in situ SG-75 1 g/mL 20 mL/min SG-75

SG-75 0.37 443 mL/hr

1,079.9 mL/hr/kg in vivo

1,142.5 mL/hr/kg SG-75

SG-86 SG-75
14C-SG-75 in vitro 1

4)
22

SG-75 SG-86

P450 CoCl2

DEM SG-75 15 mg/kg SG-75

- 18 SG-75 Cltotal

CoCl2 P450

DEM SG-75 Cltotal

DEM SG-75 SG-75

SG-86 1)

 S-
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- 18 SG-75 15 mg/kg SG-75

 ± n=4 Cl mL/hr/kg *: p < 0.01

5)
20 23

in vivo

20

SG-75 1 mg 5 mg/kg 1 1 7 14

14 - 14

1 mg/kg 5 mg/kg 7 1 mg/kg 14

1 mg/kg 7 14 1

P450 b5

NADPH- C

SG-75
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- 14 SG-75 14
 (mg/kg) 

 1 5 
P450

(nmol/mg protein) 
0.988 ± 0.054 (100) 0.998 ± 0.026 (101.0) 1.160 ± 0.064 (117.4) 

(nmol/ g liver) 26.121 ± 1.835 (100) 21.527 ± 1.456 (82.4) 28.197 ± 2.402 (108.0) 
b5

(nmol/mg protein) 
0.331 ± 0.016 (100) 0.332 ± 0.009 (100.3) 0.368 ± 0.023 (111.2) 

(nmol/g liver) 8.806 ± 0.830 (100) 7.138 ± 0.437 (81.1) 8.968 ± 0.846 (101.8) 

(nmol/min/mg protein) 
9.029 ± 0.622 (100) 8.538 ± 0.737 (94.6) 8.652 ± 0.884 (95.8) 

(nmol/min/g liver) 239.4 ± 21.573 (100) 183.1 ± 16.067 (76.5) 211.3 ± 28.428 (88.3) 

(nmol/min/mg protein) 
0.612 ± 0.030 (100) 0.597 ± 0.018 (97.6) 0.674 ± 0.045 (110.1) 

(nmol/min/g liver) 16.233 ± 1.336 (100) 12.817 ± 0.615* (79.0) 16.473 ± 1.819 (101.5) 
NADPH- C

(nmol/min/mg protein) 
305.2 ± 23.799 (100) 268.9 ± 27.948 (88.1) 311.1 ± 40.734 (101.9) 

( mol/hr/g liver) 8.164 ± 0.995 (100) 5.749 ± 0.546 (70.4) 7.644 ± 1.023 (93.6) 

(nmol/hr/mg protein) 
1.588 ± 0.117 (100) 2.021 ± 0.220 (127.3) 1.468 ± 0.178 (92.4) 

(nmol/min/g liver) 41.961 ± 3.704 (100) 43.522 ± 5.033 (103.7) 34.960 ± 3.296 (83.3) 

 (%) 26.447 ± 1.432 (100) 21.519 ± 1.090* (81.4) 24.213 ± 1.076 (91.6) 

(g) 248 ± 2.55 (100) 211 ± 18.19 (85.1) 228 ± 8.15* (91.9) 

(g) 7.474 ± 0.161 (100) 6.244 ± 0.613 (83.5) 6.920 ± 0.315 (92.6) 

(%) 3.013 ± 0.050 (100) 2.951 ± 0.071 (97.9) 3.035 ± 0.079 (100.7) 
 ±  (n = 5) *: p < 0.05

