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[0112]  YCAASCHTIR K IR P SE it 7 R E— A G388 T AR .

[o113]  HUAREERIE X

[0114]  TEARREH LT 30, mARERRFAL, SR, RACEIA.

[0115]  FEAREHM EF 30, iR R — MM N BB . Rk S —
M2 A )RR T (Cyg— FEdE ), BARIE— D2 N1 (Co— FEE AR ) , 0 FE
PEE SRS TR B B e O . AEUE RS T R, SRR OR C S,
ARG T I T AP T 2ERRCT 260 785 — P RIE B A K B SE 7 S8, e B3R R €= bt
S, R AT DR L 43 AR B R T

[o116]  FEAN KRBT bR 30, Fed SRR “ e —0- "53], Hor ek 2 an b pvoE ). A
R BRI Py e A 25 P S 49 A8 FR AR 6 R L5 3

[0117]  FEAKREIN ER3Ch, YRRk B 2R FU e REM I 1 5 SE B 0 3 . e @ e iy
AR CUAE e e —3— 2L, Sl —4- Ll iEme —5- 5,

[0118]  Zy2% Ln[$e 25k

[0119]  AKBHIY 1,2, 3- =MATAEY AT UMEREE A T A A 4t. EAanE e
AR AEYAEZ % b (RIZERSE b ) nl82 1 sh A ar 25 s ar ik 25 K.

[0120]  Z42F b ] 52 IR0 s ) S 48] A PR i) 1 b 0, 5% Do 25 IR D AT LR A ML I sk, 491 4
IR R ER R NI EE MR B IR B IR B IR B L SR E (PR IR £h BUAR M R
;ORI K TR RS TR IR RREE VR E SRR AR
LTETR N FLIRAT AL R FLIR 2h B R RAT AL Bl R 31 TN — R 36 Bk IR 26 L A IR
L EE -2 WEIR AR VAR OR IR AL KM IR B L (L AL IR £ R JR IR £ R iM@E@&E gl
2R = - TR R A . W] LUE B AR A it A R IR ) T2 A i e

[0121]1 AR 1,2,3- ZMATAEM 48 S A FE 5 A RE N A K AL & Wi i 4 8 £
B il £ .

[0122] PRSI IA

[0123] ARSI AR A G A] AR A R BT 1, 2, 3- = MRT A2 m] L LA [B] ST AR S A A T
AAFAE  ALFE T W A R L AEXT e e A AR LA e g fk (O — e e ik ) o AR BHALEE Pl
KRBT AR e R AR B R A, BREINE TSR G -

[0124] AR BETE AT LA B C AT BN IT 70 R 062 X S i A o — B 7 B R
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A& (R k) 77 02 - R &9 8 TR 00T - FADG
i M O B I R AL R LR AR XS S A IR AN I R e T — R A AN BEY) D
XTI S R AR R T V2 A 2 TG A i PR AR o AT (Uil 70 B o AR IR A e AL & A Rl T ]
CIBE 37 53 A e AT 6 25 0 e S A A, 5 i ik D- 81 L- G A R 26 i Bk R £k iR I i R 2 )
FNiO T

[0125] LB BEOG A A R 1K) T v A AU CLA i) o X 2R 7 V04 Jaques J, Collet
A, &Wilen S 7F “Enantiomers, Racemates, andResolutions”, John Wiley and Sons, New
York (1981) 1 Tik i A8 £E

[0126] Dty AL S 4t AT LU 23 M Jir sk sl o TR A ol 6

[0127] A7 1,2, 3— =T AWK 7712

[0128] W] LAIE I T4k 276 ) o B 77 ¥4, 18 i ol 2% STt 48] v T 3 1R 8 226 il 4 A i BH 1)
1,2, 3= =MAT A o FH T A o BT 77 VI Jrok 2 LR B sy T i T V2 I R Ak
Pl g o

[0120] &R LIAE H & F 77 V5K AR 2 W B A5 0 AL A e WK o — R A5 4 o

[0130]  mJ DAJd ik B AR, 490 4 il ok 26 EY L &5 i 2508 L (Ui A5 2y B AR SC T IR 11 o R 24 7
Y.

[0131]  A=4pid Tt

[0132] A RS TSR A A0 M B 28 52 AT 15 591, S 831 55 ] TR0 0 S IR e
B2 AR HL ) S R 2 R E AR A2 AR (nAChR) FA 5000 BB AS o A3 A R BHAL &) B s 58
MR S AR, o 7 SZAARNE YR PEE

[0133] B T EAITM 25 B2 AT A, AR WIS LUH T8 97 2 B P i sh & &R 48
(CNS) Ah FEl ph e 22 48 (PNS) [ AR e 25 58 (1% 95 s B8R 5 0 B P 3 UL 4 1) 92 5 BB G-
PN 53 VA 9 9 SRR 0 B 8 7 A ) B R A 92 B A R B RGP A A A
Wy FH 25 11 T SR T REAR .

[0134] AR B A W] LLRAE & Fa2 W 75 i o 2 i T B s IR, B 2 A W
TARRG (M), I B el DUE bR id s8R Arid 1% K.

[0135] {5 AR 1% 1% S it 75 28 v, A Ok WAL A ) 0 v 1Ry ELORE U 4 0 ek 28 2 AR Y 2 I
P95 « i T B U A £ PEURE L WA 0 B BT A 2] B I 12 B B B ) RE R G L BT R Pk i R
Jii (Alzheimer’ s disease).VE RSV R 2 3B A5 10 4 £ 9% (Parkinson’ s
disease) . FIEWIH (Huntington’ s disease) VL2 48 M 2R AE AL\ 35 )48 hr 1B B 5 45
A1E (Gilles de la Tourette’ s syndrome) $IARAE « BEAEIE B AT P HARIE kG A9 <
R 73 ZENE IR IEE (0CD) MREAE  1F B B A%, ARG ph e 1 IR WO T MU REAE L & AR
PR3 A0 5 82 ATDS— iR & 4 PR R A1 Jal A 229  IIOBRAE | 9 152 TR A 3R e Pt 12 3))
S5 05  IZ BIATLRE TUIE N G40 J5 R A T A AT B e | BE AR B A5 R MR R L H 2R R &R A
fit. (Ganser’ s syndrome) £ { #AZE G 1k W 25 A B 55 AiE 12 PRI 57 8 5 A  SRERAE V1K
BIE N ZEEEBAE S L OB AR I DL AR RERG, A FE R M AR D R B VTR
Bk VS PR s O L IR R RIS R RS s s AL RE Tk B A N A, N 23 W R SRR
A0, 45 PR IR B0 A % 40 R, A 22 A0 PR 0 5 0 5 327 I M R AR RS 3 Pk AP AR P, 5T
B R B R R SR R I R R R R MR RS I R SRR T S B

