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eH(1)F L s fe b4 ()R Qa)igs, 4144+ R LK EA R AAE AL
8 X, 1 449,

B R R S — R Bk A P R AR B A (1D &1

12
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TRUZRA N —H BRI LN X, 1LY,

83 X (Le)t i@ 4064 55 35 2 o 1 5 S J 0 B2 e T AR AR AL ) o
Z YR (0) 12 K HUBR e B BR AR BB B AT 09 B A T AT 4E - ARAB A B )
& T EREREY(D. ETEREOEHNLERFEBEN, PR T
B, N - FRALALER, Rwickwl, thitvgSrkeg,

BT A R RAAR 1 R 2, 122 FRAEBRLSW(IHRB LR
()3 B E5RRAEW()H2a)B 4, HELP R ZELN—H Bk
* AN X e,

AP RIZFAR R BRRMES AR KRS, R, R’, RO#RS
E Ao LW X T4e9, TAK T 651 T o5 4.

Ablde, B P ROZ X 1AM E 5 A ME o R A ME AT
I EEAEAC T o v (2. ) 4(0) 12 T AL B Ao 55 B 44 B AR B 49 09 -1 F itk 474, —
ERABE R, #&EH TR ES - PRARROX oM. EXHE G
EA R TFHLER, o~ FREAFTBE, N - DAL, X w5 ke,
ik va F ok v,

FAHA] B B AET AP R'Z3 - PREAEANX [odad4 %
1.

BAdm, ifilff 3 - siA KRS M4 Ede it b RO ZHA R
RO AN B RAL L Pt ) ey SRR R A BA S G P RO EZ - fA¥R
WX TEH. & TR RE 0652 B FALbes LEIK, Mive
o B W P BE 3 ) 48 S ABAHEAL A (] do BACAE RAE - B)E B Al e TEEA, 2.
B7, IRt AR P AT B4k, SRR PSP AP HEAT

T 9 F R TR P R E3 - RAFA X 1A M4 & 4.

CHlda, FBEAL A 4ol 5 38R AF(H] 4o 285 BF) 2 A HUB(H) 40 = 28 S
T, WIEWR)AETAE M B Ay e 3 - RAFLESHE &L+ R
&3 - LEBRARARAGK T4, A TiERR0E TEANSHERAIE
M RRERF AR, FeR, ZRFR 1, 2 - A%, s
¥, RBEZH T

T 10 F2ait THE P R'Z3 - ZoARAEAGX Lo HmH
& EA).

BRORLRAE 4 #E THP R RZEA, AR, R, R, ROFR Z L

13
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La X TEHeg N - BALHes4) 4

A 4

L \/O L \/O
+1 O
3 o} N R3 0 NT
R \RT \R1
i R RS
RS
b

i A1 & 0 BACR e id B T B, Hldeld] - R EPE XL A4
A, R - FOT K FER, FALK 1AM me) 42 Ib st N - bk,
AT ERRAETEHNRERANEN, B REXEFR, HloE —£
Vit 1, 2 - —RLKEF, K8 FE.

) 11 Fmihid THEX b Loy N - B 654 & 24,

BILFHAFS Tk, bl B Wl B R)EX [ Lehs e EnR
B 0 CEMTHBAROERNDRDBENEST ARG sk Bk, T
WX TSI 2K £ —(S) - F2(R) ~ aTukFHik, AL E0 509 4] 2
FERG - 10 - Bk, 2 - 38 - BERE - 10 - AkER, MEAEER, ¥ )8 (menthoxy)
L, BER, —FAYBABCH, ¥R —CLBATTH HEkE- 5
- HEBEF. REHSBEGRENRFMEREAIRAES EEE, B4 AL
2, FEX 148 69(S) - 2(R) - AukFH1k,

A, WAL FAT s A2 — R FHR T RSB LAR G 0T M
T8 XA THE R [L8a(S) - RR) - s wkf ik, #lde, THX
A TR T ROk S A B BAE A T AT k& X T 4ud
1. s SR T Rk A AW T IR 8 T A TR TE B B B AT A 64 sthek
MBI, B ERBE LTS3 - RR BB LB AALFEROR) - R(S)
C AR AR EALF R P AT ], Blde,  Zeng FA, (F M)
(Chirality) 1995, 7, 90-95; #= Akkerman 4 A_, Rec. Trac. Chim. pays-Bas 1951,
70, 899-916 .

LERAX 1 MR LTHA S N - B AN RS
W, SRR AR R ERK T, TR T IR A48 18 1 R 49

14
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X -4 PR BT 4R 8 A8 69 6 7y T8 A AR S B AA R S 4084 £ #p)
R EAEH], Jmft Local Anesthetics, Springer-Verlag, New York, 1987 w pf iz #4
Kourtney #o Stricharz 694k sl 2, RAMBEF k. HA T4 L4 18 it
.

K 14054y FAL B 44 38 364 Ak A 38 T pLaB At Ak R ) B 4ERR, 4o de 23645 19
R AR AR R T4 20 AR RS A R E A SRR ;8
e 21 W BT A HURR 09 R 3BT R Tk 22 o Bt o 2k it 4k
.,

B, SR B A CATR T A AR 5 R
FLBT &9 2 HIME T RA M. H AR SHIZHIARGEE, OIAIWER
Yo Z XA EHR, TRAFBAERE, ERNER, BE MR SR
BRI 09 37 A A 9T .

6 RAEHAE T TARE AR M ES F R T AW EZLANAHZRTH
IR, X BAY 278 646 3 Ao iRAY B4R A (Nagaro A, € B KRB &)
(Japanese J. Anesthesiology) 1995, 44, 862-867; Ferrante 55 A, { #k&: 15 )L 5% )
(Anesthesia & Analgesia) 1996, 82, 91-97), #% ks 4% 4 # (Dejgard A,
Lancet 1988, 1, 9-11), #¥% # (Marchettini £ A, (%) (Pain) 1992, 48, 377-
382; Rowbotham, M.C. 5 A, (4F%4) (Neurology) 1991, 41, 1024-1028), A&
FAHAP 2245 45 (Chabal A, € BRERF) (Anesthesiology) 1992, 76, 513-517),
TiX®E BN, ERFOHAGERATE T 2K, ZEHHES R 55 R
A5 E IR A A R A K B SRIRE S £ R A% M (Edwars A, (KR
&+ (Regional Anesthesia) 1985, 10, 1-6; Galer % A, 4% % 4 ) (Neurology) 1993,
43,1233-1235). PR, LR R § AR ARG 4 W M A 255 5% AL s i sk
2 #0996 7 A B (Edmondson 4 A, € # & 4 2 &) (Southern Med. J.) 1993,
86, 1093-1096; Negaro A, 1995, & [ k),

