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LEF T4

ALFREAGRE “REARGIBRRE” ZHEANLETUAE—AF=
A R AT 3A FARE—ARAMRARERNK, FTEIREAM
#it f RE. C-Cy ARRK., =(C-Cy A)-RIK. C3-Cs FREARE,
Z(C3-Cs)R AR L. N-C-C; BEA-N-C-Cs SFEARE. 5F. C-C4
A, Ci-Co bt A, C-CoREL. CG-CsHEARE. C-Ciufik
C-Cy A, =(C-Cy BE)-BE C-Co R, REAFTHE. N-C-C4
PA-ZATBE. NN-Z(C-Cy e )-RAFTHA. AA. A BX,
Ci-Co BAFAE. C-Co B, C-Cy BB E. AFBEEA. BRE. K
A BRE. RE, C-ColramA. sk, XX REA, CG-CREEAXK
EFREA, REC-CuRAME. C-Cy limmiE. XEAHBE. C-C,
RAEFEBBLA . C-CoAWE. C-C B . EIR A4 C RTF4E4
8 C-Co BB EUBHRFE. L4, C-CorBA. X, Fh. BX.
Cr-Co R BAHE. C-ComBAER C-C BRI C-Cotn .

RiE “Cs-Cio FE” « “Cs-Co 2F R MEBAHEFANEH)F R
RBEAA_ERBGBEREBARG FHREL, R AHAEFENEHFRBRNK
BMM—AREMNEEDE. CN SBREGRNREBRNK, ERETUAZRR
KRB FBA, #leZ RTE; R C-ConBE, AL HIEIF(1,3]
8] = R R 2,3- = B K (1,4] ="M Fo/ R F I G IR A K KRAAS,
Cs-Cro RFARAFT —ANRENBERTFHERTFRENTERRTERE.
Kkt R @S —A BAANAREANARET 59 AR E., Lidd) Cs-CpoF
AR Cs-C HFABEAMGEHCERK, R, AX50knbk. B9 A,
gk,

RiE A" KREABRIAEE, R HKERLH/R T4 Conik.
MAREARE IR CL X, FleFh. TE. EXFAAE, E.
. PR|TA, EAX. ECA, BEA. EFXA, EFA. ERXK,
E+—k. B, HHAKEHTFTE. A EREXFFRA,

“REA” . “BREEARE” . “REEABL H “‘IRL” &84
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A RRAFMRBREHOT XAE, Bl REHEHB . FIA
89 28 K M AR Fa G35 51 I 22 IR A 69 2% K MR A4 3 AR K A 4931
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KT BN X QAW Fe i (G 3 Q36T 4] 4o e bl R KA 37140
AW RAE T ERG AR ) X iZ Mg R EXER, L TXRAMNE
T35 B AW de RiE 45 BA At BARER A L3848 B 64 3L

HRAAY. RFEHIHTXN, LB eusinss. L.

N(D)VABAD B 6 F 8 4R Adh F A BRI B . L4 IAETE
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B,

R 4§ 5% A KA R RIAK G 2-Cs-Cqo FH, HE-Cs-Cpo F ik
Aoked X, =eb i woep X skwp i, Ey . K bprEwA. vSep i
FrEek K, Hed K, BERK, LFRSPkmE . B3 R
W, 2,3- 28K [1,4)-= 8K K [1,2,5]78 =k K. XHH[1,2,5] %K=
k. BekR. gk ATRBRAKAGAR. A FTA. A FRA.
ZAFE. ZATHARE. KA. . ZBEL,
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R'Z Cs-Co F &, LABRKIMK—AR S AMBKRERK, HBRALE
ARE. C-Cy HAE. CN RARKRIME EFRAH C-C, A, KE
-Cs-Cro F &, ERBRIM—ANHENMRKRERK, ZBRALLHHE.
Ci-Cy A, CON HARBAKRB T FIRAL C-C, K.
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F H

RAXK, ERBEKXB—AREANBREBRK, ZBRAELAHE.
Ci-Co A . CON ARBRAIAM A FERAL C-Co .

A—F &, NIASHERLY, HEF AN R ()EE.

ARE A4 R Rk 6L R R HEH 814 .

A—FE, REPLEHTHEX T EWGF %, EFEQEAT
T, #X 1o

Z-Y-R (1D);

AP YFRRERXIMSHFTENYFLZREELLA, HleF.

Cl. Br. I3 OSO,CF;, 53X I {t&-% R E

()
N ‘

AF A REHX 1408+ 265430, FEEikdsbikiF o) 5 &%
KB EH XX 1EH.

BELVT VARRAEAR A 84 77 ik dEAT, BB R4S T LA G F %,

A A% 2 Sk bl R T vAMAD AL 69 Edntb A H) &, Hlioto e 3
Bl ik ¢, HidofE L Coates WJ, McKillop A (1992) Synthesis 334-342
PR A, X I e-4 R C4 4 (H. Stenbach, S. Kaiser (1952) J. Amer.
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Chem. Soc. 74, 2219; F.D. King % A.(1993) J. Med. Chem. 36, 683). % %},
£ AR O &)X NI AW T ARERAIR T Nody F kb Ah P AR
NR' #9468-%, %7 i%4#)4=%= Bull. Soc. Chim. Fr. 4368 (1971)F #:& ¢ 1
T H B SAL H B R B RS,

A, NIiEH
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A R LXK T0eHF 2L,

FF B el iy b 3K AT 44 3% B R R B AR B X e X Piédh.

