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/A (Nachshen ,D.A. and Blaustein, M.P.. Mol . Pharmcol ., 16, 579
(1979)) .

e

MR B PENistar KRFTH L, REABRE , HRKHRBH
AN 10l KR E0 328 MY, AHHRREFSFHICEALBRAT
Bl FAEERTABRMENFRAE 0-4CHf7. WibHtiE
1000 X g® G104 8, BT R0y LEMBEAELIS000 X g B0 4.
ARRETRERR (P, )& T0.32M BW (BRELEE A5 ER)
P,

H LR RBAEE R RN E A (0.050a] ) WESH0.625
ml NaCl S (136aM NaCl, 4mM KCl, 0.35uM CaCl » 1.2mM MgCl |,
20aM Tris HCl, 12oM W& B, pH7.4)470 02500 FEI S HEy48% B
BAWREF. BRFEEX IR0 E, REEITCTABRPEN
62 5.

A0 4ul #3Cacl, ( FEEEM=29-39 Ci/gs 0.5 Ci/E) I
B A4 R, A 145aM NaClE N dE- LR S, F145 aM KCIEN £
R E. SEBLISHH.

BHOP-CHA L BB RELRTLLZY, ASul 44 145aM KC1 -
7aM EGTAT"20aM Tris HCl, pH7 4WRERAN A RBHE =K. W T
F L8 BB A 7E Ay R I AR R R B AT R

RB I %

KRB FE T 10n] 48XZRHK K0 44mg/ul « F48% TBERAT
R, DEABARNTARTER. EXRBPEBEN LR EL
BRAUHRGx Ry, TREHRULRAHBERERTRE.
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ARV AYERESETUNENNEL N L TERYR A
BHBRSERANBREHN, REARBBHN—RER L WH 00T X
ENHEANBHHR. EXEBAY, ENTUEEB R A H K
KRR, ROUREH R AR, E2%. LH. HeBARLHIL
MEWBENBRER, XERASRATOR, ENETUATELE
BHMBRABAER RURTEIMIN LELT) BHHRE 4
BHRER . XXGWAA WP BURNEYRTULELE AL EH
EMAS, HFTEHRETEBINERNANREER, THRE RN
HERTUSHSHAMANELEH LN ETRENERE AN EE
HREHERRS . BRABENRB N EANBH R AR LA NEY
A 10ng/ FRREXHH10-100mg/ HH -

ARV AW ER B EAT A G DRA R
HlmAFREEARENHRLG AN O R T HEALEHES .

YAWBEREXXBEATERNRIACEANEFRL5ERAL
AWEAHERANE W LTETHANR TR K. XRBH L
BEA. EBK. B, X8, REZRAEMERS. VK. L8,
HEunsh. EHBg. BER. 2R, MHR- HomP YR, £
REBMERE. 2PXAEENRLELEEE.

NN ERTRE, P EER TSR ERLAWEAE
REEoeH. N, UHegEwd. Saf/ RFeURE—
RRE.

BUHETHRAEANSENAREAHK, RELAHERLLY
ATFEBUERAPHABE, LHEYAWLAANEH R,

SHRTHP/ REALAWREKRE SR EIE XU ( Rk
BHRELER REXRRF/ RDANRE) WHN. BEEARE
RENETOR. EABE.  ARAUHBFLPTURAR%
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BIYH .
BY HERARAYRFREGEOANEN G LTHETHRK
PAH0.05-100mg BB R,
HEAZPNNEUEI G HELRF I AXERA A EH0.1-300
ag/ X, REFE10-1000g/ BX.
BAEAHOFTXARTUREHGRB RN A TH AL

EHAY 5 .Omg
LR 67 .8mg B M 2 42
ERWETEER 31 .4mg
( KB FRE) FRX&EMME IRP 88 1.0mg
TR 0.25mg BA A 2 2

HTFAZANCAURAGHEHBSERAFYE, B s
HETRARGEEANARBLYN, EATEXRNIURER TS
PREGRETPRBARN. ARALAYHBEEERRANEEERE
HHERE. REbh. RIAPAMROFERHEE. Bk, TUMH
AR LR EERSARANCEARENNEFI WERERA KLY
et HFuTEN, BRTRERMUL G LTEZHR RSN
HRGLH( AT ERSBEF R SR E o AR ERERRP S
BR—EEATH I EHEANEARE. ERERGRE) . REBIHRS
L LTEXHRBEABRN —RARFUA LW A UNBRALEL
#EOR. AR EELT) BRE, LHFSBEANANK
BAY, FREHETHATESHEEN THITRAE. AL, &
AMRMM. WA BGGRREERERT BT ENHERSEE
REUTREHBREAGE. CENANEXEEFX1-200mg - 10-100
ng HRIFREXI0-M00z » AEZARBATEANSHF X, LU
HHBR, BEAWRER, AXARETALATLNGE, =4
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EASBEWABHER.