11
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PR AT IR LI TR TR A R M A 1 T SR AR MK PR AR L B0 BB PRI PR AR 2 YA

IT 5 PR 22 T BT A A G 00 TR, AR M, B AR T R TR R L T AL v B IR

(Chron' sdisease) « 28 M Wi « ot Jz T 45 W 26 FUIRYS , 5 H0 BoIRa o st A 2% b P 5 308 ik

WA PR A G TR A%, 055 MR T IR« B0 8400 S e AR, B8 g v R n] - ERTRT g e

K R IESIRMAER, A S — R REL A

[0136]  7E— NS AL I 1 St 7 5 Fh, K R 1 R ek 282 52 A 25 1) 0 e A Bl i A2 TA

SRR RS R0 , A 70 ZUE B AR E .

[0137] 7B 55— AN AR IE A St 5 2 7, 5o 8 00 i 280 A2 A4 A TG 28 PR 90 B B0 I

P LA A %, L FE D BRI R D080 S 57 IR RS S R RO IR R RIS BRI

IEFIHLRE TCHE S LR R A

[0138]  7E 55— AN AR I A0 S 5 2 s 5o 8T 0 i 20 A2 A AT T 285 PR 0 B B0 IE

PN 530 FR AT DK, 461 4 BRI 2 8 5 40 g

[0139]  7E 55— AN AR 3 A0 St 5 2 v, 5o 8T 0 B 80 A2 AT T 225 FA) 0 e i B0 Ui S

PR A P » 0 HE T ) P B AR RS e M 2 A ok

[0140]  7E 55— AN AR 3 A0 St g 2 v, 5o 8T 0 B Y A2 AT T 25 PR 0 e s B0 Ui S

PR, LG 2 IR M B R R T IR | A B A A DA R E e SR T S B R

Jo R AN LR IR o R T P DL A R B M8 M S PR S b BB PR A P A

290 VAT J MR BN AR 30 R

[0141] 7B 55— AN SR I A9 Sl 5 € s 5o 3800 0 i 28 A2 A A7 T 225 FA) 20 B g 8 Ui S

S VE R IR, ] A s R s B, B R R M N T T 5 T A RIS

[0142] S Ja, AR B B G P nT LA T8 97 B OB o fd A 2% 1 B 5 350 B M ARk

REAR o IX I IR T AL A AR R 7 i, A G R 5 ] Ry 240 S5, 90 g v ERL AT R R

HERIRBR 5 269 — R 8 ERA I R A2 s FOERS o R ST T — B — ol

itE RS, LA FE IR T AR A RS AR TP IR A AN 22 L 0 R AT DA R £ BIORT A 88 in

AL

[0143]  ASSCHY, “YRIT 7 R BRI IBTREIR IR VA 7 B 1k TR0 A R0 1) LA K 5 S0 a i

B S HIR D BIRTT -

[0144]  Z5AHEY)

[0145]  7E5— 5, AR HIREEH MM WA G, Frid A6 &RTT AR ERN AR

B 1,2, 3— = MRTAY)

[o146]  JRUEH TR AR B 1,2, 3- Z MR n] LLLLUR G I E 4 25, At

PIER G MR (fRE R AR 2% AT B2 (13 e ) 5 — ok £ R Bh ) T 7] 2

) BRI/ B R i B — i A S .

[0147]  TEARIERISEHE 7 b, AR AR B9 A &, s AR 1,2, 3— =M EY) L

H % ERT 2 I SR BT B A B — a2 P 2y 2 bl 42 3, DL RAEIE I e iR T

PEFD / BCFRBH T R A) » X M S 2 A AT O 40 A C A I i) o 0 ALE 5 050 3 e 2 A A A

X Hede Az 8 o HE IR X g “n[ 332 17,

[0148] AR BHIZIMAL G W] S VT RE B RIR RS 2, CAE A T iy k. i

25 2538 1A 48 IR ZE 24, 45 01 2 DA 3910 S B 541) S B9 W 9 sl v A T 2K, i 1 ok 4
12
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29, R R B UL SR R VR B o AT R AR 51 BhiE A T BT e R R b v 7
FH B AR AT LU 26 A R A 29454 . BT B0, AT LUK A RR SR 0 M i 4L 6
/P

[0149] A7 ¢ FH T il 1) F0 &5 25 1% £ A 18 80 41 1 40 4% 38 7T LLAE &% B iR Remington’ s
Pharmaceutical Sciences Maack Publishing Co. , Easton, PA) H3k3,

[0150] iz 3| AR A0 T BT ¥ 7 50 1) Jeg e R ™ Bk, el R i ok e o2, Wl AR A 2 B Y
SE R 35 &, DL AR AT R T AR . AN, B RTET R RS TR T A B 25
HEWETHL0. 1 229 500mg 3 1 7 BF ), LIEL) | 22 100mg, HALIEL) 1 2247 10mg.
[0151]  VEMER ] LLRER 7y — IS 2 A 25 AERLE LA, ZEIA 0. 1 g/kg i.v.
1w g/kg p.o. WIFIE TR LIRS A AR Z A FISEH 1 EIR HAT# 4 10mg/kg
i.v. 1 100mg/kg p.o. . PLIERTEEZL 0. 11 g/kg £ 10mg/kg/ K i.v. FZ 11 g/kg
$25 100mg/kg/ K p. o. »

