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A ZE S BRI L AL T ARDS. COPD - /51 1L i 7K i« 3L SO tR B B B 3545 « TP AR R R G0
L R AE PARR AR P A RRE O 50m ) FIARER S B4k S HL R R SE

B &35t AR

[0014] & L/ Y ESEE] 2 hE R (@) [y (JRAI428) A1 (O ) Bt 2. 9mg/
kg TSC Ja i~ F3 TSC MR FZ .

[0015] K& 2 7R T AESEHEE] 4 th v - IR XS KR 25 N 19 TSC MRUR 2 (y — 208
F&XF TSC B LA RIS IR )

[0016] B3 R T 7ESLHEH 4 o TSC JRA it FH 25 /N J5 19 pk #H12%, BE TSC MR (ng/
ml) HiEA AR (9% FIRR.

[0017] K& 4 75 T AL 5 1, TSC-y — MG G+ TSC X Cmax [F520 , B
TSC FEAT PRSI 3E 28R B2

[o018] K 5 nH VAESEHEH 6 H, 7R R B D R iE H B S ERRE (S E &1
TSC, 2) Amg) FHITFHr )G 7 A/INIT B[] P I o (R

[0019] &l 6 7nth T 7ESLiEE] 6 o, SR KRB HE LA X B Eudragi ts B4 I 2 Py
RIF IR E 3 Lo e (510A TSCAHLEL ) .

[0020] B 7 R T AESEHEG] 7 rb, KB P v RUARE RS R ot ek L A R 2 e A L BE T
R

[0021] B 87t T AESLHEM 7w, K B IIH 4 AR TOREAE A o 10 w g 6-0HDA FilVR Y7 A #R£2
JEALT IR

[0022] &9 7Rt TAESKHER] 7, KB HI IR G AR IORERE AL 5 u g 6-OHDA FIVAYT A4S
TEHIE TSI B2

[0023] W10 ;- T AESERER] 7, VST 5 1 g 6-0HDA J& BB R IG YT H#  HIS A& e A~
o

[0024] W& 11 7~ i T AESEE] 8 H, C57B /NI &R 18 K B-16 MRt & R (v
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[0025] & 12 7c T 7ESLE) 8 H, C57B /N AR 18 R B-16 MRt By ss A (°F
B £ PRIETE) .

iR h

[0026] & S FUEALERAN (TSC) ZEXUMME R RN P& (BTC) ZKME M KR EY)
HER)— 5, (B AIAS RE AL IR S DU SO A AU B AR S b (B, B - 3% b
RELEAE R A) ST sOBRE IR G 250 B BTC AL 54 A 10 it ) 20 22225 & 114
PAAN BRI AE pH AR SE, XA R R 2 5 HAM 2Rl b s b S AR . T RH
fRHE bR EWR A AR T TSC AL 54

[0027]  TSCAEMRTEAAT (B, 75 8 PAFERIBELAE) TUIIE. X P AP AL B 1R
PERR BT SEPR ERANER) . TSC AEMRPESAT N ANFEE , I IR etk N BERETE (IRt 57 44
. CABTTHAE B W R R PER ST AR TSC, JRAE S A R pH X 35 BRI TSC 1) R
Gio /NN IRSEAT AL NAE R pHe SR AR R, 5 A 2 B BAI EL, 294 TSC EL#%
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it 2 /NI AE R RE3EOR . 25 LRA T sl o 45 A N TSC A SO/ T8 N 15 21
(1) TSC e BEKF o 1dak IR A TSC Ref% 1K TSC B R

[0028]  RUAR MRS EEAEE b2 A S s AT A R soe Rl AR AE, A7
B A AT H ER a4, T A A AE pH B O6. 5) BIVHALIE DX d8 i 4E R 14 5
Vi o
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R A YCEY Bt R ST &

[0031]  AKRHMLASWES a) FEUTHILEY,b) TR, 1 o) B, 1ERERE, AT
i pH ma Y 384k (BE, TSC 43Rl / IRFRAER SW A ), BUER BSE R (WIS
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[0032] A. ¥ BURIEILEY
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11/361, 054 5 £ LR HIE S 12/081, 236 5 A3 E LR G 12/289, 713 5 H AR
IRt A4, AE I 51 AR 3R STk A SN

[0034]  ARHKY BUEHAL AL AT M &, O ISHE M &I . .
AR R, AU R AR N2 (BTC) AU M I SREHEE b EE (BTCS) » PR EFE XN
Wi KA E b RMAEEA T

[0035]  YZ-TCRO-ZY

[0036]  H .

[0037] Y =[H&EF

[0038] 7 =5 [H B HHIE R AR 1 5L [, 0

[0039]  TCRO = R XFEEHE MR B,

[0040] %1 TSC.