X IV AR Soe g R TIANAR B 64 E 4o S 4] &, Hl il i
X I o 5 X P4 B E 4] &

Z-Y’-OH (ID);
¥ YRAXATARAZ—
N N N

- O O O
= g _ _
HFHZ 4w EEmPTREL,

X V A (B3 RIS IAR G R EBR) R Cde G 3T vAMAR B &
Y PR LR

TE&EBER T A L#HE IR E TR

ARHFH—AREANETRA, i £X. REAIREATHRE
E2RPEANRY . EANRKRPARTROUSALETITARY H LRI A X
HERARKAERHF LGS RE, FleBit. &b, Bk, RL. EHB
AR KGR . Ry EAAGHERG S EXMAFIESGFHT, BN
FHWAEE, BPATHAARA LR THR, BHAWRETENE.
TR, RBRLBLEEGERERE, FELENREGETLEHY. $RE
R TREH AL RPEAES ETXFPRAGRL. EKP AR
i BB NERY . RPEAXABAERASURECMNGRE B A wir AR E L
R L, #lde J. F. W. McOmie, “HHALE ¥ 644k 3> X B (Protective
Groups in Organic Chemistry)” , Plenum Press, London and New York
1973. T. W. Greene, “H #A R ¥ ¢34k 3 & H (Protective Groups in
Organic Synthesis)” , Wiley, New York 1981 “Ak(The Peptides)” ; % 3 #
(E£4%: E. Gross # J. Meienhofer), Academic Press, London and New York
1981 “A #4bF F %k (Methoden der organischen Chemie)” , Houben Weyl,
% 4 J&, % 15/1 %, Georg Thieme Verlag, Stuttgart 1974, H.-D. Jakubke
#2 H. Jescheit, “fIBR. A& E(Aminosiuren, Peptide, Proteine)” ,
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Verlag Chemie, Weinheim, Deerfield Beach, and Basel 1982 YA & Jochen
Lehmann, “BKAS4: 48 Z H 474 ¥ (Chemie der Kohlenhydrate:
Monosaccharide und Derivate)” , Georg Thieme Verlag, Stuttgart 1974,

b)Bim i 2 T A3 B Ede b 5 KB BH &, RZFRKR. Ao, T
VARL FIAER 0 3R SOLERAT. RABARLAES A 6B L350 o B
#,

O LRFMERAEY, Bl FHERREY, TURRAY Lo
F XBEESNS BT ES B A LAE G FAMK, ETRFMERESY
BlieTABIE SRR, . BEHNIRUABEMGFT RS BAHALE—H
st AR, HO B TUAERBMAWAKESAX 1 AH KRG HAT,
STRRARTT A B ILAE AT iR B AR B Y AT %, Hl i i G ot ariksb ey F
MY Ak, RBLEHEF EF il HPLC, EARA FHEARGE
wRY. H5b, TAE ARt e BF.

d)BEAT L F ik 6 E AR 4 S0 R R A AR . H45 e
BB k. BAEXRFERGAVER, £k 010EZ, HldeddBEL b,
TR PR AR &K, sHEg. TR, XK. —RTER.
A7, ORAK; B, Flel®. —FAR. 28R, 9RAKWHR M
—YRAL B E; B, FleAlR. TRXTEARTR; B, #le
B, AAERTAH; B, Hlde NN-—F R FBLE. NN-—FL BB, N-
FA-FBRM. N-FE S x THMABIE; B, 4ld L8 T
RTHTE; TR, Fl—FTADR; 8, HT8. LB, ERXFAH.
LB PR, oMYl LR YE, LR LE, H,
TAERARBERN GG REY. BRETRMA. REFHFHEH, KIESK
BGARFER) T AL RIEA6G. T 46 L A —FF BB B B4 4 A EEA] .

)R AR AT AZAA T LB AR, 8%, EAEAREN 0CH
150 CZ A #47, $£ikH 10CH 120CZ ], BLE FACE LTIl LA K 44
REARK. BF, BFEEREN-150CHR+50CZH#4T, KikH-75
CTHROCZIY,

DRMEFTERRAETHRAT. 128, RBPRLXAYGTHELTREHNE

12
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BABAETHAT, @FAE01EF 10 LX),

)BAEETARNAEMFERELA. 128, LTHEA—FFEH4
TR KT F, REEFER MR G4 LT AE LSRN P47,
BB HRAHEEEEZGRET AR,

h)AR3E VA £ 75 AR R AL B~ BRL 7F L kAL by L 3K AT 6940640 3T vAAR
3 S b 77 HHAT(BF $1& £ b)),

R AR GA-Hh BT 25 B BUm AR 3 (B F X 0 #kh KK A e 44-49)
LEKNMH T REN BT HRANEHBEFHR, BTAKEY.

Eit, PHALARLAHGLASHA nAChR #Resmsbiiik. H oA
KA LA BT i a7-nAChR EH., ¥#HALRRL AL
SRR RZRGEIHF . HRoESHH . BRARZEKTMHEFH.