[0152]  YR¥T 75iZ

[0153] AR B 1,2, 3— = MEAT A4 A A0 (A 0 R A 2 A2 AR 1 15 500, BRIk m] L FiR97 2
Fieb B R BR e D) RE R A5 (17590 LA & 22 Pl nAChR 715 7776 A N 25 () g

[0154]  7E 55— J5 I, A% B4 HE T TR SOk 23 s A B 6 N R 6 15 B
(1977 1% R S 30 B i X HELRR B A2 AR (1) 1R 10 A N, 2T VR B R T B R 109
YR, HE NG THUERNAKH 1,2, 3- ZMAT4EY),

[0155]  ZEASKR B LR 3CH, RIE “YAI7 7 W SaI877 « TS B b sodde, HORTE “Pi ”
-5 T 50 A O IR E B B A AT 1

[0156] A% BH VR AR IEIE NAE & IR

[0157]  HATHTRER & A HFETEE Y 0.1 £ 1000 ZrfEK, 10 £ 500 ZwfER, U
FL 30 22 100 = 5a BRI, I8 WO T8 U1 (1125 2577 3K 45 25 0500 B4 L 5 24 B X0 (1) M AE i
W RS20 TT B BTG RS2 1697 3 IR, DL iR B sl B (AR I FI 256
[0158]  FEMELERETE A, U LAAEARIA 0. 005mg/kg 1. v. F10.01mg/kg p.o. MIFIE T 315
NBERE R, FIEEH T FRZEZ 10mg/kg 1. v. A1 100mg/kg p.o. . RIEHITEMH L
0.001 &4y Img/kg i.v. ML 0.1 &4 10mg/kg p. 0. »

[o159] [t K fejid

[o160]  IE it 2 AP I 1E— PR fu A K B, Horp 8] 1A R 1B RonAk &4 L (B 3-(2,4- =
B- RHE ) -5-(4- WAL - 2R ) -3H-[1,2,3] =M —4- FE0e ) (T 1E T ; HLE 2A F1 2B
K aY 3CHI3-(2- & —4- ZF P E - K ) -5-(4- FEE - K& ) -3H-[1,2,3] =
W —4— FE ) o TS B EES L P F2 I511) nAChR a 7 A2 4K i S 1 Z B R Bt i T VE A
[0161] [ 1A RoREAFE 0.01 £ 31. 6 uMALEH 1 4746 T 100 u M ZBEARELE S 1
MR ;

[0162] & 1B F/RALAY 15 510 100 u M Z IR IERE Y 25 1 1E 1 Ik — R AH 1k
B AT % 5 Togle]l M) I HR . THEI ECy,— (B2 4. 9 u M HI5 K ZBEAHB Y 251 37
JE561% ;

[0163] K] 2A F/REH A 0.01 £ 31. 6 uMALEW 3 4246 K 100 1 M ZEEAHGRE S i Ha
WIRE s H

4
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[0164]  [&] 2B RIRALED) 3 15 T 100 1 M LT ARAR N 25 1) 1E 15 IRk B — R BAH ORIk
R REYETY % 55 Logle] W) MR R THE R ECo— {2 1. 7 u M H5 K STRARGR A5 5
A& 563% .

S f51

[0165] 23 [T 41 S o)t — 0 7R Y AR e B, 3K S8 St 48] Al DA AT Ty X Fe e PR A SR AR
PR AR R BTG

[o166]  SLjfs) 1

[0167] il £ St

[o168]  —HSEEG 17

[0169] Gy IE It A HIE M HUAR K 7 2 B4 22 & AR R BT 1,2, 3- M7 ).
B A% A B R AH S ) v S, B AE AR R AR B8 B T IR N -& T R bt
S 1 B A 12 N A ) o0 i R A IR SR AR o A3 B A Y I B AL B A T AL AT X 3k
RS PR 5 18 S AL IS4, B CHURBUREUR ) 1 il 38 SIE R & 4
Ho 1A PEEBREACIEAZAE S, R4 FH % 20 S0 R — R AL A (XL R SR A2 BUA QI e AL TR AR o
[0170]  3-(2,4- & — KHL ) -5 (4- FAJE - AFL ) -3H-[1,2,3] — M —4- FHZ (1)
[0171] [ AR FFAE R A ok A HF B R 1- & A& -2,4- Z & - 2K (0. 400g,
leq) IR (4- AL - -3 ) - &JIF (0. 376g, 1. 2eq) 7E LEE (3ml) FHR-EY i N
FELTE (2ml) B EEENEE (0. 172g, 1. 5eq) (15min) » U5, % NR A 4) B Kk
FI=IE HAR GRS RSB R . H TR 4B (25ml) #1521 S MR A4, F K
(2X25ml) PE¥E, I MgSo, T HAKR 2T, MM &P LMy (1 ¢ ) FREYH
g A A ATR AR (0. 7508) , 13 BIbREAL G4, A L ElE 1 (0. 315g,44% 773 )
M. p. 149. 2-150. 7°C,

[0172] 5-(-G —2- PRI - FE R ) -3-Q-F 4- — PR - FH H)-30-[1,2,3] =
M —4- FEfE (2)

[0173] R FFAE R A P UK A I ABE RN 1- SRE 2- & 4~ WP % - 2K
(0. 5008, leq) FIR A (5— G —2- FHZE - K58 ) - 4N (0.492¢, 1. 2eq) ELEE (4ml) HH
REWT i MAE CBE 2ml) ) EEAMEE I (0. 183g, 1. beq) (16min) o WNHNJG , LR INVIRS
YA RHGER R AR GAESE FRENHIR . HOB M (25ml) RS 20 VTR
A4, AR (2X 25ml) YEi, H MgSo, Tt HZE k2T, Bt N & F ke (1 DK
REWH & it s i Ak R (0.610g) , 13 BIbR 8L 5, A €[4 (0. 450,50 %
FEE) . M.p. 152, 8-153. 3°C..