[0041]  FEHAKMF -

[0042] Y (AEPRu AT AAHFIECAE ) = HBEREH &+ ik Na B K B Li *. Y AR 2
—MEREET. Y] DUZANBHEF 620 RN VRS, Htf RJE HBL CHypps HHn N 1~
10, BRI 1~ 6, B, R m] DL 3L, 208 TR 3EE T 3,

[0043] 7 (FEPI ] DAAH EIBRASTE ) =55 H BPH & A 7 AR e 3 [ o Pk i LRGSR EH 2
M (BEREHE N ZEMRWAY) LRI bk, %258 Fn] L& R (C00 ) B COZEH] (Hian,
BEL SRR AL ) B i EREE ] DU IR R AL (050, ) BREREERREL (0PO, )« (OP (OH)
0, ) RERRL  “RERRAE LA A . iz I ] DUZ COOR 5 2L, vt R N C Hypeo

[0044]  TCRO = A FKHHE P RECEEEE b FEAHRIER CHERME 2T 100 MK ) » 1%
BT, BAME (2R 30w ) HimEa & L8R 88 & ik — B0 s Al 58
(FE—Asj 7 Rerp, A B AL R T ACRE, TCRO AR5E4ILHE ) . M (X) JWH N FHE, H
WAl PR MR A AR SE 7T E 1l B T ) T B AR B AE
A HIHL R o FRGeRK — TRAVBEI 4 D A TR . SR A, Tk — BB
(Y [r] A, D2 AR AR M (AR “Z7) s SRR Ar T2 — A BB S, 0 iz
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AR N s o (CBRRN “E”) o AEARZE D, SR AR PR g AT e 2K
[0045]  AKINAY R ST o MRS A AR T8 e A F I S8 kA . 78
— AT S A A R DU BR AR FR R PRI S o A 9 67 B m] AAHN T 70 1)
L O BR, R DA BR, 843 70 5 B0 A2 E 255 2 1A O AE A 2 28 A B HAE X T
HLO BRI 2 (A 20 R AT
[0046] UL X (AT LAAHIAERANF] ) 25 () R+ BA 10 MRk CAERIFE 4 MEUTF,
FErIEHE S KR ) WAMEBCLEREBIX R . X 87 PUERRRE (C00 ) BRZHA / FEKEE.
X B & B AL (CHy) « &3 (CHy) « ZRFREIN b B AT BAS B ) 2 1) 5105 & IR 4540 L 1
CH,Cl & i &= ket (C1-C10) -4 C1 B Br & i 2 B 4% (OCH,) Bl 2% (OCH,CH,) .
A AT AAH [RIESCAN 1] 5 AH B FH A e 06 5T i ZR AR R 2R E
[0047]  EIRFAEVFZ RAMIEAE b &=, (HIFAFEARHE MR LEWANEEE
HMEE 6,060, 511 ‘530 K s AL RN (TSC) , 7ELEIE R 5] ARG 200 N B A . R AR AR
FEAERIR AL AL 5 A AN RN, B 5 04T 3 B 0 I X R A AR IR 42 BT /il 45 TSC.
[0048]  FEEHEE DR ESEEARE 2K SR AN S A4 A4 M s X e A A 1) 7 AE AT DL 1 L 520
TR EISEEAE bR E SRS - T DT R E . 45 )i /5, 78 380nm ~ 470nm
AJ L' B e R P IR s v RO R i B B ke T B B9 55R BTC B BTCS 14
K)o MR BN N BUBE K 1A [R5 2 B3R 1 W B WO (AR SRR R N A TR 3], Af
DS ] A A7 78 BTG S U o B2 T3 8 7~ I SE B0 ZR 45 ), B RS [ A 1R g R
JCPZERR LA UV K VE ] 220nm ~ 300nm P H IR U6 T IR O 2 RT DA A Rt 58 e =X A 44 1)
AR, Y ASEEHE b Z R (TCD) BY BTCS ¥& T /KB, A] DL K Yo [ (1 B iy W1
AT 380nm ~ 470nm ( Bk T8 U7 040 2 45 40 i ZRAC FE AT L ), UV B Y TR ) et or
T 220nm ~ 300nm. #R #i M. Craw A1 C. Lambert, Photochemistry and Photobiology, V
ol.38(2),241-243(1983) (fEMEIL T FHIF AL ATHNE ), tHHER (LD Wik fEERn )
3.1 Al R AR R 6. 6.
[0049] X SEE LRI HIEEE 10/647, 132 ‘513 E LR 5SS 11/361, 054 5 R KA R
TSC 34T Craw Al Lambert 4341, i LUAE N KT 7. 0 (i1, 7. 0 ~ 8. 5) , HHRI 12 KT 7. 5 (H]
Wi,7.5~8.5), sAMMBZEKT 8. A RHIM R “ Al f)” 5 m fE 4L i) R X A
[0050] A RIRE, Frid R KT b2 LA AL R R ME R EEHE b & BTO)
AN TSC, BUE R N E A ER BB .
[0051]  B. PFHIKE
[0052] L4t 1 2B AR INZAY)/E B MiE i AR F RE, Bk U 776 a0 60 4%
RIEFETER AR KR O RS AT, TR S0k R XSRS R B A
Wl
[0053] FESL[EIA R IESEEBIGEEE 11/361, 054 5 oha] WISHIKS 5 XU s SR 3
N AR, /A E I 5 H AL AT
[0054] AR, SRR R bR kAKHE bR MRS (Flar, o -3
RIS B — RS ER v - OIS ) A AEMRIIE. FrR I sRs v DLE R L I 2L - B — 204
FEEC 2- FR BTN —y - TOWINS . 7B 0 — 6y AUrh, Irk S e 0 & H Be e B R K. 7E
N5 77 N, Frid 2060 A0 5 1 i R A £ BOCH 2 R SE AT pH A&
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[0055]  H A, WA PE RS N SIS LR AT 1:10. AR EZ, Ak
L4, B1m,2:1.1:1 B¢ 1:4,

