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—8000, AKHHEE

oooao

(R, T hNEYENHET X

|RAT PK

I vX—95 085K HMOFEE | SHmfE | PHHRD S
{ (mg"kg) F (%) Fa (%)
g7 Lo 70 2— A 3mg /mliE | 30 2.4% 15.2%
i

E TR IEEBIE 30 1.1% | 4.7%
[1%CMC 500m FU/BEEG S | 30 1.7% 4. 0%
[ ). 3mg ml

| BETEAMERRNENG, Swgml (& AFS#EET | 30 0.4% 1. 4%
L7

| [EE R

1 10%VX—95010%PEG300 |30 41.1% | 104.4%
1.10%SLS "PVP—K3O0EM=E

| t OH, A5 E

110%VX—950./5%SLS42. |30 19.6% | 77.6%
1 5%PVP—K30 PEG8000, &

I #=F t OH, KHHE5EE

1 10%VX—950 710%NMP.“10 |30 32.3% |73.4%
oSS/ PVP-K30. Bit=EtO

1, A 58

110%vX—950 "10%PEG300 |30 12.7% | 26.6%
E/lO%SLS/PVP—KSO\ﬁﬁ:

[MeCI/EtOH\Kﬁ%ﬁi

| 10%VX—950&M=/YELZPEG [ 30 5.6% 24.3%
[
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[#1. VX—950D / LIEAHMOEMEN T A—~— (4 7T 1 5mgk

iy 9]

[ﬂﬁu %F cmax Tmax T1/2

! g/ ml RF e A ]

0 20%VRT108720/77%PVPK30/ | 1 5. 1 0.89 1.33 2.25 445

[ 3%sLs 2

E@%%ﬁ%@mm 53.8 |66 43 31 CV%
5

t 25%VRT108720/72%PVPK30/ | 5. 8 1 0.38 1.17 1.82 S

3%SLS

E 20 37 25 34 CV%

| 33%VRT108720/64%PVPK30/ | 7. 7 5 0.47 0.58 2.52 S H)

| 3%SLS

| "B R 69.2 |63 6 5 22 CV%

[ 8

| BO%VRT108720/47T%PVPK30/ | 1 8. 2 1.19 1.33 2.28 Tt

1 3%SLS 2

| e R 38.4 41 43 16 C V%

i 7

[ 20%VRT108720/5%Pluronic | 2 5. 1 1.74 1.17 4,42 Tt

| F68/75%Ko1lidon VAG4 9

0 FbAE T HLE 39.7 6 1 49 22 C V%

i 9

0 20%VRT108720/5%Labrasol | 3. 4 9 0.07 1.67 1.19 Tt

0 /75%Kollidon VAG4

U i sy ik 47.1 |42 35 3 CV%

: 4

T 20%VRT108720/5%Capryol/ | 1 3. 5 0.82 1 1.12 S

E 75%Ko11 idonVA64 7

[ﬂﬁ%ﬁw 77.7 41 50 32 CV%

] 8

| 20%VRT108720/5%Cremopho | 8. 9 1 0.6 3 0.75 2.34 LB

| r/75%Ko11idon VAGA

| BRI 39.8 21 88 40 CV%
5

1 20%VRT108720/5%SLS/75%K | 1. 55 0.13 1 1.05 S H)

l ollidon VAG4

| AR R 43.3 6 1 50 75 CV%

[

O

Ooo0oonoao

0O00gag

uooobooooooboooboocoboooboobocobooboooboaoda

10

20

30

40



gooad

[ FE 2, WA EtT—

(32)

JP 2008-501802 A 2008.1.24

| VX—9 5 OFEFEsHEO A EE

0 S AE A A = | A=ETE

{ C =F5dm

: G S

! O |1#@ (28 |18 | 254
E%%w&mmﬁﬁ%%%m 40C/ T5%RI EF|A | A A | a
[WW&L) 60°C EHIA | A A A
| FEEERTE, MeCly 25°C/60%RH ER|A | A A A
r 40°C/75%RH A C

[

| VX-950:PVP K30, 40°C /75%RH B | A A A
1S

[ FAEHEFR3E, FtOH:MeCl,, 8:2|60°C | A A A
i 25° “C/60%RH | %FA | A A A
[

] VX-950: PVP K30, 40°C /75%RH | A A A A
[LS 60°C FH | A A A A
| "EFHLIR, MeOH: 7Ly, 211 | 25°C/6OKRH | A A A A
r 40°C/7T5%RH BB C

[

1| VX950:PVP K186, 40°C /75%RI FH|A | A A A
i 60°C #EEH|A |A A A
0 PRIEARTE, MeCl, 25°C /60%RH A | A A A
i 40°C /T5%RH A A
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0 ¥R Pt BEfAR | BERRE | A

. = mg.ml B, pg/ml

! (g ./ml)

: VX950 :PVPK30, 1:1, 2%Plur | MeCl, 4 0% 50 66.87

1 onic F108

t VX950 HPMC, 1:1, 2%SLS MeCl,/t-BT, 1: | 10% o0 399.7
1

E VX950:PVPK30, 1:1, 2%Plur | MeOH/Tt}v, 2: 10 % 10 41.22

1 onic F108 1

i VX-950:PVPK30, 1:1, 2%Plur | MeCl: 10% 10 22.43

| enic FLO8

| VX-950:PVPE30, 1:1, 2%SLS | MeCls 10 % 10 344. 2

| VX-950:PVPK16, 1:1, 2%SLS | MeCl, 10 % 10 27 7.2

| VX-950:PVPK16, 1:2, 2%SLS | MeCl, 10 % 10 346.5

0 VX-950:PVPK16, 1:1, 1%SLS | MeCl, 10 % 10 367

[ VX-950:PVPK30, 1:1, 2%SLS | MeCl, 10% 10 349.5

[
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IlvX—950 5 4y TOKA~D R %
1(95%L. 5%D)%
T RERTEA A L 2.7
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[ AT D (3 Omg, Kelt 5 &) I Cmax S Tmax 2% F
i (ng mL) (FFfE)
0 1:1 VN950:PVPK30, 1%SLS(I7LovaTox. ) | 9814200 0.6+0.3 19.6+3.1
1 Niro-49%HPMCAS/ 1%SLS/ 1%SDBS/49%VX-950 | 980 200 0.940.3 29, 5+4, 8
1 40. 5%PYP—VA/ 10KETPGS /49, 5%V X-950 1482400 0.5+0.0 29,849, 1
E 40. 5%HPMC/ 10%ETPGS/49. 5%VX-950 1890+ 400 0.4+0.1 34.7+7.8
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IR=V N L PRt WLUREER | LA T | FEETE b
0 &= (RERE) L {ppm) > {ppm)
0 2702-801 |49%VX950, 49%H | L00%E(LAFL | O 10064 <100ppm
! PMCAS, 14SLS, |v 1 114 <100ppm
{ 1%SDBS 2 <100ppm <100ppm
E 63 <100ppm <100ppm
1 2702-802 [ 49%VX950, 49%H | 30%7Lhs/70% [ 0 2889 1869
[ PMCAS, 1%SLS, |#E{bAifvv 1 <100ppm <100ppm
| 1%5SDBS 2 <100ppm <100ppm
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