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B T A ik A SR K o i A BB TR PR A AR A

KPR GCBRBVERSMLOE S BMY. BEARSRHLAR
KRAEEFTRGRFAHEEZRFH LASARRRIRSFZHHFEEREUAR
IR F LRI, do S, FRERAE., BT, EHW. BBEART.
LR, LA, WEMFEK,

T VA 5 ik R 3B G SR TR AR ) 4 sk BRI 6 SR IR IR IR IR VIR 0 2
b AR E P 6 R IL I AL, BRI R I 0 KA I FRBI M QR E S HR KR,
BREMRKE., REWTIRIEXBPH). THMRE. BRIEHTHE, &
DAEFL. RIN. BAE. RE. BRRESHTIE. BFEBBEAE. i X,
MR LK. SRR MRS %,
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A5 ik R B R BARAE ) 694 5 B AR K MR R IR S R nk
FRIB IR AR BB 0 38 ) b BB P 84 7R T AL, BB LA
FERE AR R AV X B A R B AL R A R AR . PR sk R 6K
AR RA) M3 QA RE IS i B (AR A B RALE S L), o ARFE,
R ALRE R Fef EAB SR,

“RERBLTE B B B RILE ST A R M QIER A R SR
BRAEERE. B HRBEML. RREREHBIKYE. FHILETR
« BRAUBE ST FCHE (AT L IR MEAERE) . RIS F KR FH TR,

“th T AR FEL AF PRG35 RO AT S RAE K (BPH). ARERF &R .
Frig . 1RmiE. HERBSHEMR., RE. BF 3 EARSE,

“CHOAEE RV RS OIEREZH . A BERREIEY IS
R, RABEAE. EHMEEBS,

CEEARBBR RS M OIET EAA . AREEmE)BERE. T
FIRRAE . WIFUBRK. RMEANA. REKX, EFAH. BREFHTESF.

“ERTIH R BB TN BRI AN SRS REEN R
¥, BERAME., ARAHFEEA, FERFHLECIERRA. LF. 5
e SWRM. KMAR. WEMAR. RORKRHAR. HE2E. H2
A E%(Dorland's Hlustrated Medical Dictionary, % 28 B, W. B. Saunders
Company, %3k, PA). 7477 &R 69 B AFRFEARFTE T AKRBRZ B AR
FERE.

“FHEMAER IR L BN ERANVERR/ A AELEAR
A RMRE P& MG £ . AR 69 5 45) 3F FR ) M3 636 2 KA TR
KitA . RBRVRAFT AR BRAEER . R LERBF.

GERT AR B IRU R LML ARG T ARREN, RAHRA
FRSKER BIE TR GRS T, Pl s AR E HEEFTA
HALeH . PTG MARRRE. TEHTRAGEERE. NMRYFF4
SRR, SHERFHX, THEFIELEERFAGAMUARLCEE
Z,

e

18
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BERA LW AR RiE e £ AT VAR e R A2 L L3514
REN AR UARRBEAH R, EREHEXRRREAGZL, wRA
B3,

RARIRE LT LI

(i) FERBRRES, BF, RTREDERRRERE HEATEARE 2
BRI BRIE RS ARG T AT R SRR

(i) #FHFRRARE, BFFEEEARRESRLERERAGH R, K

(i) ZLFRFRE, IF, BARRERIERER E RGBT HRAKA

MY R

LW BRAFR A, RiFQE?, “BEBFRCREIGZEETHE
BT ImARBA BAT R B FRXF AR BT A o/ AT E G ZH. B EER,
JE A BT Fa R E FE M 0 R AR — R d T 44 B An N 84 R AR X R 64 44
BT AN, B, TEARLTFRATEF/RTE FHH RGO RAD T FE—
A 2K 5 A F 4R,

L LM

—RMmE, ERARFFTHANYLERLLT AUTONOM™ , # 4.0
W, —#t A F =& TUPAC % %44 %) Beilstein Institute %340 % 4. iX
BT SR ISIS® 2.2 A& 4. HATFALEMX T K. &
RERTF LT F AN R EFTRESETF.

B FEM T HAEFHRE, REM OIS ZFHERE LG HA K
FHIR,

X 2 BT R B 64 FTAT & A\ Fe N FE AR I N R H 5,

AKARBT X 1691049
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Fa

A
e

rR'—N Ar

A
Ar AT HARIAR 4 73]k
R'Z:
E
Cis ff':ﬁii; H
R*Z:

£

Ce BLAK;

Crs WEAK,;

X%

B X Cpe BLE;

2% Cyo Mok,

C.¢ AFABLE;

A

2K

Cre A RK,;

Z-CremERL;

% AUkAE A, koA SRR, Rk . AReDeki. wEAHE
g ErkrmA A RIRE, KB AEERBUIRAK;

A RBEECLe A, RTE-Celidk. Bl X-Cle . Gk
-Cre Bt ABHRE-Cani,. ORI HA-C L REFTE Rk HE-C,
B RTR-Cre R, LT HRTEITLSE HIELBIRK;

-(CH;)m-C(O)-NRR";

20
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-(CH)n-SO,-NR°R";
-(CH2)n-C(0)-OR";
-NR*-C(0)-R5;
-NR%-S0,-R";
-0-C(0)-R%;
-0-C(0)-NR°R";
-NR%C(0)-NR*R";
-NR’-C(0)-ORS;
EP mAO0OHK1EAR. R, R RIAREHAIIR AR Crs
B4 TR, KA R & E R QI ZAT AR, Bldo &R MR,
EITTAART H ) % F ARG REDHE XGFE. it, REAHTEE
L AEX 1S iEAN It i,
AEXTHE S ERFET, Ar L RBIRKG T %R-5-2.,
EXIELsirgd, R'ZA.
EXITHXEREFTEFY, R'Z Cahk.
AEXITHEEEEFTET, R®EA.
EXITHEETAFTEY, FFEARSHTAEX Ia X Ib 910549

R’ R?