[0174]  3-(2— G -4~ — AL - RH ) —-5-(4- FAH - RFE ) —3H-[1,2,3] — M —4- FEf%
(3)

[0175] A fRFFAE R AR AP KA PR - B R 2- | 4- = P 3 - %
(1. 00g, leq) FIR & (4- FAEIE - I ) - LJF (0. 797g, 1. 2eq) fELTE (10ml) FHTRE
Y NAE S (10m1) ) BRIV (0. 366g, 1. 5eq) (20min) « WSINJE, %R VIR EY)
H R A=W HAR GRS FRE st . HAmR Ol (4oml) MR RI R VIR A
W), 7K (2X50ml) Peik, H 15 MgSo, I Hask 2+ . i Pkl i ik A o (i 7% 4
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) (1. 20g) , Hod {d HH 60-120 HRERSHUH 15 % 78 bt 1 218 BV, 13 Bbr ik 59,
M AEE A (0. 324g,30% 773 ) o M. p. 130.0-130. 7°C,

[0176] 5—(5— G —2— 4L - I ) -3-(2,4- — G — I ) -3H-[1,2,3] =M —4- FLjix
4

[0177] W PREFFERVIIAEE KA ERIBE R 1- B85 -2,4- =50 - 2K (0. 9g, leq)
Fen (5— & —2- 4RI - 2R3 ) - & (1. 04g, 1. 2eq) 7ELEE (10m1) A (VR A4 7 ¥ hn
e HE (10ml) i) I EE AR (0. 388g, 1. Seq) (20min) « UG, iZ R NVIREY) A K Hiik
=9 HARGAEER FREpiadt. H OBl (40ml) RS2 [ MR &4, Bk
(2X50ml) Pk, F MgSo, T HAAR £ T, A& F RO 1 0 1) RRESY
g Al A E AR AR (0. 8209) , 13 RIFR BAL G, A BB £ (0. 480g,28% 73 ) .
M. p. 153.5-154. 7°C.

[0178]  3—(2— G —4- % — AIL ) -5-(4- FEIE - R ) -3H-[1,2,3] — Mk —4- FLfiE (5)
[0179] [ RFFER B FIUKA EA PR 1- S A -2- 5 -4- 5 - %K (0. 300g, leq)
IR (4- AR - 55 ) - 205 (0. 309g, 1. 2eq) 7ELTE (5ml) TR S ifE Z
fiet (5ml) [ A EEAMIE R (0. 142¢, 1. 5eq) (16min) » TRINJE, R NV IRS Y B K HIA 3] 208 H
IRIGTE SR PR RE R . T 28 E (20ml) FBAS B ) NS4, /K (2X 25ml)
ek, H MgS0, T3t sk 21 . Wi Pl i ai b s o A5k R4 (~ 0. 500g)
Horh s 60-120 BHEEIRFIH 20 % 76 b i I LR L BEVEIR 13 IR AL A, A 1 Ea ] 4
(0. 190g,34% 7% ) . M.p. 136. 3-141. 2°C,

[0180]  5-(2,4- G — 2RI ) -3 (4- FIAUE — AL ) -3H-[1,2,3] — M —4- FLJ% (6)
[0181]  [fRFFERA I VKA EIAHHER 1- BRI -4- FHEE - &K (0. 7508, leq)
FIRT o (2,4- =8 - 263 ) - 4 (1. 12g, 1. 2eq) 76 LB (10ml) [ K VE A 9 b i n7e
CEE (10ml) = A EEEN R (0. 408g, 1. Seq) (25min) « ININJG, 1Z X NIRA Y B Kk
Pl ARG S PR Ent et . A LR (40ml) H B 15 200 S N IR A4,
K (2X50ml) Y, F MgSO, T 0f HA& k 21, JB ik PR (i vk gl Ab o €02 [ ARV 44
(0. 842g) , Horp 4 ] 60-120 HAEERRFI 15% £ OBt Hh I L8 L BEVENG, 13 3Ibr AL &4,
M ALK (0. 428g,24% 773 ) o M. p. 154.6-163.9°C,

[0182]  5—(4- FAARJE - JRJL ) -3-(5- AL — RUEm -3 L) -3H-[1,2,3] — Wk —4- FLlx
()

[0183] [ fREFFAEZVTINEE P UKV EIFIREFERY 3- B AU —5- 2 - RILEME (0. 5g, leq)
IR (4- AR - 2535 ) - 4015 (0. 712g, 1. 2eq) 7F LB (10ml) H 7RS4 i e
CEE (10ml) A FFEE AN (0. 327¢g, 1. beq) (15min) « WS, R NIRGY B RiLiE
=W ARG AR FREEp . H 2Bl (4oml) MRS 3K [ MR A 4, K
(2X50ml) Pk, F MgSo, T AR kR BT, Wil Pl ik aith o 2L B Ak Ay (~
0. 900g) , HeA{FH 60-120 HAERSHH 20 % 7E Ot 1 I S8 SEESENG, 13 205 @40 &4, N
HERE R (0. 1208, 11% 7% ) o M. p. 136. 3-141. 2°C.

[0184] 2-[5— & —1-(2,4- — & - ZEFE)-1H-[1,2,3] =M —4- & 1-4- & - XM 8
[0185]  [IVAHIA O°CRIA M B R 5- (55 —2- &L - R ) -3-(2,4- =& - K
55)-3H-[1,2,3] =M —4- FLfi% (A7 CHiR 59 4 0. 3g, leq) £+ A F 4L (5ml)
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oA TP I = BARAN (0. 15ml, 2eq) 7F 5ml T S R IS {E 0°C R B a8 bt
L/ IF BAE 2R P RSt 1 /NN e F UK — 2R3 FH Ry 5045 B HVR A9 3¢ H AR iz
(5ml) , fifi f5 7K (Bml) AL 4350 K (8ml) YEFAHLZ, H MgS0, T3 HAE R
T ZE R AF R E AR R (~ 0. 250g) , i@ ik PROs (i aift, b 60-120 HAE
IR 15 % 7 Cbt Y SR LB VR, 19 BIbR AL G4, A (il 7k (0. 0758, 37% 73 ) o
M. p. 131. 3-135.6°C.