-20 3 4

P450 in vitro

23

P450 CYP1A2 CYP2C9*1 CYP2C19 CYP2D6*1

CYP2E1 CYP3A4 SG-75 SG-86

IC50 - 15 SG-75 SG-86 NADPH

0 10

Mechanism-based Inhibition

SG-75 SG-86

IC50 0.01 3.8 mol/L SG-75 SG-86 IC50

100 mol/L SG-75 21.1 g/mL SG-86 16.6 g/mL

IC50 0.01 3.9 mol/L SG-75 SG-86 IC50

100 mol/L

SG-75 SG-75

12.6 mol/L 2,663.2 ng/mL 7 IC50 7.9

SG-75 SG-86
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- 15 P450 SG-75

a SG-86 b 50% IC50

a-1 SG-75 Pre-incubation time: 0min 
IC50 mol/L

SG-75 Positive control # 
CYP1A2 > 100 0.43 

CYP2C9*1 > 100 0.14 
CYP2C19 > 100 3.8 

CYP2D6*1 > 100 0.013 
CYP2E1 > 100 3.0 
CYP3A4 > 100 0.041 

a-2 SG-75 Pre-incubation time: 10min 
IC50 mol/L

SG-75 Positive control # 
CYP1A2 > 100 0.53 

CYP2C9*1 > 100 0.16 
CYP2C19 > 100 3.9 

CYP2D6*1 > 100 0.012 
CYP2E1 > 100 1.2 
CYP3A4 > 100 0.049 

n = 2 #: Positive control: CYP1A2: Furafylline CYP2C9*1: Sulfaphenazole
CYP2C19: Tranylcypromine CYP2D6*1: Quinidine CYP2E1: Diethyldithiocarbamic acid CYP3A4: Ketoconazole 

b-1 SG-86 Pre-incubation time: 0min 
IC50 mol/L

SG-86 Positive control # 
CYP1A2 > 100 0.43 

CYP2C9*1 > 100 0.14 
CYP2C19 > 100 3.8 

CYP2D6*1 > 100 0.012 
CYP2E1 > 100 3.0 
CYP3A4 > 100 0.041 

b-2 SG-86 Pre-incubation time: 10min 
IC50 mol/L

SG-86 Positive control # 
CYP1A2 > 100 0.55 

CYP2C9*1 > 100 0.17 
CYP2C19 > 100 3.8 

CYP2D6*1 > 100 0.010 
CYP2E1 > 100 1.1 
CYP3A4 > 100 0.049 

n = 2 #: Positive control: CYP1A2: Furafylline CYP2C9*1: Sulfaphenazole
CYP2C19: Tranylcypromine CYP2D6*1: Quinidine CYP2E1: Diethyldithiocarbamic acid CYP3A4: Ketoconazole 

-23 Table 1-2 Table 2-2
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(4)
12 13 16 18

1)

16

SD [14C]SG-75 1 mg/kg 24

72.3% 1.5%

6.6% - 19

[14C]SG-75 1 mg/kg 7

7 83.1% 4.3% 87.4%

SG-75 1 mg/kg HPLC

24 SG-75 SG-86 0.2% 40.7%

0.2% 0.8%

- 19 [14C]SG-75 1 mg/kg

 ± n = 4

 (hr)
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17

[14C]SG-75 1 mg/kg 7

1 47.7%

2.0% 7 60.1% 3.3% 7 63.3%

SG-75 1 mg/kg 24 hr

SG-75 SG-86 1.4% 19.1%

13 18

[14C]SG-75 1 mg/kg Radio-HPLC

- 16 SG-86

54 62% 10 14% 3

7% SG-75

- 16 [14C]SG-75 1 mg/kg 6
* * **

SG-75 0.62 ± 0.44 1.01  n.d. -  0.34 0.79
SG-75 pyridone 0.57 ± 0.29 0.94  1.00 ± 0.11 2.15  n.d. -
SG-75 N-oxide 1.30 ± 0.91 2.13  2.52 ± 0.18 5.47  1.35 3.15

SG-86 36.78 ± 1.96 62.45  27.02 ± 1.01 58.68  22.94 53.64
SG-86 pyridone 1.11 ± 0.37 1.88  2.21 ± 0.49 4.75  0.71 1.66
SG-86 N-oxide 0.73 ± 0.08 1.24  0.70 ± 0.12 1.55  0.45 1.05

 6.09 ± 1.22 10.33  6.51 ± 0.22 14.14  6.05 14.15
 2.71 ± 0.45 4.63  1.16 ± 0.05 2.52  3.19 7.46