HFABEZNR, FRBEREAGLESHTH FEFT IR G ERBDRE
K: CNSABXREMK; PNSABKR AR, HEBARKGER;, RARGHHE
R RGMRETER; 5 CNSAHLNRRRFFE, QI 2HERE. A
FERF. F 3] Fiti sk AR DR, FIREBEKA. ADHD. L&A,
FEMMA. ALS. MAFAFZ XL UERS o -RESEFREER. T8
PR EFEEIE. WATFH . WARAIPAR IR, SRATSE . SRALIPAR. HrAv e
., Mol adegiisodhrg, ®BibE, KAE, HLABH. KN
R, HERE. AIDS-BR. ZFHER, S5FALGBREA LR
R, BOEEE. AL EAE. RAMEHER. HA. ARTRHERER. 44
EAAEREER, SR, BHER. 8WHGAE. BEAHES
4E(1ate luteal phase syndrome). RMREF ESIEABRN LR L. F5F, &
KRGS HTAR Tib A AL ERR, Sl TRBEE. H40058.
R ER SRR FTABSE R . FEEHHDH. FfePLBE, H5, K
KR GIE-H T A B T i 57 XM (Wang A, Nature 2003, 421,384),
QIERMBE IR, LR, REMBAE. KA A58 R EREIR.
AREPHIASHET AR T4 GRBBR AR G ARG RITER, ERR
WHFRE, M. £8K . EF_RAFEEH. RE, AAAY
WAMTAR T EA, PlonBih. FREAR. MM RNGE

13



200580018065. 8 o B Z1o/22m
RBAEREBEARNRGAR. AR TUACIEE MR BHER. PIAR. 1%
k. HEREARUFERH. SFENZRRFE B2 £ 65A,

F 9L, T AT 60 TR €35 FLAE S, 18] 435 BN, ) B 4 0 7 o A AR
A, QILEFTHAHIEOEMNERET, RITHRLLMRAFZHE. A
HAGAAFZE K. FHXNERTRAMD)GALTHHX(TFH AMD)
Foi X (EH AMD)). BERAEAMEFE . 4% 8K (CME).
PABHLE . MMEEETH. WA, AT I AR BT .
EOARMERAUR LG R MAFRBE S, FEMER. T ILR
P B AR R R A A,

A—F @, REAGRSHAES A F/X PET Bk, HlinEZHF
ML FRERFRALIERLR. REPE S QR EAF WA HE
FieH. BEN. F/REHFIFEL(TIFE “4Fe4” ) F nAChR
R FEMIT R TR AMMEGHAR. 248500, KEPGHEAERIIR
RN #FiEa7 nAChR ZARAREY . HF, EHHREEAF L RLNA
HiLAh R4k PET 47it#h. % PET 4R A — AR A% H UC. BN,
0. F $4 R F A7,

BEst, KZXAGHRA THemZER T nAChR 65 e ik B4
KF, HAT nAChR X ARG RERI|RGARGLBE &, AREE
BARBEWETT RS,

HRiE Lid, RLXARBT AHZ2EHIFLHGRLAGHR.

A—FE, REXARBT Qe RLAGHRBEY, ZESHAT
AFICAR A RS R nAChR $9 i fe ) B AV 2 R G s H).

H—7% &, REARBT IFeRAFRIM 5 A nAChR & BA= B B 4F
BEAGEME T X, BFEOERRARSALANBRERE.

AERYGFTEZTREER G HRHERL AN ESMWRTARLT etk M
AT, ARG AT RTARTE A E S FREKPET) R
KF LAt HALHT E BR(SPECT), SALATT iAR RIAA M AE A 69X B
RILE Yyt i R,

A, KEBAHHRRoT BB S K (07 nAChR)E S #.

14
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EAteoMd, KEPAHH/FEEo? nAChR LR FHR G ERS,
oA T iXE P

a)f£a7 nAChR k¥ 7 /) ) 2h b 547 A& Z £iX a7 nAChR #9 K £ &
A dtir, M2, R 72 IHAZE 96 LR LB FTHEAL
nAChR o7 #) GH3 @/e 5 BLE 37 CHIB A A(5%C0,/95% T A) T3t 3.,
XY 4 RiE 8 BRI R LA 2.5 mM & A4T(Sigma) by A&
FA 100 uL 8K XEHA LAY ERNMRREZNMR. FaRE 37C
BIEAA(5%C0,/95% T R) P 1 I ot, BEEKRARETFH Fluo-d,
F| Hepes & 7 5% (VA mM 3t: NaCl 130. KC15.4. CaCl, 2. MgSO, 0.8.
NaH,PO, 0.9. # ##& 25. Hepes 20, pH 7.4; HBS)Z% &M A H L HiE4H
BHA 100 pl €43 A 69 HBS M A, ERBANALET, #EHRMEE3IE
5 947, RERBABNBRFREBLGF LR RARET. ARSI F, K
KPS BT pECs A4 5 24 9. AiZRBFHRI MDA FFH
B S F) Kk,

b)# T M AL PGB EAFNLET nAChR adf2 L&HFAHF
M, BRI FEERIEAad4p2 BA (Michelmore % A, Naunyn-Schmiedeberg’s
Arch. Pharmacol. (2002) 366, 235)#9 A L& tm it % #E4AT LG S 4E 47 . &
EoHF, REPKEHHAHETETTa? nAChR B sgi 3,

A TN AL BHLSHE “HRHF TR “(a3p4). A MEsE LK
(alBlyd)Fe 5-HT; TR LR RAFH, ARZREANB T ERHAL
R, ARMRANAEARBSTRG @R RN BHELE IS
5-HT; ARG 4080 2 314740 a) R T #4534 84 L4049 35 48X (Michelmore ¥
A, Naunyn-Schmiedeberg’s Arch. Pharmacol. (2002) 366, 235). ZEa3p4
nAChR. JLE A #0882 AR A R 5-HT; 24k £ 2 80 & R AE M
1o~ R A R4 .

