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LAXDGSHALTEFHK, WH., ThFHEPE

£

RARELRKEFL, Epiasmwk, MELETAHK L
2. 3K AABAKLE Y BR, HEABRRETAMARAXFR, &8 Cis-
mASEAE. 2L BE. ZATE ZATAE ZRATRE
ME.EE. 22 RACL)-&4. $-3‘(.-:)%§(C1-2)'&«ﬁ.£\ (C123)-
AL —FEASEL. Co-RAEEE. BE ZRTESB
A, fA. RTBA ASBRAFCHRE, X RMERRKRKEL,

R, R & &, A, C-Rax, LA AL,

R REERTFRIBIALLHE Ca AR G A, ML
HIRBE T RAE B AR,

Ry ARE Copo BRI HLIRE, CFHREFXRER Cho
fxHLRBARLE HELAAL—-ARSARAO,N N ERT
H—A-SO-AH, A Cpp ABRALIBERE, Cis B FHRRK
AR CoptZ2mRARATARBPE ZAFE. Cuki £
A AE. ERARRASIREARARARTRA, X RAKEE.
ph FEAXFELA R RAK Cis RAA, G, Css3f
AR Coo RHARE, MEAATEA-ANARET. KRTRAR
F. MAR-SO,-AH, MERAL. BHEAFKHBETUAHEZE, =
FFE. RA ERAFAIKRARAIARTRA, R R KL
Cos ok, ﬁﬁ'iﬁgé\"’i\i@:f", KR AR EE AR, FA w
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REFTE, FLEAREDE, ARARABRNKGEE, Fi, wbwik,
o, MREAFTRAIRCE, AP FxH# 1. 23 ARRE YR
R, HF Y &L LA,

AL R, AHIXFTEN, ReTRANRR, X H, #F

ReF RIZRMEAXFEANHFERE CrylmE, Cuu ZRARE, X
ReREATFTE, FH4Z R RE CuuiE, X ReF R, EEMELH K
RF—RBERAH 48 ARRTFHRF R BP0 RREY, HER
RETEA—ANAERTRARTABER-SO,- X B X —AHIM 0 &
BT, BRI RI0FoRRRETRAEK Cra ERK, X

RiFREEABEHRRAT—RYREA 410 KR TN
RFRF g ERIRRLERRY, BLEARFRLITEA -AXSAREH
(O. N. Y RFHR —ARRAK-SO,-XH, EHLS TR Ca A,
A, XA EoRk wRE KA ERAKEARE. —RAR
Ehtk, RARE. —REAREA. EEARA. REXTRA. &%
A, RREXSA-TH-R L EEXRK,

RsRETH 1, 2. IRAARKREYRRGFE, XX &
AImE, AP Y 52X L, TRAMAXRKA, X RsRKik
Crs XBILXBRE, CgBHE. Coporii. Csio MRRLA.
Co10 = E R Cos R AR RsREAAL.

2.8 oM, SHBETHINES—FHBRAER 1 FELESY
e E RS

3LRARK 2 HEEHASHGRNET ik, AREETHRAE
K1EGESBFERETLHNHX.

4 BAZR 1 TELSCDRTHEHDASHGRE, HEHEY
MEPRATATTRRARENCERGER.

5. mBAER 4 HEAGAE, ARELATHEERIHRARTAE
Fidhi A, BE. WA, E2EHREK. RRLEA. AeBR, A%
A, M. BB, BIf. H D RAPFPHAZLFERLHZTRER.
R, MKABEF, MEE, E&H. BH. SAHEL S BRBEHR



02818189. 1 A E ok P OE3/B|

H. PR, MEEKFK. MREXSRKAK. RA. TEHAASE. B
FEREAE. KBAHRSE R, KBE P, BRI, TR, BHHAHG.
HEXRBERRK. HEREL, RERRBX. KEHBLER RART
ERERBEROUEFREUERFE, PTEXREAZAEG LA
F, QLIELFTHRERKLE, FLAR. BE. BERB. Bk, o, %
e FRERK. FHER. AR BEERShEER.
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BA CB-RHEERGIG 4,5-— & -1H- 2572 W

AZXRF R —BHG 4,5-—S-1H- 2457458, RHE&EF P4
A—HRXEMHIBNEHEAETRRSGH DAL Y.