 1.04 ± 0.29 1.78  0.32 ± 0.02 0.70  n.d. -
 N-  n.d. -  n.d. -  1.54 3.61

1-  n.d. -  n.d. -  0.91 2.13
 8.08 ± 1.27 13.60  4.76 ± 1.38 10.03  5.29 12.36

n.d.: %  ± *: n = 3 **: n = 1 
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3)
12

[14C]SG-75 1 mg/kg

1 1.056 0.839 g eq./mL 24

0.010 0.046 g eq./mL - 20

- 20 [14C]SG-75 1 mg/kg
 ± n = 3

 (hr)

 (
g 

eq
. o

f S
G

-7
5/

m
L)
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3.
(1)

1)

1

6 SG-75 6 12 18 24 mg SG-75

SG-86 SG-75 SG-86

- 21 - 22 SG-75 - 17 -

18

SG-75 T1/2 1.14 2.52

1.10 1.17 hr T1/2 CLtotal

34.5 30.5 24.0 24.9 L/hr SG-75

SG-86 5 0.5 2

SG-75 8

AUC

- 21 SG-75
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- 22 SG-86

- 17 SG-75

 n Cmax T1/2( ) CLtotal AUC MRT Vss 

(mg/body)  (ng/mL) (hr) (L/hr) (ng hr/mL) (hr) (L) 

6 6 199.6 82.5 1.14 0.82 34.5 11.1 187.7 53.8 1.31 0.70 39.9 9.7 

12 5 502.5 291.7 2.52 3.87 30.5 10.4 422.0 105.3 1.41 0.44 41.0 10.4 

18 5 761.0 421.8 1.10 0.22 24.0 4.1 766.2 118.8 1.51 0.28 35.9 6.7 

24 5 888.2 487.6 1.17 0.24 24.9 5.3 993.0 182.5 1.59 0.33 38.7 6.5 

- 18 SG-86

(mg/body) 

n AUC 

(ng hr/mL) 

Cmax 

(ng/mL) 

Tmax 

(hr) 

6 6 82.7 64.1 23.7 9.4 0.9 0.6 

12 5 173.8 96.9 53.7 20.5 0.9 0.2 

18 5 386.3 132.5 84.0 27.1 1.6 0.5 

24 5 592.3 206.4 135.3 42.0 1.4 0.5 

SG
-8

6
 (

ng
/m

L)
 

 (hr) 
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2

47 SG-75 20 28 39 54 74 103 144 200 µg/kg

SG-75 - 19 SG-75

T1/2 0.73 1.2 hr CLtotal

Cmax AUC0- p<0.05

- 19 

 n Cmax Normalized Cmax AUC0-  Normalized AUC CLtotal Vss T1/2

( g/kg)  (ng/mL) (ng/mL) (ng hr/mL) (ng hr/mL) (L/hr/kg) (L/kg) (hr) 

20 8 63.8 28.0 63.8 28.0 30.7 8.9 30.7 8.9 0.706 0.218 1.05 0.65 1.2 

28 8 68.5 25.2 48.9 18.0 35.7 7.9 25.5 5.7 0.822 0.199 1.14 1.40 0.74 

39 8 143 45 73.5 23.1 69.1 21.3 35.4 10.9 0.612 0.179 0.721 0.383 1.1 

54 7 150 58 55.4 21.6 72.4 22.5 26.8 8.3 0.810 0.247 0.619 0.094 0.77 

74 8 245 131 66.2 35.3 114 33 30.9 9.0 0.707 0.241 0.689 0.208 1.0 

103 8 394 135 76.5 26.3 213 70 41.3 13.6 0.541 0.204 0.641 0.208 1.2 

144 8 619 188 85.9 26.1 333 32 46.3 4.5 0.437 0.046 0.517 0.063 0.76 

200 8 889 234 88.9 23.4 464 156 46.4 15.6 0.498 0.234 0.516 0.146 0.73 
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2

6 SG-75 12 mg 6 9 12 mg/hr

235 SG-75

- 23 - 20

SG-75 1 2

SG-75 1.72 2.01 hr T1/2

CLtotal 18.5 21.8 17.1 L/hr

- 23 + SG-75

- 20 +

 n T1/2( ) AUC CLtotal MRT Vss 

(/body)  (hr) (ng hr/mL) (L/hr) (hr) (L) 