[0056] C. fi4<

[0057] Wi B0 ACE AT IR 2540 n () B 6, FH kA=l 7ETH AL R W67 B . s 1tk
Taf2 /N, R TE A BR IE 25 7RIS B/ D RTRE N . 2 80 i BACE I 7E B 3 1 iR
PEpH N B R tH AR BRI, MZR MRS IR YE (AHXHRIRME ) pH R BIs 4 i i A /e A - 14,
W v A AN ERRAE B IR TE R (pH A 1 ~ 3) 1, (E VA RRAE /N P9 A7 A5 (188 5 pH (i
it pH 5.5) o HTRiE AR AR HE TG D7 IR | i A U DA A SR

[0058] XUt MRS I FEHE DR T UE. AT B 2450, 7] LAESR B
IRz 1 B4 ACRS G PR o O T H i 18 2, % R A e 16 22 0 B 25 ) VS F T B P pH B0
5 (MW pH 5.5 B 1) o, JRERg R A H Fr B TE R

[0059]  HEiAM TSC B SR T4 N A5 B 1 TSC R BEKFo alad CURGE A TSC B8 4t
K TSC A &t BT TSC AERR MRS T UilE, Rt A & B L&V Rl A8 B 5 200 82 P2
i R4 TSC, FFAE 18 N 5 A B 1) pH XIS R T8 TSCo

[0060]  WAva B0 A LA T 1R 2L ft 79 DACR AP VG TR o S T AE B NI B - [T
A & R -

[0061]  @TRIVEMEA) L T 52 B Bl B B VIR JE 11 520

[0062] @FED HAF (task) B

[0063] @7 AT A5 0o AN I AE P ) B 8 38

[0064]  @ZERELAFE IR UKL

[0065] @Yy {4 o a2k & BE AT R T4 B PR A IR AL T P A o o B

[0066] 5 —Si it 5 AT HE A5 FH i 2T B 1) pH AL R AR iz 9 0.4, AT AR TSC S8 UK
PER IR ™ 2 A7 38 B 22 3043 1R AT WAL, AT 384 R MR SC I 26 T A

[0067]  AAHIZH K

[0068]  HVF£ A IRAF KM KA LA T A B E . K2 H0E i 2182 a4 8
(PR AR A s ) Bal i pH R AR R AEVE R o« T2 iU A4 k)
BT B I HEES e . 88 =25 (RO, pH MR BLAD AR ) 7EAK pH 26040 T 2Bk PER A T
K, FERL Y pH NI AT o (R, Bk A AE B 67 2 PR TR IR S e ANV ), T 7E BT 32
(1) pH YR & A2 i . PT3RTS 2 R pH BIUR AL SEA 4, FLARAE R Y R AR 43 i R 58 pH SRk
o TNRIIH T L o E HE pH BURELR S

[0069]  FH-T-M¥a BRI H pH BURAI R 59
[0070]
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WE_FIRLMRA %
BETIRR £ MR 4T 4 &%
FHRBREREY
PR AL PR AR gl 2 A0 R IR B
ZIRFE T T AL AT A 2 i R
RO FE TR
[0071] =P iiT 65 1 TR I BR IR 5K G40, RISk U T T 04 B2 R0 PR 6 TR 0k 1R TR I 1) 36 SR 2
Eudragit L30D-55. L100 1 FS30D. iXE65EAM1 pH # AL A BL e T HO B Re AR iR A

:
[0072]

(CAP)

[0073]  Eudragit L30D-55 :7f pH K 5. 5 UL I R A VARE, BE AR X 7 T — 6 W o
[0074]

Oy

§
3 ¥
SR

[0075]  Eudragit L100 :7F pH 1L 6. 0 b AR v g, ¥ 1DRR I X S 25 o

[0076]

3
N

3

3

b

3

3 3

& 2 Sis
H LN
! :

SR SrE

WMy O

[0077]  Eudragit FS30D :£E pH #ATT 7. 0 W} AL VA, B ) i [X e AE 45 7
[0078]  D. HAhALS

[0079] AT LAV IR ARG B BEAL B4 . T LAY 0 G Ath AR50 ke 52 ey 78 s 2, B
FAER CURGA AT IEA . BARI S A FE 2L I ER AN T BR8N Ik R BE A &
AN RMBIE R R R BAR S LR R R 2 0

[0080]  HiAth AT LAV ) 045
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[0081]  Prosolv 90 @REALfRAF4EE o #1A N PROSOLV SMCC 90 Ay v il e it 1 Hle
JR SR 5 a6 B A P Hools 1 R sh, (R 1R [ 4, R ecE T A s —
.

[0082]  Crospovidone XL 90 J&ZZHAPEIR £ A Mk g S R, £ He v s JHe v [ Bl ) 5
BRI AR . RE B (marmumerization) \ BRCFIGRORAL B SCHH TR < i3 /N Bk
PR7= b FH T 25 S AT Ml o 30 et 3% s A ) 3 1 BT A 77 it 380 RT R R BRI A B4R | ki ask
A FURL OB ZG ) AR . BT X e ARE 1 A A RS Y 9 2 0. 8mm ~
1. 5mm ( ELAF ) , Akl g8 EE/INFITE K o AH s, AR RLE R R A — MR B ERCR
~PYE AN TR 0k o Z8 38 ki A R — BB AN KRB .