SRTHXEF TXHH—FRRRKA.

SEHA |

(-)-RA-1-2-RT%)-4-(4- AFXX)-3-3,4- TRE_EAXE
HE)-RdRE

#HESOm 99 XTEP Mg (-)- RA-4-(4-AFE)-3-03 4-
THRE_RFAFR)- R EREEI-HEH (Tn]) REERFRE.
BRAWEGT0DE , FE AN 8250 5 BFf25ml ZH)E , &£,
BRTEREZL. FAMWAIN NaOH/ BER, ARBRETHEREFA
Fo MeWAETHE AR RIC] - ERERAERABIRY . &
BB, 99 5% ZBERRA, 2BRAGHELEY, HELIR
TONMR BREREMH, HEE: 156 C.

FERFENC)-KAR-4-4-REFHE)-3-03,4- EFE_AFXEAF
) ke BgifparnRa e HEIZHRWEER) #ETHALE
. NZBEREL S ERFENEPER( TA) ERBEERTHRAT
REFLAERYE, UERBEZERTRENKE/L40 AR A TR

MEREREY ‘g ARLAHER 190 EHR(-)-XX
-1-(3-(4 ,4- —FE-1- weg¥)-FTH)-4-(4- BEXE)-3-(0,4- EF
EZRFRAFR)-Rr BB, RHE:267T.

MERNAYH AP & B ER SO, #R7(-)-RA-1-(
-ZFRETE)-4-(4- REE)-3-(34- TPE_AFXAFR)-RTE
BB, HR:295C.

MNEEREW ‘B PARLAYWUR WAL HRESR, B
A, BB (-)-KR-4-(4-KEX)-3-(0,4- TFE-_RARRLTFE)-
1-(3-(2-PH-1- k) HH)-KeERE, BK:250C.

AARLAWER 208, FR()-KA(2-TRFEXTE)-4-4

15



- BEXE)-I-(04- ERE_AFXRTFE) R ERE, BX: 51T,
B gEegrad, A-RFK/ B 9 1HERMA.

NEREFEY “Keg” PERLAUF AN FERB, BRI
MG HRG)-REA-4-4-REE)-3-04- TRPR_FEAPH)-I-
(3- mADHREFE)-RR_BRE, HE:267T.

RAREESWEX 208, #R7)-KA-1- AEFHREFE-4-(
-REE)-I-04- TFE_LXLAFE) REHRE, HA:104T.

MERFEW ‘g REARLEY . FwADFERBR, B0
e, FRG)-RA4-U-REE)-3-04- TFE_BXRFE)-1-
(- IHAEE)-KE—EBE, B E:108C.

MEREY, BN FERERIFER 1hH, HEBE)-KR
“1-(4-RTHE)-4-(4- AXE)-I-0C 4- EFPR_AXEAFE)-RRE
B, UHERAEEEAEN, A4PK/ T8 - 1ERAME, &
£ 89C.

ARRA W AND G HBRER 12008, #F(-)-KA-1-(
1,3-ZEBtHE-2- FE)-4-(4- REE)-3-0,4- TPE_EXKFE)
- BB, BA, 53T,

AR eWER 1M, HRC)-KA-4-4-BXE)-1-TE%
HE-I-QA4-TPE_EXERFE) R ERE, 2uKEHEL, A
“RPK/ PE O MEAMKREERAHARY , AR MSKIEE
2.

MS(m/e, HX): 413,5: 343,38, 342,100s 204,25, 137,28;
109,38 83,425 58,1005 57,55.

MEAREAHMND Ve RRE X240, B (-)-KA-4-(4-
AEE)-1-(6- BOE)3-(4- TFE_LAXAFE)-REERE
AnggiedEtdt, A-KFR/ PR O IERAMA, AREHH

16



MR, AR, R K.