R'—N A R'—N Ar
Ia; Ib;
£F Ar. RIFR* Im AL EX.,
EXIa AKX b X ERAEFTEFY, Ar ZIFRHARIARG 3 R-5-2.
EAXTa XX IbHEEERFTETY, RIEZA.
EXTaRXIbHEXEEZEFEY, R'EZC i,
EXTa X b gk sEF, RZEA.
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EXIa RN Ib e XL REFTEF, Ar BB IAINKG 5 %R-5-4 B
R' Z K.

EXIa AKX Ib XL REFTEY, Ar ZIFEBIRNA 5 5R-5-2,
R'2&H R*ZA.

EAZRHELREFTRY, REALSHTARX I 41L64:

IT

B A Cre Mo
& Credti;
Cre o AARBLAE,
A

R* &2
2
Ci6 }z';rl}:is,
B
B A Cre B
& Cre i,
-C(O)-NR'R:, £ F R'fe REL A I MR R Cre oA

52\1
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Cre MAABLE,; R
A
R°&:
E
Crebti; H
R' #= R o KLBF X,
EXODAEF - ANREFTETY, RIAZEAK CLe AL R ZA.
BEAXAKEERAETEY, RAPLAHTUZX IIa K 1Ib #91L

Ila;

IIb;
£+ R'. R:L R, R RO KA L,

AXI. X Ha AKX b LR FEF, RIZEA.
AXT. XNIa XX b HERTEFTEF, R'E C oA,
AXI. X Ila XX b L ETARFEF, RREZA.
AXIL X1a ZAX b HE e E_FEF, RPALA.
AXI. XN IMa XX b L TAEFEF, RPZA.
AEXT. X1a ZAX b X EEEFTETF, ROALA.
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AEAXH R, R:. R, RY RS, R R RS RY R° R RE¥#
AEAT— /A RA RO AIRSN, AR ALBIKRERLE, B C-Co k%
A, FEHEME C-Clnk,

o

AL R EAE T AR T & BT Fa iR 6 5545 M A BB IRAZ F AT i
8 ST T R R BATH S

B BB M BT R B AL RS PP A A XA T 47 B B LR, 4o Aldrich
Chemical 28], # T AB T RGBRBAAR B4ty 7 BB AHE Lk
Fieser and Fieser's Reagents for Organic Synthesis; Wiley & Sons: 2149,
1991, % 1-15 #%; Rodd's Chemistry of Carbon Compounds, Elsevier
Science Publishers, 1989, % 1-5 £#f=3%F); VAA Organic Reactions, Wiley
& Sons: 4249, 1991, % 1-40 A F Frid eh M R BATHE. T EHESREL
AR B AR R T A S AR ALA M o — B F R AT B 38R, T
ARHIX B A BB BLRAR AT H 8 K, FEAFBBERARBEAE RS
WA AT AR, HRA TXEREHRT.

e REZNE, TARFABAST XA BB AR B 6235 A e
FIEARBATY B AL, PR TR M EIETE, A8, &
fy GRS, TUAFAF BT X eSS, FRGEATFRE
M T B A AR

MRAEE AR HLA, TRX ZATA MR AL EERAAT TRA
AETEY-T8CEL 150C, Rk 0CEL 125C, FERKLEAH R
EYFRBIRERE). #lin8y 20°C o958 E T 347,

T &AL A BFIBLAT —HTHA T HERLAREDHERRAE,
HF Ar F= R® o A AT E L.

24



200780016355. 8 oM P 3E19/36m

2
R3 0O ffgﬁl R
S~ .
~ Rh]l
CN 0o Ar

B\Ar
2 b T

c

R R2
H#
T2 Ar PR3 Ar
TR A ZR
N
N e

AAZ A

ERBRAGTERL ¥, $ABEREILAY a b5 F L MBESSY b 12
P2 (DR S 22 3K (1,5-30F =) 48 () = RAR R L4435 s B 1) 84T
184, VARBFRAREBLESY c. LAY a TTAMAEE &K T B8 i35
AVBECECRARERA)CBRTER L RHE, FEAMBEILSY b 7T
VA L35G 4o R AN BLES . v RAIBRES . Rk RABLES . RifEw
R AN R AT R RS AMBRES, ST A KT 5 g1tk
RA A

BT 2 PRAW c SARANRE, FREAABERF MM REK
FRRERIAY d. EOELBENTREFNOE SFHERF, GLIEME
4R, TR 2 8 B EL 7T VAE SR AR BE A5 48 F 34T,

ETERI T, BEFRLERLSY dHEEATRATTE, ARG
KA RLENSY e. FEBTURA SEBELEMMIERFENSHKT
K. e e EAKPHXN 1LY,

WA ANTETRA S RBA X, TR RENSY ¢ TAH 3ok
BRAFRACAD(RARET), EHE¥LERAL, FTFLF R BRASGK
KA EHEGTEME, oY e ELATUAMBHIIEAL, Xfw i
TREH 5T R w EXARZ LA X R-COH #HEEEL 4L RENLRIE

Iz
fo¥
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7, LRANB e = CBELMEALH. TR HRIERNELEN, Blie
1,2- =R T8, T AR AL 6 & R E oY e P 5tk MK, 1
R EARLAG AR, RRBAERAR B EFLERBF EHRT.