[0083]  HHMREREE (AR AR AT\ BRI ER ) RAE =W AR A EY . Hike
N Coell Mg0,y HR T AMAHENE IR (HWIRRMHE ) M— Y& MEHE T
Mg™) [H3h. WHREERERAEL) S8 CRIIERAL, ANV T/K, WHEVCNEF ALl e
JZ NN R E B, I & FERST R AR B B i i (R 78 5 AIX (ORI 4 B tl
se 3 H B, A H LA TETE M, 7R A0 o0 AR B D A i 7)) g8 % By 1k i 43 5 il i 1 &
yUpLED

[0084]  BIHIY (kollidon) &4 &R ALK R LMHER AW s FIIAERIE 75 HUR 25 F
(NS

[oo85] Ml A7vk

[0086] A& BHE T 1A R i1l 57 AT AV AT B8 T A7 AE, a0 AR IS 3 e B2 500 B 77, 7T
PLRY R BN, BCE VSR B IR BCELR . 3& T 1 i FH 1) ] 0 B B 7 N e 711
Fiad i1l 770 mT DA 7 {5 4t DA R A7 50 R A7 A, B ] DAk il 28 e i ik il 46 . prad il
FUA] TR R BUE R U S A SRR G (R IERD R R 5E ) L
TET, 5 [F)— 254 B FoAh 1 570 AH bl 45 285 90 28 Re s 45 21 FEAIK, IF B4 B PR 259Kk FE Re g £
BRI I TH) P SRR T o

[0087] ANk BHZH A9 10 3d B A S B T 45 AL A W A DA S 252 3 97 I 100 1 7™
B . RTWRITHB” HIE, B A B a5 R RCR, B, H0 25k Firt X (1)@ B2 E
PFIREIR o YEIT A 2SR B T BT va T 7 098 100 9 400 () P2 B R P2 BT 56 114 45 T L B3h ) i
T I BRI AR AR N O 3 R IS B T

[o088] Y, A K B GV IR G B P R SRR S b A BRI A DAAS i
1:10 BB A LUR M4 o AR 2% B R HEZ (I E#ATIR & - 1RGN G NIRER A
e, B R RO ) (CHA AT LA R S B 1 o MR I RS ) o IR BB IR S LATE %
TSI T N7 pH BUR R AW (40 Eudragit)

[0089]  FEAK BHI— ANt 77 sUH , 1 2 Fh S B 1 i v A0 A BRORE TEOAE 11 st 325 1 B S B
Hoftpd b o Pk BRobL B2 58— AR IS — 80 9 BUE — A BRI H A 55 AR 15 =3
Ay B BRI R AT DU B A R ) HAR A B . — A S22 B = Fh
ANFIZEAL () Budragi t 834 I BRRL I B B , IX Se Bk 75 AN [R 1) pHAE S B IF -5 R&—
PR AU BRR (1) oz Z2AH LU B8 4% 7 SRS IR IS TH) PO RE T

[0090]  y&J7 I AN jits H A =X

[0091] A& BHRIH A WIFERIT A HRE LAY (B I LB BAE 5 HR AR A

10



CN 105287473 A w Bg B 8/14 7

2 RGH RN Z2 M DL h AR YT ik

[0092] AR EHEIH S H EOREAL FEHA R EE LR 6,060,511 5 K HE LA H
iHE 10/647, 132 5 EE LR HIEE 11/361, 054 5. EHE R HIFEH 12/081, 236 5%
] Il oy & R FRAE 5 61/213, 575 ‘5 R A FF AR L F g, 78 Bhis i 51 6N B 25 SOk 4
N

[0093] AR HA) DR &9 TR 97 LA R R0 -

[0094]  HH YRR,

[0095] PP 5 < B iy A< Jif . AT ARDS. COPD,

[0096]  HhilL,

[0097] O IUEF95 BB ALAE | /Co lIUAE 2 | /&7 L /00 5 21 B,

[0098]  Ht XL 4% T P 452 4% i A Bk

[0099]  HHRFREE R Gu i O (RAT /R 2K B D « TA 4 A% DO A H Al 2 AR PR s ) s e
P2 T S BN REZ i % (BFEMA T ) M AR A& 5R
Y SEIALFRE < BAT /R 2R R I8 « 1A 4 A% DO W WL 4 M) 2= A4k, 9 HEL 7oAy QAL B 2R i L = 2
PRIENE PR Z A AN AT REVENL 248 -2 WSt 7

[0100]  GTY 4%,

[0101]  FXuL (5= LTI JE AT JE 4 ML« ¥ 100 P B A0 /0> 20 200 B P % L 1 40 £ 2 300
50 200 2 2% AL 38 A% Pk TR TR 40 20 1 % A0 < R TR A P B oI R e A s M 9 I P 7Y
M2 B R IA MR T I )

[0102] 18t Dh e v il %

[0103]  FL3WRIE G MEAR,

[0104]  JEdE (AR RVENCUT BEBIR 1) BEHETT , AR B AN ) i BE
JRUHYR T W W8T S 8T LA S SR, AR 431 3D & T B VR YT I P B R R SRS VR
J7 (IMRT) , F1 / B 11) 29702, R sk fiz ) .

