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(D A E W &GS A RE . A ST A, “Ya97 B 28" B VR T B 80N E” 2 iR iRTT
ARSI )17 85 R0 & ARS8 7 S b, SHER IR VE T 45 SR a2 JRBAROR ) ak FH /
SRR B0 R 92 o A5G 5 Y8 97 A 0 AT LA R R B AR AN/ B b Bl a2 A2 20 10 %6 , A
20% B E £, Lik25 % B £ k30 % B £, fRIE3S W B E £, flLik40% B % , flLik
45% BY £, L1650 % 5 5T 2 51 & .
[0068]  fE—LEAGHL N, AFAET/NEERAH A Wb 1 =X (D) B4 A PR &R T 29 g 5 4, 71
BEDRAH S nT AL 5 Z)20g 8l B %2, Z95ug Bl BE 2, 2910ug B 5E £, £47100ug B 5E £ , £1500ug
B %, 4]1000ng B B % , 4)1500ng 8L B % , £)20001ng B, 5 % , £4]2500ng 8 5 % , £130001g E,
%, 293500ug B £ , 294000ug B HE £ , 294500ug B 5 2 , 25000ug B 5E 2 , £95500ug B 5E
%, 216000ug8E 5 £ , £416500ugEL B £, 417000ug Bl 5 £ , £417500ug 8y 5 £, £18000ug 5l 5
%, £18500ugE 5 %2 , 419000ug 5 5 £ , £19500ug8E 56 £ , 47 10mg 8% 56 £ , £120mg 8% 5 £ , £
30mg ik 5 £ , £J40mg 5 3 £ , £50mg 5 5 % , Z160mg 5 H £ , Z170mg 5 ¥ £ , Z180mg 5l £ ,
£190mg Bl 5 £, £7100mg B 5E £, £9150mg 5 5 £ , £9200mg B 5 £ , £)250mg 8L 5 £ , £)300mg
B £, Z£1350mg i 5 £ , £1400mg k5 %2 , £1450mg Y, 5 %2 , £1500mg 5} 7 % , £1550mg i 5 % ,
£1600mg B B 2 , £1650mg B B £, £700mg B £ , )800mg B £ , 4)900mg B B £ , 5% 1g
g 2 ER R O 1 EY.
[0069] A Ahak a] & A Hh, A T/ BERA S PR (D WAL ERT LAY
0.01wt. % £4)95wt. %, 4]0, lwt. % E£4)95wt. %, £ 1wt . % EL195wt. % , ZI5wt . % £ 4]
95wt. %, Z110wt. % EZ4195wt. %, A1 15wt . % EL195wt. % , 4120wt . % EZ95wt . % , £
30wt . % EZ195wt . % , Z140wt . % EZ195wt. %, 150wt . % EZJ95wt . % , Z160wt . % £ 4

15



CN 115398004 A ﬁﬁ HH :F; 11/25 171

95wt. % , A 70wt . % £ 4195wt . % , ZI80wt . % £ 95wt . % ; £J0.01wt . % £ £I85wt. % , 4]
0.1wt. % ZEZ185wt. %, A lwt. % EZ185wt. % , ZI5wt. % £ 2485wt . % , £ 10wt . % £ 4]
85wt. %, Z115wt. % £ £185wt. %, Z120wt . % EZI85wt. % , 4130wt . % EZI85wt. % , 4]
40wt . % E 2185wt . % , Z150wt . % EZI85wt. % , 4160wt . %6 EL185wt. %, ZIT0wt. % £ 4]
85wt. % : £10.01wt. % 475wt . % : 410, lwt. % £ Towt. %, Alwt. % E4) 75wt . % , 4]
Swt. % EL75wt. %, Z4)10wt . % EL1T5wt. %, Z)15wt . % EA 75wt . % , Z120wt . % £ 4]
T5wt. %, 4130wt . % ELIT5wt . % , 4140wt . % ELIT5wt . % , 2150wt . % ELI75wt . % , 4
60wt . % EZITowt . % ; £50. 01wt . % EZI65wt. % , 410, 1wt . % EZ165wt . %, L) lwt. % £ 4]
65wt. % ,Z5wt. % B 4165wt. % , A1 10wt . % B 4165wt . % , £ 15wt . % £ £165wt . % , %]
20wt . % B 4165wt . % , £130wt . %6 B Z1656wt . % , 140wt . %6 B Z165wt . % , £150wt . %6 B
65wt . % : 210.01wt . % £ 4155wt . % , 410, 1wt . % £ 4556wt . % , Allwt . % £ ZI55wt. % , 2]
Swt. % EZI55wt. %, Z)10wt . % EZ155wt. %, Z)15wt . % 455wt . % , Z120wt . % £ 4
55wt . % , 2130wt . % 455wt . % , Z140wt . % E 4155wt . % ; £)0. 01wt . % £ 445wt . % , 4]
0.1wt. % EZ45wt. %, A lwt. % E445wt. % , ZI5wt . % £ 445wt . % , £ 10wt . % £ 4
45wt . % , 2115wt . % B 4145wt . %, Z120wt . %6 £ 245wt . %, Z130wt . %6 B 4J45wt . % ; 4
0.01wt. % £4)35wt. %, 4]0, lwt. % £Z4)35wt. %, £ 1wt . % £Z135wt. %, ZJ5wt. % £ 4]
35wt. %, A110wt. % EZ135wt. %, 4115wt . % EZ135wt. %, 4120wt . % E 435wt . % ; £
0.01wt. % ££)25wt. %, 4]0, lwt. % EZ4)25wt. %, £ 1wt . % EL125wt. % , ZI5wt. % £ 4]
26wt. % , 2110wt . % 2125wt . % ;210 lwt. X 24 15wt. %, ZJlwt. %K £Z)15wt. % , 4]
Swt. % EL)15wt. %, 2110wt . % £ 415wt . % ; £10. 01wt . % £Z125wt. %, £J0. 1wt . % £ 4]
10wt. %, 21wt . % E4)10wt . % 5B A15wt . % £ 2110wt . % , BLF5 6 B A 7Y, BT prid
/NEBERAH A PR S