J S. Leonard ¥ A, Schizophrenia Bulletin 22, 431-445 (1996) % £
M B TARL R SRR DBAR-D )T, REBHLSHERE
HE10 24 40 M HFFT 2FHREE,

AE A G AEE G EE XL, PP S48 7 5| K a6

15
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¥ (5-CSRTT) ¥ & -7 i 3 Jv iz & ) (Robbins, J. Neuropsychiatry Clin.
Neurosci. (2001) 13, 326-35). Az XE T, KL FTAREAL 5 M4,
LARBERAERLF AU, KEST L5 D4Rl R F1rstE e
AR EABZRH I RG L), BAEELTEELHHARA.

B BARANGRES AR T, RAPGUEHETUARTEHEET/
it Am 3% 4k Al (Ennaceur #= Delacour, Behav. Brain Res. (1988) 31, 47-59).

Bl b, KK EGEH A TG Fib 57 (LIEE BFTEF) S 7L,
45| R LR 6 AR R E. a7 nAChR 3 3hH)| A2 T M 64 A 2 Kk
4= Wang ¥ A, J. Biol. Chem. 275, 5626-5632 (2000) *F 4% iEBA .

Tk EfadlE AREIE T, REPYLSHERRS)E S 65FH
T L RS e F . A F XFiE 57 KGR Fo ™ EF2 B A BT
LR SR E R Bk R st BB, flde, TEHGEMNGET
VAVA Edm RS Aotk A AR D Rt AR SRR S M) R BT A
f R FPREFTHRZHETABKES KfE, BFRAUATRIANTY
0.01 £4 30.0 mg/kg TAESHMFTHEFHENLER. EAKRARLACIRE
FIEEE AL 0.7 £4 1400 mg/ R, #4250 £4 200 mg(70 kg A), F
BT — KRS FNEHERIRIL 4 KAERRAEENTHXEH. B,
EA O RA B QL HE L 6T H AHFBEH ATARRFEGLY 175X 20 £
#5700 3 1400 mg A K A G1LEeH.

BB AWM OIS 0L 0.1%E 4 99.9%. Rk AL 20%E4 60%%)
EERS .

CIERLK A G- M G 486 H 6 ) L35 6| m BRS#A] . KisH,
Bldo LIEB IR Y 0.1%E 1%, Flde 0.5%8 X 1 LWL R HB e
X I SHegEa A, MAFRERN . HE4HTUEBEASNE FRE
HEpHEEAH4 3.5 295, #ldE pH4.S.

AL RGAHET LT L AR BT A,

st FARBARL ARG AR, X IEHA R T 85 R 37T vA4EHh 349
EHF A RE —FRE K I AR THA LG CE M R4 508
FHAER FEAALTFREGHKERF S R E 6 R FEN A
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AR, FARRAMETIIRGF X, FlieaBsEm, Fldad B H. BLH
HEX, IHEARREN, REBEER, FlolZ850H0 R REH
BX. EATFRESTHLTHERMNKL DL EF-RLTE. &8
M 5-2 B TR FIA(SSRI). £BM 5-BEEAETELBREEIRR
FHMESNRD. FRGFMAFHE ., ERVGRMEAAFRE . THRE, F
LHE., BFEHF. mEfTRER R,

EARLAE SSRI 455)ik A AT, fuvoxamine. £~ ¥4k, WMFH
T BRE LRSS, EARLPE SNRI H5)ik f LHEFMES
BT, AEPBFRANKE A _REFL” ORERARTRASD
F. B FEFFERFE, KRAPBFRAGKE “FTRAGRAHHRE” &
HARTREFRT RSB, RIEARS. HRRebfofkEeb, KHPPH P2
A RE “FRBGRIMAFRE” BOZRAE. #5320, L£8F. £
. FEHER AT Ak,