[0105] B R pd « B FK 7 P AR PO i 7%

[0106]  ANEMLEFIR / BAT K28 L MLREEE  HEF SR AS / M R PEREAT

[0107] 28 B IREA B Z, B =A% [P 28 s

[0108] AR B AWk FVEFG T MIBLA T A B R / e RS I FL3h 4
[0109]1  AKREARA G YL T T ry, BI, F TR 8t i85 ph e A8 PR 2 L i 4
AR BB IR IR B A DX B R o I AE TR HT BRI B S BT IR &4, IX 264
ATl TR IR F AR R B &

[0110]  FriR A We ] T 240 F IR / F 338 inssom s ) 52 & e 5e, 38 A AT, BLK
TEVE Q0 | D AT BN T S A 3 Bl [A) 3G KN 77

[0111] T BA N A&, Frid i e gh i A i i AT & 38 s 42 ki, A4 DIk B
BB R B s CBREE T LA sk B2 B BRI ) S BB BCEL LI 1
IR R T HARYE Ol WRNIRAE, B IK A BUVL A TS0 T 75 24 82 #h Ak S ik R
THUHE N ML I 38 S DLIB T 2 A T o AE— A7 20, AT DUEE L (M) 3503 i i
Wk A (TV) 33 SHEAEAE TS B 7K BIERRIRS 5 R0 P e SRR RIS . DRI, il 55049
PR ESTE AT I X AR A kit FH B T (R S AL BIBAR B K ) o B2 43R, PRIk i I& 1%

11
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A LAAS[A], 451140, Bl 2638 PR 0 RN A 8 1T AN 7] o

[0112] ™8 SR AR BRI,

[0113] WA AR I WL 40 M = A4k | o B Ay Pt % AR I | 5 S BPE | % & A T A
HHEMENLZESE,

[0114]  Z R PHEAEAL,

[0115]  ARUHLRE1E,

[0116]  J& FHFRZHR AT,

[0117] KK PERREE,

[0118]  JEdE— XU ME R SGEEHET M (40 TSC) & A T-id B 2 Pl S e 22 s 5208
A 2297, B AR Ui, AN3 P S B A A 2y vk S s 8 ¥ I FH TSC ¥R 97 9 A8 i g
TSC FH AN 1 5% B0k 40 f R R AEAE A, 12 (ANAy BB 52 B0 E I BRG] ) P80\ e 1 A3 4 A A
SO RS (BRI SEEET T IR 1) ik RIEVER . ARHAERERLEEER AH)
WATA KRR ) B G T E (A . T DUVRYT BB IE / Iioeg 8 8 (1) seo) A0, 8 B
JHR i 2L TG JBE L w20 RN &85 B RO i/ e

[0119]  FE—Askiti )y N, i 1 2 T — P9 U s a4 . 1E ik, 7T BL— Rk A
ML A B R S5 BUR LA

[0120]  DATIS St ] e F o PR ), 1 SE PR AR B A SN T 0T ARSIUEEAR A
SR 5y DL A2, R WL 25 i b At A 2 250 B 3 2 U R e 2t A, 5 7 A O B I 52
JOASE R Z A

[0121]  SEjats

[0122]  sEjafs] 1

[0123]  FHIHEY) (TEIHE )

[0124]  ffil& T HH AT 5o 34 s ppatl 571)

[0125]  65% [ILIEY)

[0126]  65.0% TSC

[0127] 26.0% Prosolv 90

[0128] 2.9% Crospovidone XL 90

[0129] 1.5% FHfaMs%E

[0130]  4.6% FHFIY4

[0131]  60% [3LIEY)

[0132]  60.4% TSC

[0133] 30.1% Prosolv 90

[0134] 3.8% Crospovidone XL 90

[0135]  1.4% HHJSEREE

[0136]  4.3% FIF]2Y

[0137]  TSC Ffl#li = (3) DHilid -

[0138] BB 1 .54 70% TSC.25% Prosolv 90 F1 5% FHHI2Y 25 MRS WK FIRS 5
a8, SR Vector B AR EHLEATHRIE . FRUK ALK AF R 48K = 800psi, I3
FF#EE = 10rpm, 3E = 0. 95rpm. HUILHITFFRA TSC ILIRY) T LR

12
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[0139]1 ¥R 2 AFH Crospovidone XL 10 MU IREREEX K B AP ER 1 19 TSC IR T AT
o B4R TSC HLIRY 1 2~ 97. 5%, Crospovidone XL 10 N 2%, BHASEEE N 0. 5% .
P BRI=IRE ARy TSC FIRE 11,

[0140]  JDEE 3 SR EDER 2 (IR T, SR 5t 20 B 53T i 9. B8 210
FORLSRER] (T ) BA, MRS 4 LR Y, HALE 65% 1 TSC A1 60% (1) TSC.
[0141]

65% TSC SLiE 60% TSC Hid)
95.2% TSC Hivkr 11 88.5 % TSC Fithi 11
2.8 % Prosolv 90 8.5 % Prosolv 90

1% Crospovidone XL 2% Crospovidone XL
1% TR 1% G B2 Bk

[0142]  JDUR 4 5 CAP (4RK —HIRAMREAY4ER ) BE.