s KA S B G 95 1E 55 4R 3L GE PR BT A 4204 9T A% 4 L (Nagaro F A,
1995, 4R L; Chong F A, CEJA AL A4 44D (J. Pain & Symptom
Management) 1997, 13, 112-117)fe4 %121, JEBMERER, CENTBR
A E SR, MERF AR, (Arkinson 4 A« [ FRAEHE 22 &) (International J. Obesity)
1982, 6, 351-357; Petersen, P. #= Kastrup, J. (& Ja2:.E) (Pain) 1987, 28, 77-

15
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80).Z_E) # 3k #& (cluster headaches)(Robbins Z A, € k7% (Headache) 1995, 35,
83-84) 3 4m kA (Kudrow & A, (k7Y (Headache) 1995, 35, 79-82: Maizels
FA, JAMA1996, 276, 319-321) % 4434 55 46 /.

?:Eﬁ“il%%iﬁi'J’éﬂlﬁﬁi&*ﬁ%’]ﬁ?‘bﬁ’?ﬂ%%ﬁ%ﬂfﬁi.ﬁ‘ﬁ%%ﬁﬁ'lé‘J‘)é‘ﬁ’f’F
A, B TAERFRGHF e, BiRdh, kR, HAE, R A
MHET. AREY T RHRA B B4, RA5IEEERG
(Smith,S.E., €#% 2415 ) (Neuroscience) 1997, 77, 1123-1135);, #4%24% 3, 4
17 B A A2 B 7K B e e 7 6 44514 S (Doble, A., €32 %) (Neurology) 1996,
47(6 Suppl 4), S233-41); A 'V S EE s RE T fo P AR A J5 &k do bE 4R 15
(Tsuchida E.5F A, €49 225042 &) (J. Neurosurgery) 1996, 85, 104-111) 427 %
W RER P AF B E

EAIERIER T AR, AF. A4REAH@EREHN ST £ b0
(pre-emptive) /& 5 &k % 49 7 77 4F A (Strichartz, G., € B85 (Anesthesiology)
1995,83,654-655). f£#f % sbAtF RidA2d, * Aot Ao S 28 ed it SOR 5 o
REFHBUARIZWENBIR, SRALETERAFHFAEREILALE
R, EAMEE AN B E S PR ER, B R 4058
TS & 76 5 T Re TR A S5 R AL FT o e 0 s SRR

BAR AR LR oMis FF Eid i, FTiRiERASHmA R hegnttT
A BIEMTHEHEHF X, Ao EETAH), BN, EHhi
BECRARBRLYE, TMEREME S ETHESHSH 5K, IR,
FEARRBAAE, Flde, RA, BH. LA, BE BE &K &g,
REMNEF, RAETHANTL—-LBMEEH TR, A TELLLN S
HREHLHRESEHLENAIHA, HHSYBE OIENH BB K
RET R A X | G ERSH AL THRE, F3b, BTOHRALTHHM, %
M, B, HME.

LK, EFHASHAL B TR AT ELROEE, AR TEERE,
Hohy KRG BAWAN, 22, st TR, Endft€irn B,
AR FALL 0.1-5Smgkg KFEH N, st FE4KEH T0kg t9A, LATHE
H#HF 10 - 350mg .

KTETT TR R A A AR AA R AL, RESL AR, WA
BRI AM J i TR R e TF, ShibS s A TR Rme X 1 o

16
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L E,

ST ERBEY, FALEBRBAKLLE, Fldo, 25 AEA DI
LAk, HFRE, ARELHES, THEETHEEN, RBH, RISHLE, Hi
W, BAR, RHE EE BRBRET. F, ARTRA-EBE L
it Z B8 AR A BT 4o £ SURG TS AL AW B A F), 4w, BiLIERE,
THFT &, Fie L LA Mt ABNER B ok, B BH
ERAKER, i, CEF)PTHETRABSGEMMAN, $amlAs
BAEFR. wREL ZLBGBMBENTETAN YV ELEMND G

MR AMRILAH], pH S&HMNF, #lelmhsh, LABELAHE =8
BeLERSh, LWALREE AALEE, ZURRGMEY. B4 NMAL MRS AL
EATE AT HEHERER ST O EROH R T FRSY,

TR G B R HRAR- AT AR 02595 % LB ERAS(X I by
R B B H A Xm0,

ST aRe s, BEMANAETIRFE A GEHA, B, %HE568.0
RABBY, LI, ik, SR ENAYN, IBBTHBEN, B, HKER
5%, AR, Bo, HHE EH SREF BATHALEZELSH. X
FPELe-M T Rk, Eifk, R, AR, K B, S8HHE X
FPUEWTTALH 1 % — 95 % sy, PHE2 - 80 %, |HiLS5 ~ 50
%

AN H AR R R AT, A RBAGES AT, TR A%
MK, R RAFR, ETAESTHFRER I FRF RGE K
B, IR, EEHBHBAEZ, #ldek, HK HHHE Hw EE,
B, WwREE SHBNBHELSHTETER V5 LEHAN R 4R
MBSUH,  pH B AEF, Vo l8idy, LABE AHE, =LBEkbB%
By, = CBEMk LBRANE,

R, BRI R TR AHMANEBRRFRABHIKRE, 7 5E
fe KT, A, #lde kB A 3,710,795 .

RGN I AW FTH TS T I RN T AR ETN®
AL ER, REEGESE, 22, TEAFTERIGETIEEH 01 % -
10%895 %, WwRBEHAIFHAHEH LEET HEFHEK, LERRIG
AR EEG. RAEASHASA 0.2-2 % HHEH R,

17
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T BAETF 1R 2645 X, 1580 THAT S #p 25 SR 44 7, AR B O
TAERFTRRRNG T XAE. FTHELYE, THALEHATULER
e ORR, REBARBX, B, B, AF, dk, Bk A%E, B,
BRI FH X, AEABF, THA CBE, B85, 55 & S (propylene carbonate),
RLTB, TR R RE, Hib, R, 5iE % 48U A, 4 Carbomer,Klucels
FHERRIFRBIR. wREE, IHHNPETEE S FAEHND 5
WwBEA, REMN, pH S H, A@EHRMNE. HEIHAND G TRy
ST AABHEARA R R Cdotly, R Bm 5 LK ¥l4e, £, Remington’s 2§
# #+ %) (Pharmaceutical Sciences), Mack Publishing Company, Easton,
Pennsylvania, 19th Editon, 1995 .