[0070]  /NBEBWZH G438 AT DAL 2 22 /b — Fh DU SR /N B, DU S 5y 5, T <5 Tk Mg il H
PRAPEEE Z R & A — DT B, AR S A1 - AR G2 A 7 — AT &
W, T BRNEBRCN - T & R ME AR o /N BEBR A S 0 mT DAL B DU AR /N BE, I 5 5, T4
FENE DR EL LA, LB A 200, Twt . % B 4195wt . % , T ATiR /NEERZH S W) B E & . 5l ,
INBEREA G AT LA S U AR /N BER, WA B2, T &l A s, HE Y
0.01wt. % £24)95wt. %, 4]0, lwt. % £4)95wt. %, Z)1wt. % EL195wt . % , ZI5wt. % £ 4]
95wt. %, Z110wt. % EZ4195wt. %, A1 15wt . % EL195wt. % , 4120wt . % EZ95wt . % , £
30wt . % EZ195wt . % , Z140wt . % EZ195wt. %, 150wt . % EZJ95wt . % , Z160wt . % £ 4]
95wt. % , A 70wt . % £ 4195wt . % , ZI80wt . % £ 95wt . % ; £J0.01wt . % £ £I85wt. % , 4]
0.1wt. % ZEZ185wt. % , A lwt. % EZI85wt. % , ZI5wt. % E£I85wt. % , £ 10wt . %6 £ 4]
85wt. %, Z115wt. % £ £185wt. %, Z120wt . % EZI85wt. % , 4130wt . % EZI85wt. % , 4]
40wt . % EZI85wt . % , Z150wt . % EZI85wt. % , 4160wt . %6 EL185wt. %, ZIT0wt. % £
85wt. % : £10.01wt. % 475wt . %, 410, lwt. % £ Towt. %, Allwt. % E4 75wt . % , 4]
Swt. % EZ75wt. %, Z4)10wt . % ELT5wt. %, Z)15wt . % EA 75wt . % , Z120wt . % £ 4]
T5wt. %, 4130wt . % ELT5wt . % , 4140wt . % ELIT5wt . % , 2150wt . % ELI75wt . % , 4
60wt . % EZIT5wt. % ; £50. 01wt . % £ 265wt . % ; 410, 1wt . % EZ165wt . %, L lwt. % £ 4]
65wt. % , Z5wt. % B 4165wt. % , A1 10wt . % B 4165wt . % , £ 15wt . % B £165wt . % , 2]
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20wt . % B 4165wt . % , Z130wt . %6 EZ165wt . % , 2140wt . %6 B Z165wt . % , £150wt . %6 B
65wt . % : 210.01wt . % £ 4155wt . % , 2410, 1wt . % £ 4156wt . % , Al lwt . % EZI55wt. % , 2]
Swt. % E 4155wt . %, ) 10wt . % EZ155wt. %, Z)15wt . % 455wt . % , Z120wt . % £ 4]
55wt . % , 2130wt . % EZI55wt . % , Z140wt . % £ 4155wt . % ; £)0. 01wt . % E4)45wt. % , 4]
0.1wt. % EZ45wt. %, A lwt. % E445wt. % , ZI5wt . % £ 445wt . %, £ 10wt . % £ 4
45wt . % , 2115wt . %W B 4145wt . %, Z120wt . %6 £ 245wt . %, Z130wt . %6 B 4J45wt . % ; 4
0.01wt. % £2)35wt. %, 4]0, lwt. % E£Z4)35wt. %, ZJ1wt. % EZ135wt. %, ZI5wt. % £ 4]
35wt. %, Z110wt. % EZ135wt. %, 4115wt . % EZ135wt. %, 4120wt . % EZI35wt . % ; 4]
0.01wt. % ££)25wt. %, 4]0, lwt. % £Z4)25wt. %, £ 1wt . % EL125wt. % , ZJ5wt . % £ 4]
25wt. %, Z110wt . % EL125wt. % : £10.01wt. % B4 15wt. % ; 40, 1wt . % 4115wt . % , 2]
Iwt. % £ 4 15wt. %, Z)5wt. % £ 4)15wt. %, Z110wt . % 4115wt . % ; £J0. 01wt . % £ 4
10wt. % ;250 1wt . % EL110wt . % , Z)1wt. % E L) 10wt . %o ZI5wt. % E 410wt . % , FHH:
Y0 LAY L, 3 T B /N BER A A ) s

[0071]  SA4hE ] B ACHN, v DLEC /N BERZH & UL Ad 22 /b —Fh =X (D i &4 (Bl LA
X (VD it &) SIUE R /NEER, DA E 52, TR el HAa G EE N
100£100:1,1:50%50:1,1:20%20:1,1:10%£10:1,1:9%£10:1,1:8%10:1,1:7£10:1,1:6
£10:1,1:5810:1,1:4&810:1,1:3810:1,1:2810:1,1:1%10:1,1:1089:1,1:10&8:1,
1:10%7:1,1:10%6:1,1:10%5:1,1:10%4:1,1:10%F3:1,1:10F2:18(1: 10%1: 1, AFFH
6 A YE o AE— MU, (D P& s B S IAE RN, AR S =T 4
FEVER S B A N1:10810:1,1:9%810:1,1:8%10:1,1:7%810:1,1:6%10:1,1:5
£10:1,1:4&10:1,1:3810:1,1:2810:1,1:1&10:1,1:1089:1,1:10&8:1,1:10&7:1,
1:10%6:1,1:10%5:1,1:10%4:1,1:10%F3:1,1:10%2: 1861: 101 : 1, 4% HIE B M7
il o T AT ATFNES , AR I HR N 53# BE 5 A8 FH O 007 V2 R0/ AR Al b 1) 77 7%
il =0 (D Mt &9 .

[0072]  /NEEREZH A ik vl LA 2 2 /b — BRI 751 o 18 6 R B 77 B 46 24 27 BT 3252 (1) TR
TEFR, AN AR RE ), Rl 75 AR, G2 ihs), p R 550, A 5, 20 B5GR0  7 J 7) JE T R
R, ek, & B A o T IR B A& P B 771 = A S A mT LR 3 1 24 &)
221 R0 B BRI

[0073]  fE—ANSLHti )T S Hh , IR AT B 9 e 7l o A RE R mT LU o] R 4 1) (R, mp 28 14 A7
TEIR)) BRI B MG A 1) o 38 PR PT  240 F RE 771 ) I PR st S 9 B G Tl i R 4E 3R (MCO) , 4R 43
T, AR FZM AR, A4 R0 Bl OREA T IRER AR , CRAF4E R, A4, 2N
FEAUE R RN B AR R R AT N, BoRUE , R IR AL oK vE ¥, Pl Ak oK e
1 TR VERD , R EVEM » ARZ Ve, VEM - FUBE , VER - IRIRES , Fo Bk SRR UE M0 4, il &0 B
SbE FURE, IUME—KEY, RERE, ORBE, P8 v B, T R M, 22 2P, L AU, ORI, 22
2 W RIDAS R 5 R o 38 T BT S U R 7] 40 = PR o A S 49 B 5 B PR AL A (TS /K A B oK
G S RIRAS , Bk RS AR R BE

[0074]  1E 55— ALt Jr b, RIE A AT DUNAL 655 o3& & RS & A SRR AR T-3e k0, T
JALTERD » BIR , TR S ML Bl , 24 3R, FR IR AP R 35 R A e R, O B AR RN
WL R%: » 3R £ ) BEWEEBE R (polyvinyloxoazolidone) , B ZMiME ,C,,-C R NTIREE, R 4 —
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i, 2 JulE B K .

[0075]  7E 55— NSt 77 S, IR 55 o] DL HE 78 711 o i & 19 3H 78 S5 A 3 AH AN R T A7k 4k
G, TS VAT I v S B o 4 2 = PR i P S 48], 38 78 750 mT DL AR RS (Bl A
=W (both di-and tri-basic)) , Ve, ERES , kR EE , Tk £F 4E &, IR AS , BRI
B AR REIRAES T Ak, YR VE K, FLRE , BERE , H B AR I El L AU

[0076]  7E 15— SLhiti /7 S H , IR 7R AT LA 2 b 771 o 38 A 1) 22 v 771 A AR 3 Mk s 45 L (L
AR TR ER , DRIR ER , AT IR IR 3, Tri s PR AN G2 i £ 7K £R (14, Tr i s 22 1 35 7K BBk PR 2%
MELIK) o

[0077]  FEAS[EI A St 77 S b, TR 750 AT LA g pH R 5 751 o A5 AR BR il 14 S5 48], pH 5 751 7] LA
NTRBREN , R IR AN, FT IR R AN, A1 TR BB 1R o

[0078]  7E 55— ANty S, R A AT LA A 551 o A 77 v DL 9 R30I i) B s 1 - SlE
TR AR RS S S B SR AN R T-UE K0, 49 a0 K TE R , BB Ve A » H TR Ak A s P v
K51 s BRI s G L A A B2 I s Tl A 4 22 5 TR B 5 FR R SR VE R A s B, B an 3 Al S JTUR
JB s TR 5712 5 AT 2 5 SR e AR 0 38 2 o 3 P 6 IV A 51 10 A PR ok 2k S (o) 0 5 ik IR N 5
FrETR I & iR IR A 5 T A TR A