MS (n/e, ZWX): 429,35 343,15, 342,55: 204,105 171,105 137,
12+ 109,15 58,100.

RARKAHER 1h0, HRC)-KA-4-(4-KEX$)-1-0- ¥
HE)-I-(3,4- ERE_FERATFE)-RRERE, 2 ARATRAEF
R, BALIRFNR £ 2.

EH2

(+=)- R&X-1- FH-3-(6-8-2- FEEPE)4-FEReHRE

H6-0-2- EB(2.45g) FAFMIBC (FEFTEFH)(0a]), mA
NaOH(0.52g), B &Mt F Mot 7 HE FMIBC(50ml )BY (+-)- K A-I
- BE-4- EE-- XA RBREEPERCO SwE LAREER
. WwHREI CHHF 6Bt ZRUREGWEAT, RRWAOH /BE
B, REARBATRAENAT. HFYoukad, Aewik/ P
BOIEANRE, SAERETIER, AL ERICI ARRANE,
MEH/ ZRPBELRAE 1ghadh, HE: 225 C.

FERFE, A(-)- RA-1- FE-4- XE-3- XARERFE
REFEENRRNBDRERG & T Y. BLHEEREN “K
R PAAEREFRAEA P RANEERE.

(+-)- BA-1- FX-I3--ZRPEXAFE)-4-FEREERD.
E OCH#FELTLC RELERBOREAL, BA: 92T,

(+-)- RA-3-(4-8-1- ZEFR)-1-FE-4- FE- REERE.
mBE 10CEF14E, BESST.

(+-)- RRA-3-(4-FmH-2- PREXFEFE)-4-XEKZER
#. 7 110°C K RI40/NBE, BEE: 137 C.

(+-)- KRA-1- PE-I-G-XEXXATFTE)4-KXRRCERE.
WX 166C.

17



(+-)- BA-3-Q-RXEEZFE)-1-FE-4- FERZERE, ¥
A :108-1107T.

L3

(+-)- KA-3-(G-ZRFPEXATFE)4-FERELRE

FFET. Org. Chem. 49 (1984) 2081 F SR M F % (R.A. Olofson,
J. T. Martz, J.P. Senel, M. Piteauand T. Malfroot), Wiz E P&
e- RZWmESE LR Ad. EAREY, UANTRIHFRRHE
1,2-Z 8Ty ElM. BR: 171 T

BB LR Y EE 405 N- P B LAY HIN-E R B AR A
W& TFrEeH.

(+=)- RRA-~4-(4-PHEEE)-3-Q4- EPE_QLFELFE) %
. ZERBFNOH THER, LRUCAYNFER/ TRAR, K-
184°C .

(+-)- KA-3-(4-5HF&E-2- PREXAFE)4-XERKZERH .
ZERBAON/TRER, ATRERYK, HEUBETHEFASER
BHAAERAFRRBERFINR, BE:101T.

(+=)- RA-3-C-FEEXEFE )-4- XA g s, S804
JAOH /ZREFER, BEREAT HRUYETHE, Sd\NFERE
WEAKERAFHEBER P IR, BA: 138-142 C.

M4

ERLEN KRB CTEHETFMAY:

M(E-)- BR-3-C-ZRFEXRFE)4-FE e fo R XX EHE
10D BH & (+-)- RA-3-0O-ZRFEXETFE)-1-RE-4- KERE
¥, BE:130T.

MAE B R IR By e fo |- B 120 B ] (+-)- KRR
-4-(4-FEXE)-3-(0 ,4- TFE_HAXAFE)-1-KEREERE

18



K213,

KHENRRRE KRG ZEREEI6DE, B{R(-)- KA-3-(
- T E-2- PREXAPE)-1-RE-4- FERRERE , HA:116
C.

MR RS REREA 1R (+-)- KX-3-(3,
S-TPE_RFAFE)-1-RE4-O-ZRFEXE)-RXERHE, B
#:166.6%C.

MIE e ABRRG KR RERER 2PHEHR(+-)- KA-1-
RE-I-C-FAXFEPE)-4-KERKZERE ., BL: 77T,

MI-RREFI-( 4-H T H-2- PEEXETFHR)4-0- ZHPE
FE) BREERIODHERT (+-)-3--HHE-2- PEEXATFE)-1-
RE-4-C-ZRFEFE) REERE, BR:130.47C.