AEPHHASH THELHHBAE B HFHILYE, AmE
HWAEEEMER, TRARZRALE-ELENEHILY. 42HX 1o
R IR EHE S 12 - 17 PRA,

)

TRABMNGH P LA ERGRABRATE AL RBPLRAL
W CNREZARERAZRFRLREE, mRAEY THEALB RS
A BB RE,

H &4 1
A -S4 o 414

A EPRFRIFE RERZL AR Z3I -#EEAH0)
4] &

w4 -8-2, 6 - —FhEE258 12.8mmol)Fe 3 - A A mE
(2.08g, 12.5mmol)#§ ¥ 3 (S0mLYE i F Am A w3 ( = 3 B)42(0)(0.48g, 0.42mmol)
Fo 2M 2K B2 471(6.3mL, 13mmol), %-4&-# & 100 CH3H 22 ) K, Fl 8 FAeA
AR AN(150mg). e B mk 20 Dot EAN £ 58, FRAWEKF
LER LB T 48, FRAVARFRG, SR asdk idi, A12 %L
LEgay TECHERL, 1554 - (3 - AR E)- 2, 6 - —9EAEB AL EANK
(0.932g,31%).

B APRFWRAZFE R R ILE ZAL222-=F46(1d)
) &
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# 2, 2, 2 - Z5THETRKE(1.02g 4.40mmol)F- 5 8 47
(1.10g,1.0lmmol)m3|4 - & - 2, 6 - — WA ¥ & 2 5 8(673mg, 3.73mmol)
82 - TER(SmLER . HReHhETOCHA T2 ba, REAHEETR
HRGE., KR RIENRF LB LB P . A AKhe Bk ik A AR 5 A5t T
B, AEREEMNFER AR LA, B 10 % LB LB M M,
722, 6 -=Fhk-4-2, 2, 2 -ZRATERFELATLEHEETmg,
75%).

2, 6 -Z®WE -4 -2, 2, 2 - ZAZEAEL LEETImg,
2.80mmol)#§ F B2(10mL) i 4 45 A 25t iRt &, &AM A4
WA LB LB Aok 48, AR SR AR B AT 4. iR R ia R85 2,

6 -=F&£-4-02, 2, 2-ZRZADES.
 HEH2
| KM S-2 04 H &

A, APR ZFARY 23 - PESBANQHE

FR)- 3 -FAFPEA- 1 - FEoR%(2.6g,20mmol)é) — F T 5(70mL)
W ERAE E S CHBAE 1S 94 Moo N F 858 (3.8g,20mmol), Ao %
G, LR A ET BN 20 JH. RERERLRSH SR AME 10
% S BALAP(S0mL ) 2 & (100mL) & 4 2., Md- LEEAR 4 A 4R A 285(50mL)
BER—K, BRBRETREFHURMIESE, F8R)- 3 - PEHEBE,
W -1 - PRI A G & BIRQ 4g, 42%, mp. 74.5-81.0 C),

B. HEPPRIRTAZENQNHE

B3 -k AR LERQ000) 5 (- ) - D - A E(191)8 95 %t LB
Bt WAL RN 95 % LB b E4 S 6 K, 5 AT HPLX &
MR A S RF B - 3 - RRAMROE D - BasL

¥ £ 8 ALK Z (31 2g T 100mL K ) mB)(S) - 3 - kL HETE D
- BAE L0 W Ak eb(IL)E &Y, RINRFELLE 8 CAT. MT
Ja, AR E A 10 C ol T i dv A T Ak 8K BB (100g) 4 w9 £k vd (200mL).
25 DEE, BRFAME LB LEEQLFKQL)Y 48, %EAMAE, JAK
(2X500mL)#= 2 A (300mL) s, A aER4E T IR RS, HHAeMEMERAK
vg Sk vi(1L) 44 £ 10 C,

HHREA 10 CUAT A e 54042(200mL, 2. OM &) v9 £k whigig),

19
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WE B A £ R 24 1B, B BAAZQ0mL)H# ¥R B RAHE TS
BB 20 DA REBARARBRATKEW(S0g), HLiERSW. RLBT
R200mL)Zeik B4R, R4, 4B/ LB (IL)A % AK(500mL) P, Mskasss
THRLEH, RS, B0 - N-RTEEL)- 3 - 2ELPEARTHGE,
B #H(47g). |
# & 3
KRB Hmeg# &
A APRFRZFA R, RHPRZE APARTEELENEG)
84 &
ETFRAOZARAT, HO)-N-RTEEA) -3 - £AFE%R2(11.0g,
51.1mmol)f= = X B(14.7g, 56.2mmol)An %)% M f£ . v9 £,7% %h(200mL) ¥ &4
2, 6 - =FAEE624g 51.1mmol)iEik . B KB4k Al ERa

BAE 10 CRUT 893 B # Ani% B 8 — Z.89(6.9mL, 56.2mmol)#) v £k %

(AOmL)zE%. mZjE, WREMA TR I8 I M. BELROYHRAEL
B LE(IL)AAK(IL) P, MAAKGBX300mL), %AKQ00mL)dk%kAHMAG, Fi&,
R A AR ERITEES B, MLBTE/THEO: Dabiigs, £5
S)-N -®BRTAKE)- 3 -2, 6 - —FEEEAFR)RRABE
(13.0g, 452 %).