T &6 RIS S RE P H A Bk F #ATT #3E.,

AEP{NEHTRA T T ELFENEHEE. EFTELREMNEE
BA/R S CIRAY B R XA ERRRTI. ZE AR I OIEAREF
BIREABKFH SR EFLCHMAR. BFHRF, HYRB. AFREF,
T REERA. 2&E NG de ADHD. RiBATH. RARKMHE. ARE
Wik, #HARAwie,. RAE. RAREEAIL-HEY, L. §oif
E. BfgdE. FRGEFRBBBRRK. BREAERESHMR, FELT
RAFaar5h R, oM. ded, KERIRGFo it o F B G2 F R
1A XML,

ALK P ACAIET B T I7 b RE R R EF R RRE, SR HR
KRB, REMHEAKRE. RHETHRIEXBPH). oML, BAIES
B, HOAEM., KA. BARE. RE BRESDTE. FEBHRE.
R, AHRRMA. BILE. BB,

AK P BERRN T B RE o/ SAE R4, B, FHLTA
Fib 7 HhB3 A REFHOERFIUA X G ERRE, LIERFMHEOE
AEWAR. KEAR. FARB. AR, FH. AZ2AR. TAERRE.
BTRGFEAOEBE. Bk ARAER KA. HEZIRG. WREK HER.
A&, B nIG. RIAREBRE. BER. FEx. FLERBERL.
R B RG (LFF A2 [ G AT B M4 H £
B EIR

“Hhhhmmby

AKPOLIELHMELSY, LOE) —FALRNSHIL LN F
MR, FMARE SN R RIEINH RS RETH A LRBERNHARE
YV —FTHANBAR, FLEHDESHELL ST F/RTG
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o

—BmE, REPAY BT LA AR R YR QAT THZ 4
DU FRNEAAKERTLHN. EXNAETELRBE T AHEX 1-500mg,
Rk AH R 1-100mg, FERAEAHER 1-30mg, EREFHEZBE,
Bl FTiG FF R B9 = EARE . ARG S FoAr s BOR AL, %mwA%%

1 BB FHX, SHFANHELEEARIEEANRERE
%rﬁ%ﬁ%%$ﬁﬁik&$Aﬁ%Ex&ﬁk&%%%%%Tﬁﬁﬁ
B & 89 F iR Fa AP TN 8 A B 5T TR AT E AL AA Y
ERAKE.

$i%%%A%Tuu?%%N%%ﬂ B, e shme R s
AT e R(ELIERFET). 28, B M. RIERF N EIEL
W.wwm‘%m‘KT%%%WME%%NX%&%@@&A&%A&
ATHHOB N, KAWL HEFXBFTARATAIRN EF RGO RELH,
T VAMRYE R SR WAL BT B &5 REATAE.

AR AL R GEH G —FF RS FFFAF . BAR IR 4 & 5%
BT R FK| EHH X, T A ma s Wil H A T oA dEH
Ha ) 6 HLAR A PIT LR FE LA R ARAH e e R sy, e
ﬁﬁ%ﬁ%iTu@AH%m%%%Eﬂ%%@ﬁﬁ%&ﬁLiﬁﬁ%%

MRS FTBled e a4 sT vAvA Bl 4R4e b FI A AR EF] . F B4R,
7}5}* SR F KA Rem A BRER. LN, BAl. RORAEAAK
FHHXER; A TURATALMRAEALEHRAHX; XRETUAL
ATFEMSERAALBRENRAEX. Bk, &4 @’é\g‘l]"(l)@ﬁfé']ﬁﬁk
o, REET b, 44001 £249—F(100)E LERRLSGHF RE
B REM 2 FH X,