[o186]  2-[5— & JL —1-(2- G —4- =PI - I ) —1H-[1,2,3] =W -4 ]-4- G - K
B Q)

[0187]  [/AHIAR OCHIAE/ WP BEFER) 5- (56— &l —2- s - 25 ) -3- (- & 4 =
TS - R ) -3H-[1, 2, 3] =M —4- FLfE (AT SCRER AL A 5) (0. 3g, leq) fET S H
e (5ml) PRI I = RARAN (0. 15ml, 2eq) 7E 5ml T A R AR . 75 0°C T e
SeREPE 1N HAE IR R R b 1 /. UK - Shi R HIE 2R &9+ HAE
FEE (5ml), PSS HZK (5ml) AbEERS A5, FFHZK (8ml) SRFANLZE, H MgsSo, T4 If
HAPE A Th 28 %, 15 B K 5% 4 (~ 0. 200g) , i A & P b b &5 4tk 15 305
BALE Y, EEE K (0.0758,37T% 7% ) o M.p. 74.5-77.5C.

[0188]  3-(2— L —4- — R L - KIL)-5-(4-[1,3,47] W w4 —o- 5 - FKHL ) -3H-[1,2,
3] =W —4- FoHZ (10)

[0189]  TERVIAEE P M HiFE AUk HI F IEEEN (0. 158g, 2. 9252mmol) 7EFEE (25ml)
I NN R 2-[4-(1,3,4- W8 — e —2- L) Z5FE 1 20 (0. 430g,2. 3401mmol) FI
1- BRI —2- ] —4- = PE - 28 (0. 400g, 1. 9501mmol) o KX R NIREWIREFAE 0CH
lh, ARG A RIEBISE . W45z R NIR-EY, IAZK (30ml) , 3 H H 4R LB A HY
(3X100m1) o FH MgSO, TH & A NUE, I IF HZ 0k, 13 Bk 2Ll 14 (0. 74g,97 % it
AT ) o IR (230-400 H ) A EEA TR R, F 50 % 75 A R 1K LR L BEYE
it 12 BIbE AL A4, R E 4k (0. 280g, 37% =% ) , M. p. 184. 6-186. 1°C» LC-ESI-HRMS
() (M+H]+ 278 391. 0927 TE /R, THEAE 391. 093046 & /K, fwZ 0. 9ppms

[0190]  N-{4-[5- & Jk —1-(2- 5 —4- —F FH - KIF)-1H-[1,2,3] =M —4- K - K
& - OWREE (1)

[0191]  7E 0/ ER 55 A 1] 3o UK ¥4 H1 R 0T B AR (0. 432g, 3. 6566mmol) 7E AT B
(15m1) " E P I 4- SRR R LB (0. 5096g, 2. 9252mmol) F 1- B A
HE-2- 3 -4 =L - 28 (0. 500g, 2. 4377Tmmo 1) I HAT X NIR-G4) B KL 2 23 (1h)
Hm AR 6he WAG1F RN VARG Y, MAIK, 3 HH L8R LEEAHL (3 X 100ml) « H
MgSO, TEE& A NLZ, Ik H2 R, 13 RN (b RO 5t (0. 9008, 97 % BiaF47 ) .
e (230400 H ) A iszaifb iz 29, H 50 % 764 ik 1 S5 S EEGEN, 1521
FrAAL &), R v a4 (0. 270g,30% 7% ) o M. p. 114.8-116.2°C.. LC-ESI-HRMS [¢]
[M+H]+ &7 380. 1125 & /R0, T4 380. 113447 1E /RE, i % —2. Sppm.

[0192]  5-(4- (& - KFE ) -3- (- | —4- —F T - KIL)-3H-[1,2,3] — W —4- FEf%
(12)