B. APR'HREZFA RFRIZE R 28 APIRTEE
AHG) M H &

A 1S R 48 B % 8 = L 8(16.1mL, 102.2mmol)# v9 £,k v
(S0mL)A Am £ kb4 69(S) - N - (RTEEL)- 3 - 2L FA%2(20.0g,
929mmol), 4 -i&- 2, 6 - —FAEE(18.7g, 92.9mmol), Fo = K (26 8¢,
102.2mmol)#g w9 Z7k "0 (300mL)E & P, FEFRHERAL 10 CAT. mEE,
WReM LRI 48 Do, HFR B RA WA B LB LE(1L)FK(IL)
. AR LR EEQX200mL) X RAKARE, A %AQSOmL)kESH4 LB T
AR, FRRBLEE TR RS, 2486 % & kM. 4% R B & 55(500mL)
Ao CEE(SOML)S-JE 84 30 o4, WLBMREATF G &0 A S 5(50mL)
ik, RIBEIFHEEMFHE)-N-®RTABEL-3-4-8-2, 6 -
SPRERRATRRE, HEFEEH4g).

S 1
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X la e 4-He 44

A AFRFREFA RHREL R LEWIadHE

A£20 54 AZEESC, H=RTKEOmML)FHME)(S)- (N - R TEE
£)-3-(4-38-2, 6 - —PEEEETEIRZ(37.0,92.9mmol)44 = &,
FHEQSOmMLYERF. mxE, WRARSWAEATBRA2 I ot, REALE
FHE R R 5B 25 % ERAAAAKE % (00mL)Fe Z.84(500mL) . B34
WARFF A 5 514 LRE(2X300mL) FEBUA AR, M & AK(100mL) Bk A 5 45 .86
A, ARBRETR2 N, LEFNES)-3-@-8-2, 6 - _FRLEE
AT ERE,

AIM #8688 (102mLE%4AES) - 3 -G -£-2, 6 -—Fx
FREFR)RR LR, SEMFOERRE, FATTFREHNES) - 3
(4 -2, 6 - ZFAFXEA TR LK E(29.52,94.5%,m.p.>280
o).

B. £k, AREXQCAHRES)-N -BRTEEA)- 3 -
—#-2, 6 - —WEAREATR)RR, BBEHES IANFE, HETH
A, la 44

3-(4-%-2, 6 - ZFERERETHE)RTEMBE, mp263.3-264.7

c.
3-2, 6 -—FEAXRAKRAFTR R h# i, mp204.1-2057 C;
$)-3-2, 6 -—FARAATA) Rz M, mp2284-2298C;
3-4-8-2, 6 -—PEAFEATR)RTEBRE mp.176.1-178.2

c.

LA 2
X 1 o4ty 4 &

AFR, RR#FRZFE RFRILA R'ZEMI0HE
A EO0OCRTFBRAAT, 3 -#24AF4A- 1 - 9%
(0.4mL,3.14mol)fo = £ A(1.01g,3.85mmol)/ws| 4 - 36 - 2, 6 - —FEAESH
(517mg,2.57mmol) &y v &2k vl (10mL)F & 7, RS B vis R A 8 — L8
(0.57mL,3.60mmol). ¥RESMHE O CHE4 IHHFATHREEN. B
Fatf b ok, AAH 025 % LML S % PRO A THEANES 3 -
4 -~ 2, 6 -ZFAFRAATE)- | - FARR, Ak

21
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(531mg,66%).

AN S0 TRAE®E3 -4 -38- 2, 6 -—FAEELTL)- 1
- TR, ARRRGENCHBRTAFEART TR L2 3 -4 - 8-
2, 6 - WEEEATE) -1 -FhARw#E, mp 1809-1835 T,

B.  Efb, BB L& REH 2A 895k, REALETXAMAHAE
4-£-2, 6 -—VEE®, #HETHAXIHNLTHLY:

3-Q2, 6 -ZFEXRATE)- 1 - PERTEMRE, mp 163.2-
163.7 C;

3-4-R-2, 6 -—PAREEATR)- 1 - PARRELH S,
m.p. 155.4-155.9 C;

3-(4-R-2, 6-FAFEEATL) - 1 - PARRESKE, mp.
160.1-161.3 C; o

3 - -FERE-2, 6 - FEEXEATR)- 1 - PEARRE L
#&, mp. 171.0-1723 C;

3-[4-Q22-ZRTAK)-2, 6 - —FAERAFTA]- 1 - 94
ke HEEH, mp. 124.7-1258 C;

3-Q2, 4, 6 -ZFAREATE) - 1 - PARRAKES mp.
169.0-171.2 C;

3-2, 6 -—_FH-4 -
m.p. 243.6-244 6 C;

3-FRAFEA-1 - PERABE, mp 1552-1562 C;

3-(-FXEATE)- 1 - PRk hE#, mp. 211.4-211.6 C;

3-(4-BXRRAFTE)- | - Pl #agid, mp 2360-2373 C;

3 -4 -FREAFAATRE) 1 - PRRREEL mp 1483-1489

AFEATE)- | - PR hap i,

A

3-Q-PEAXEAPTL)- 1 - PRt mp 191.6-192.3 C;

3-Q-FEEEETR)- | - PhARTHEE, mp 14081419 C;

3-(4-FEARXEAFR)- 1 - PRRwHME, mp 173.8-174.5 C;

3-Q2, 4-ZFEAFEATR)- 1| - PhAR e, mp. 180.3-
183.5 C;

3-QB, 5-—WAXEATL)- | -FARwHEHEE mp 1820-

22
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1825 C;

3 -0 -R- 2 -FRERETE)- 1 - PARRERE, mp.
192.9-193.3 C;

3-Q2, 6-—RERAFTE)-1- FERwEHE, mp. 170.5-172.2
C;

3-Q, 6 -ZH-4-REAATFH) -1 - FRAReeds s mp.
151.0-151.7 C;

3 -2, 4, 6 -ZRERATR)- 1 -FRRpwERE mp.
159.9-160.4 C;

3026 -FE-4 -0 -AEAELEEAFTR]- | - PAR 2L
#, mp. 1985-1995C; &

3-[4 -RTE-FAFRREL) -2, 6 - —FARAATE]- 1

— W K vper has

'H NMR (300 Mhz, CDC): a 0.16 (s, 6H), 0.96 (s, 9H), 1.10-1.19 (m, 1H),
1.63-1.96 (m, 5H), 2.10-2.18 (m, 1H), 2.19 (s, 6H), 2.30 (s, 3H), 2.79 (br d, J=11
Hz, 1H), 3.11 (br d, J=11 Hz, 1H), 3.56 (d, J=6 Hz, 2H), 6.45 (s, 2H).