[0143] AT ULEH B WA IR 22 57, 3047 T R BRI AL

[0144]  SZjifafs) 2

[0145]  TSC ¥AE WUk

[0146]  fHARE NZ) 300 55~ 400 55 &EM: Sprague—Dawley (SD) Fl Wistar K& B2 R
24 /NI, SR JE T & TR0 o BE R OK, (A 48 MRS kP b s . H R ambeis
RBREE I AR IR A . (E3Bh ik EE 1, 35 PE-50 & HEATHE S . I 4842k E e B, iF
S5 i 2% R 2RI

[0147]  fEMRE Z G, E KW B TWAPR—4 TSC MK M EZEHE 1) BN (8
L), B 2) BB, RTEAR BB Wi miE 2% (front midline), &
WIS A B . AEZF 7R, [ B4, I ] PE-50 & BHAT IR, SR 5 H 37 CAEFE E K ik
HAEFKBERONIE . R BCE AL, B EIEH, EKRARE | /M. BE S TSC Hil5I N E
BN fERGIE B AL, A B IS & 700 TSC i PAAS %42 (1R ) [R) B H 35050
JKFREZ) 0. 3mL MLAE . 5 /D> & A E NPT BRI . 0 AR FEAT BSOS 453 21 (1) 11
W5 3 AR P EIR S, SR e . IR S VIBE B AT B0 8, IS HPLC
A3 BT NI SE TSC KF-o

[0148]  ZMFFC it F 1 TSC 771 il 771) EH 8 bk v 5 1 771) (20mg/mL TSC.8% v — FRAIAE
50mM HZ B AT 2. 3% HEERE ) MR, iE | BoR, S5 = B EMA L, TSC B 2/ Mg
I A= R 8K

[0149]  SZjafsl 3

[0150]  BgiafAk A7 (EIRRAS )

[0151]  TSC7E 5 aF % (I ER PR ARG v e , JLT R ANV o WA AUIRA TSC A 452 B HI w41
BRI, AN N SE N R & pH VSRR SRR N T A S, #1453 TSC B (%
1), 3£ Eudragit L100 BREARR —HIR LERA4E % (CAP) AT A A . & USP JAfEHT
FUHRA P AP S R B HEAAK 1 SE B, 7R T R, 1 e A B AR A SRR A A
T B (SGF) [y fgtivh, SR JEHs R 2 a5 N TR (SIF) 15— AMld . AR
FIFE SGF RREF 84T, WAE SIF s IR A IS fE . ARHE USP 5 SRFAT LA

13
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[0152] & 1. TSC A #HF]

[0153]
65% TSC JLiEY 60% TSC HLiEY
95.2% TSC Bik: 11 88.5 % TSC Bk 11
2.8 % Prosolv 90 8.5 % Prosoly 90
1% Crospovidone XL 2% Crospovidong XL
1%t R R 1% HE B B

[0154] {3 FARSIER K AN 0 OV A0 B R B AR il i 1 28 7 71)

[0155]  SRJG, N T KIS VA BAC AL TSC Bt KA RPIRI, B8 A CAP 5 300mg TSC (f#
H 65% L9890 ) B A M REAT DR o R B TSC R FEARAR, 3X 3R BHZ A T i
PRI A T & AR B A

[0156]  SEZjifafsl 4

[0157]  TSC () B2 S A PRk (A E

[0158] A THARE TSC #NIN v — FRRIRG 5 0 4= B PR 2 ma, 3B BEAT T BA I 2
[0159]  ffifRE A% 300 55~ 400 ve K Sprague—Dawley (SD) Al Wistar K& HEEE
24 /NI, SR JE T8 TGRS o« BEBOK, A B MR JE kB L 2. H Raliih
KRB AR IR . (sl ikEE Y, 35 PE-50 & HEATHE S . i 488 kB e B, iF
S5 i 2% R 2R

[0160]  FEHEE )G, AT mid h 2, B A A i B . AR 7 b, 2 i Ak, R a4
TSC fill FE H B iom S e LA 0.5:1 ~ 4: 1 ZFh v - FFHIFSLLE (TSCEHE : v - WIS
HE) M%) 60mg/kg TSCo TSC FEMEX W B 51 HANBR Tt FH B A7 ()aze s o S8 il B2 AL
FHEE A LRAT TR A B o AEHEFT TSC Jia PAASTE B2 st 8] 170 B R #0230 ik $RER L) 0. 3mL MLAE . A
F /b & I 2 ANVE A PUE LR o X MAEBHAT B9 00 3, S BRI LK 5 3 R AR BRI &
SR AT R E . MURIR A YIBE 5 AT 8500, BB HPLC 4B TR E TSC 7K1~
[0161] B 2 FroR, v — IR IR 23 1 TSC MR

[0162] &l 3 4& TSC JA A7t FH 2 /Mg JE I pk 2R . dh 28 SR, PRI 525 Hh3f oK 1 TSC (1)
WL o

[0163] K] 3 /& TSC MK AEE (weg/ml) S ERTE (780) BKR.