ALY T A B & RAFT T IRA M A, Frileyhdhas
MFFN BT AL RE RGNS THRAEMEHFRRS. THAH
BART VAR B AR R RN, BARH XeG 4 H is8A . A A Al REH.
REF. BANABTHIRBENTE K. BARBRTUAR—FrR S T 1U
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RAEARAER] . FiokAl, HEA. BEAH. &M, oA, BEA. A H
R X LA MR . EBA T, FTBLe SARE T A M | BUR,
AR 5 my R ERRS RS RAY., EAAF, BERERASS
BRI E &4 N HBARAE T LIS ITRA, FREEHRITEHH KA
Koy, BBl F AR RGOS A E HZ—1D)ELEHZ LT (708
EMASY . ETHBAREMRS ML OIEHERLE. RISE4E. B ok, 1.
g, RA. #4F. 8. RIR. REFKR. FRILE. RTALEEH.
R B3, TR, RiB<H|F7 L3RR Q3TAHAE A BARG FE LS
HEF, NTAFE| A F R KRS BARGE R RS E ZA8 X 6 HAR
Basnicg. R4, LaEpfhfaen. AR, 550, RER. M.
R E R Fadg ) T AR A EAS T O IRA B # B4R K.
EAT RS HHLETH X QBT X G F (LFEILH . BEMN.
BoF) . AR KPR A R)RA AN ARSI RRARTY X 4] 69 B4R H
NG FIR . LA T AL B RS o R B KIER T RATH S, RATUES
FUALH), BlhedPBERS . BLAL ALES H ok BRES X A0 AR, RiERTAE
B EMRLS BT RY HMANZETGEFER . Fokdl. RREAFHAN K
HATH A, ARHRERT LB FHY o R AR SA AR RS
FTEAABE, RTEA R ENFLECRITAL A3 BN EH mh A Ek
AT KT G &, BRAH XG5 F QEERA . RERPILAN,
ﬂ%?%&ﬁ%%,%Tuaeéé% kA BBEH . ZFH. AL
Fo RARHAF . S8k AR FIENF.
$&%%%@%ﬁu%éﬁm%a%%m%mwuﬁﬁﬁ%%%,w
iR RELEIE)GH X, FETRHEH LT LK. FRAALEHE. D
ZPEWERFHELEFNEHEX, RENEASHERMAGRANGENEES
TN, TR EAMTARRE e e RAKBEE P HRER. &
BRANRIFNGH X, FloERCBERERT QERA. HERIERRES
. FBER . BRI RERG R OER B, RTC B, HhH B
) Fa =T IR ST 49 A LB K (B ke i BR TER), B E 7T A €A-BeH) F) do B B A .
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BRA . LA KRB ER . RERF/RSEA . KA, FERSTUAES
ABX, ERBEASAH EARBTAE S B A B TR KT IREMA
8, ATEZANMAERHERARLE. LRRGKEME,

AL RGBT IABRS A AR TR . B A R eF R 7 X
STREBERET . Blde, BRF R A5 T AR B AoA 3 TG A Fo/ RIZEE
Fr) & FRAPE 2R o b B AT B %i"] ’T VA ) 7KME 2 P R AT Bl 5F AL
B F L LA —Fr R % AL . EF. BEF. HANREE
F. BATFOETYHHRLH ﬁ’J%’ él#é LA CHIATHRGEREGETH
FEAEFa P AR R T EFIR)F A R F); 4B HEAF (B AR
Fothid AR Ao FTHABIR) F 4G RS HIRE ) o LA IE B IRARBAK
bR Fo R ob = F

ARE RS HET 4| & RARR LB B X, 4 AFIRE S8 45
Jor BRCH i B8 44 3B~ T T RE AL, A M AR deiB AT BEHE IS 9 oK.
REFBEHI Y REOYMEETRTHEL T, B2 A4 FL,

ARE R ELTAS &R A T IHELH G X, REHRASE,
REATAHRH KRR LI Bk F T, TAAL, FH . BIRA. #H7).
IR R FH

AR ARG THERER LU, ERAZBFREITFLS
B RAEE. REIREFBIBLA THE. 4 TAUAER S A
ENHXEL. BABTREENEANEHBXN, TR EEEAE
FHFRARGERREF REABAITLYS. SRAFESHN, TrA@Ey
it B FARFRAGATLH,

AE RS HT AR ERAFNLH, HARSFREFROIERERA
BHUIE, EWEF EAR KR, Flde S HRERE). ZEZ
T VA IS ARAR IR Eake 8 F ik (Bl S L) R AF. MRS T AU FER
Yot 6 e R QLI FAL, PR 304t F) ) de RAER K (CFC) (e =R = A F

ZRAFTHRA AT A LK) R —ENMERACERHG AR, AFHL
TIAGRIBEH EZEERN IS . B H ET B /184,
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KA, FWBRTAATHEOYH XELH, FleibhH5ETORRER L
FAE. R RTESHBZALT AT L EFR THWEREFPVP)H
BREEY . BABRSLERETHRER. B RASWHTAURLHNE
HXAEE, FlARXRGELEAGRERGH, BRTUALFELIEAN
BHATE Y,

wRER, FINTRAZTHELRSEBEREELHMEQLRE
TR &, Bldm, KRAPHUEDTAHNERZERE THYEELRE. 5
H S BARNA- D IF LA Fo i B 3G 9T H R M AR F K4ER, X
Wi RARRA A, FHEE ARG T AW IEE I BRI M8
BAX#EY L. FTRSABGRANHLTEH S FREH o KFAN-+ AR
RICRI-2-F A BRBERAATUREIFRINEHL THNELTE
¥, RTFHEANDEZAY L3 EREERS| e BRI R A LY TERR
SRR ILBRF .

it B R A LM EB X, AZEHXT, #HHEL
ALSEEREINERESNENBLNE, PTG EALH ZH KT
WERHHF, PR T 2R BREZNGHA, Fllodl @R kA,
i E A NEBREIR T IR, TN R XL TUARIREHN . A
. AEAMNREANAY, RALTUARZETHKEHET X LBORH
X8 4 7

ye3 Remington: The Science and Practice of Pharmacy 1995, E. W.
Martin % %%, Mack Publishing Company, % 19 }&, Easton, & &% &1 M
FHAEATHECETHHABRRLSA., ETXTHRET @&RKLALE
M RAEME G B FIF