12 mg + 6 mg/hr 6 1.99 0.76 1,994.4 394.7 18.5 4.1 4.06 0.65 42.1 8.7 

12 mg + 9 mg/hr 6 1.72 0.60 2,274.8 530.7 21.8 5.5 4.16 0.38 42.7 8.3 

12 mg + 12 mg/hr 4 2.01 0.56 3,549.9 651.5 17.1 3.3 4.22 0.25 41.9 7.2 
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2)
1 2

6 SG-75 6 12 18 24 mg SG-75

SG-86 - 21 - 22 24

SG-75 0.2% 0.3% 0.2% 0.3% SG-86 6.8%

6.9% 8.7% 9.0%

6 SG-75 12 mg 6 9 12 mg/hr

235 SG-75 24 SG-75 0.35%

0.28% 0.33% - 23

SG-75 SG-86

- 21 SG-75

Dose n Time (hr) 

(mg)  0-3 0-6 0-9 0-12 0-24 

6 6 0.2 0.2 0.2 0.2 0.2 0.2 0.2 0.2 0.2 0.2 

12 5 0.3 0.1 0.3 0.1 0.3 0.1 0.3 0.1 0.3 0.1 

18 5 0.2 0.1 0.2 0.1 0.2 0.1 0.2 0.1 0.2 0.1 

24 5 0.2 0.1 0.3 0.1 0.3 0.1 0.3 0.1 0.3 0.1 

% of dose

- 22 SG-86

Dose n Time (hr) 

(mg)  0-3 0-6 0-9 0-12 0-24 

6 6 4.7 2.8 5.9 3.4 6.7 4.0 6.8 4.1 6.8 4.1 

12 5 5.2 2.1 6.1 2.4 6.5 2.9 6.6 2.9 6.9 2.7 

18 5 5.5 1.5 7.8 2.2 8.1 2.3 8.2 2.3 8.7 2.3 

24 5 4.2 1.4 7.8 2.5 8.4 2.9 8.5 3.0 9.0 3.2 

% of dose

- 23 SG-75

Dose n Time (hr) 
  0-4 0-24 

12 mg+6 mg/hr 6 0.25 0.06 0.35 0.07
12 mg+9 mg/hr 6 0.18 0.07 0.28 0.10

12 mg+12 mg/hr 4 0.21 0.04 0.33 0.08
% of dose
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(2)

3

31 SG-75 4 8 12 18 mg

SG-75 - 24

- 24

SG-75

1 SG-75 12 mg

CLtotal

Tukey p>0.05 MRT 1 18 mg

- 24 SG-75

- 24 

Dose n kel T1/2 AUC AUC0- CLtotal MRT Vss 

(mg)  (1/hr) (hr) (ng hr/mL) (ng hr/mL) (L/hr) (hr) (L) 

4 6 1.385 2.351 2.10 2.41 38.4 9.4 52.6 12.6 80.2 21.4 2.15 2.89 152.3 185.7

8 7 0.736 0.545 1.48 1.05 94.4 45.6 104.0 43.7 91.7 44.4 1.13 0.92 125.0 147.5

12 7 0.471 0.364 2.18 1.47 185.9 117.6 207.8 112.1 69.9 27.5 1.43 1.17 112.2 109.7

18*) 7 3.237  1.227 0.25  0.13 274.3 37.9 301.8 74.1 62.3 12.8 0.34  0.18 19.4 5.5 

*) : 1

SG
-7

5
ng

/m
L
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3

24 SG-75 158 251 398 630 µg/kg

SG-75 - 25

SG-75 T1/2 CLtotal SG-75

- 25 

n Cmax Tmax AUC T1/2 CLtotal Vss 

(µg/kg)  (ng/mL) (hr) (ng hr/mL) (hr) (L/hr/kg) (L/kg) 