[0164]  SEZjifafsl 5

[0165]  Cmax [R[4 FEPE

[0166] BRI, v RRGHRHERE T TSC 7E B B W& g R, LA LR
B H I TSC &R K, Rk, A T e 4x S PRI (BA Cmax T ) X T TSC A& =R Ao
Jetk, Py - ISR N 11 (TSC HiE v - MWK E &) A 7 HAWRI=EM TSC. X
TLUTRHEA, TSC AR F St H 2= =B :2. bmg/kg. 5mg/kg. 10mg/kg F1 60mg/kg.
[0167] RTZBF, [F48E NZ) 300 EEN 400 5 B HETE Sprague—Dawley (SD) il Wistar
KRE B 24 /N R G T 20056 . B OK, A 48 MR % 1R BT &
75, A FEE KR RRZRE . 15 zb%ﬁ%ﬂj JEH PE-50 B HEATHRE . (T 225%
LRk E B, XA I E 2% A2 KA

14
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[0168]  {EHEE Z Ja, L AT i id R 42, 53 MG B . B s, Sk, S8 et
TSC il )it I 2 0 o 25 W o TSC AE M B N RS B AR T it FH 350 67 () v o AT i 47, FH
BEGRAT IR A A o AEHEH TSC Ja DAANIEE &L 1 I [H) () B% HH 2030 KGR EX 2 0. 3mL ML . {3
A RERPUELR . A MAREREAT 2SO 7 B, AR BRI LK S 3 AR FEER &, 28
JEfE . MRSV G 34T S0 8, B3GR HPLC 40 #fr N Af 52 TSC 7K F-.
[0169]1 LR EIRIEE 4. B4 H B LR ERNE, SR 3R TR ARG . X
RO EH v - R IRIF I v A i 2 HAh Y TSC &

[0170]  SEjiafsl 6

01711  EAERA B A WS AT 1) 370 Ui

[0172] Dy T IHESL HRGEE RS TSC M v - MRS a 4L, #H4T 7SO 7. kT
AL, B TSCHL v — FRMFE LA 1:4 (TSC & « v - WM E &) MTLRIALNAE 9 5 R
A, I8 1) AEATEIE, 2) B Budragit L30D-55 ( ASCHFR A LS30D55) #HAT VA AL
( B2M7E pH KT 5. 5 BF - A A ), B3 3) H FS30D #HAT A B (R47E pH KT 7
I ERIAAR ) o IEHET TS A TSC ARG T (ANEIHRMRE) .

[0173] T ZWTF, [F4E T N2 300 7~ 400 7@ K HE P Sprague—Dawley (SD) #1 Wistar
KR B 24 /N SR G T2 T0R56 . BES UK, (A 48 MR R &
¥5, MR mGE s RIRIRH e FRZRAS . B 8ish ki i, JF A PE-50 B TIRE . (T4 4%
2ok B A, MG DR 2% A2 R IA

[0174]  FE4RE 5, I OS AWM H IR I Fe 42 45 257 51 88 (Torpac, Fairfield NJ)
it FF 25 18 3, SR e 42 ) vk ) B T 0. 3mL FEBE Ko AEJE T TSC Ji DAANTE: 252 fr B ) 7]
FHE NIk FRELZ) 0. 3mL MLFE . [ D ERF A E N BTBIL Rl 0 MR AT B0 5 5, [ 15
B S 3 RAARFA R ELR A, SR G 0 Hom i . MRIBAYIRE G AT SO 5, HIGH A
HPLC 4 #r AT 52 TSC 7KF- o

[0175] &5 W7 7 AEAE R BRIkt FH A5 78 B I B3 vh 40 I 7 AN (RIS ) P4 IfL 97
H IR, BT T s B 350603 A TR 2 1 TSC (40 4mg)

[0176] XA TSC FARKEHFL A TSC

[0177]  TSC:CD(1:4) RAUAK, HFRI/RH TSC SFMFE K 1:4 IBAWHI IR %, Aid i
IR A BA AR

[0178]  LS30D55, HF R E A Fudragit LS30D55 4K ( B 47F pH KT 5.5 B 1A
K) RIAHRE 1:4 BRTE

[0179]  FS30D, H:Z /R B A Budragit FS30D 4% ( 547 pH KT 7 W R4 ) fIAH
A 1:4 fed.

[0180] K&l 6 FIFRIRE SR T RAROKM T K EA Fudragi ts BRI EFTERAZ M
WeoE o te ek (500A TSCAHEL ) «

[0181]  SEJEH 7

[0182] & AR ETRIR

[0183] 41 FFTIR AT AR AR M 1 R ZE T B A ML T IFE . CEBT T 240
FRIRE AR BRI b TSC 2 AL T IITE R

[0184]  DAULA B (116 55 — TR 50 A o FH LB i P v RO K SRR B AT (I 7 . 0 Tt

15
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T N FE 5 T A0 e i v L S A I R SR A 2, 1 okl T B 0 40 o I AR B 2R O
M. Bl o AE 0 RS e 3 AN/ HUETE 5 TSC, £E 1t FH IR S5 8 fa 48 /NI B K B o
[0185] Kt I, IRV 5 2 Bt b o XL 1 ] s 2 e A T A i, R R,
FI TSC ARFR IS {F M2 Te BB TR 20 20% o AT e ta57) (Fluoro jade) MHELAR A G REHS
XTLEZE 58 BRI U1 AR “ BT 7 AP 4 T i AN B0 AT VB A8 H IR R KUK BRBSE 28 A T ik
(%) XL ek D A X AR AT R H. KRB TSCIAIT B K B AP o B T 149 30%,
W7 s

[0186]  FHRAGIS TSC X #£8 TOA7 5 28 (I 52 WA 1 5y — 1 2R 0 40 A DQOE R BRABE AL o 7 1%
B BRI E , RN B X @I AR ORI T 6- Fe Ak 2 Ul (6-0HDA) 5K 11H
SRR M. FEIZREAI H E S 10 O ¢ &1 6-0HDA, SR 5 F T 55— AT 5% o

[0187]  SRATZA RS — DU 51 B 7E TEAE S 28 S0k B9 70, 1% 2% S0k R
IR AL R AT BTG T 0 TS 10 O g 6-OHDA 2 JG IR e b T LA A 3 503 . AR
FUH, R ST 6-0HDA Z R LA 0. Img/kg WIFAIEVEST TSC 7 K ( 5AERACER I 50 AT 1Y
YRV EME ) o AEEST 6-0HDA 2 J5, 7ERE G 1Y 4 J WA AT HAR YR 9T .