5 34

B VA T 845 & RS AR AN BEAAR EF BHFRfo LK
K., RREELERESSRKEATEEARS], AR AL BT
B Fe KK IR B9 — R K.
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BRAEFA A, FIAKRECHEREE MP)EASHRRAZKERX
(°C). MEHME, AR RFTE F R AT VAR HER f KA
N AFTIEF] GLR4E-, BF, TR —FREFERSY T F AN FEIKRE
B, FFReRAMBRAFHIESIRTE EMEHR. EbEFLEp T
TMERATSHE.

®wEH
DCM ZRFR/EFE R
DMF N,N-=§ 2 9 BtAx
DMAP 4-= F K R AR
ECDI 1-ZAR3-F-—FRRAAL)K — T Ik
EtOAc¢ LBER TBs
EtOH B
gc A8 &
HMPA N TR AR
HOBt N-ZERHFf =
hple 5 BORAR &%k
mCPBA m-F LK T BR
MeCN T
NMP N-§ &t ek bt BF)
TEA Z LR
THF 9 S H
LAH Sfese4e
LDA —HRERRAE
TLC MR ek

£ A 1

FEF LR FP RS RABBAT TEOHRAELEB F.
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+ 1 - —*
H e - ~ [HO-(3% ¥ =
(EXATERL)LH T i’H . MORN,
CN CN 3 Hscjio\ ? \7
H.C B NH
® o)

NH NH
QT o
—_—

LAH
N
H % N
AAFE B

TR 3-Q-RA-KA)- RGBT a5

® 2-RAE KT E(5.0g, 38mmol) £ X (100mL) ¥ 48R F e AN (R L
I E B ) TER F B (14g, 42mmol), R FTFERMBE R 15 o,
MR BAERGE, ETARKRLE, @idkiE&iEECRATR)SL, F34éE
Bl AR 6 3-(2- 8- K AK)-3-(1H-"3| %k-5-2)- 7 B F 85 (7.0g). MS (M+H) =
188.

HIR2: 3-2-RA-KHK)-3-(1H-%k-5-24)- A B T B

] 3-(2- A -KHK)-3-(1H-73 % -5-%)- & 8 F 85 (3.0g, 16mmol) .
5-(4,4,5,5-79 F 3-1,3,2- = F R 7 30 R I-2-2K)-1H-"3| % (5.8g, 24mmol)Fe
#2I(1,5- 30 F )= F4K0.37g, 0.80mmol)47 %A% FImA 6:1 #5=
"Bt K (120mL)F= = TR (2.4g, 24mmol). ¥ B E BAM AR AT T 90C
Bk 00 H5-4F. B RAMHSIE| TR, AKHEEQO0mML), HF T
BRI, S AVERRBRETIER, LRAREABRZEHHRY,
W B i ik &85 (TR TES/ TR hk, FERF EAKRM LY 3-2-
FA-FE)-3-(1H-"7R-5-2)- A B F B (2.7g), VARIA 1:2 #9E Rik 5 5 AR
BRAH—Xk Y, AR EREFEHIKRQR1g). MS (M+H) =305.

B 3: 5-(1H-"1"k-5-4)-1,2.4,5-79 f-EH[c] R L E-3-5
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® 3-(2-FA-EK)-3-(1H-%5%k-5-X)- A B F B A 3R AR BE(1:2 B Rk,
2.1g) /= F BE(100mL) ¥ &) BA 4 F e A E4L44(2.6g, 14mmol), Fi 22 45
AN, EERTHERIE 15 MKW, BABdAE L REHRA
%, B FBRsRE, FHEAFHIRBRE. Hh kG Roit L
LEEH 5%RKFT. AVERARBMATIR, LERAREHAZEHRY, £
4 5-(1H-%%R-5-%)-1,2,4,5-79 S-F H [c] RAE-3-FAF AR 3-2-5
AT A-FKE)-3-(1H-5%-5-2)- A B F B (A B 7 AR F). HHe0 K%Y
RET 1,4-="FRA00mL)¥, AR 40 B, BELSIFREHIE
w4y, BidHik &8 R(TE/ LB LB, F3) G EFKKLH
5-(1H-%3] %-5-£)-1,2,4,5- 9 £- K 5 [c] R 2 E-3-81(0.50g). MS (M+H) =
277,

