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X1F25~50% D FEFH TIH T X 525, A TH2.0ug/kg/ 47
BBABNWT b WM, LI 7o vy ok LT
0.5~1.0pg/kg#x 2~54 b CBIHEIFFIRNIX G555 2 &
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HAANBEIMHIZL I 727 =& LT0.25, 0.5, 1.0
K O2.0ug/kgZ 15 20 CHPIEIRNIE G- Lz &, F72,
ARANBESTFIZL I 72 % =)Lk LT0.125. 0.25.
0.5 U°1.0ug/kg/ 5 % Fee R AR N G- L 72 & & BHIR I
FRZLRIEE X F 2N 2O L EZ R L7z, KHICH
AR S, R R NS RIS B8 T0.6~1. 347
(ti2a) JU6.7~11.5% (tiep) T 7o, FRiidRNIE G- F
IZBWTIEL.3~2.35 (tiz.) KU12.6~16.5% (tuzp) T
Hy, HEltCIES HEC»2DLDLTIEIE—ETHho 72,
T2, MRS HEIZ B B RS i (Cow) KON
s - R R HA N TR (AUC) I3 REEICB W THE
WZIEBI L TN 5 2 AR &7z Y,



AARANBZEICLI 72y =)LE LT0.125. 0.25% 08
0.5ug/kg/ 75 % FERiEIRNIZ G- L 72 & & O BRI A2 L
PRIREEHERE (P + e R =)

1§"€/m'-> 4051 g/kg/ % (n=6~12)
—-0.25 g/kg/% (n=1~12)
1 ~8-0.125 1 g/kg/%> (n = 6~11)
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HARNBZHIZLI 7207 =& LT0.125. 0.25. 0.5%
U'1.0ug/kg/ 73 % Fef RN G- L 72 & & QBRI R 22
UEOZEMBIRE ST 2 — 5 (CFIH + EEREAE)

5 & | Coa t1/24 tizp AUC CL Vs
(ug/kg/%) | (ng/mL)| (min) | (min) | (ng*min/mL) | (mL/min/kg) | (mL/kg)
0.125 | 3.08 1.30 | 12.62 | 690.5 | 44.8 | 303
(n=11) | £0.94| £0.77 | £8.37| £335.7| £15.5| *133
0.25 5.53 1.89 | 16.48 | 1235.4 | 55.4 | 406
(n=12) | £2.02| £1.00 | +£12.65| £703.7| £35.1 | £296
0.5 11.23 | 1.59 | 15.01 | 1975.8 | 48.3 | 316
(n=12) | £2.99| £0.86 | £11.04| £699.8| £16.2 | £165
1.0 22.03 | 2.30 | 13.81 4978 45.4 | 296

(n=1)

*16.1.2 A (EFEET)
EHREBEICB W TN LIRS T CHE AL E 2205 2L E
DFEE (248) 12, LI 72y =) ELT0.025ug/kg/ >
TR IRNPE G- BIGR . ZEHEERHL NV PELND L
120.5ng/kg/ 455 % EIRIZH 5080 % JRET L 72 & & O@pRILTE
PRZALREE CROM = EikFEE) &, 5% THT
1.098+0.6059ng/mL. #5-# T #6045 12120.02875 =
0.07245ng/mL (246172061 CoE & T IRERT) %0, B
R L7 AR 2 AR 1L e IR T L7ze E 72, W)
HEXTG A —FIITEDEY ThH o729,

HARNEFEBEEZIZL I 7 v ¥ 25 RN S
L7z EOWIRIME R RZAEOSEY THEE ST 2 —F
CEIgfH + iR )

tie AUCoint Crnax CL Vs
(min) |(ng - min/mL)| (ng/mL) | (mL/min/kg) | (mL/kg)

16.97 1726 1.803 41.65 9600
+19.81 +2937 +1.594 +19.70 +16870

16.1.3 /112

OARNNEEE (1155, 3661) (CFHEEIRMNEES (B
e LI 722420k LT0.25pg/ke/5) BMGH. &
HORRE (B GBAMG1 BLE, G REE EHE LA
1020 FILL b — 58k % iR L T B S) O 1R CHRIML L
7ok &0 0.24~0.26ug/kg/sr O M= (3361) (28B1F 2 Bk
M R 2 AR [ defiE (FiPH) ] 124.76 (0.57-8.96)
ng/mLTh o720 7UT A (CL) 1Z. HEMTHS»
%AEIEFO 5T, 51.18 (27.71-436.75) mL/min/kg [
gl (#ip)] TH o7,