THEIFRTAAFEEHXSIEALE, wLABEEA, FlhFiF
Buspar™sX, Bespar™#g 8 M7 XE /. HT A 4o US 3,717,634 + #ik oy it
T8l &F R . BB ITT A e vd F 4] e B AT Prozac™w) 7] M 2L B 3k X,
A . LT vhde CA 2002182 FPHANBTHEREA. MFHIT
((3S,AR)-3-[(1,3-FFF Al — R TR RH-5- 2 B F K ]-4-(4- R K )R T
VA %o A B AR Paxil™¢dG 8 B XA A . 37T vhde US 3,912,743 F ik oy it
THIEFHER . 2HRTIAB A B4R Zoloft™&) F MW XEH . LTk
%= US 4,536,518 F#A G741 &F R . £AEETAH 0 H 7
Antelepsin™# B B X F . #0577 vA 4 30d B 4% Diazepam Desitin™
R XER. FEBHETAFIABT AT Tavor™M B XER ., &
BRE 2T A BH X RAEAE, i 38838 440l H AR Cipramil™#y #
XA . RE ST A 4o B AF Cipralex™& H K X4EHA. T
PAde AUG623144 FHEKHATHEREN. XIEFT R A H i
Trevilor™ & B M XAER . & ITTAH 3=l 47 Cymbalta™4é) 7 ¥
BHXERA . LT lde CA 1302421 FREAHJITHEFRA. FLEHFET
vAB) 3 A B 4% Tegretal™ =X, Tegretol™# B M X4 H . £FH-FT A4
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J= A B 4% Trileptal™ég & M7 X4 8 . £ &-F 4 bk 2 AH A L84 0
$l3= Schuetz H.¥ A.., Xenobiotica (GB), 16(8), 769-778 (1986)]. AnE&*fT
T AB| A B AR Neurontin™#) B W X4/ . B BT A4 40 vh B 47
Haloperidol STADA™&) M XEH . FIEARET LB o vd 4] 4o B 47
Prolixin™ ¢4 % Wy — 2E 8% 3 7 X6 8 . K Eeb T A4 A B 4F Navane™
R KA. FThde US 3,310,553 P #9474 4, FokoEeb T
VA% 4o vA B #F Emergil™é4 % 1 4] 4o — 2 8% 35 7 X R 4] 4o A B 47 Depixol™
BB MBI R LM XA, £ Tilde BP 925,538 & ik 94741 4. £
KT A3 A B 47 Leponex™#y i WH X684, £ Td4e US 3,539,573
bR GG HATHE . A8 REIT B4l §AF Risperdal™é & 7 X 56
A. BERETAGIA B Zyprexa™Még B W X460 . SF T A #l o
AT A7 Seroquel™ég B M X . FIEGHETIAH| 2l B4R Geodon™
B M XM . T hd0 GB 281,309 P 3#iK ey 3H4T4] &, BT A9k T4
B4 A B A7 Abilify™# B BH XER . LT lde US 5,006,528 3k 44 it
T4 4.

WERAG, BAALERB L LR GERERSNERTARE FiFER
X “The Merck Index” #HATHRARK G T E, 4|4 Patents
International(#]%= IMS World Publications). #4858 A 5HFARIHES
BE., KABRFPETERARAAR TG LEFE MRS I BA FiX sk kb,
BB ) &5 ARSI Ak A 64 R IXIRAR A E XIS et HAE e R .

BEBRARBHEILT, 2 T80 LR P BT/ S AR E
RAGHRANOH MBS, FLSES AFESRSHLELF N EEY,
RABERLPTABBRY oot XBEATH &3 4 AR 2 3€ 4 Fp 8 56 ) (1
S0 RRR M) Fe MR Traslshd(ie ) s mumsdh, EdHhye
SMOBEAAKENE) —FHEEF LA ERGALRS, HEERS
BREE—FREFTHRAGER,. B RESMARIEMEL A 6 HAK
e, WwRIEAE R HA, SEAGEERSEHNLHAT BT XL
R e, XM FHE A F KT eAARIE R B 8 M 254 6 % HeA R4 eg 42 St 4T
VAR A R PR MR BT

18
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B i X A P il 46 ) 4G LRB-06 57 64 B ) ) R ) e AR 2k 3 43 F) A 84 2 4
#A, BliEaRrh. hHl. REMNILH, ToEHmH., wREFH
ShLER, EMEBARY Cedr E4E, Fld@d g Res. Hi. B
OR. BRAATF &, ARXENZCETHERANBYIAMNEF o4
SRS EESEFAS AT EZEAKENF, AATEHNARETUAL
F FRAERA, LT RBTEA AFTR S A F L4257,

HE A, TR B E W HAT A RS T vA Bl B RAR 4 A BAE TR A
A, LA VAL A6 8 (5 3o vA B 2 64 B 18] 18] R 3 T & &9 6t 9] 14) @4
WA, AR ZHESEA. PleRERLRSET(QEER)RENF
VT VA L35 (i) A 35 B 2T 5 A 7 X 6924865 (a) (AR Z AL A-H) A= (i)
AERBFTAKE. RAAUABRARE, #ldS5 R T HEGE—K
4 B R FR AT ARG AR EERTHA LR X HEES RN
(b)(F) 3 R ) 69 KK BA 691 R KRBl e M X bG M R L), BAEARH
ST VAR I W A2 P 69 R B E 95 6 RA ST R LA H XA AR
B, B, RiE “HR” Lo, ARGHG AL, HiTKREY
BARARABEG RS, Bk, REAOKETA QBRI RELETH
HEXFERE A" A BE,

FL B 694848~ 5- 69 A O B 5T vA B 3o AR 38 B ) 8 Bk a-d R s 4a
4. BAFN. BFURER/REFFRENSERLEME/A. Bk, R
EEHAFREFNETFE, ZRXOAARBUREE TRFHKRHS
fe, LBHEF. WAERRLETRESRAZKTF LT, 8. 2t
REFHAETEZOARIGEERRSY. EFAFBRRAAFHRAGTERARN
REFAREFERRSORETEZRA TS TRENETRRSF A ELNS)
NFGHRRFTERE.