JAAE B B R IR Y R R B R AR MR (r-)-3- (4- R 3 -2-
BEEKAFE-1- RE-4-U-ZRAFEXE) KBRS, 28K
i, A-RPhk/ FBE o/ 1ERMA, K 141 .2C.

M-BTRPARREGREEE 5,500, 67 (+-)- KA-3-(4-
WRE-2- FREEXEPR)-1-TH-4- XXREERSE, HA: 4.9
C.

AFHEFERP R REEA 200, #R(+-)- KA-3-(
-FHHE-2- FEEREAPE)-I-REXPR)-4-XEURERE, B
& 80.1C.

H1-AEEPEBRBERAKEERX 6DHHR(+-)- KRA-3-4-%
HE-2- PREFEFR)4-KE-1- HEREFRE, BESIT.

MW ABRE R -REEER 14408, #R7(+-)- KA
“3-(4-EE-2- PEERETFE)-1-CH-4- FERRERS, BE:
114 C.

19



KM S

(+-)- KR-4-(4-FREXKE)-1-FE-I-Q 4-TRE_LXEYT
) kxR

MR- R EREPlati F(J. Org. Chem. 22 (1957)261)
RAWH EHR (+-)- KA-3- PREE-4-4-FREE)-1-PEKR
e WENAWS 6eELATH(150m ) PHEKERQ.)ER, B
% 6B, R (+-)- RRA-3- AFHR-4--FREXE)-1-FHKE
(6.5g), UEREANRKALEF ZHBANRGRY. BHR&~HET
FEK (3000l ), WAZZH(T . Tul ) HBENBEWANEHBEL (4 .30]),
RAWEERHEH SO, AXARXZTFRE, ZHRETHR. d&H
ATRE7.9g (+-)-KA-4-(4-FPREXE)-1-PH-3- KABRA TR
R EEHRY -

¥Rk 1g#EFMIBC (2001 ), WELHEB (1.7g)FNaOH
(0.5g)ZEMIBC (200m] )Y BERFT. ZRAY TEREBEERF 1 .50,
EHRAAER, 2 BMIBCH, ET. Z4&RMWANaOH/ TRER, 4%
BE, ZHRBRETRAXT. FANARYETHE, BdmAD TR
HCl BAAREERE. BE1.7g (+-)-KRX-4-(4-FHAXE)-1-FH#
3-34-TRE_EAXATR) e ®RE, HL212.2C. BHIR,
NMR FoMS- BTN b 4.

ALBREEF &, MEfE]-#-3- ZFPRERBHR(+-)-
RA-1- FE-3-Q4-ZFE_RKXEFPE)4-0- ZRAFEXE) &
e, R 93.6C.

EHH6

(-)-RA-3-(2-#-4,5- TRE_RFAFR)-1-TH-4-4-AX
A) ke d R

#W(-)-KA-1- THA-4-REE)-3-0 4- TFE_EFHFA)
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KRERE (1g)ET_AFR(0ul), ZEERLXAFTHAN(0.124a]),
Y 2PHEBANOHAER , 2 H_AFKE, ERRATHR, H8
HET. MeWETHE, wAdERHC , SN TRAR ERR
ity HE:116TC.

5 LRELMEFE, MIEHAARLAWFRTIIAAW.

(-)-K&-3-(2-M-4 5- TRE-_RERFX)-1-KE-4- FH%
ERRE, BA156TC.

(-)-KA-3-(2-%-4,5- TPEX_FXRAPR)-4-(4- AFH)-1-
REREEBRE, E&L:1057C.

(-)-KA-3-2-M-4,5- TRE_EXRFH)-1-0- —FEEF
H)-4-(4- REE)- KR _HBE, BE250CT( 4#) .

(-)-K&-3-2-%-45- ERE-_FXLAFH)-4-(4- REX)-1-
(- FEZE) RERRE, A 65T THHFRY) .

(-)-KA-3-(2-%-4,5- TRPE_EXRPE)-1-HFHXPH-4-(
4-REE) R HRE, EEOT( FhHFEERY) .

(-)-RA-3-(2-M-4,5- TPE_EXATFE)-1-(2,3- —AFH)
-4-(4- REX) RERARE. FHEYEEREN, A-_LFK/ P
o/l ERMA, HR:108TC.

(-)-ER-3-(-%-45- ERPE_FXEPHE)-4-(4- £5X)-1-
G- HADHREER) RE_HRE. IRFYREREL, A-KF
%/ FBY/| ERMAE, RE:241°TC.