(00791 FEATIOR 3 — ANt 77 Z8 b, R R mT LA A 40 BT B 43 0 o 551 o 386 1 40 BT AT
ALFE AR T VEM , BER , 58 LM e B, JTURRR , =&+, 20 & difboREF4E R ik &
PR VE K 4 , (R T 8 TERE R SR AN 4T 4 25

[0080] 7 5 — N w] b B0 St g b, WRE R mT LA BT T8 741 o & & 1 7 g 750 1 A PR )
PE SRR B AL T, I WBHA , BHT , 454 A, 448 50, 44 RESURE B AL B IE , AT 1
FPARTREN s 25577, A9 UNEDTABKEGTA s AIHTHLA M5, 91 ot 2 He o8 IR I , — SUBUT I Bl
1

[0081]  7E 55— NSt 77 S b, IR 55 ] DA g Ji) 35 771) o a4 10 91 9 5510 70 Al PR s 12 Sz 451 6, 455
4 5, A9 e e oy B A s R I, A5 AR A B T i T TR B e T R,

[0082]  7E 55— NSt 7 Ze b, W 55 o] U HER 1] o SR A RL G036 £ 4k 21k 58 & 1% 5
RSN R OIGEUEFER £ ZFE LR Y0 H i S MR B H i =1 IR A WIGTR R &
VIS4 X BRI G BERR AR R R4 4E 5 LA A

[0083]  7E 55— NSt 77 S+, I 55T BL R R 7l o PR 770 T DL dE G BRI R AT XUSR
75 BRI/ BOR SR, SR AR, L A8, RSE AR, R HAH A .

[0084]  FEATSER Ty — AN St 77 Z2 R 77 AT LA A €655 o 18 6 1 38 s I ss A d (AN FR
T &0, WALt 35 57 (FD&C) , 23 Akt i 2t 771 (D&C) , B 4h H 25 W) Atk e i &
.71 (Ext .D&C) -

[0085]  ZH & 4y v W 7 Bl It T 771 (1) 2H & 10 B 4 B mT DO/ N BERRAH S ) S R 1 2
99 % B FE /b, 2997 % B /b, 24995 % B R /b, 24990 % B 2D, 285 %6 Bl B /b, 280 % B B /L,
2975% B85 /b, 2970 % B K /b, 24965 % B B /b, 24960 % B 5 /b, 2955 9% Bl B /b, 2950 9% Bl 5
b, 945 % 8RR b, 2940 % BEE /D, 2935 %6 B 2D, 230 %6 BB 2, 2925 % B R 2, 2920 % B,
B/, 4115 % B 5 2, 2910 % B4 5 /b, 295 % B 5 /b, 292 % B 5 /b, 541 % B /b

(00861  /INEERRZH & W mT LA il e 4 A Y, i I v 2 AR R 07 20kt F X 28 7 20K a8
RIBIT A A ETE VRS X RGP o] UARYE TR U S 5 E s 252 BT 52 1 3%

18



CN 115398004 A ﬁﬁ HH :F; 14/25 11

A, A2 ARG v 351 B B A )50 1 T T 1 71 e 50 it FH o g 8 Tt FH s v DA 2 0 s FH % Bz
it 4 i B UG 71 B0 1 VB TR SR B AR ST F L RS T B AN R RN &R IK A AL
P BB P S B RV E BRI BC I E B W Gennaro,A.R. ,Remington’s
Pharmaceutical Sciences,Mack Publishing Co.,Easton,Pa. (3$18hk,1995) f
Liberman,H.A. fiLachman,L.,Eds.,Pharmaceutical Dosage Forms,Marcel Dekker
Inc.,New York,N.Y. (1980) H i it o 7E— /N BAR S 77 22, /NBEBRAL &40 0T LA A £ i £ b
FeFEA L

(00871 FH-F~ 11 ket FH Ay [l A 7 2wy DAL FE RS 3, ), IS 3T 351, AL, #7717
FOURL TR o PEIX S A TR Y o, 35 1 B 38 5 — Pl 2 M 2 BT R IR A4 G, H
SEAGGN b BT IR o F1 R s 7001 AT DA S 7K P s VR It 551 b A e FH o o6 T 1K 6, T DK v
F 3 55 85 PRI R TR BT R, 5 7R AN (D SRR LA 1) LA RN/ BB 7R LA A R 7 (5]
wK, B, Hil R HHAE) &I,

[0088]  Sf T~ 15 Ahti H (CELFE RN, e, Rk o, LA RIS IAY) 6] 551 AT DA A 2 T 7K B
FE T I B AR AT LAALFE TE B AR R, B oK, 3R KISV, 2455 b T2 ) 2 ol , 5]
aH i, T B E LAt B B0 77 s Do Be 77 AN/ BT B B R 9 AR, X R R F R e
= EARUT B Ry, BRI OR 55 s PUAAR R, 1 an P IR i 1R B AR R S s B A A, Bl £
VU 2.1 s 2 v ), 91 a0 C BR 36 , A A IR 6 BB IR £ 5 AN/ B8R W 4 5k Ja i), ol an Ak
A e B B 22 Tl , 45 anH R R I kL B o KA R B pH AT DA FH IR B 51 40 R R B A AL B
VAT o 8 T VT ) T VR T R T LA — A SRR L A AR VT, BN St B ) o A S T
PAAEAE T A 55 f Bl 2 TRl s A A, 451 0 8 35 () 2 A/, I H aT UEE R R T8 (R T)
A T AEAT AN TR ZEAEAE A AT SZ RIIIN TG B VR A B, 451 Gn 33 S FH K o I By S Y v A VR
TRAT LA R G B R, UKL ATy 77 1) 4%

[0089] o~ =y ¥ (451 4rtids Jz mid s A J5) it FH » 6 771) v B 0 4 S 1208 DR B E A
& T SRR gh 2 25/ N EERS A & el ARG I R S FR 7R S TR, BT R R, TV, W5
IS S 55 25 70, A5 70 B o AE — LU St U7 S, 25 W/ BERRZH S WIAE D R B B R it
FH o 240 3] 8 38 ), AT DKV A ok 43 5 A i R VR T 1 2 A o — R A o B0 Y Rk
430 DA FH 7B, 9o 2R 8 771 3 Joi s et 7K 28 o ) s R 791 o 0 T 50 it FH T HIR S50 1 244 /) B
B ZEL S 40060 T R 1), HR R 1 B 2 T BTR B & & B 34, U KA A & T
FE 11 Je 8 it FH B 225400 /N BRE R 2 60, 25 B 791 A 7 K 1 7] o 855 R S it FH T DL s o e
HEm3 5557, K57, Fr sk IR S8, FF Hads 57 it FH o] CLs k508, g, e, W7, TR
e VR R R S, AR AIEE L RN

[0090]  FEHELLs 77 R, A =0 (D B’ & e (D A S SR80 /N EETR A 54
BWEAEE GG, DA BT830 (D B & ik 2 540 M, 394l & i ks oe 1
B AH S VDI AR TR M B /M IE WA SUREE AR N R BARE), 2 P/ PiE & T his A
KRB HE W) o S5 AR 3 18 22 48 1 AR FR i) 14 52451 w7 DAL H5 g oKRE, g A , S 3LV, IR
A IR R S W A AR S B TR 10 RS 4 465 W8 N IR IE S P B J7 15 AR s 2
i

[0091]  #E— ANl B ARG R 1) SE Tt 7 S b, mT LA FH G o2 4k 346 028 28 Ak o AR 91 St 7 R 1 A
A, % T H Mg Ak 22 1, I8 BpRmr DL i 45 20 (D i &t (D i &
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BRI /INBERR A S oSBT , i TR AT LA T i U2 L BRI 2836 g AR B R XSUZ W] LA S5
i XUZ (BN A PRLIEE) fl-5 , AT R JE B 425 1) PN 5 e 1% 2 21