158 6 738 240 0.11 0.07 264 79.7 8.6 0.65 0.23 2.4 1.0 

251 5 1,195 785 0.08 0.00 424 98.4 5.8 0.62 0.13 1.3 0.9 

398 5 2,209 555 0.10 0.04 981 310 9.0 0.44 0.13 1.2 0.4 

630 6 2,303 1031 0.11 0.04 1268 336 8.3 0.52 0.12 1.2 0.5 
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4

51 SG-75 200 µg/kg

50 100 150 200 250 µg/kg/hr 1 6

SG-75 - 25 1 6

6 SG-75 34.0 13.2 116.3

93.8 163.0 113.8 364.7 178.0 567.7 418.3 ng/mL

SG-75

- 25 SG-75 ±

A 200 µg/kg(i.v.) + 50 µg/kg/hr (infusion) 

B 200 µg/kg(i.v.) + 100 µg/kg/hr (infusion)

C 200 µg/kg(i.v.) + 150 µg/kg/hr (infusion)

D 200 µg/kg(i.v.) + 200 µg/kg/hr (infusion)

E 200 µg/kg(i.v.) + 250 µg/kg/hr (infusion)

S
G

-7
5

 (
ng

/m
L)
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7

23 SG-75 200 µg/kg

50 200 µg/kg/hr 48 48

200 µg/kg/hr 14 SG-75 - 26

50 200 µg/kg/hr

SG-75 - 27 SG-75 12 482.22

203.97 ng/mL 48

649.97 711.88 ng/mL 2,663.23 ng/mL

SG-75 CV 109.52% SG-75

SG-75

- 26 200 µg/kg 200 µg/kg/hr

SG-75



-50

- 27 200 µg/kg 50 200 µg/kg/hr

SG-75
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1

24 3 30%

SG-75 24

122.71 461.85 µg/kg/hr 281.25 µg/kg/hr SG-75 - 28

SG-75 6 711.67 244.39 ng/mL

24 1,020.91 349.83 ng/mL

- 28 SG-75
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(3)
SG-75

- 26

60 kg CLtotal Vss 12 mg

200 µg/kg

CLtotal 0.508 L/hr/kg 0.498 L/hr/kg Vss

0.683 L/kg 0.516 L/kg CLtotal Vss

CLtotal

SG-75

- 27 200 µg/kg

158 251 µg/kg CLtotal 1.17 L/hr/kg 0.65

0.62 L/kg Vss 1.87 L/kg 2.4

1.3 L Vss CLtotal

3

24

Vss

- 26 

  n CLtotal Vss 

   (µg/kg) (L/hr/kg) (L/kg) 

5 200 0.508 0.683 

  [12 mg] [30.5 L/hr] [41.0 L] 

8 200 0.498 0.516 

60 kg
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- 27 

  n CLtotal Vss 

   (µg/kg) (L/hr/kg) (L/kg) 

7 200 1.17 1.87 

  [12 mg] [69.9 L/hr] [112.2 L] 

6 158 0.65 2.4 

5 251 0.62 1.3 

60 kg

(4)
SG-75

SG-75

SG-75 Emax -1

75-SG
75-SG50

max

EC
E a

-1

SG-75 Emax

Emax EC50 35.9% 119.3 ng/mL - 29 - 28

30% SG-75 603.4 ng/mL

12 mg

SG-75 0, 50, 100, 150 200 µg/kg

200 µg/kg/hr

- 30 SG-75

20% 1.97

100µg/kg 20%

150µg/kg
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- 29 SG-75

- 28 Emax SG-75 -

 Estimate S.E. 95% CI 

Emax (%) 35.9 4.4 27.1   44.8 

EC50 (ng/mL) 119.3 12.1 95.1  143.4 
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- 30 

(5)

1) P450 in vitro
23

P450 6

SG-75 SG-86 - 15

SG-75 SG-75

12.6 mol/L 2,663.2 ng/mL 7 IC50

7.9 SG-75 SG-86

4.

1) Keen JH, Habig WH, Jakoby WB. Mechanism for the several activities of the glutathione S 

transferases. J Biol Chem 1976;251(20):6183-6188. 