[0193]  7E %0/ 20 55 b iy 4 A0 0K 72 H0 0 BT B A (1. 728g, 14. 626mmol) 7E AU T
g (50ml) H S P O ON R A 4 2 2R R S (1. 418g, 10. 7258mmol) Fil 1- & A
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52— G —4- =3 - % (2.000g, 9. 7507Tmmo 1) FF HATZ R NMIR-A ) H Kk ) %R (1h)
Hi AR 6he WAG1F I RNVIREY, MAIK, 3 HH Z8R ZEEAEL (3 X 100ml) » H
MgSO, T & I AN, it 38 I H7% K, 15 IS B R4 it (3. 289g, 100 % Jiit &1
1) o WA (230-400 H ) FEEEEAHERR YD, FH 25 %70 A B 1K LR LBEVENT
BEREAL S, Nk FEE A (0.700g,21 %773 ) o M. p. 163.6-165. 0°Co LC-ESI-HRMS
(1) IM+H]+ 78 338. 1021 T /R$, v AE 338. 102882 1 /R, {72 —2. 3ppm.
[0194]  4-[5- G JE —4- (- —4- —F AHL - 2KFL)—-[1,2,3] — W —1- 3 1 SR IE %
(13)
[0195]  [a] B L FNUK A EIH 2- 8\ —4-( = 3L ) ZKIL L BE (1. 066g, 5. 2471mmol) Al
4- S AW I - RWEZ (0. 800g,4. 0362mmol) 7F FEE (50ml) HH R & 42 in A F 4l
(0. 3271g, 6. 0543mmo1) Ff HAT 1% K NWAIR-EGW) B K15 B 20 HARZIRFE T fhide 24 /i
WAEZSNTRED, IMAK (10m1) , 3 HH LR LBEAEEL (3X80ml) o HER/K (15ml) P4
HANLZ, H MgS0, T4, i & Hik4i 215 25 A AlE & (1. 61g, ~ 99% 7 2, {F HPLC
T 97.7%4 ) . M. p. 183.8-185.2°C, LC-ESI-HRMS [{J [M+H]+ &7~ 402. 0638 & /K1, 114
{H 402. 064783 & /KT, 2 —2. 4ppm.
[0196] 3-(2-H —4- —F PR - KK ) -5-(4- FEI - FLH)-31-[1,2,3] =W —4- FLi%
(14)
[0197] ()43 FH UK YA HI () T EE 4N (1. 659g, 30. 7146mmol) 75 FEE (50ml) 1 (K &
I 4- ARSI O (3.728g,24. 5717Tmmol) I 1- F A —2- # —4- = P2 - 2%
(4. 200g, 20. 4764mmo1) Ff HAFZ S IR H ik ) 2530 HL I i 4 w443 21 1 e VTR
G, MK, 3 BRI AR (3 X 100ml) o FH MgS0, T-& IFHIATE, id ik IF Hak4i 2
1R RNREE M AR (5. 9008, 82% i 14 ) » IHILHENL (230400 H ) A taiikalifl
FER AR, 15 % 75 Ot T I SR LBEVENL, 15 2IFR &40 &4, A K E i 44 (0. 120g,1.5%
FER) . I HRAE M E R 5- (4- L - 38 ) -3-(2- 4L 4- =HF
- FEE)-3H-[1,2,3] =M —4- FLJ% (2. 400g, ~ 33% ;=% ),
[0198]  4-[5- % HE —1-(2— G 4~ — A - FRFL) —1H-[1,2, 3] =M —4- K 1- Ky (15)
[0199]  [MVAHI A -78°CH HAER M M BERERT 3- (2- 3 -4 =5 FHE - 2K ) -5-(4-F
SR - I -3H-[1,2, 3] =M —4-3Ef% (14) (0. 400g, 1. 1354mmol) K IE/K 5 T 4% (25ml)
o R P N = VRALA (1. 991g, ~ 0. 75ml, 7. 9478mmol) 7F 5ml JE/K — & P A VAV .
ZIRAY A RIS R HARSGEH UK - $hin TR RA HIF BAER N 10m] A EEF] 10m]
IKES o3 AT Bmin BEFEST, I 10 % S EALAE R (10m]) H H—H 7y Bt A 10% 2hi&
WA K ZE HR & (3X70ml) 2K, F MgS0, T& FFHIaNZ, gt HZER 2133
[E k5% 44 (0. 350g) » MITHERE (60-120 H ) HEEGIEEAib e, H 16 %A KT LR L
S¥EN (0. 150g,40% 7% ) , M. p. 163. 5-165. 2°C» LC-ESI-HRMS ¢ [M+H]+ &7 339. 0853
TR, T EAE 339. 086898 1 /K1, fR 25 —4. Tppm.
[0200]  5—(2— G —4- — G AL — 2RHL ) -3 (4 AL - 2RHL ) —3H-[1,2,3] — M —4- KL%
(16)
[0201]  [IZERVSILH IOK — A1 1- B85 —4- AL - 2K (0. 4508, 3. 0171mmol) FIF
i 2- g —4- (SR ) RS (0. 736g, 3. 6205mmol) {EJE/K LEE (10ml) %S
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T 0 AR 44 (0. 2445, 4. 525Tmmol) EJE/K L (5ml) AR IF HAEAS BIRIR-G W B &
KR = IS R . 28R VIREG W I B AR R T =& P ke (8oml) HHAK (60ml) ,
#hoK (60ml) PeiAH HLE L, FH MgSO0, T4, ib kit HAE R (~ 1g) . W MNZAF A
T K (1) VRS b &5 A AR R R TS BbR AL S, A A TE A (0. 5708,53% 773 )
M. p. 164. 6-165. 5°C . LC-EST-HRMS ) [M+H] + Z7< 353. 1028 1 /K, v1 455 AE 353. 102548 i
IR, AW ZE 0. Tppmo

[0202]  4-[5— Z(J& —4- (2 L —4- —F PR - KFE)-[1,2,3] =M —1-F - Ky (U7
[0203]  [VAHIAR -78°CIH HAEA M P 5- (-3 —4- = 5 - K3 ) -3-(4-F
AL - 2RI -3H-[1,2,3] =M —4-FLHE (16) (0. 450g, 1. 2774mmol) 7F /K — & %t (15ml)
PR P N = URAL (2. 240g, ~ 0. 84m1, 8. 9418mmol) 7F 5ml JE/K — &0 P4 AV -
FZRAEY A KIE B SR HAR G F UK - Sy A EE 3 HAER I 10m] BFEEAT 10ml 7K
I 43 fFRGR) o 10min FHE S5, A 10 % S AL (15ml) - H-— B3 Bt 10 % EhRus
WA K ZE H R &4 (3X50ml) #H. H MgS0, TH:& FFHIENZ, gt HX kK 253
EH%4 (0. 380g,88% “ %, E HPLC K 99. 71% 4l ) o M. p. 176. 2-177.5°C» LC-ESI-HRMS
() (M+H]+ &7~ 339. 0854 TE /R, THEAE 339. 086898 & /K1, i # —4. 4ppms

[0204]  5—(4- G- KHL)-3- (- —4- —F FH - KIL)-3H-[1,2,3] — W —4- FEfF (18)
[0205] [ 7E 20 FF B B B R UK VA AL B R A (0. 296g, 5. 4848mmol) E 1 E
(25ml) AV T & P NN 4 AR IR A 0. 610g, 4. 0222mmol) AT 1- B A
J —2- 4 PR - K (0. 750g, 3. 6565mmol) o ¥ 1% MR -GY) B KK B = R IE A,
EEA R YE, MK I B 28 488 (3X80ml) A EL, H MgS0, TH&&IFMENE, it
JEI Bz AT B AL A AR (1. 200g,92% i 47 ) o WAL (230400 H ) %
CEVEAAZFIY T, B 10 % 25 A B 1 LR LRSI, 753 2R 840 54, J 8 A 6 il 1
(0. 350g,26% 7% ) o M. p. 169. 9-170. 2°C . LC-EST-HRMS f) [M+H]+ 7% 357. 0516 & /K i,
LY 357. 053011 & /R, M2 —4ppm.