[0092]  Jfig S5 44 mT LA FH LA A [R] e B 1 &% b AN ] S8 2 1 gk S 2E e o Tl T 36 5 2 d ok
WL H I lE 5 2 Pl PR A 2 — & BRI IR DT R - & & I B HE L FE AR R (PA) , B AR SE
257 1% (PS) , BEASEEVLEE (PT) , BEREMEH wh (PG) , — B ASEEH I (DPG) , Bl s Mk AR AR, (PC) FH
NEME 2, B i (PE) o/ 25 R AR 1) HE 7 R B () 4K B mT AR 296 22 29264 ik 2 T (1 YE Rl A, I HLIE
JOR B T DA AR T A OV AT 1 3 B 1 T R B LS (K S R A IR 2D IE T e ER TR
(AEERRTR) , 1E DU e RR e (W 2 EERES) , IE T /S bR e (BRAHERES) , 1E 1)\ bR g (i i
FRIR) , IE =T RiiRlE (FEA R AR , 1IE =+ e fR il (L g iR lR) » 1E =+ DU ke iR R ORNRIR
FiE) o WK -9- 7N AR AR IR I (PR AR R IR , iz -9- 1 )\ e B e QR HR) , =X, hi=-9, 12-
+ )ik —IE R e G R ES) , 2R=-9,12,15- 1 )\ Bk =@ s (VR EE) A4 -5,8,
11, 14- =RV MR e (TEA= VUM BRTE) o Bl M 1 79 A i 7 B8R B mT LA AR ) SOAN )« mT 252 11
T IR B HE L JEPS , Mt JEPC, hE R BRSPS, A AREEILPC, N T EEEALPS, N
5tk PR SEPC, AR AEIIEIEPG, A TR JS , YIRS PS , BRI 22 , SV PR S 24 PS 55

[0093] % ig T LASK YR T A0 K ARSK YR, HIRIL T DL S BB R &9 B, B & &
PC,PGHIPE, K5 AL 4 PC, PE, PTFIPA, 3 HAh Wk 85 B8 & & PS . B s th m] DLk T4 B ok
P5t o A LIASE FH B A AN [ L A9 1 B i B 1 W HE VR 5 0 - SR B MR IR ST UL P2 AR A
I P B 1 R 1 T i AR 2 B ) o b 3R 28 ) el R R DA D B A L 481 5 BH S T A TR
A BIIN- (1- (2, 3- A 3E) PR 3E) -N N, N- = F 38 & i, 1,17 - X0 )\ 3k -3, 3,37,
37 - VY H LMW AL T = AR ER, 3,37 - BB E LY, 1,17 - K1+ ke dk-3,3,37,37-
VU FE MG B e T = AR ER L 1,17 - kS -3,3,37, 37 - U LIS W R AE T H R £ N -
4- (LT IHBE R R FOR 20 28) -N- H Rt ng se e esie, 1, - — st %E-3,3,37,3 -y H
M| R AT = R B

(00941 JIig o A4 T LAAT: e 15 B T, G m A e e H i R Bt I ek s TR ] ez B 3 4
R 1 2 B 53 1 — B R B R 2 — I & R K 2 ) o i AR T DA S B0 7 3R 2 AL
i1, oA 55 & = (PEG) [ 3R & 3L B2 19 5 51 . PEGH K /INAT LAFE 29500 8 2910, 00038
IRW I TE P

[0095] g Joi A4 o] DAk — 25 A0 & 3 & A VA 77 o AT IR I 750 AT LA HLE B WL - 38 A
105 77 B FE AR AR T — FF MEAKL (DMSO) , B 2tk g Ao Bl , N - FR S mE s e i, 200 B2, — HR A
HIENG , DU SR e A 5 .

[0096]  #EayAL = (1) M4k S 2 & Wi i sk m DLE 3 1) 2% F T 2590388 325 10 I Joia A
(AT ART 2 0 7 v 061 4, B N 75 26 B & RS54, 241,046, 4,394 ,448,4, 529,561 ,4, 755, 388, 4,
828,837,4,925,661,4,954,345,4,957,735,5,043,164,5,064,655,5,077,21 1 15,264,
618 VEIR I, Fo A HF P 2 i ik 51 AR N A SC o 514 5 Ji o A4 ] L3 3ok 7 7K R 7
ACFRAG T, WSS R KA = ) 78 R B I 3 VA VR R R VR EAT VA R T Ik ) 4% o 7
— ML ) ST SR e I R AL P UG B IR PR T DL 2 20, HEE V2 Z
PEA, B2 1 o HR AR AT LR K /N o 3 B2 1 vy B D58 75 Ak BB 1) T B e /N ) B2
JIg Joa A

[0097] S T ACA0I 1 JE F RN 53 S 1 & DL ) A2 5w DA e AR 42 ) i A T B BT A S 40
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XL B AR TR E, pH, R R & I BE , G B ik B A2 |G 2 0 BH 1
(PR E TR G i 8, A7 TE B A AR BT

[0098]  /INEEREZH A 4 mT LA Hil sk LR KT — 35840 o ok LR 55 A2 IR I 3 ) S A 1 I
T, AL KT, AR TS MR AN W7 AETXME DL, “T7 2 I SR A A R T PR R
B AE - 7K T 1T A o 22 P T 3 2 51 v ) A — o R T Sl LR ) ) S 0 AR S P o Bl A 453,
CL AT IR 8 3 FH T 4% BH R 7K PR Al Xl ' B A 2 5nm 32 249 100nm ) RFAIE 45 44 R o 1K R
S ER AR R T I B AN RO, PR I e VR S S B ) o A AR ST RN R B
FR B, B AL AT DA IR Hof B 2 MR O 25 74, B FEERE , IR TR Bl T S &4k 75—
ST e, Bl 25 K AT DA R, 72 e T R I B FLVR S5 4 38 R BROT BRIR A TR A 4
JBE AR ZACL T 7K H 1 b1 5 17 e B TR AL T Yt R BRI KR o A — A ] B AR BRI St T R T
LR 25 F o P o FoA B pH 2 T v P R 2 B ) B 8K 2 AT 2 o LV T A AR A
TG o b SRR PR VR AT AR i 3 FH T80 R LR B S 77 58 o ] DLE 3 A 453k
B O AP RS 20— MIURE IR I T AT AN A M AB EMILE T .

[0099]  7E 55—ty b, A5 20 (D WAk & el 3 10 /N BERS ZH & 420 vT DA DAR AR
KT B BRI G Wi i H , MEDIRER S8 0 SRR 5+, b AN 43 30 1
() BB EE , HAE — 8 KL IS 70 U AT 20 3 (Or 1) <X Fh oy SCak L H 3150 3 (O 1) 215
T % A DA BUR JZ T R AR o 8, B RDIR B8 - 0 0 14 o7 B FLER T B e A ok g - 454, 5%
K S, AR I, ML M 23 T KIS TR CIR R &4 - 503, AT B IR B A ECIR R -G 1)
10 AR o 2 0k Rz JER AR S o R FH T IR 5 A S it 77 5 Hh R AR ART B i TR SR &
WIS T o AT LUASE AR AR08 T O R0 AT AR 7 3R i 28 0 R SR A W 30 A B 2
Y EE A B, W ECRE S Y nT DO IS SR IR A kAR 72 AR, R BRI RS
ER A SRR R S Rk, EATE AR, & B #3045 M), BA LT3
ST RS FTEAR o e A1, B ASIR 55 1) e 24 RO~ 4L 28 o 5 S SO TR0 A0 P 90 s A28 BRI 2K
= Z P ECRE GRS E T AR 8 E , MECRE SWE RN T PLEZ) Inn 2
£9100nmH il A