C. &X#F, HR - 3 - FERBREALATE - 1 - PHhwR
(100mg,0.35mmol), 4 - - 2, 6 - —F¥E¥&(75mg,0.37mmol), Hskas
£6(240mg,0.74mmol)#) — F X PR (UL E R E R L Tm#AE 65 C 1.5 o)
. AFERA £ TR A LR LE(S0mL) AR (G0mL)F 48, & Ahuie
R LB TEEGCOML) X EKAR 1 R, ARBRETREH| LB LB LARE
FER)-3 -4 - #-2, 6-ZFTHEFRATH - | - 74 -%sE, #
B i, A HPLC(Chiralpak AD,97:3:0.1 @.452/2 — & B/= 2 ) 97 i,
IR 5 AR 2E ) &t AR E.

D.  &#&, 4 7#(16.7mL,333mmol)Fe FEEAZ®E(BT %, 9.1mL) #w
BBy AiegS)- 3 -4 -#- 2, 6 - _FEAFERAPR )RR
(24.1g,80.8mmol)¥. M jE, ¥R EAALBAE 95 CHkisd 4 )vut. R
S EE BRI 15%E A KREERQ00mL)Fo Z8(600mL) ¥ 5-BL., &
A LEGOOmL) R BUKARF A, 465 R8s, A EARNS0mL)z%E, TRt
Hba. WR o ERik EfiTéEs 5, ARA/CE1: DablitREs)
B)-3-(@4-£-2, 6 - ZFEEEAFTH)- 1 - P4 ke, AEF

23
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HWE)-3-(4-%£-2, 6 -—FEEEETE)- 1 - P4 -z
A TBO00mL) ¥ H A IM 86 ZROMLYE &AL E, SRR E 6T
RAAZTFRIFEES)-3 -4 -£-2, 6 -—_FEEEAFTR)-1-w
A - okor 38 3(25.58,87%,m.p. 209.7-210.5 T),

E X, AR)-3-(4-#-2, 6 - —FLEEEATARZRE
(-3-@-8-2, 6 - —FEEREFR)R®, Hi8 ik TH4 2D
T EHEREHR) -3 -(A -~ 2, 6 -—FREEAFR)-1 -7
A -9, mp.211.6-2126 C.

L34 3
ALy 5 —#4 &

AFR, RFREZFA R, R'FRIEHIHHS

A ETFRAKARAT, £30 54 A4, # IM £464842(45mL,45mmol)
BhE(S)- N -(RTEZE)- 3 -2, 6 - —FAFEEATRA)RR
(13.0g,40.6mmol) &4 £k v9 £ ok s (250mL) F. MmEE, BB EEH il =
w4 R, EZBBH 20 B, S A Bl AR RS A KA 9 (T0g)
AR, R LRSS A LB LEB(XI150mL) sk, FmAHMER, H#
WHRRMERI LT #5 B, AR5/ F89.505)%pEH(S) - 3
@2, 6 - FEAEEAFTR) -1 - FE R, AEHH(8.0p),

WO -3-2, 6 -—FAFALAFTL)- 1 - P& - R2@0g)EMAE
ZE(500mL) ¥ 5 A IM #ER69 8 (37 TmL)A®, SRS BME G 60,
R LE(T5mL)sik, HFTBRFHE)- 3 -2, 6 - —FAEERAFL)- 1
- P& - kw3 AL £(8.62,93%,m.p. 149.8-151.3 C).

B.  Efuk, ALECACMEHRES) - N-(RTEEL)-3 -2,
SPERBATA)RE, BB ER RAES A M5k HETHMNX Ik

6 -
o

R)-3-Q2, 6 -ZFAFREAFTH) -1 -FhL-wadssd, mp
151.7-152.8 C;

$)-3-G-K-2, 6 -4
#, mp.172.0-173.0 C;

S)- 3 -FKAAFE-1-FA-wwedEsi, mp 1527-1532 C;

24
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R)-3 -FAAPE- 1-FE-wozssd, mp. 1525-1534 C,
FEH#4] 4
R bWy 5 —#4 &

KPR AFALTA REFRZTE R, RPRIEHIHHE

A & 15 8RR R E 8 BR(1. 7mL, 1 8mmol)i e 5] kA2 4 A A
$)-3-2, 6- PR RS PR )% or A& $(4.4g,17mmol), B8 F44K
BR(15mL), B L8 LE100mL)MREW T, mEE, EELE TR
N, SBARLRUEAIRE., ERALATHM&WERE LK Sk
#(125mL) ¥ A #i A IM SAEEew Sk vh(189mL)E%. MEE, HE S
AWM EIR2 i, REAFETE. ERH T RIE AT KA
W(0g) R, RIS AR L RATEH5B, BRF/TH
3HBATE|(S)- 1 -KBAFE-3 -2, 6 - SPAFEAPREWRE, F
IR,

WO -1 -5RREAFE-3 -2, 6 -—FARALEPRARTRRE
AALE(125mL) ¥ 5 A IM #8860 L8(18.9mL)A . W E & &R A7
TREZGS)- 1 -smAEFE-3-Q, 6 - —FAERATE) R e
#(3.62,66%,m.p. 137.3-137.5 C).

B. &b, REECXTaoBHR¥FGS)-3-2, 6 - —PREAL
FRYRRAERE, FEEALCRARLHRAARKE, BT L& Thp
4A 7 & TR X 149

I -5RAEFE-3 -2, 6 - —PAREAFLA) R HaE mp
147.5-148.0 C;

R)y-1-FAREPEA-3 -2, 6 - —FPEEEA TRz s i,
m.p. 137.5-138.1 C;

3-Q2, 6 -ZFEAFEEATL)- | -ZAREHHE, mp 157.2-
160.0 C;

FAFE- 1 - ZEA%RREHKE, mp. 1683-1698 C; &
AFE-1 —ﬂﬁ%‘?ﬁoﬁ‘kﬁ&ﬁ m.p. 151.7-153.3 C.
FHH] S
A L edheh % —Fr 41 &

25
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XPRIZ2 -—FHRATA, RPFHRIFE, R, RFRZEHI
Lk s