[0206]  3—(2—3F —4— — g 2L — KO ) -5 (4- P HAIE - KK ) -3H-[1,2,3] — M4
% (19)

[0207]  [AJFE BV EE P 00 1 R UK A E ) R EZ AN (0. 296g, 5. 4848mmol) 7E I EE (25ml)
ST B AL N A 4- (SRS ) R 2E (0.809g, 4. 0222mmol) T 1- & R
& -2- | —4- A - K (0. 750g, 3. 6565mmo 1) » A% MR A H R IE B E R IE A,
EEA PGS, I AKIF B 2/ 288 (3X80ml) 2B, FH MgSo, T&&IFMaHE, it
BEIE HZE R AR R G FE AR A (1. 385g, 94 % FUE T4 ) » AR (230400 H ) 4F
ALV LEAZ R T, 9 % A6 A7 Ik Th 1 LR LB VE NG, 15 20 bR L&, o A A
(0. 490g,33% 7% ) . M. p. 134. 2-134. 9°C . LC-ESI-HRMS f{j [M+H]+ &7 407. 0747 i /K,
THEA 407, 074282 & /R, 2 1ppm,

[0208]  4-[5— 2k —1-(2,4- — G — K%L ) -1H-[1,2,3] =M —4-FL 1- ZKHJF (20)
[0209] o] 7RI EE P R4 R UK VA E () FREZ 4 (0. 388g, 7. 1802mmol) 7E A EE (30ml)
PSR T BEZ I 4- FHRFELNF (0. 817g,5. 7442mmol) Fl 1- BRI -2,4- “& - K
(0. 900g, 4. 7868mmol) o 1% NWIR-E4) H & ik 2 23 A 78 22 ik 4, in A K B H
LR CBE (3X100ml) #ZEEL. F MgSO, T4 IF I HLE , 1 38 I HL25 A 1 43 2115 4 (04
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BRI AW (1. 425g,90 % JFUE T4 ) o Wb RERE (230-400 H ) F: @i iaiib iZH Y 5,
F 20 % 7647 il Bk 0 1) S PR SR GE N, 43 206 AL &4, s A AR (0. 4508, 29 % 7 2 )
LC-EST-HRMS ) [M+H]+ &7~ 330. 0319 & /K, vF5{H 330. 031326 & /K¥, 2 1. Tppm,
[0210]  4-[5- %k —1-(2- G -4~ AL - K30 ) —1H-[1,2, 3] — M —4- & 1- 2K (21)
[0211] A HIAR -7T8°CH HAE B TR P P HEAvK — ¥ 211 3- (- & —4- =% - 2F
) -5-(4- AL - 2838 ) -3H-[1,2,3] =M —4- FEfi% (3) (1. 000g, 2. 7119mmol) 7E K —
SR (20ml) TRV R I =R ALER (11, 5497g, ~ 4. 36m1, 46. 1023mmol) 7F 10ml G
KA R PEE ZIREY A ks =% HAR G F UK - shig v 21 3F HAE
W0 10ml FFEEAT 10ml 7K I 73 AR 10min FHE S5, AN 10 % S EALBE W (20ml) FF
H—B 5Bt H 10 % SRR K Z H A (3X70ml) % HL. H MgS0, T4 FF i
AWUZ, g B2k 23 20 A KGR R (0. 8008, 83% 7 3, 7 HPLC K 99. 47%4f ) ,
M. p. 161-162. 3°C » LC-EST-HRMS ] [M+H]+ &7~ 355. 0579 18 /R4, 1155 {8 355. 057348 1 /K
i, 7= 1. 6ppmo

[0212] 3-(2,4- — &0 —6-f# — K ) -5-(4- FIEIE - FRIL ) -3H-[1,2,3] — W —4- FLfx
(22)

[0213] [ ¥R AUk - A I 2- B A& I -1,5- — & -3- Bt - 2 (0. 500g, 1. 5928mmol)
i A4- AR RIS (0.29g, 1. 9114mmol) 7EJG/K LEE (6ml) A ¥V i n ik — 12 4]
(KRN (0. 129g, 2. 3892mmol) fEJE/K LB (4ml) T HAFZIR G B RIE 3=
M. 28 RSB K NIEAYH B e (60-120 H ) HEERHE AL BORE R D)
(0. 740g, 100 % Jix &~V 15 ) , H 0-15% 1% Tt 1 L IR L Ba vk i, 19 B bR B4k &4, AR
B4 (0.072g, 10% 7% ) o M. p. 72. 5-73. 6°C» LC-ESI-HRMS [¥J [M+H]+ &7~ 460. 9425 & /K
i, vHHAE 460. 943317 1 /R, {2 —1. Sppm

[0214] 5-(4- G —2- —F PR - FKFHE ) -3-(4- FEIE - 75 ) -31-[1,2,3] — M —4- L%
(23)

[0215] T[] 4 FF ALK - A H A 1- B & & —4- B4 EE - 28 (0. 500g, 3. 3523mmol) Al
4= A 2-( =) RELNFE (1.104g,5. 0284mmol) 7E /K LFE (15ml) H ¥ ¥
vk = AHIE R RN (0. 217g,4. 0228mmol) 7E /K LBE (8ml) HHRIVETR . 25 RAF BN R Y.
BEVI B R R T & PRt H A K Rk sk, H MgSo, T4, i g IF H 28 k45
Fll~ 1. 25g HYI BT, Ay BB Ll 7 o 1k A G0 R BRI A Tl Ik vh & b A i) 5, 49 21 b
AW, MEFEIE AR (1.05g,83% 723 ) . M. p. 159. 2-160. 2°C . LC-ESI-HRMS [ [M+H]+ &
7 369. 0712 T8 /RWH, T4 369. 072998 1 /R, W25 —4. 9ppm.