[0100] Ak, AT St AL 5 20 (D) B4k & A0/ s 25 1 /INBE B & W0 1 7 v o A
SCA TR TTEERT L T I6 7 SRR IR 5 982 MR A 5t R/ ek /D MEB T B o AR SR R
W “VRIT (treatment)”, “VAJT (treating) ” SFAEA S AT B # A, i8 W ARSI IHEEM 24
PR/ B P A AR IR RS DA RS ) RAE AR BN [F) 19 07 20 S B AR R B
YIT 7 B AR SRV R I A SO A T /N BEBRZE S A =X (D AL S 40 LI Al AT TG
SR 1 B0 SR 93 A AT TR MR A 5, AT 55 By 26 25 TR

(01011 Jii T AMA ) /N BEBR AL & 0 0 & 0T LA FF HORA AR 4 /D BEDR A & M 2R Y sl =0, A
A AL AR 1 it FH T 2R AN [ T 2 AR o A R R N R B, I E T DLAE SR A
Goodman&Goldmanf]The Pharmacological Basis of Therapeutics,#510/% (2001) , 5%
11,pp.475-493 M1 T % k22 (Physicians’ Desk Reference) H455 5 NS HE o

[0102]  ARAFFHIT7EERT LAAEE /S, D ke B 40t H— € &R A& — e 2 F X (D
(R4 E P/ INBERR A 5 5 T SR it /N BEBRRZEL S 0 ) 1) B mT LA R R SR, e, gt
IR T AL 2D —FIEOL S , ZNBERZH A W1 55 5 B 5 AR R B 1k B s I 77 ) s e v
[0103] b+ 11 kit FH 5 1277 46 0T DA 4% DA [ 47 741) 8 o 4 7] 8 1 % =Xt — o8 B 1) /N B
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AL A0 FET I PR FE O 0 A 250 45 e, P 7SRRI 4 70 AL 700 S A
] L RER T (AR R 28 (D) 104k 2 4 SR B 15— Bk 22 R I 79 (13 F2%) 2
I o INGERRAL A 90 T L 4K M R OB 4 1 T 38 Ak, T B /B
U290 5 % P ROR FBR E 3), 2 500 A FL AN/ o B0 (SR 7 T ) DR
BK , 2B, H R LA

(01041 % 157 B SMHE /N BB 25 W0 391780 T LA SR /K T ¥ Y R 1 7078
KT UL T2 B BIK L 5K VAL 252 b RT3 10 2 ST, Ao i, 7 —
A A PR )+ U0 B 790/ B R 91 e T PTG, = G,
B RIS 28 s S0 AELA ), 1 AT I T B 2 s 2 700 0 2 — Y 2.0 s 8wl
I 2t bR B £ 0/ PR T 05 A7 k) 9 B A, A R B % 7
P, {5 5 BB Ly LR K R p T B P S5 9 RO o 2 L AL B 45 . 3 b
VS IR G T DA 2 2 2 R 6 B R b 7 e T 4
FHRT AR B B8R A LA S5 A S

[0105] 5% (1) 044 W0 A /SR 46160 MG P T L i BT 2 0 4 o 9, 73R 7 )
4 15 NS A WD RN 190 24 6 P A K o B B 2 A 1T 72
T AR A A T P BT M FE /N BE AL A0 /N BETRAEL A5 WO G PR T LA 3K 4 7 A
I T

[0106]  RTIT, 75— EE R0 T L %7 1 1 LA GL45 R J0THE P/ BEBRAEL 20 19 1, 728 5 0
LA AN — Y A /NI — B AN T, DU /N — Y A5 T AN 1 7
AR NI Y A\ N L A N BERAL A ) TE AR e /B
415 DRI PR 77 7% 5 ST PR AT LR B R — U B R — A, SR PR G R  F s
(66T B A R I A, PR — O R P — O (i) A B — 2 S A A — K
SRAE =AU AT IT DR B AP 5 b AN L 264 A S L
i, TTEL IR

(0107 3724 BAR , S0 5% P 1 S0 1 AL 79 B 7 M L A T 4 2 — O
Fi 4900005 3 L B B G ), BC T LU & 45— AR — A — IR s 90K — Vit
P BB T4 1 AR A R A VO P R 3R AE KR MO 5.
PR/ B Y607 A /N S BRL AL £ E0 360 AR R E e  S9I0R 77 DA L AR ¥ %
Bl ¢ % 70 T8 A, A 7460 TE 0 P SRR, 0T, MG PR s R , 2 ik
e T L IR A R /R R D L

[0108] 7 3EESHE 7 e, 7l 74k T L LA 25— LR /N BEBRAEL 2500 2 ST 72
BRI ) G, 95 ), ELE Jo o 55— A /N BB AEL £ 0 7 A D s A ) (4
) o L, 55 LR A/ BB 2 B T 5 AR BB £ R R
PE— Sl L, BT 7 VT DAL 5 = , 48U A/ 3 0 B, 74 B0 7 o
SEEAC RN SR &), LA B AN 5 /N B 2.

0109 ik J7 VAT LA M A b FOK SIS 5§ 7 — e 0 R K, SIS S L
R W R, B L IR 2 PR/ 05 - G A — 28 o i, ik 77 5 T L 4
WK I (S B B E A2, A % B I A 2 R B DL, D2, DIBRDASZ A TE 2.
(01101 A S FH BB A g 53— 6 A (R Tk i i A LR W R F oo
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BRI B 8853, B IIRC (0) -, FerPRARS, RY0-, R'R'N-BER'S -, RUA#RIE , ZHUA 1
PRI RN AL, RV A, R s AR R 3

01111 ARSCAl FH ) SRR BNAE D 5 — 32 1 10 2 B 20 R R, “Tie 4 2 s d i 41Ut (0)
A EFTIR R EEEL , I HIRC (0) 0- , HARUIATE “BEEL” F Fr g o

[0112] AL FBARTE “If P9 25" ANNHE &5 1) 5805 9 5 (CH,=CH-CH,,-) 4L &4, 1 B
B2 A BRI H TR 2 B AR R 2 BGR 70 B ks T 2R A &40

[0113] AR R ARE “Widt” fiR i 2 L8P S H 128 MR RSk HE L
20 JE TR L] AT AT DL B B S B IR L OF EHLALHE R, 20 TR, RN,
TR, O,

[0114] AR R ARE “Mm2L” SRk 2 P e & 288 M kR T RSm R HE L2
20NBR SR T-HI B A AT DA SR B B S B IR, 3 ELHE 2053, T 5, R IR,
T, TR, R

[0115]  ARSCRT R ARTE “WIL” Rk 2 EE P E & 288 M kR TR R HE L
20/ SR T FR FE ] o AT AT DA SR BB RS BRI T ELELHE 2 e, DI BRIE, TR B, BT R
B, ORI AR,

[0116] AR FHBIARE “T5 e Bl s AE R 3 — 2 B i) — 3 0 s AT e BRI & B 38
T B [E] - B A PR HE P IR BOA R o IX 06 55 R Sk AR e 2 R IR P B & 5 2 140 JR 71 B
R (B PR iR 52K 5 XA B = PR [ o ATE “T5 IR” I a2 I S X 05 37 B 1 .