RAEATE, REALRHT:

()X L b f/ Rt th, LA TFEBRETHLSNY, HHNRA; 45
A AT TARESH, Bl FET(QEERIEM—FREFRE, 45
A RAET—H R EA E TP 5] e BReG R R,

Q)B4 EH, K OLIEAEA BT MRS X 1L Fa/ RT3 A A
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BT 24 B # A ) Rk

() B, RTERIARB o7 RENMMERARER RS RaT
ZAREAAE R 6 F0/ R T RaT THRERGRE, HHINEALTLPREGE
RS RE, BHDASWOIEAHERRSGX 11LEHF/RE
=T 25 B 3R VA BT 3 A AR A R K

QAT ZZAEFTHMRT LT FRE. #A R LI 5| & 44T —FF K,
SRR BENFT R, EFEOCEARBIERENX [ RAHRLT
HAak.

(3°) ATF#FARTG a7 LERFERAERARERART RaT ZHRFRAR
/R T AT TREFRGRENGF &, BFECELTEHHILGHE
RERAKEAX TSI/ RLTHALE.

@) X1bf/ R L THREAMNER THF ARG a7 KRERAE
FARAE R R BT ZARERAER 4 A0/ R BT ZARE M R R REIR.
HAREXFPREG—FRXEFRENHH T G E,

G)LXF RN F &k, AFEOFELR®A, PlleiTRinsEm04%
FAKFYGNT a7 M IR ETHA L, UARF —Fr hshEHEH
Fo/RETHAE, PR E —FBEHERNSHF/BALEHANATER L
LRTF LF 5| B AT —FF R B A AR R

(6)48A &, BHAATFROIEEFARETNA I a7 #ahH Fo/R i
THAE, ABRF R B ERNASH TR THAL, RN —FH
B EMACS IR T b7 LT 5| 1T —Fr R A ARG R EE.

(TARIBE A L3 0 7 R RAF 8 5 5o, 4 AEE T ()-1-R&-—3([3.3.1]
F-4-83 R4 At

T 5| LA A T HLIA AR KA f A R KA TEE.

FL R F &8 4 e85
AcOEt LB LB
aq. 7K
DEAD BR R — T8

DMF —F A FRLE
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EtOH 8%

FC Prig &3

HV HAE

MeOH ¥ 8%

RP-HPLC B A8 & #okAs &k
rt 11

rac. PR T

soln. =ik

TFA ZRTE

THF w9 Sk 5

BEVARKERZ ., BRIEFHINIE, REETRTHT. REM 5.
TR R fe RA G A B AT R DA FT IR, Bl EN AR
AE(#)4= MS. IR. NMR).

KAG] U(F ik A): (rac)-4-[6-Q2-F-4-F K -F )k %-3- K B ]-1-K
f-— K331 R4 E

(rac.)-1-8.2:-—3K[3.3.1] F-4-85(1.3 mmol)4) DMF(5 mL)i&#%& A £4b
48(60%, A5 HHT; 1.3 mmo)LE, AR T 1 IHE, A 3-F-6-(2-
F-4-F A -FX)-%% (1 mmol)#) DMF(30 mL)E#R, 7 B34 E 5 RA-4in
#ES50C16 . BHEZEERE, A 10%NaCliE&R %X DMF 5%, A
LERTES(2 x 15 mL) IR, 34 F R AERQ0 mL)ER, LBRLERS
RRFABRAET IR, TRF AT, BT &8 (ZRBL: T8 TES- T 8-
Z TRR(50:10:2)) 4540 5K B 69k R AT B (rac.)-4-[6-(2- R-4- F JL- K K )=k
B3-REAXL-KRE2-ZXKB3NER, AL EBK, MSES):
m/e=328(MH")

F B 2(F % B): (rac.)-4-[6-2,5-= fi-4-F A -F A ) E-3- L F I -1-
fE-—K[33.11FER

EEERT, $=ZFRFAERLESNS.25 mmol)mAZ|(rac.)-1-R-=
3R[3.3.1] F-4-B§ (5.0 mmol)#) THF(20 mL):&#& F # ELA§5 R B4 30 94F.
H 5 £ BRI Z] 3,6-— £ 722 (7.5 mmol)#) THF(50 mL)TR 44935
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P I BN A RSB BB 20 547, HEREZFE 0C, AHEKERH
BERZLRER, AVESABETRALRL, BLAEE &#
(CH,C1,;:MeOH:NH;, 9:1:0.1)4E444% & K 1A 13 2 (rac.)-4-(6- R4 5-3-
A FHK)-1- K 4-—31[3.3.1] £5(320 mg).

#(rac.)-4-(6- 8 -2 %-3- K £ H)-1- K- =3 [3.3.1] 5(1.4 mmol).
2,5- = f-4-F X-F X ML (1.8 mmol)iEMF F X (7.3 mL). 81 mL)#
Na;CO; & (73 mL, 2 M)¥. HERARALESEBSFHEA, REMA
L B£42(11)(0.003 mmol)F= = F B%(0.14 mmol). ¥ =4 &R WA 100CAhn
# 1.5 I, RESFIEMEFEERERSZ Hyflo 358, A LB TESEIR
BRRER. AMNELRBETRILRAL. EdaKkiE &#
(CH,CL:MeOH:EtOH:NH;, 90:5:5:1)%:4 4K A 5%F 2| (rac.)-4-[6-(2,5-=
B-4-FR-EKE)- R R 3-EARE]I-R&-=5K[33.1]F K. MSESH:
m/e=346(MH")