IR 4: 5-(1H-"1%-5-%)-2,3,4,5-9 S-1H- K[| R L=

¥ £ 4542(0.27g, 7.2mmol) £ W £rk " (SmL) F & FAK A A E] A k-
KA 308 5-(1H- 73] & -5- 2£)-1,2,4,5- 79 £,- K 5 [c] & £ E -3- 87 (0.50g,
1.8mmol) £ v Sk (75mL) ¥ R AR T . FRASW I E R 100 24F,
BEAERKEF AR, FAKO.6mL). 15%KOH KIEZ(0.6mL)F/ERH
B4R KA (14g)FR. ¥ REMAEZTRTHI 30 247, EHTRE,
B LR LB &, BANERE AR EdRY, L@idkiz &8k &AL
%/ F B/ R T R)shih, FE|REB KRN 5-(1H-%-5-%)-2,3,4,5-
w9 £-1H-K F [c] R4 E(0.20g, MS (M+H) = 263), VABAAZ M 44 w9 Sk
4B E AT R —FH(0.23g), ARERK, BIFEGEHET 111
W LM TE: LR (SmL), FETRORAUELT, BFMmA 1.0M HCl £
LEE(0.9mL) T 895k, BRI E G EBWRRIEY, kb Ll
kA, HERRETLEYHREALET, T uF5%, Fak
8 AR L 5-1H-"3%-5-£)-2,3,4,5-9 f-1H- K [c] R E s 3
(0.16g).

534 2
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¥ 5-(1H-"3%-5-2)-2,3,4,5-v9 §-1H-K F [e] R E I 4 (R)-5-(1H-
% R -5-£)-2,3,4,5- W9 §-1H- K 5 [c] £ 22 3E Fo (8)-5-(1H-3] % -5- £ )-2.3.4,5-
w9 S 1H-R A [c] R RE

1% 14| 4% HPLC (Chiralpak IA, 85:15 #9T30: LA, 0.1%%=2C
F), KV & 84 5-(1H-"3%-5-2)-2,3,4,5-v9 £-1H-K FF [c] R 2 EH 5(0.065¢g)
o8 B s MK, 153 0.016g ) &sPBFMIR, AL ERKIK.

FEHAH 3

5-(1LH-"3%-5-35)-2- F 3.-2,3.4,5-09 S-1 H- K H [c] R E

¥ 5-(1H-3|%-5-%)-2,3,4,5-19 £-1H- K [c] AT Tt Ao = LBk
FRMEAAE 1,2-—ROR T HAITIER BN, 538 e RKRG TR
A4, FER A 50% (MS (M+H) =277).

345 4

#A]

2o TR TR SR TRIEIFERRATRAGAYESY. EXER
g BT R B MR REE AL SR R AT RS T1LEH.

BT 2 REHEEEY
4.5 Yo (EE/EE)
& MRS 20.0%
FLAE 79.5%
ARG BR 4R 0.5%

HX e GRS H S FIREY, HHRESH L 100mg;, —HKE
iﬁ'.'fbli—lu | F =,
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AT uRes syt
4845 Y(EE/EE)
&M RS 20.0%
iR BR 4k 0.5%
RBEARTF ARG LEH 2.0%
FLAE 76.5%
PVP (R THebegix) 1.0%

B LA mayeH, FRAEATEFLE. REFRETER, AEETH
JE R AR F R A R (A 49 20mg 7 HILE).

AT Rz e
44 AE
E WA 1.0 g
T LR 0.5¢
RAL4A 2.0 g
st 2 KK F B T &8 0.15¢g
st AR T B A B 0.05g
g 255¢g
L BLER (T0% 5 R) 12.85 ¢
FEBR 4445 K (Vanderbilt 2-8)) 1.0 g
Hrer Al 0.035mL
A EH 0.5 mg
A ABK EF, mE 100ml

HiX ke may s, AT uReEHGRER,

Rkl
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48 5 Y%(EZ/EE)
el o 0.25¢g

fAL4h g, 2¥5%
AR K 100mL

WE AN ERT RN A KT, RE, ARFOHLTOLS
NS & W FACA AT IR F S, A R0 ES A AR B R 2 BT

FTARER, B 02 MRGBIBETRFLALEFM T LHTEEK,

7] 41 A
i Y%(EE/EE)
E MRS 1.0%
R T =% 1000 74.5%
R L =8% 4000 24.5%

FriX 2o — AR ERAS EBAFRITRAS, BARLY, BB EF

= 2.5g.
F1 34 A

485> B% 4
ERALSH 0.2-2
& & 60 2
w38 60 2
B H)ih 5
L] 10
sHRART BT B 0.15
tERAXTRAE 0.05
BHA (T £ 8) 0.01
7K EE, £100
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HIRKZIN G P B A3, ABFHHELTH LMK EL 60T, R
B, BIBRABHGHEILT, £2 60°CTEHEF ARG F 4K AEIX A
23k, REAHLFRAZTHKESY 100g.

A Skl

#E— 1 .44 0.025-0.5% 4 75 ML b KM R A RAE A BoR B4
A, XERAELR SR FRARS, Bl T sd. BFEAGEE
4. BAAEF. TUEE P ALBERAT L pH. ZRFFHHN TA@ET
R B EFEEY 50-100 A FF G R R F T ERKE R, AWML
B EAE 412 P EE 24 K,

LA 5

JA VA R 38 3 4 3 (SPA) I i Afo & & 4415 & & (hSERT) 89 32 7

1) AR 55 A0 6 T 18 K 308 1 A PH)- 55 B 2 AT H 4 R D R Fu ik
5t hSERT $#E X489 %47.