(01171 ARSCRT R ARTE “F5 387 5 “Ar” , BB o) — & B 00— 5643 , RoR ATk U )
TR IA 5 L B, LIk AE IR 0 L 5 6 22 10Nk (1) FR PR B R JE (4], 9] dn 2R 3, e o 2t , 2838
HUAR R 2R3, BRI e 2R L B AR ) 25 2

[0118] AR FHIIARE “Be PRI B BRI, BB AR 1 — 2R 1 — 584y, Ron AT ik
HCAR B 5 i B E T IR A B &R, H A IR (1) Br A 1 20 8 B, oA i A R A 56
MR IR T o s I R B HE DL N R R 1 — DA 5, BRI R, b 2, b s 2
PRSI AR 2, Ot , M A 0, O 3, D AR O IR U i, O RO, A 2L, U
Wi, Mok, o 2, Z9PRSE, SR E  WA L, 46, U , il SR AN BRAR L [ .

(01191 WA SCRT A, SRR ENAE 9 55— & B — 300 R RAE: “pg 27 8“7 2 48 3, I,
R

[0120]  ASCHT HBIARE “Ge i+ 2 Fekr i A LA/ R 7o

[0121]  ASCRT FHBIARIE “4 05 17 , Bl sl /R 7 — 2L B — 35, RORFEZR /b — /N
HAEZ /D=1 REE AT B A 56 5 B AT G BRI 75 e 2 (4] - 4+ 05 e 2k
BT LAE B 1 A, R BEAN/ B0 R (1 1 824N 5+ A1/ 80 B4R T
It HiE bk 54 7R B S o 7~ ) 14 358 A 40 5 W R 35 , 0 R IR St , e L | S e e
S TR PG, 8 MR P G, S IR IR ML R P e R, = O MR bk
o el S L I U A S 1 A 1 8 i R 1 N B S 18 S/ e 1 B
DU e S Ik P 5 TH A L MEE R4 S | IR B 35 , S R B 356 , YO WA e bk g 35 25 7~ 41 1 A 3 A0 45
FEBHFR AN R, BRI R, b2k, e sd 2, B2, B 28 A 2 I s i 05
W I WU W IR U 7 I L A 7 S i
B el L e 2 S TSR I A 3
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[0122] A SCR I ARTE “A830 2™ B3R 7, BB N o5 — 2L K — 80y, o iR ik
AR, SE A AT EAN AN, BIABOUA T, 97 R D7 IR EE T, Jo A & /b — A3 h i B
Z—ARIET, BRIETEGAN TR B BE6 T o IR AT AR B 1B AR5
TR/ B B AN ER T, I BB e elor )5 7 5 70 T I AR AR G o on R A A A A
E R 2% 57 AL o o B B B4 U R 2 P R ) A B A ke BRI R 2
etk , feda Ak , Bk, B AE L I AL AR AL, D7 A, DT AR A BRI e L U P LA
BRI T, TG K, 150 3K, R IASE, FR B WAL , S, SRS, L AN AL A

[0123]  ASCHr R AR “fe” A dt” A2 Fi5 A0 b oo s B AN S AL A WAL G ) sl [ 3K
LEIR I AL R , A RIE RN 57 R0 o 1 e 7 30 G A A L At JI AR IR e FE AR )
B, I SRBERNTT LBy, IR 57, 45 57 BEABR 57 3k B AR A B, 15 UK 2B
W& 1220 MR T

[0124]  ARSTHTIREIA A AT BLEA A FRA o A0 3 AN BRI S 7 A A TF R A&
Pye] LA CATE 6 BN A 373 B o B RS A48 H 2R 52 [ SL AR AR 27 B AT 3, 75 U 9030 4
TR BT 8, AR R AR, SN I AT AT T L S AR 3

[0125] 54 5] NASCHTIR sL it /7 S E R, Jeim] “— AN, “—F7, %7 AP B AR
FIE—ANEREANER AE G, G B BER SN, Bk 1R 1E
B i 91 2R Z AN B I 3R

[0126]  DAIDAEA it B A WA IR Y T AR A 00 1 » R AR B3 7 VA EAT 5 Rl ke 22, R e P
S S R A DL I AT LT 28 H 8 St 497 P A T IS AR AR DA 7 9 A2 ) v A IR ) 12
R85 3o

STt £51)
[0127]  AU4E DL St fg] 5 BN 1A A AR N 52 Be 6 i) £ A FH A A T SR, A
PURFEARN A2 HAR , CEA MBS AN TR R FVE 1B 0L T, ol LAEAR A TR T 2
AR H ELATY SR R4S HE R) SCREABLI) 5 SR, DR L P 8 3R 1) BT A PR 28 I A oA 8 S s 91428 £ i = PR
HPER & o

S 61 . 9% T THPBX} a4B2 - nAChR T BE [ 50 [ 55 F £ 9T
[0128]  FEARSMTEANTHPBXS a4B2-nAChRINREHI 520 o HAARHN , 72 F AN SH-EP1 41 M R 4% e fja
4B2-nAChRH 5% 4= 40 s F A0 SR d A o I LA AL T 741 30uM 1-THP, d1-THBEL 1 - SPDTH
AR FE ITminf SH-EPTZHMY R A1 ImM ACh 5 & HE AL AT 52 MR ¥ 7 =5 B o P 1A B, 7243 FH THPB
(R Fh30uM) THALFR 140 Bh P, ImM ACh 15 5 11 4 24 i H 375 75 381 o 2 Vs e o
[0129]  KE|1BE R T 15 8H ESH-EP1 40 S [F] i FI30uM 1-THP,d1-THBEK1-SPDXf1mM ACh
75 R LY I R () 7 75 B an P LB BT, W SR THPB 5 ACh 3 6] it FH , WUJAChSS % L I R 7R 2
A5 B AR AN, (LA A HA 90 40 B AN B ARG o 145 SR R /R THPB ] RE W AChZ: &4 s LA 2%
1802 77555 F 77 o IRk, 4 THPB S 3l 1) 3 ] it FH IS, & ARS8 74T 1838 5 520 52 44 3
RE o $2 FRIX Fh 77 20, THPBAE TRAL BR A 175 450 i 2 P AIRnAChRHL 3t , {H 4 . 5 38y 751 3% 7] it FH
I, 32 EAN PR AR S E I (2 E H ) - B 1CE R T 7ESH-EP141 i (n=38) " 3L (A i A 1 -
THPX 1mM - ACh 5 & FL YL (147 R PS8 A0 G0 ek 441 o b WA 440 FEL A7 1) TC L Gl 711 5 8 4 I 4 4 i v,
AR LACm) A5, 2x10 M, H A /K ill) &ECN0. 4, 3% a2k B =R THPB N A adB2 -
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nAChRIHE BT o

S5 2 . THBEZ M A\ a4B2-nAChR - /-5t i 7 () 2B AL AT
[0130] Sy I% #1a4B2-nAChRE 1 I S ECH- FRic i H B E 35 (epibatidine) {755 A1
73, R P45 & (H-EBDN; 2K, = 10pM;k_ =0.74/min/nM,k ,,=0.013/min) .H-EBDN&: &
S5 PRIF ST $8 77 H 0 THB I 5 52 R0 3R 1 - SPDREARSE A 3 (1, an B 24 7)o A FH*°Rb
" ARG ) SR PR R IA [ a4B2 - nAChR I A M AFF 7T 2R B , THB AN 1 - SPDI4 5 E H AR 75 2 Fr) g
]S54+, (A THB A 7% AT+ 1 - SPD (30uM) [ TC, fE (TuM) (EI2B) o iX e 25 SRAERE T %% YLfr) SH-
EPTZH I /E AT 72 N a4B2-nAChRIIRE L 1) FHi& , I H.THB W] B 2 #1 il A a4B2-nAChRILREN A
A&