E#& 4,5- = S-1H-s % A K G KRKRFCB)ZHRERMN, TAT
ERERREFLZAAOBEFALGER.

KR FE A T E XM Cannabis sativa ¥ B RAEHH &4 %
B % B ¥ (Mechoulam, R.#® Feigenbaum, J.J. Prog. Med. Chem.
1987,24,159). 2%, AL XN +5 ¥, ARTHABROFLTBF
TREREZARL(NRE)BRFI ARG LRBEEZE. LEAF
MG B AR ER XREZHCB, & CB)H AR THHAAE
Z AR A 93K K (Munro, S.¥, Nature 1993, 365, 61. Matsuda, L. A.
#= Bonner, T. I. Cannabinoid Receptors, Pertwee, R. G. Ed. 1995, 117,
Academic Press, #£3%). o), FHQXANFEXATFETERAEE
SRR A X A6 KR 254 * £ 4% (Consroe, P. Neurobiology of
Disease 1998, 5, 534. Pop, E. Curr. Opin. In CPNS Investigational
Drugs 1999, 1, 587. Greenberg, D. A. Drug News Perspect 1999, 12,
458. Pertwee, R. G., Progress in Neurobiology 2001, 63, 569). &4
S FH CB, AR AN. Sanofi AF T H-_F AR XB#4hH
T CBy ZARRHRA. KFHM EH A SR-141716A (Dutta, A. K.
¥, Med. Chem. Res. 1994, 5, 54.Lan, R.%¥, J.Med. Chem. 1999,
42, 769. Nakamura-Palacios, E. M.%, CNS Drug Rev. 1999, 5, 43).
CP-272871 & —#rwtee 4T £ 4, X4 SR141716A, 12 R4 SR141716A
ARGFBAE CB AR EA A FH E AL R4 SR141716A(Meschler, J. P.
¥, Pharmacol. 2000, 60, 1315), &AFRARKA %A CB, LHhiE
wH. KA EH A lodopravadoline(AM-630), © 2 £ 1995 F#
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FBag. AM-630 A —Fr P FiEHN CB, TARRRN, AN RN
—#F 85 69 38 4~ ¥ 3h | (Hosohata, K.¥ Life Sc. 1997, 61, PL115). % B
Eli Lilly 8T %4 #E T 5 R -F 8 A RA 6 Xk whE A& HEH CB,
% A3 F A (32 LY-320135)(Felder, C. C.%, J. Pharmacol. Exp. Ther.
1998, 284, 291). 3-JR K55 -~ X Xk —MABE A XK ETAE
K, CHI8TFH RKREREHA (Kanyohyo, M.%, Biorg. Med. Chem.Lett.
1999, 9, 2233). Aventis Pharma 2 KRy —F X EPERLERK TR A
CB; & %4 4 # (Mignani, S.5, 4 #] FR2783246, 2000; Chem. Abstr.
2000, 132, 236982). Sanofi-Synthelabo & K& =3kt 4 CB, #
# M (Barth, F.%, Chem. Abstr. 2001, 134, 340504). A& 2, &
WA HF % CB, TR M ERI R A A8 R & 8 3h H (Landsman, R. S.
%, Eur. J. Pharmacol. 1997, 334, R1). X RIFRIEE T AR EHNR
AR 3%, 89 R L (Mechoulam, R.¥, Prog. Med. Chem. 1998, 35, 199.
Lambert, D. M. Curr. Med. Chem. ,1999,6,635. Mechoulam, R.%, Eur.
J. Pharmacol. 1998, 359, 1. Williamson, E. M. # Evans, F. J. Drugs
2000, 60, 1303. Pertwee, R. G. Addiction Biology 2000, 5, 37. Robson,
P. Br. J. Psychiatry 2001, 178, 107. Pertwee, R. G. Prog. Neurobiol.
2001, 63, 569. Goya, P.; Jagerovic, N. Exp. Opin. Ther. Patents 2000,
10, 1529. Pertwee, R. G. Gut 2001, 48, 859).