R0 18 L 5-HT 5 (SPA) 8 LA R 32 R 58 1 304 M BU AR K 2| s 2k 49 X
R T LR R AR AT . BZRE T, B S TIRGIES SPA ) R FEEE,
FMFE T ARSTRERE EHERG A, LEAME MR
BLAR B Z A LS. REAHMA MBS T2 8 AERA (B2 E545)
M ARFEEAET,

WA T RLEL hSERT # HEK-293 #8&(Tatsumi ¥ A, Eur. J.
Pharmacol. 1997, 30, 249-258) Al 32 x A (A 10%FBS. 300pg/ml G418 #=
2mM L-52BtE: 4 DMEM #8358 ) %71 £ 37C. 5%CO, Fi#t4T
3%, K PBS Xtk R AT SRAL P B R 12 4F. S, JEiX sk am
JE/E 1000g T B 5 4Pt L 4R AT PBS 7, REATFHEHMH4,

S SOmM TRIS (pH 7.4) % B 4| &2 F B #ATH &, XL mppfE
B8 —mIeH (i 7.5 x 100 AN ) #1413, X s mM A Polytron 4
RFEREA 4F8). RE, HiZ 9 RE 48,000xg TH 3 15 54F, e
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BALFERAFEFE FRRDAFHENEARENEF. AF KRB
B, BRIRMEN DA ZARE TR T AR Z QLR EFHFX
JE 4 A% 3mg/ml (w:v) 89 3 XA 4 KAk A £-80°CTF.

stFRRBE ST IC/K; R ZE M E, %A 50mM Tris-HCI F=
300mM NaCl (pH 7.4)4 4 #& . i# i Beckman Biomek 2000, & 2 7| ##
7 E WAL A KA A 10mM #HBZE 0.1nM FAC(10 N 548 &, 25t
IFAFBAE). RE, BIERBASHQOpYIL)Hh SoprLe G L+
AN H]- B B 2305 M Bk, 5B Fe ) BRECH] A 10pg:0.7mg 4L, &
AN 0.7mg PVT-WGA Amersham 3k(B F£5 RPQ0282V). ¥ 130ul
JE: D BRGRAMINB|RZAART ., RIERSOMWETETHEL I, RE
4 Packard TopCount LCS Ext #4734k, KA —M 4 SPA #H#5 i%i%
B ETLE AR, MEHEX: BF, R A: 1.50-35.00, X3 B: 1.50-256.00,
AL 18] (541):0.40, BT A, FRBRE L, BRIBTH: SIS, &
FEaFFRh: £, BHBEIK:X),

I J BT K A B At 64 37 ) Y [(R KRBT #9104-40 89 B 047 T 5K
(CPM) - FF45F R M6 CPM)/E CPM * 100]. #|F TEMFF2, A Activity
Base/XIfit XA X RIFEKXEBHRMAEFTEEMNE T AE 50%37 4 4R E
(ICs0):

max — min .
+ min

g 1+ (IC50/ x)"
A+ max = $44, min = FHFFHES, x = RBRALESHERE
(M), n = Hill 4%, I Cheng-Prusoff #7 ik KA T 344 &) 37 %) ##
BEE(KL), REWKHELAR Ki 8 58 (pKi).
A& eyTrik, LARLAHEDIT AL FTEHEZEAEAFL.
Blde, A L& RBELIN 5-(1H-"3%-5-2)-2,3,4,5-19 - 1H- K FF [c] R &
EEA pKi #H 6.9,

LB 6
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JA VR 1835 AT R (SPA) R ik st AR F I LR E#i5 B & (WEDA &
XU

18 A AR A PH]- Rk & T AT E S R N Bkt hNET $4i5 %
BWESN. doE LB EEFH hSERT KT, ¥4 AhNES
SPA HRFUBEF R FE R WA BEARE ZHERHNES. AXHS
P 4 A b AT M BAR GG B AR L), RS HBUR R F AE T,

A e RIXAEFL hNET % HEK-293 @0 (L% : HEK-hNET #3)
(Tatsumi ¥ A, Eur. J. Pharmacol. 1997, 30, 249-258) 3 & (A A 10%
FBS. 300pg/ml G418 F2 2mM L-4£Bti 4 DMEM &8k )%+, i
K HLE 37C. 5%C0, FT#ATHI. A PBS H&iX b oA 3Z il f B2l
k12 o4F. BB, HXEmIeE 1000g FTES 5 4L g4 RET
PBS ¥, RERA TFHEHH 4.

9 ICHE A S0mM TRIS (pH 7.4) 89 JE 4842 i R AT 4] &, XLt
W £ — L E (3L 7.5 x 10° AN 4 i0) %147 . X sk mfe A Polytron 53 4L(A-
RtHREAH 48). RE, FiZ9RAE 48,000xg T E N 15 454, HEH
BLAERFEAEFE, BREMAFHGSHEFTREHBE. AR KRB
J&, ¥R EH QA EERE TR P AR ZHLAER, @ FHFXE
FE 5% 3-6 mg/ml (w:v) &9 F XA K LA A E-80C T,