S 513 . HBXT A 5 K Bl a4B2-nAChR -~ 5 1 4= 20 it HEL 38 2 1] ) ACh 75 A FEL ¥ P
filio
[0131]  {# F§ AN a4B2-nAChR (3% YL FISH-EP140 M) FILEVTA DAREZ: 7T h K IRFIE N KR adB
2-nAChRVFA THBS & 1 41 i1 X a4 B2 -nAChR I HE B4 FH - 30uM  THB (V325 TALHE) il P A i
B ONFIRER) 1 a4B2-nAChRIIRE , H HL 506 (H FE I AR LG , B2 L A0 29 % THB BE f50ak (J&13A -
3C) »

SR 4 L 34 BT 4 a4 B2 - nAChR - /-5 FEL i 1T THB T S0 1) P A
[0132]  7ESH-EP1ZHM ) N a4B2-nAChRH HE—PAG 48 1 AR BE (1) THBX ImM ACh 5 %
F1% 4 20 B L YL B4 52D o I THBHI i ACh 75 A HEL 3t , Il 5 THBYAS B 11 38 n vy [ A% (2 DL A3l dan
14) o A A HEL U U U L P YRS THB B ABURK - T AT (R TC o fEL 3 702 . 2uMAI 3T,

St 45715 . THBXS MRA 75 & (FIVTA DARHZE 70 Hh 4 5 fi J5 5 ik FiL 90 185 M 40 52 £
AL
[0133] O ZNHMHBIR INVTA DARRES TCH fRIEPSC, 33k 2 MHB 75 A (10 2 fish T 348 A 0 o fi 321 2 [
g rh P2 T3 N R B AL o PR, BIF S T 1 - THP RS A R B 75 A R EPSCHE 5 f) 2 o [ 4 5
A8 7RIS EVTAY) A A s EH A 4 AC ST iC s I VTA DARHZS S0 H FI A EPSC (B 3A) o 1uM
SRR ) 343 6 i 4 2 38 ImEPSCATR. (KI5A-C) , (E AN Nk (2 WL 5D) - Bk, B 5A B R
TLENICEFE 2 71 (a) ,NICHFE 1A (c) FILETHB+NTCH: ] 2 £ 1H] (c) FImBEPSCH) #7178 28
FL[E i P 10uM 1-THPYS R 7 JHBHF & ImEPSCHE 3 (22 WL &I 5AMI5C) o X 64k 5 7, THBAE
5P/ DVTA DASEE JCH JRBRIFS 2 1 5 firk 71 25 SRR R T

S it 4516 . THBH BRI K B VTAZE 2 i 4o 28 0 TR 200 4D A2 PR FF A
[0134] 34> B v S THBSZ 5 52 M VTA DAFHZ JCTBE « 4N 6A-6CH i , vE S THB (Img/
kg, i.v.) B4 TVTA DARRE JUHCH IR, 5k 4 £ (B16A) FZZ184R % (BI6B-6D) o #8T , 7F
VESTTHB Bmin 5 , 4% 5 V3 5 HHH8, (0. 5mg/kg, 1.v.) ANREIGIIVTA DAJSCHE 5 28 R AR & 43 k. [
6EHF R AE T G it 43 BT ARG o AN 2 AT AR 52 BE VL OB 1], 1 2 45 R R /- THBAS & ] g @ ik LB
WivTA DAFFZE G EIID2 H B 5244 DL J I 30 K2 5 - THSZ AR SR 5 VTA DAFFEZ JGTHCE . THB
32 AR i X n AChR 1 BEL BT >R Y B MR B 20, « R itk , THB ) A FH -5 THBFH WrnAChR (5§ il /& a4B
2-nAChR) F 3458 DA MV TARE 135 B DAFH S T0 AR H AEEARBR 1 — £

ST . 1 - THPXS HUMERTS A B CPP I sh A AT N 7t -
[0135]  XFfEPECSTBL /6 /N B 34T F A B2 CPP o 4 /N BRI XUB% = CPP 3¢ & (Med
Associate Inc.VT) HF, & KIE N — IR (20min) , FEEE3K , H: W WX B %A ] 4 s I ) A 21
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PR 2 BB AH (R 5 RN S AR B2 20N SR I, R 44K
[0136] 45 —2H /INBR CXRBRZH) 3552 MHBRL (1. 5mg/Kg) B ER 7KV 5T o 24 71N BR 2252 MHBRN , 4578
BB T B AN A — 20min o 2478 B 43252 2R 7K IE S K L B T ARX I 20min. 25 ZH /N
(1-THP+ KAL) #2252 MRBRE S , 37 B T S A 20min. B0, 85 20 /N R B2 52 EhoK i i
B T AN o 25 =20 /N, (X1 -THPZH) 252 1-THP i.p. v 4t (10mg/Kg) I & T e AN il
20min. B , /IR 52 ER KV S 1 B T A
[0137]  FEZE5K, @I fuvr B Bt N AN 15 B% 2 2070 8P R K /N B 1 A2 B R 4F - 75 266
REH FIRARING I B 1H/NR B2 A7 R A SO SE220/NR FHL-THP (i p. 7
S 10mg/Kg) AbFH , 5min 5 25 T BRI ST « MBS J5 4 S8 220 1 /N R B T S AN i 1 B =
H20min. B , 24 /MR 4252 ER/KE S, HAR R 7E5min 5 252 ThoKiEST  ES K G , # 28
2L /INER B T AT OB = P AR AR B 10K, /N R A A7 B A 47 20min (23 DLIEI8) o i ik
BRI S T S EICPP, 3 H 1 -THPHLWY 7 CPPEE ST 5 1 B 22 Jih 45 FH o

S fe8 . 2 (1) B4k &9t SH-EP1 41 g Hi A\ a4B2-nAChR I BE K 541 .
[0138] A= HEALL R (VD) g (D a1,

(VD).

[0139] A (VD &9 (BLRFRAE “THBE”) A 14k 2= AC, H NO, , 73 F 85353, 37,
tPSAN57.23,CLogP A2.392, Fl1ogSy-3.905. FSA R /R 78 1 £E L [7] j FHAS [ & &£ 1)
THB6 17 00 MU (NIC, ZIEC, K L) 5 i i YL ) AR AL ) B RY AR 26 . (&I 8B- 8D A 1 it iad
IR0 A PR VAL (2 LRI 8B) L A S L VAL (E18C) ATid FEL faf (HEL AL M . THI AR /Cm) (S ILIEI8D) 14
£ - df Sh Rk th i) s =

S Jiti 45119 . THBG {56 FF AN AN FH 51 Ab B i) SH-EP 1 4B L v A a4B2-nAChR- 415 L I
(RS2
[0140]  SRARLT- S ita 512 , 76458 FH ANASAdE A 7 Ak 34 ¥ SH-EP 140 i 6 A a4B2-mAChR A3 (1]
L R PR 62 30uM THB6 AL & 4 7715 o

KA AL 7 3L [R] it THB6 % ACh 175 & L YL ¥ 328 26 1) 7 i I o R 9B {1 1 THB6 Tl ik
P Imi notf AChi75 i FEL AL IR 52 el 1) 128 45 1) 7~ i e« Bl 9CH 1 7\ 7= THBG M 1 ACh 15 A FEL VAL ) Ui
EAEPIN Gt &5 R 1 K E B 9CH I 48 BB — AN AR B 44 M 17 35
1B, T 3 B 2% R 7R +Se o ZEE9CHT , 45 HY “” LB Rp<0. 05, T 45 HE “wee” DL HE 7R p<0. 001 o {8 FH
AR ZE T 245 M One-Way ANOVA) SB43 M %4k .