R BR(L.5mL, 19mmol)ili e 2] K5 A485 3 - (2, 6 - —PREER,
AT A )k 3 8 3 (4.0g,16mmol) #9 46 Ao 2 8 544 K 5 3% (T0mL) = 2, &%
(100mL)Re# . mEE, $RAETIBE2 N, b LomARE,
WHRWBEMAERATH00mL), FIHAKSAH, 4= F B AIBIEEA
LRIEE 15 4, FHRSMAET BRI 20 It RRENFELAAT
FHEWEMELKRDE%HAS0mL)F, mA IM S/4E420 v £ ok vh
(17.2mL). 45 5 %b-Hmk A 4 03 TR 20 1B, 1318 A B
RN RS W25 TR RSN, WEKR L8 LE(100mL) %k %% %
RIS I A AR, R A 10 % 38K R (40mL)Fe L8 (50mL) ¥ 4-
B B S50 % SR KR A LE(XS0mL)FE B, A #K(100mL)
ARSI AIAN TRALI -2, 6 - —FEEEATL)-1-Q2-=
FRATHR )RR,

H3-Q2, 6 -ZFARELAFH)- 1 -Q - _FRAZE)R TSR
A IM S8 TR(172mL)5 &A%, SRS EMFOLRE, RELTT
BRFEI -2, 6 -ZFAREATRA)- 1 -2 -FRACAR 4 &
#(4.0g, 71%, m.p. 263.2-263.5 C),

%347 6
Ao Hmed 7 —F#l&

AP RZ] - PaimEAEE, RPHRZITE R, RYFRAS
oD S kE .

H3 -2, 6 ZFHEREAPR)RE 48 #(1.0g,3 9mmol) R %4 2,
B LES(60mL) P A 10 % SEAAAAEZ(SOML) %%, Bk L8 LEH, F
BARGSE, WHEHEMREZFTAFBE(SOL) ¥, A5 4
(0.65g,4 Tmmo) X 54 N - (3 - shAA) - F#86A(810mg,4. 7mmol) 7 Au %
LERSH P, A TERS 20 8, K54 LR LE(100mL)Fe K (100mL)
P o8e. M she L8 2 E5(2XS0mL) E Bk A, FF A K (60mL) sk A 5t 44
LERLEM, THR, HR%E KHLhEARLIATEELSE, REH1 %
=Lkt AREB/DE( . DEBIPRSE, F23 -2, 6 - —FAXELTH)
-1 -0 - PHBEL) [ AR, A,
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W3-Q2, 6 -ZFEAXRATR)- 1 -0 - PHBED)HA%RTE
BAETRGOML) A IM %86 8@ TmL)4 2, SRS EMEY ERT
FE3-Q2, 6 -—FEERETL)- 1 -0 - PTHBALRILART LS
#$.(650mg,43%,m.p. 4% 51 C),

LA 7
XA 5 — &

AF¥R, RRPFRAFE RHRAH AR ILENI04E

M3 -[4-(RTEAFEAPHEREL) -2, 6 - —FAERATA]-
1 - 9 3ok (3.2g,8.8mmol)#) 4 A 20 % 9 Z,#(5.5mL,19mmol)./£ 0 C 459 &,
"k(S0mL)ZE R P A IM v T & fAvdeed v fokvb(17.5ml). e s
MO CHERFEHSANATRE. BHLDAEKF TR PS5, FE
AVARI R, Wh i Lok, AEA 025 % S840 5 % P8
MR TREAEN, AR3 -4 -24-2, 6 -—FREFLAFH)-1-7
LS4

HAFMHARREANCERTAPERPEL LA 3 -4 -
BA-2, 6 -ZFEARERAFTA)- 1 - PERRHHH%(1.46g,58%,m.p.
22452255 C),

%34 8
NI Emstp AL e 1LEH

EFR, RPREZFE RAFRIZE AR A -FEAZEHYI
HH &

w3 -4 -2 2, 6 -—FEFEATL)- | -PRR
(331mg,1.70mmol) #9 ¥ KX (ImL)E & P A A 3 - PE XX A WA
(319mg,2.10mmol), w9 - ( = % M )42(0)(58mg,0.05mmol), #= 2M % & 4
(1.7mL,3.4mmol), #%R44 A 100 CHIERAASHEFTR., BERAEK
e B LB F 48, AAARAIK, HAKRBEMA, K%, BEEMNFFHR
R LA, RS 025 % SEAEN S % PR A TRAK, £
B3 -[4-C-PERAXRE) -2, 6 - —FEAFAATA]- 1 - FEARRE.

W T A R E AT B LB P ELHEE 3 -[4-C-FARARE
A)- 2, 6 - PERBATA] 1 - PA%REEH $(301mg45%,m.p.
175.2-178.8 C).
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L4 9
RIS MEB AL X IS MHF —FF ik

AFR, RFRZFE RFREZH AR Z3 -fLEA6]
Pk a

W3-12, 6 -—FA-4-0-MAFDEEATR]-1-Fa%
Z(785mg,2.21mmol), Z#(10mL), & 7% ZE(CmL)RSMELLATA
FAAE(SOm) B R, HAEARAK LA AEELEE APEALE
LB AR, BB A RS H B3 -4 -Q -4 EH) -2, 6 -=
FEREELATE]- 1 - FHRR, AFEHEKW(T35me, 2 ).

¥ LR RS RM(175me) A IN RMEH LRAEANTE/ BT F
Bah, 23 -[4-C-2EAFA)- 2, 6 -—WEAEXEATR]- 1 - FAA%
ve 3 & 3 (193mg,m.p. 272.3-273.9 C),

L4 10
KIS L 14EWH s —Frk

£FR, RF#REZFL RHFREZE, AR A3 - 2BEAEER
188 &

HEOCH3 - [4-G-8EFKH)-2, 6 - —FEEAATA]- 1 - 97X
WP (513mg,1.58mmol)%Y = £, F .5 & F AR (1.3mL, 16mmol)fo 2. 8% f
(0.75mL,8.0mmol). ¥ RAMAE 0 C £ BB H, KA KM LB LEH
B, A-RATPROX)FEKM, FRAVA RS, $R LM e b,
RAH 05 % RAMELN 10 % PR/ R FRAM, 553 -[4-0C-2BE84
FR)-2, 6 -ZFAFEAFTA]- 1 - FARRAO9mg, 82 %).

B3 -[U-G-ToakFE) -2, 6 - ZFRARAEATA]- 1 - FA%
A IN B UBARANTR/RTAPARY FLE S, 1558 3 - [4-(3-
LEBERARXRK)- 2, 6 - —FEAXEEATE]- 1 - PRz 8% (np.
231.0-231.9 C).