[0216]  5-(2,4- 95 — 3% ) -3 (4- FIASE — oR5E ) —3H-[1,2,3] =M —4- FLji% (24)
[0217]  [FEREFIIK — AEIE 1- B AL —4- P4 - 28 (1. 000g, 6. 7046mmol) F1 2,4- —
WMATELNE (1.27g,8. 0455mmol) 7EJo/K LBE (20m1) A II¥ ¥ 0 i oK — ¥4 201K B B 4
(0. 543g, 10. 0569mmo1) 7EJ/K LFE (10ml) F RIS . 25 RK1F 2 R NIRE Y HAg k4
VST & B he ot H A K Eh/K s, A MgSo, T4, ik yg IF H28 & i 19 3] ~ 2g MR, A
Ve ] 4o A I A S e AU YT o 5 it Al Az B, 49 20hR AL S 4, AR A T 1A
(1. 10g,48% 7" ) o M. p. 152-156. 5°C » LC-ESI-HRMS f] [M+H]+ &7~ 303. 1046 i /K4, 11
SAE 303. 105742 1E /R, 2 —3. 8ppm.
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[0218]  5—(2— G0 —4— 3 — AFE ) —3—(4- AL — AROL ) —3H-[1,2,3] —Me—4- FL% (25)
[0219] o] $i FFE AU UK - H B 1- B A & -4- F A & - 2K (1. 000g,6. 7046mmo1) Al
2- G ~4- WAKE LN (1. 758g,10. 0569mmo 1) 7E /K LB (15m1) H I I oK — ¥4 4]
) R (0. 435, 8. 0455mmo 1) fETE/K L (10m1) HH R » 75 R 19 B S NV A ) 51 B
IRV T & P eIt B K KPS F MgSo, 458, i v HZg RT3~ 2. 2g M
YT, Ry A Tl A4 o 30 e A S0 AR e R A YR I P & o A ) B, 15 RIS @A 54, ik
O [E A (1.42g,66% 7% ) . M. p. 175-176.8°C. LC-ESI-HRMS [ [M+H]+ 7R 319. 0745
T R, A 319. 076192 1 /R, IR 2 —5. 3ppm.

[0220]  5-(3,4- G — KFL ) -3 (4- AL - KFL ) -3H-[1,2,3] — W —4- FLfE (26)
[0221] [ HEREFIOK - A3 1- B %I —4- 4 - 2K (2. 000g, 13. 4090mmol) F13,4- —
AR LNE (2.994g,16. 0909mmo1) 7E /K LEE (30ml) H RISV IR INUK — ¥4 H1 I F 4l
(1. 087g,20. 1136mmol) /K LFE (20ml) H VSR 2815 20 R VIRG I A RAR
W T /et B K 2hK s, F MgSo, T4, il p&if HLZ K 3 3~ 4. 5g Fl A,
A A (] A o T Je AN SR e A i I P 5 S A ) 0T, 15 2R B4 iR 410 [
1A (1.536g,34% 772 ) o M. p. 189. 9-191. 3°C . LC-ESI-HRMS f] [M+H]+ 7 335. 0483 i /K
i, TG 335. 046642 38 /K1, {2 4. 9ppm.

[0222]  5—(4— G0 —2— 3 — AFL ) -3—(4- AL - RO ) -3H-[1,2,3] — Mk —4- FLRE (27)
[0223] A FERITDK - A H0 1- B R -4- FEE - 2K (2.000g, 13. 4090mmo1) I F
(4= 3 —2- 5 — &%) - SE (2. 729g, 16. 0909mmo1) 7EJE/K LT (30m1) H RISV Hh i i FF
B4l (1. 087g,20. 1136mmol) 7E /K LFF (20ml) FHAIVATR . 28 K19 B R NV IRG W FF B
WA T S b ot HoR K Bk vk, H MgSo, T4, i i It HA K M5 2~ 4. 3g ¥4
T, AR A @A A X — ), F 25-35 % 78 Ot K SR Lt i
HEbREAL AW, AT ERE R (0.140g,3.25% 7% ) o M. p. 147.9-149. 5°C . LC-ESI-HRMS
) (M+H]+ 278 319. 0779 TE /R, T EE 319. 076192 1 /K, W7 5. 4ppm.

[0224] St 2

[0225] BT

[0226]  7E A St 451 5 A FH 7E 6 ¥ INIE (Xenopus  laevis) BF BE4H A 5 5 36 1K 1)
nAChR a 7 2RI e &4 1 (& 1A F1 1B) F4LA4 3 (Kl 2A 1 2B) X EFA27 nAChR a 7 52
R IE T ER o

[0227] i FH R BR S — BELAR B PR 50 2 38 3 nAChR o 7 .18 Ff BV T FLA ol & Ssh 7 i)
BB N AE R 1K nACKR a 7 F R REAN 35 nAChR o 7 HELIAE. T4 5 2, 4 BRI RF4H fN
03 I HAR a4 90mM NaCl, 2. 5mM KC1, 2. 5mM CaCl,, ImM MgCl, #1 5mM HEPES (pH i
WA T.4) I Oocyte Ringer (OR) ¥V o £F —60mV [ 5 U BE4H M I HLdE it i in 20 Ak ()%
T OR ¥ 100 u M ZWeHRAR T T LA o TN S BEAR B[R] PR TR) B2 5 438, ARk #E 7, H OR
BV O REAE N o BT — O I 6 U I LA AR 100 u M SBpE AR ARl ) 2 N 22 K F o oA T Rl S
(1) 8 AR It 760 SR (100 w M) HT 30s LA b it A G ik &2 (0. 01-31. 6 1 M)
&) | BEY 3, X FEC BN, — 755 1 F R I o 5 .

[0228] A EW 1 FIALEY 3APAE T RIIE TR EA GRES - XD / X X 100%
I HAE F FZ BT R B & LA S TR 5 R o1 = 1,/ U+ EC,/ & DY,

20




CN 101796034 A w P 17/17 T
Hrp T, RN RN ) 5 K3, BCy, A2 FECEEUR RN B EE, Hon 28 E R
[0229]  XMLEY) 1 FIALE) 3 VHELI ECs fE 23 A2 4. 9 w MR 1. 7 n M, 17 A B N 25 1) A
KATH 1~ ESALEY | TS 3 TS 2 B2 561 % F1 563 % .
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