SZHA110 . THB6 X A AT/ B a4B2-nAChR - /15 1 B, 378 R S0
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[0141] S A AR a4B2-nAChRA 3 FEL PR B4 75 100uMTHBE Ak A4 1) 711 1« ] 10A R it
T #E N\ SH-EP 14 fitg o % G4 ) N\ a4B2-nAChR H AChi75 % 1) 4 4 it Fi, 9 () 28 2k i o 2= 1 . €1 108
AL T AEVTAZ B B 4 70 Th 5 L 1) /)N B a4B2 - nAChR HY ACh 155 & ) 4 200 it FiL 978 1K) 28 26 F) 7
B ANE 0B FT R, 2828 R 1 AL [E it IINTCAITHB6 2 /i () , #1a) () 2 5 (F) %
AChi75 & L VAL IO B0 2E - B 10C AT 1 0DHR A3 T S 7R THBOHI I ACh 175 & HaL Yt 1K) WA RN 24k & Wi
Gt b R 2B B 10CH) 25 T8 B v B RS 2 AR R B A G0 IR~ 394, 1 2 B 2k 3R+
SE. %5 th “«” LA4R7Rp<0. 05, 7E B 9CH 45t “sok” DLFR 7R p<0. 001 o A B 28 7 22 73 #1 K 4y
DIEAE P

SE 5111 . THBO S MR 75 i (140 T35 H 3 2R (1) 52 o
[0142]  BEFFEVTAY) A b VAL 2 THBO AL A W I 55 5, s & THB6 ) 1EVTA DAFZE i H A
Bl 15 R 1 O S 2R 3 T P T LA 7 /N BR VAR 8 i AR A FH 400 B kb B =y T s =
IER AL (AP) JSCE R 2R 1K /s =, 3 H 7R B THBE AN 52 M DA 8 ST s e, , {ELBJ 1k AR
Bl 175 5 P TSCEEL 386 1 8] 1 1B 2R S 7R THBO AL & W IR RS HE IR TECHE TR I S vt 45 SR 2R I

S5 12 . 4 5 735 THBE XS /INER VTA DAFZE TG TECFEL R 520
[0143] 4> EpyF 4 THBOXS /N VTA DAFFEZE S0 iCH (1) 52 1A e ok 25 R I /)N KR TV it FH 10mg / kg 3K
RN, FEHEAT P A B — B SR . IR 12086 T VTAY) A i S, 2 B OR SR 3G J 110 S L BR BL
T FIAC AL 1 o 10 35 FE AR BN 328 7 B G P 1 2B i o B B 1 2CHH T 5 LA K ep 82 ] ) B0
— AP SHVER AL (AP) , B 7R ADAMIZ TG . tn & 12D F1 & 1 2E K i 73 , B THB6 AN S 1 #1122 T
JCHE, THE LR b AR 5 11 TS FEL TR B . Gn ] 1 2F - 12HH i, A 2 A7 7= 1 THB6 X DA
TR SN2 R 1 e o B 12T AT 12 52 il 7 4 B v S R BR 0 33 3 i 2 0 Bh 388 n # 22 e s rl
R HAES A B S I B IEH KPR E R

S5 13 . 4 B Y35 THBO XS /INER VTA  DAFZE TG TECFEL R 520
[0144]  fr] /)N BR 4 B 3 5060 & THBO A R &, FERH 78 /N BRI B 235 300 B 13A 9 S 7 VR 5 S
A9, 2 THBO ) 771 B AN A8 H 3235 3, 5 FH M 79 Ak B 60, 25 THB6 (14 711) £ 7 1 MRS % 1) B 3
BN I 7~ = B B 13BYR 7 1 THB6RT 1h BT A& (1) /N B & I vt 45 52 .

St 14 . 5 (1) [/ NBERRAL S P01 1l 4% o
[0145] AR ¥ELL N A Bb Bl 4% LR A4 o AT S8 BAR N GOR B A8 G ] 32 1 A 8 JF
AR A Bt SRl & AR R 2 &40
[0146]  {ENWIUAD R, B K E R /NEERK (5g,0.013mol) FIAIA =) (5g,0.04mol) L
6026 1,50, (40mL) V& I £E95°C T ZE A Hh 3 HF: 20mi nok il % A6 S WA Vo HNZIR S W4
FFE o TH,0/ B (1 1) A, SR R I fe i 392 (CHC1,/MeOH, 15: 1) glifb rh Al 44, 75 3]
2.18g. R ML % R44% 4 FR A 44 (2.18g,0.006mol) FIMeOH (45mL) (VR4 4 E 7 20min A
VAR SRS A SR R AEREEE R LA/NEE 4 I ANaBH, (1.13g,0.03mo1) o 2/N i 5 3ok 958 i 75
14, FIMeOHE % , 18 ik ek e €441% 1% (CHC1,/MeOH, 25 1) 4fifk,, 73 B4 A #)AL. 05g (53%) « A%
FEARTR 8 BEAR PR 1], AR 48 DL T B B i Ak S A -
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[0147] i .5 — R EE (1. 15¢, 9mmol) A1 =56"S (445mg, 1. 5mmol) A ZIL A WA
(327mg , 1mmo1) £ 10mL ) THE H F-J VA ¥R H i) 28 JF AT SI it 518 v T 7 445 440 (14 THB6 o 4 1% 25 1
WERAE 2 IR R R I T o 28R I 7R o 1) 5 A 0 R I N 20mL (¥ DCMAT 10mL 28 487K o 73 B9 DOMI
T, FH10mLZK Bk 21K - S8 J& FH G 7KNa, SO, - J8A HLIA I, i i85 28, 19 2195mg AL 5405 -
SRR 92T %

[0148] =R A (1D I (D M &2

Adl).
(01491 fn kil X (TD WAL &P - KL & A (327mg , Immo1) , Cs,,CO, (488mg, 1. 5mmol) ,
CD,C1, (188mg,2mmol) A13ml (1) DMF 75 % 35 5 HH 100 °C R IR#A 10 /NB , i sk A Jie € i vk
(CHC13/MeOH,25: 1) 4fift,, 15 510. 11g. R S F H33% .
[0150] A= HAA R Q1D Mg MR (D) &Y -
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A1),
[0151] A A, ¥4k G HIA (327mg, 1mmo1) B AL Y TFA- £, K F V& T 5mL A THE AT 1 OmL P4 i
ARG NI 3P0, » HKEZIR G VIR 2 /N o SR 5 BN L RIP,0 o, R 12 R [l 2
B ARG RO 34N Lg P, 0, » FE[EIIRL 27N o ¥ EIZ A R, FINaHCO, /K 79 F, i
DCMAEEL, 4R Jig 38 1o ek i €345 42 (CHC1,/MeOH, 25 1) 4fifk . 13 B4 442 0.05g (13%)
[0152] il 4% B =0 (V) g m =X (D i &4 -

A(IV).
[0153] Oy 1 il &30 (IV) KMk &4, ¥4k & HA (327mg , Immo1) , Cs,CO, (488mg, 1. 5mmol) ,
CF,Br, (627mg, 3mmo1) F13m1 {1 DMF £ 3 5 & 71 F-95°C N ANFA L6 /N, 48 J 3t i fek Jje 10 33

(CHC13/MeOH, 25: 1) 2tk , 4 2 10mg o [ MR 3% o
[0154] % BA N (V) g in =t ) K &4
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[0155] AT il (V) AL &9, K 2.3 — 5 T 26 1% (388mg , 3mmo 1) AR AR B 3 Ik
(534mg, 3mmol) JIAFIML A WA (327mg , Immo1) 7E 10mL I THEH VAR o BRI A =i
P LA /NI o 28 RV 7, 0] 5 A0 b i N 20mL A DCMAN 1 0mL ) 25 787K o 43 B DCMYA ¥, F 10mL
IK B2 o FITE 7K Na, SO, T 1A HLE R, 1 I I 28, 13 F1105mg AL & W4 - R IR N
30% .
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