364 11
X 1ibHe N - EAeshtasls
AYR, RPRZFE RFRZE AR ZEGHIHN - A4
8 ) &
A HS)-3-(4-8-2, 6 -FAREATH - | - TARK

28




= B8 3(338mg,0.97mmol ) /£ T8k Fo S BAAKE R T 580, T2 L8R
RE|—HmkH, BLEME—ETROA0ML)Y. &% T mAm - fit
AP B (327mg,50-60%). 30 545, AR PEASL SRS, KEH 10
% BRARBRB AR AT AR B SRR E I R, TRE, BRE-4
5 FTRERAWHPUALRUETELRAHO)-3-G-£-2, 6-=
FTEXEEAFTE)- 1 - PEARREN - £44(90.lmgm.p. 210.0-211.0 T),
B. &Mk, AG)-3-2, 6 - —WAFRAPTR)- 1 - PR
HBERBFOS)-3 -4 -£-2, 6 -—FLEAERETH)- 1 - Prxmer
BB, HR PR EAS AN FTEHES)-3-Q2, 6 -—PREFAT
10 #&)- 1 - ¥H9% - N - £4tH(mp. 203.5-204.8 T).
EHH] 12
B ERPIAP LR T TS, #l(S)- 3 -4 -£-2, 6 -=
PEAFEAFTR) - 1 - FER BRI o AL B8 H o9 8 &

AR # K PéE, mgs
EHALS 200
L4k, RETH 148
b §iT 2
¥ LR R RAEFHEARHBIE P,
15 A5 ) 6 O IR G W) A 60 & P TR K T X L4LSd4E 4 E AL
.
5= 76| 13

R FAHIY F AKX L ERSH, Hl4(S)- 3 -4 - 8- 2,
6 - —FEEEAFTR) - 1 - FRRR B8 B 0 AR AL HH H 6 4
20 %

% HHFHE, mgs
EHALA 400
EX L 50
L8 145
15 B4R 5

¥ Bt R4 L BPRA AR AN ARIE g B A,
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B8 A 0 O R BB F 65 B TR A LB X LISk 4 kAL
&4,
523645) 14
Z RGP SH X T FHAE Y, FdS)- 3 -4 -%-2, 6 -
5 FWEEEATR)- | - FARZ BB/ EME W A 69454
BATFI 8408 o B &i%R.

R
R 1.0g
LAk 0.5g
A4 2.0g
2R T BT 8y 0.1g
FiiL 48 25.5g
) ZLIBBE(T0 % 49I5R) 12.85g
2: B3 4£ 42 (Vanderbilt Co.) 1.0g
Hrok A 0.035ml
&% 0.5mg
AN K i+ % 100ml

FEIR T 6 0 IR R N QB &P TR B X T4k A B RAL
a4,
3 15
10 E KRBTSR KL EREY, FlS)- 3 -4 -%-2, 6-=
FAKAAPR) - | - FRRIT T MR AM T RS HE 765 4.
W E&EH THENEF Z pH A 4 8T E 54 7:

Mo
AL A 0.2¢g
2B A %% b 9(0.4M) 2.0ml
HCI(IN) i ¥ % pH4
KGR, XH) #F % 20ml
T3 AR A IEHR A R E T TRALE X 1 Sk d F s

,
15 LA 16

30
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EREFLALA X T FRAESY, Flde@) -3 -G -8-2, 6 - =
PEEXELTHR)- 1 - Faoror 3 8% 3 09 R AP & @48 9 49 25 4 %) 1) 0 4
&

RE 2
AL 02 - 10
Span 60 2

Tween 60 2

B i 5

FE# 10

PR TR P B 0.15
A TERAE 0.05
BHA(T &b e 2 & A k) 0.01

7K #F¥% 100

WLRIFA RO TAR)SF LRI TR E 60 C, RELBAFET
3 mAREH 60 CRUASIHA RS, KEMKiEEFZE 100g.

P A F BF ) B & TR A LS X 1 AW e

7.
LA 17

% FAB| RN H X L E S, #ieS)- 3 -4 -8-2, 6-=
10 FTARAEFTA) - 1 - FRARE A a4 A 69 25 M) A7) 44 5] &

FELA T M EFH 258 494 A):

5
Pl v 500mg
Witepsol H-15" ¥ o

(*heAetf i BS By B o) Wb = 85, Riches-Nelson Inc.49 # %, New York,N.Y))
Az Fb R MG R E P TRALE X [ 5D EHAL
.
15 kA7) 18
438 38 L BT ) g R bl &
RS A R X L AL AR SR P 45 S 4038 G P e Rk AR,
AR I A 254 B 940 BHF) P AV R B ATAE & 4
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18 18 69 B %€ #% Kourtney #= Stricharz - { £ 38 BB #] )(Local Anesthetics),
Springer-Verlag, New York, 1987 AT & F & #47. BT 2, MK KER B
AMNE, BARAMLERIBRBRLEYERRCNAITLALE . o EHE
AR BAA GG . NERAFLEMER GG E . Bid# ks
1% 44 38 T8 BK P BT d A% 9 B FRAK .

GARRARAXNI M IRA LR A FGMBEEE R, AL Z MR
% AR B0 KR

%364 19
AR F TSR SR A B R

BRABRRARMNEX LS EAABRD P A ER G BB B L85
— b A 25 98 R (BP AR A M ) 8 R s

M Kim #= Chung » (&) (Pain). 1992 . 50 : 355 - 363 Ff & # i 3]
ARBOMEREHAR . AT, RABEBEAHNEXEREAG mgke)he
e R A EFORRINE R SRS . RS L ZHENK, SMIF—4A 3cm 89
Mo, EL - S;EERLMNEEFTIALSEARTE . ATERELAHL, -
FARFE, B LHEWRRT . RE00 2 E Lo Lo B AL 4 # M ﬁ?i-‘}b% :
GORLFESRELEES . L LRBEME R D AR RGN T 558
ha, WATIHRI B AR SG] A2EE K BALTRE -

Mo # & 2 B Chaplan ¥ A, (2 M %5 % 2 E) (J. Neurosci.
Methods), 1994 . 53 . 55 - 63 ATEFZEME . fimEZ, M—AQH®RE
ﬁlil'lﬁ“ﬁﬁ Von Frey # Fe VASRE 69 1 & 0% b 45 4L 3042 B 1] 69 )6 IR 69 &R & & 45

 BBHEIMEFBL IV RENRLZAANEE AR KL .
- i?f—ﬁ’ IR R RIA S04 RAB AR R T ZORF LA k. ﬁiﬂ%%
ZOYMAF AR Dixon £ - FTHERMT . RBMNP kg A4ER, &
AERE 7 KETH, KARETHEE, LB A Hizkﬂ'"iiméﬁiéi&ﬁé‘ ﬁ
& M RO & AR R

HARRAORSEHE 1 e, X 1 oo & &R & 14E
300mgkg - & . MR ﬁ’ﬁ«iﬁ&%ﬂi% A B R A B4 5t 4R RE (4058 ) MUK
EHATRFREREH K.