(+-)- KA-3-2-B-4-Q2 3-ZAFE)-6-PREXEXFH)-4-%
AR ma, HE: 98 9C( ERAAMRY) .

(+)}-BA-3-(2-%-4,5- TPEX_FXRTFE)-4-(4- RXKX)-1-
REREERE, BA:112.3-113.3C.
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XN

(+-)-1- FE-3-C - ERE_EXRATFE)-4-(3- ZATFEXE)
Wk P

#J. Org. Chem. 22(1957)261 $RBF &, AEMEA3-%- =
FFERFG-PERE-1- FE4-C-ZRFEXL) et/
REARAY. ZEHAR XA GEA, B.P.:90-110 C/0.7umg. #
FeW9.2¢ ZRAARTTAAZR(25l) PHIEMEE(4.85)
TR, ERAAAFER 400t EERKEF ELAREBRLBRKEL
ft. B/ Z8PR (/1) AR, 2 H13.2g dilk4y. B'H
-NMREZHI-BFE-1- PEA-G-ZRPEXR) gt/ AR
&4

#ERAEWETHEEGul ), MAZTHEU3 5ul), BahBH
| B, BWAEHBER (7 5al)  BAWEZRBBHT0D . &P XA
AAER, FALRERSBHAN, AR5 PEH, ARRETE,
R FETRIO N AR,

LR R AL H-NREZ A -FE-3- FHRALEFH4-3-
SRFE) K. REmRYSgE FMIBC (50ml) » HRMELHKR
(1.9g)#"NaOH (0.5g) WIMIBC (150ml ). BAWERK 24 M, £
BRHFAE, AAER. BMIBCHET, HLWANOH/ ZRER, 2
HREFMANFHHERRICI Qul) FEARY . BREREEEN, A
9%/ P9/ B, BEL 1g (+-)-KA-1- PE£-3-34-F
FEZEAERPE)-4-0- ZRFEXE) R, Ba: 93.5CH0.1g
(+-)-MA-1- PE-I-Q4-EFE_BXLPE-4-G-ZRFEXR)
et NEREH AL H#8 H-NRFo 4 2.

HLRFEN-PE-3- XARREFE4-G-ZAFE) R
TFERER | 500, HR/(+-)-3-(4-BHEE-2- PAEXATE)-
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[-FXE-4-O-ZHFEXE) mr¥ERE, M XK: 43.5C.
KA
(+-)- BR-3-C 4-ZERE_EKEXAFE)-1-RE-4- 4-KAXE)
RREERE
Wa-(4- BXE)-3-0,4- EPE_HAXEFE) weima
(0.35g) F1-REH (1 .8ml ) UARKBE (1g)EXKZH (251 )P E
H DB, HEEH KRBT ERALBERAGALAW, BA:
148.2°C.
EHEH9
(+-)-3-(4- P E-2- PREXATFE)-1-FH4-@-ZRAFEX
) R ERE
S5 EHH7 RRGZLMEREEF, AERNEM-AZREE
RHEMEERALEY. XEPEAEL I-NREZETRHEZ~HH
LRt AH.
SEHAH10
(-)-RA-4-(4-RFE)-3-(2- #4-4 5- TPRX_RAEXLFHE)-1-
REFKRERE
(-)-RA-4-(4-REE)-3-3 4- TPE_EXEFE)-1-RER
R (1.2g)FFRFLR (50m ) MANZRZERK (0.66g) , BTHM105
HAMANR0.76g) BW_RFHREH, ZREH4 . TEAREY,
AON™ R, Z-_APRHELTR( %BRH) BET. ARUWBHEKE
ft, EAHARPARABERSE, HK:93.6-94.0T.
LHH 11
(+-)- RA-3-(4-FE-2- PREXETFE)-4-(4- BEX)-1-K
AR ERE
-APH-4-(4-KEE)-1-RERE (1g) B TIADNF #, #itw
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ETTERO.6g)08(0.09) . ZXEKZH(50n] )WEKE. Bodh
m#HE 100C, &5 SK, £ 4XEARAWWMANN - ZRERA
WAOH /TRER, REZTHR( %R AT, AnegiEsdd. A
“HAPR/ PREANK, AWEERPARBAERE. &1t '1Rc

NMR 5, MA:128.0-128 4%C.
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