E#hp 3

ATALEH A F ik A R B AR E S & BH4 &

32)(4S,55)-4-[6-(2- F-4- T 2 -3 )2 E-3- K R )-1- R 4-—3K[3.3.1]
F5t, MS(ES"): m/e=328(MH")

3b)(4R,5R)-4-[6-(2- Fi-4- F 25~ HK)-id%-3- K F A )-1- R -—3K[3.3.1]
+3%, MS(ESH): m/e=328(MH")

3¢)(4SR,5SR)-4-[6-(2,5- = f-4-F X -F )2 % 3- A A X)-1-R &=
R(3.3.1]F%, MSES: m/e=346(MH")

3d)N-(3-{6-[(4S,55)-(1- K. & - = 3K [3.3.1] =4- X)) F X -4 %-3- £ )- X
AX)-TBE, MSESH: m/e=353(MH)

3e)N-(3-{6-[(4R,5R)-(1- F. - =K [3.3.1] F4- X)) X |- E-3- XX
X)-T BB, MS(ESY): m/e=353(MH")

3H)N-(3-{6-[(4SR,5SR)-(1- & 72-—3K[3.3.1] F4- ) AR |4 E-3- )X
X)-TBE, MSES"): m/e=353(MH"), FH &i: [#: Chiralcel OD
IMMOB(FA-2359/37)12 pm; #%B.: @ 5 /CHCl,/MeOH 60:30:10 ,
0.1%TFA; #i%: 1.5 mL/%4F; A&RE: UV 254 nm], ¥ 1: 15470 54},

22
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2. 20.826 9-4F.

32)(4SR,5SR)-4-[5-(1H-"3| % -5- K )-Hksg -2- L B K |-1- R -2 3K [3.3.1]
E5t, MS(ES"): m/e=334.1(MH))

3h)(4S,58)-4-[5-(1H-"3| k-5- K)ok 2- A R A -1- R & -—K[3.3.1] F
b, MS(ES): m/e=334(MH"), m.p.234-238C

3i)(4R,5R)-4-[5-(1H- 3| %k -5- 3 )-vhog 2- K A -1- R & -—K[3.3.1] F
s

3j)(4SR,5SR)-4-[S-(1H-"3| R -5- )" 52 -2- . A |-1- R &-— 3R [3.3.1]
Fit, MS(ES): m/e=335(MH"), m.p.211TC

3k)(4S,5S)-4-[5-(1H-"3| R-5- 2 )% -2- K F A -1- R £ - =3 [3.3.1] F
¥, MS(ES"): m/e=335(MH")

31)(4R,5R)-4-[5-(1H-"3| %k -5- 2 )" -2- X A K |-1- R & -—3K[3.3.1]F
s

3m)(4SR,5SR)-4-[6-(1H-"3| %-5-2 )k %-3- X F X |-1- R &-—3K[3.3.1]
4%, MS(ES): m/e=335(MH)

3n)(4SR,5SR)-4-[6-(3-F8 2K 3K )-rikE-3- K B )-1- R 4-—3K[3.3.1]F
¥, MS(ES"): m/e=341(MH")

30)(4SR,5SR)-4-[6-5F F F K w5 %-3- K A K)-1- R &-—3K[3.3.1] %,
MS(ES): m/e=310(MH")

3p)(4SR,5SR)-4-[6-i8] F R I -k %-3- K EK]-1- K #-=FK[3.3.1] F X%,
MS(ESH: m/e=310(MH")

3q)(4SR,5SR)-4-[6-FK 5 [1,3] 18] = .7 3R R -5-Fh -k -3- K K -1-
fF-—3R[3.3.11 5%, MS(ESH: m/e=340(MH)

3r)(4SR,5SR)-4-[6-(3,4- — F 2 - K )k 3- X A X )-1- R &-=5
[3.3.1]F %, MS(ES): m/e=324.5(MH)

35)(4SR,5SR)-4-[6-7F F F K -wboe-3- K B - 1- K - =3 [3.3.1] R,
MS(ES™): m/e=309(MH")

3t)(4SR,5SR)-4-[6-(3- f-F K )2 % -3- K A X |-1- R &-—F[3.3.1]1 F
¥, MS(ES): m/e=314(MH")
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3u)(4SR,5SR)-4-[6-(3,5- = - F )k % -3- 4 A A -1- R -3 [3.3.1]
E5%, MS(ES): m/e=332(MH)

3v)(4SR,5SR)-4-(5-FK E-[1,3,4]F == 2- X A H)-1- R F#-—K[3.3.1]F
¥, MS(ES": m/e=302(MH")

3w)(4SR,5SR)-5-[6-(1- F 72 -—3R[3.3.1] F-4- K f A )k -3- 5 |-k,
MS(ES"): m/e=347(MH")

3x)(4SR,5SR)-4-[6-(3,5- — F K- K X)-2%-3- A H A 1- 8 &-=3
[3.3.1]F%, MS(ESH: m/e=324(MH")

32)(4SR,5SR)-4-(6- F 2k -k % -3- K A K )-1- R - —3K[3.3.1] £ 3%,
MS(ESH: m/e=296(MH")

32a)(4SR,5SR)-4-[6-(3,4- = - F 2 )-2 % -3- K FHK]-1-R&- =K [3.3.1]
F5, MSES): m/e=332(MH")

3ab)(4SR,5SR)-4-[6-(3-= A F A -F )k 5 3- X B4 -1-RK-—3F
[3.3.1]F %, MS(ES"): m/e=380(MH")