A PH) Rk 8 T8 Bo /R (Amersham 2 &) B %5 TRK942 3 Perkin
Elmer 2 &) B x5 NET1084, L& M: 70-87 Ci/mmol, ##&KE 1.22¢-5 M,
YR JE : 8.25¢-9 M)F= S0mM Tris-HCI. 300mM NaCl (pH 7.4)#§ 4% & &
AT R R M ICso/Ki 49 Z . i# it Beckman Biomek 2000, X/
77| B R AL A KA A 10mM #E E 0.1nM FAC(10 4™ &4 &
%, X/ FATEAEE). RE, BIREALESHQOu/IL)FH A 50pl/ILEY
TEHE FIOGKA HEAR, R A IREEH] A 10pg:0.7mg #pbp), FFim
A 0.7mg PVT-WGA Amersham ‘J»3k(B &5 RPQ0282V). H 130pl A&:
PNERE BRSNS R ZRT. RIZREMEETRTHE 1IN, REE
Packard TopCount LCS L it 4Tit4k, RA—M 8 SPA K FEHRE
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(Fe BB AR, REAEX: EF, K& A: 1.50-35.00, X% B: 1.50-256.00,
T 9] (54F):0.40, HF A, FEBRIE L, BRETE: SIS, &
T HFIR: L, EHEK:X).
it F AT MK G BALS- M 4 I R S [(R KR A T 491b4-449 CPM - 3
M CPM)/ & CPM * 100]. #1B F @542, B Activity Base/XIfit
KR ZARIE Koty KBS ik R E & 50%347 4] 69 3R B (1Cso):

max — min .
y= + min

1+(1C50/ x)"

EF max = 44, min = FHFFHREL, x = BB RE
(M), n = Hill # %, 4R3E Cheng-Prusoff &7 ik kA 2 &AL5-4 44 3% 4| %
B H(KD), R HEELR Ki 8 R 5 (pKi).

AL\ FTik, EARLPAHRAMTALZTEEREHEEGEA
EAN. Blde, 128 L@ HRBEN 5-(1H-"%-5-%)-2,3,4,5-W & -1H-XK
FIe| RAELA 4 pKi 44 8.0,

LB T

J R bR 38 38 ATk (SPA) R AT A B BLEsEE B QA F e

%% R PH]-RE ) R EE R M AR S CREERS
WERI,

¥Fe 2 AAELH hWDAT 4 HEK-293 ff(Tatsumi FA, Eur. J.
Pharmacol. 1997, 30, 249-258) A & 3r A (2% 10% FBS. 300pg/ml G418 F=
2mM L-52BtH:49 DMEM S 4E)%H, ¥ EE 37C. 5%CO,
TaATIESR. BRI 4 DB, Hmpah X4 30,000 A gm0/ 3L(E PBS F)
BAEI GO E. REPH Cell-Tak R EH 96 LK T, &)ﬂ ELx405 #&-F &
B S ROBEAFRF .

1 P[H&A% 3] A (GBR 12909)7K 41 1 Bo ik sk 8E4T I 5 18 18 5-#7 i 84
ICso/K; RZE, Fri B RegtbiE ML 59Ci/mmol, #&KE 400nM, &
50mM Tris-HC1. 300mM NaCl (pH 7.4)8 & F & . ¥ KL\ Ao mid
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it Beckman Biomek 2000 1% ] 10- & 8 ##% A 10mM ## 2] 0.1nM FAC
(10 MEM R, ExTH/FTHHR). BREMAKET TR 30 94, &
# & Packard TopCount LCS Litdk, KA —#&# SPA it 7 =0k E,
T E (44F): 040, HFR: A, FRPKRE: £, BRIETE: SIS,
HRTEOQHETRR: £, BHREMK: £M),

it F PR A B S W 3R Yo [(R KRB T #94L4-449 CPM - 3E
M CPM) / % CPM * 100]. #|/ F&Ee542, A Activity Base/Xlfit
R HARIE LK o KB ik R E A 50%37 4] 49 R (ICso):

max — min .
y= + min

1+(IC50/ x)"

R+ max = $44, min = EFFRELS, x = KBS WHRE
(M), n = Hill 4+% ., AR3E Cheng-Prusoff & 75 ik K # & S0 4937 %\ it
BF KD, RE¥FLEMAR Ki #9553 (pKi).

1R Emeg 7z, KAREZAHREMITAS CBREEE LA EA
1. Blde, A LEHRBLI 5-(1H-3%-5-2)-2,3,4,5-19 £-1H- K H[c]
REELA pKi 44 8.7,

C2RBTATEE:
P plfi hSERT | pKihNET pl‘(i hDAT
(B 5) | (FEHHF6) | (FEHkHB7T)
5-(1H-"3] % -5- 3.)-2,3,4,5- W9 &
e 6.90 8.00 8.70
AH-F S (el R E
(R)-5-(1H-"3| %-5-4)-2,3,4,5- 1
= o E g 6.70 8.20 7.50
S-1H- R[] RAEE
(S)-5-(1H-"31 %k -5- 3%)-2,3,4,5- 9
7.10 7.90 8.90
SH-EH [ REE
S-(1H- %l % -5- K )2- F 4
- N 8.30 8.30 9.00
-2,3,4,5-99 S -1H- R [c] R RE
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BERLELAE L LR RAFT RS RLRRITTHE, EARRHEK
ARBEBFHRENGRA, TAsTHLRITER TN, FETUERTBALAHY
AXTEAELEANGFATLRTHE FRESR, b, REALAHE
B AL B BT ARATHF S50, AEEREAEIL. A Rsasw.
B, REGFRE, FIAXERERDEENMRRANZROEEZA.
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