[0188]  ARJGARFE R, B K FF326 2= B /R B 5246 % (Charles River Laboratories)
KAt HE AT IR ( S35 7 6-0HDA) LALCK MG AR &0 T I M 34T
T T RERE LB O 48 F 3h /K3 AT Filva y 7 RO REZH 548 ] TSC 47 TV 977 19 K BRI 241 g
TR (CHRIT TR/ RGN TR o B 8 BOR T IR EREE AL

[0189]  WILAEH, ZIRT FaiE P& ol 1 4 Ee LRI o A Ny 2 3], IX 2 R 7™ [
ZETUAL T AL, AT B4 P K2 85 % A TR T

[0190] B ASCVEM S VAT7 AT VRS 6-0HDA J5 M4 TCAE T IR . AT 90 i% 82 m , TR
SCHRHENRE 5 0 g 6-OHDA FRIRVESS BN BT, AR R ZES G HIRIRIT o K R G4 5
H RS TSC (0. 25mg/ke) , VEST 4 &, SR HARTE . B RN , 326 48 25 /R i fo] SR 56 2 3 AT A
2 it

[0191]  RILAE H, I TSCHHATIRIT A 2 iEM4in ( KAZ 20% ), REHIE R A it
BEZER (p<0.05) .

[0192] %A 9752 I VF 1K) 45 SR 2 K i 5 6-OHDA AT ) o 47) AN 48 10 59 6 7K B TSC B 3%
Won LA FIEE TR A T, IR 10 . IXFREH] TSC X Tt mi A s 2 A
Al

[0193] X gk Bl I i o JRUASE AR e TR I S e & BUAH 285 53R I TSC B KM R 5 T
PR ER

[0194]  SZjiEfs) 8

[0195]  RH TSC (Kl 28 7 ik

[0196] %A% /N BRAR LI )32 A3 FH G T PEAG Ieg v 7 AR A . SR F BL6 (/VBRIB A ER
R ) AN, 78 R K P AT R IR PN A B AR B (AN BRI R A < B R 7, IR TE
F TR i g o DRI, BRART V2 A T R TE i e e , AE 2 B AR R IR 45 0 R i
Py VA STy A L EATITE IRt E oy 7

[0197]1 T B16 ZHffa ) R AR A R H R I FB A LIPS 1, B AE 3% bl RV TR
(Fekete’s solution) HOAF AU MR #EAT I AUE IR 4575 5 TRl M4 . RIS 2H —/)
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WA RATRARN (“AB”), KB 2708 E DA 2 %Al M8 577

[0198] G TR AL, A /R Wil Sk6 = 3845 )\ SR e I HE T CH7BL/6 /INER . /)N B Bl 5%
7E 5 ANBUR A, BE B2 oK.

[0199]  RHIbRET %, B16 UM H 70 75 )& W K45 5 5 5 Hh 0 (Center for Cell
Signaling of the University of Virginia) ¥53%. 4HAE R &b T E08 KB B . 41
H7E Hank 2200 ER 7 (HBSS) HH LA 5X 10 4HAE /mL (3 B AL o

[0200]  SC B4 Mo f S B EAT VRS, HOW S 2 R A o EE 0 K. 7258 0 K, T /B3
FE R FR K 9 25 KRS 0. ImL SRR IR &/ N RIEZ T 0.5 X 10°M 1. /M
B e R B B EL R 4 R

[0201]  7E55 4 R, B N4y B 4 A, B4E 5 R/INBR, REH K P 8/ Tk 5942552 0. 05mL
oK. HB, AHE T R/, BEEK N & F KT 5852 0. 05ml. TSC ¥, TSC 7= A
0. 142mg/kg/ Ko fE5E 5 ~ 8 RME 11 ~ 15 REFMHFMES . 725 18 K, fFH M
WRRFE/ANER o VIBRIGHS, Bk, FEISAE 2 v Rr i, SR 5 T = iR AR AT o

[0202]  FfiJ, ARBHLEY & /5 B AL VPG IS, DAIRAS MR N B nT AR v £ 45 R IAFAE /S
Jigg b5 vp B g S KR R A DR, A PRASASFEIRI A /N An /KR ) B AR
THEUMR . R 2R 2 A, HAE A B R

[0203]  JMOR AR R B RAE TR 2 P A E 1112 . FR 2 B T &R AR A
(FIFRAE (med. ) BV RCFIME £ bR r £, B 1L B THE, | 12 Bor T FRME. HT
PRUETT ZK P EUX AN A Gt 22 E 5.

[0204] % 2
[0205]
e Bt
#H N  med CPHE med. med.  “PFEME
ok 5 55 6440 57 60 127 109 124166
TSC 7 18 32429 19 30+ 24 34 62453

[0206] A FAATUHE AN 53 51115 5y DLIKS A, A RARS A e B (KL 5 A AL 540 A S A SR T
IRIEAT Z B IEATE TN, 1A B B A A o
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