HARMNNEEZIZL I 7207 =20 E L T0.25ug/kg/57 T
FrE IR N3RS % B L 72 & & O BRI R LIR i
KMUOCL (Whdefli [/ MBI AR A#])

f% (ugkem) | BB Wi, TR o [HERH]
[1;;11;%? 1~6t% | 7~158 | @t
BRI | <0.24% | 5.01 - 5.01
ZAkEE | [n=1. 0] - — —
(ng/mL) |0.24~0.26| 4.33 5.41 4.76
[n=15. 18] |[0.57-6.38] | [3.62-8.96] | [0.57-8.96]
0.26<™ | 11.18 - 11.18
n=2. 0] |[6.65-15.70]] — |[6.65-15.70]

4)

W (gke) | BB i, MR - [HIPH]
[n=1~65%. - A
7~158%] 1~67% 7~15/% &5
CL Efw 57.51 46.11 51.18
(mL/min/kg) | [n=18. 18] | [39.39-436.75] | [27.71-69.45] | [27.71-436.75]

1) 0.2398ug/kg/7 n=1
12) 0.4831pg/kg/4 n=1. 0.7489ug/kg/% n=1

16.3 9%
L3I7xr% =) (2~50ng/mL) OIMAEER PG & LTI~
72%TdH Y. TIVT I Y ~OREEGHFIE14~16%. a 1-FEHEHE
EHNDOFEAEILZE~4T%TDH - 7210 (in vitro) o

16.4 R
L3272y SOV il O AR N L AR AR B JRER S
HITATT—EIZL) ., EL,IHIRS S, G
HWTH DB AF VAR CREILERD1/270~1/46000 )
FHAELLZW, B, LITZ7zryy o VidElay) v AT
T —EIZ LY IR S N 19

16.5 ittt
HAR MR AT 6B L 3 7 2 v =)k LTL.0ug/kg
1M 2 CHME RN G- L7z & & F5-1524F50 F ©
WG EDRI1% I ARZEALE & LT, #80%H i A F VAR,
e L CRPICHEN S iz,

16.6 HENDEREH I 2EE

16.6.1 =HE
40~65% (FPE4EH 5 2660) M U66RLL L (R 24%510)
DR ANBZIZL I 72 % =) e LT3.0ug/ke/ 47 % ¥
RS Lo &, LI 7o vy Vo a v s—
M XY OGS ER (Vo) PREMEEIEL T, HETH
40%EAECTH > 72 DIAL, SEMBRE ST X — F ICHhEEE L &
B R OB TEIIZED SN o729 FHEAT— %),

16.6.2 BispEEEHRE
B RERE ISR L I T2 v ¥ =)L e LT0.0125 1%
0.025ug/kg/ 55 TLIE M FEfEEIR A H 5. 0,025 1%
0.05ug/kg/ 4 CIRFMFRFEEIRIP G- L 72 & & BREREIEH
H & AR TRERORPIEIEE IS BRI IS & 5 28
BN, oTz, —H, BHEEREREZICBWTHAF
IR OFEMBYRE /ST X — & 1 XBHEREIEH & & I _ T
Cunax ©3~3.50%, AUCT22~34M5HHN L\ t121315~ 20444k
FL729 17 (HEAT— %),

16.6.3 MKERTEE
G Td DA F VR, MBI 7 &
3 25~35%kkF &N B0 FEAT—%),

16.6.4 ATHspEEERE
FRRERERE E B H10MICL I 72 v ¥ =)L & LC0.0125 1%
0.025ug/kg/ 5 TLIE M RGeS IR A H 5. 0,025 1%
0.05ug/kg/ 4 CIRFMFRGEEIRIP G- L 72 & & IFREREIEH
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HwTE) % FRBiatIR NS I 0v80%1 (W A RRIFEFI O H IF
BB RS A X ARHI . Opg/ kg & EIR N5
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(IR 2EREOHIFICE T 28ER)
17.1.3 ERE DR
1~ 15 D& H T o H AR NNETEESOF & R, FFE
T TARHO.25ng/kg/ 70 D F i IR 3% 5 (WLBEREIC
1.0pg/kgD B RIEHRNARS) 12X 0, BBZHERF L. Z
OFEE . IR L 2 SISARKE L - BEoH 4
1211.3% (9/80%1, 95%ISHEIX M : 5.3~20.3%) TdH -7z,
Wy SN BUSOMFRIE . P I _ES-# 10.0% (8/80
B K OB ANED 2.5% (2/806)) TH Y . HEK
JRES R O AR M ROS T 3 S e o 7o F 72
TR OL I 7208 2 VORI 2 B4R I
EPICH & HE Sz, BIERZEHIER1E30.0% (24/80%1)
TH Y. EREWEILGIHERD (26.3%) TH-72%,
D IUHEIME 2SN — A 5 4 il (B2 Y BB A1~5%
B X 020% AL, 15 E D ERHRT 5
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* Methyl 4-(methoxycarbonyl)-4-{(1-oxopropyl)
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