A B o A 8 R BB

32




10

15

20

25

30

ORI R AR EACE M 35 G S0 A 22 9% 5 LA 5 R 6 — F sk (Bp
A Fm AR )R A,

A KA Bennet #= Xie , (&) (Pain), 1988, 33: 87 - 107 Frik 5
% 1% 145 % B4 (Chronic Constriction Injury) 85 & k R 340 23 22 55,
BfmEZ, FBEAMNENEEA(65mgke)é X L ARBE, A Novasan 54
MR BB SMIFAS %, KA LGB AL L KRS P 350y F-— A
WO, R, ERAFHE BEMKEEEROL GBS
Wl - 2 ZREMGIAE, EHENAKENEMERHMER, 22 REL
RFAr e, M4y XEANA, EBALAG T & HLS

WO R A R LAY 95 R R T e A R AR, R
Z, WEMKAHREEALBENHVHEA Y, £BABRF 6cm. AL
THENAK, KGETEEHL2Som. FATRTRPEHEEN0C, A
HREMNE, MEXEAGEEARY, HRET 52—, “BR” HAEN NS
A A G NRRMRAK P 23R, FRsiMHL R, A s 4ikeyie
ARAFR R, RIZEHEAZ 20 %, BRI IEH 20 540, 55 kedin
A DERRBGFHEE Y TRET 134, &R DHARDGEI L —K
¥, BFRE 4 - 10 b Megsh b Tif i, FoA FEkmanH g
BB R AT A, IR 3T 5% s AR FE S #0604 Fe B MR iR S L 4

TSR, MBI RERITERBES 1, 345 hatibirh
FREEAR RS, NERAETX 1AW HERM R, S5 2 iTsen
B SRR E , BRBRFEERRAER | BN T —AE S
100mg/kg . &7 £ (& 600me/kg)#p & A7 & 1A o ROR T L 43| IR 25 /5
5 /JhAt,

MRS, S o GRS R (L B K, 10mL/kg)R X, 144
(10 3, 20mg/ke), ¥ 4 XAMBHA, % 5 KR—k, AFZ—-F L5 8 EZ
BHE L, 3AS P EAHRTARERERKE, PARI S KA LS
8 AU BNF S DABATIRE. 2 RE(F T R)SEATA R4 i A K50
AT, B R TR RE Mk k. ARITARFFHERGEZS,
B FRLZ LR TG RS EARRA LS A RN RA KRR
PRI R (300mgrkg AR). XA | NG, BAHHETAFE A
IR, S TRRMWAR, VAIREF T4 —H5 R S ape T
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VAEE 15 458 5 REWR EFHHFF AR 20mg/kg % M 2t
300mg/kg &), A% TR, 48 IMHKZE, MM ENIITRLL N,
TR L@ N AE S, EiAh, X 1AM A g kR 2
HHERERNREERE BRAKEER, €202, X1L0HeE 5%
AN EGOmgkg) A ERBARLLERE 7 R)EFLTFORFERAR
BR, ZAFFRABHLEER FA &SN

ﬁﬂﬁ%&f%*%ﬂ%%ﬂ%&ﬁ%m,%$K%%é%ﬁ%ﬁﬁ%
MG T BA A9 LA,

%34 21
- PR R S R A R

IR I R B A My 5 65 SRl AR B 15 9% b 6 — A0 42 R Rk
(BPAUAR A o AT 40 89 2 Ak

7 Bennet #= Xie , {#&&» (Pain), 1988, 33: 87 - 107 Bk 7 kil
EAAGILAEN LB LT BERABRETRG, LGN ERLEHE
T VAR AL TR = 4 BB 524K,

13 Koch A, (AREESY (Analgesia), 1996, 2(3), 157 - 164 st
RME T B o) R AR AT R RS TR Ll R, MmEx, HAL
AR IR F L0 R R B IR 09 BAe b, 42484 H) 4 HL(E)
A BEAR(A)JE N0 BB A T 2 )6 B /5 INA8, =0 # B )]

A B AR AAE  3X A X B i IR M 4 OF B 40 69 AR AT ) ) 38 2) A 69 AL
IR A HE B EE KT S A

34 22
MR LA A AR

A B R A G- 2T 4 R o ) A SRR T A 0 — AP A 42 R SRR
(Bp & 73 ot i 0069 2L AR,

3R A PR LEF KO REAFAREE Y 10 R FHAER
HAMRN, M2, WRME T TRAMRIETE & LM ANEBLT
&, BT @85 AR G N RE. 6 MR IR 4T 6 i 4],
WA B o2 — AP, Hak MR A B ) b 20 A, Boad K ATAR AR A R
HATE) R BB 2] S B B, A AR NEAT A B IRGEAT 4 AR B0 4G )
¥, REME ARG S e —T AEBIN, A —m 6 B4 ATT,
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10

[} L3
- - s p
A Gnng p e "

FR LA, AFRE 12 RARMAIE T HA LS K RS P B KL

2R A S AL S 2T B M A B0 K BT A IR it
AR, RBEEEAFF 534 300mgkg LAEAFSER. X 1AM EA 8w 2
HEMEANZROXBOHRTEH, B RELTAZ R4, B,
RZAFF kX B AL RS WE v B RER AR, HAELE4ER
) F% R AR

AEPCER BN ERGRTT B, EAEBRFERARBZEM®, R
P B AR BR B R e B 0 AP AL A AT AT, BN TR
REBK $E B ARER. M. MR Fk TR BHO0 et
3, RABKEPMEFTEEG B &, A X a3 E A T M AR B
EHEEZA.
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