3ac)(4SR,5SR)-3-[6-(1- R Je-—3K[3.3.1] F-4- X & )% 5 -3-K | F A,
MS(ESH: m/e=321(MH")

3ad)(4SR,5SR)-4-[6-(4- = & F FA-F X)) H-3- X EX)-1-R&-—3K
[3.3.1]F %%, MS(ES"): m/e=380(MH")

3ae)(4SR,5SR)-4-[6-(3- #-4- F K- KK )k E-3- X AX)-1- R FE-—30
[3.3.1]F %, MS(ESH): m/e=328(MH")

3af)(4SR,5SR)-4-[6-(2,4- = f-F ) %-3- K FK)-1-f 4 =20 [3.3.1]
F%, MS(ES): m/e=332(MH")

3ag)(4SR,5SR)-4-[6-(2- F A - K FfEeb-5- % )-md%-3- A R -1- R B-—
3%[3.3.1]F %, MS(ES): m/e=367.4(MH")

3ah)(4SR,5SR)-4-[6-(1-f 2- = 3R [3.3.1] F-4- K F 2 )=k & -3- K °F AF,
MS(ESH): m/e=321(MH")

3ai)(4SR,5SR)-4-[6-(4- #.-3- F K- K XK )t B 3- A F A 1-R&-=3K
[3.3.1]F %%, MS(ES"): m/e=328(MH")

32j)(4SR,5SR)-4-[6-(4- T 2 -F K )-rd %-3- X A ]-1- K& -—3K[3.3.1]
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F12, MS(ESH: m/e=324(MH))

3ak)(4SR,5SR)-4-[6-3-= M F A -X X )-rk 5 3- K f X )-1-Rp-=3F
[3.3.11F%, MS(ES): m/e=364(MH")

3al)(4SR,5SR)-4-[6-(4- = A F K- K XK)-R % -3- LR K]-1-R&-=3F
[3.3.1]F%%, MS(ESD: m/e=364(MH")

3am)(4SR,5SR)-4-[6-(3,5-=- = . F 2 - K K )-rkoF-3- K A K- 1- R 2&-
—3[3.3.1]F%, MS(ES): m/e=432(MH")

3an)(4SR,5SR)-4-[6-(5- F 2 -E%-2- K )tk -3- X A - 1- R -—3K
[3.3.1]F%, MS(ESY): m/e=316.4(MH")

3a0)(4SR,5SR)-4-[5-(1H-"3|%-5-3K)-wtbog -2- 2 AR ]-1- R A- =37 [3.3.1]
F5, MS(ES): m/e=334.4(MH")

3ap)(4SR,5SR)-4-[6-(2,3-= F 2 -1H-"3|%-5- 2 )=k 5 -3- % F A )-1-F &
-—3[3.3.1]FH, MSES): m/e=363.4(MH")

3aq)(4SR,5SR)-4-[5-FK 5 [1,3] H] = F A SRR -5- -2 -2- A K )-1-
fE-—3K[33.1]FR%

3ar)(4SR,5SR)-4-[5-3K 5 [1,3] 18] = & 22 3R X -5- K -wibm -2- & K )-1-
R A-—K[33.1]F%

3as)(4SR,5SR)-4-[6-F 7 [1,3] 18] — . Je ZR R 3% -5- 2 -otbse -3- B A -1-
fL-—K[B31]ER

3at)(4SR,5SR)-4-[5-(2- f-4- F K- R X )-FoL-2- A X )-1- R F&-=3K
[3.3.1] &%

3au)(4SR,5SR)-4-[5-(2- f-4- F A - )2 -2- R AR -1- R K- K
[3.3.1]1F5%

3av)(4SR,5SR)-4-[6-(2- #-4- F 3 -FHK)-nboe -3- K A K]-1- R A -—3F
[3.3.1]Fx

3aw)(4SR,5SR)-4-[5-3F F R L o -2- X A )-1- R &-—K[33.1]FR%

3ay)(4SR,5SR)-4-[5-3F F F K wtbog-2- % A ]-1-R4-—3K[3.3.1] F%

3az)(4SR,5SR)-4-[5-(5- F A -Ewr2- X )-How 2- A F A )-1- R -—3K
[3.3.1]1F%
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3ba)(4SR,5SR)-4-[5-(5- F K sEwyr2- X )-wbmg 2- K F R |-1- K F-—3K
[3.3.1]F %

3bb)(4SR,5SR)-4-[6-(5- F 2 -E%r-2- 5 )-sbog -3- L A K )-1- & -—3F
[3.3.1] F%

3bc)(4SR,5SR)-(1- f 22 - = 3K [3.3.1] F-4- 2 )-(6-3F F K L -wib=z -3-X)-
B, MS(ES": m/e=308(MH")

%44 4. BRE

5000 ALAREA AR R, A LA FHRAS 0.05 g —FENE K8
BIFRBEH K 1 HEY, ZHRBREGHEET:

20 2%,

MRS 250 g

Lauroglycol 2 #

HE&EF & BEARBRKEGELRSRET Lauroglykol®(A—Bf A 4
BZ B, Gattefossé S.A., Saint Priest, France) ¥ 5 BLZE B4 B AU B B4 &
ABEXNAS1E3 um. RE, HAKEAENIEES 0.419 g b9 RA
PN F .
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