REUFIRER, 3 RKE-CB THRGA LGt FRGRRAE
RAELETXOHNH®E 45-— 8- 1H- 24574 %, Aah. AT FZ#H
RERXE T

%
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-RA R BEHAREFRE, EpAIubw X, MEXHTRAH 1.
2. 3XAANABREY BRR, HEBRRETAHRRARXRKRRE, #£H Cus-
REXRAL. A A%, ZATA. ZRA7HAL ZATFEE.
A RE B R HREC)-RA. - R RE(Cra)-BEL. (Crs)-
ASBAE, —FEASAE. C-RAEAEE 21 =ATFis8
A fA A7sE A EAPCHRE, A RF/EARREARL,

R REE, BE, Cs-REE, LHBAXABA,

Ry KAERTFRIABRLIH Cs AR Co, TR, i
RIERBEE T A 2 AR,

RyRE Copg XBBRLXBERE, CusFFHEHRRER Cuo
FFHEEARERE, HEEAL - ARNEAZLAO,N,S)HEET
H—A-SOr-AH, M Cog ABALIBERE, CoglkFHLHE
A Copn kb FHEEHRRE-RETARAL, = AFL CLEA £
A &4 ERAZAIRAREAXARTFRA, X RAEEL.
A, XEEARTFEE, A RARE Ca AL, CusHHA, Cog i
WAR Coo SRHERE, HEEAATLEA —ARET. RETFREAR
F. BREAR-SO-XH, FEKREL. BHEPRBEATAHELLE, =
AFE, B4 ERARAX -RAREARARFRK, X R, AREA
Cosit i, MIERELS—AREF, X RiREA%XEEARE, FE w
REAFE, RLEREDR, AR REABRRGEL, TR, wbwe i,
o, REATEIRXCE, APFHRE 1L 2 R3ARKREAY R
K EF Y8 L LAk,

XL R AHIFTEAHR, ReTRANRR, AH, &

ReFo R\ZHMEARFRAGHAERE Cou iR, CuZRAEE, X
ReREAFTE, FHZ R REK Coulth, X Re R 5L BEHE
BRT—REBREA 4-8 AN KRR THBFRRIEPEHLIRFS, HLHK
HOTERA—ANEARTRAETRARAELR-SO,- A AR —ABI 0 &
BT, BRPAREFETRFSTRE CL o ERK, X

RiFREALBEHERT —RERLA 4-10 MR B F 86 40 f0 X,

7
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P LRI EKERFL, AEXFLTEA AKX AR E(0.
N. SR FR—ARER-SO,-XH, ZFSTUH CLRE. ER
AFRE EoR sk KA ERASARAE. —RARAR
A 2REAKE —RASE KRARE. SERTHREA. wARA,
oo A R S A-1H-R R R RA,

Rs RKAEATH 1. 2. 3RA4ABRRE Y BRKGFE. XL, %9
A E, AP Y 4Nk, TAHMEAXRAE, X RsK L
Cis XEERL X HEBE, CogBWE., Copo iR, Cso RFBA,
Coa0 ZFRMER Csg FIH AR RsREAEE.

EXOUEBITHEEEY —AFHRPS(E 45— 8- 1H- %% HF 5
6 CifidE). XXM FRXWSHegstlised. koY p
BIARFMIKR, FHEAERG XA DE 4,5- = - 1TH-H2F 56
C/AEEERARALENNG LZAEBE, XA RE.

0=8=0
R5

AXPEFEADUESHWY E FHR. ZFAKRSPEZRED.

BFRT B, RARBW R/ R RAERBERBEARMTHTHRL
BAALSP ) RE TL AT X.

AZXRRGHALARAY CBiRIRERRER THIAHARFE
it m., BE. WA E2EHREK. CRLER. ApBR, A%
A, JEM. RA. BiF(appetence). HHWRB PN ZFE R EZ
THER. R WEKIER MEE, EH. SR, $ AR,
SMMEERRYG . TR, MEARA. MRESRKAB. Mh. TER
H¥m. BEREESE. XBAFER, KBEF. BBIM. TRA.
FHBY. AEXHRAR. BBl BREEBEE, HEHBLER,
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AERMTRIAERRFBOENCRERFZE, RPTRARXKKENCHE
BREER, CHESFRFEEL. FAR. B2, BEK. Kak,
Lo, %, FRER. FHAR. Bk, BERSLEER.

ERAEFTREEETAKKE CB, A& THA L L£(CHO) M
JIE 0 BE %) 3% B A 4E b A AL B4R 69 PHICP-55940, # 2 K X o
SR E CB G ERS . EMARRRALLBESBGHALT,
KHAHE@RBERSREPH-RARZ TS, SRR RTIRR
HERSBLELNGHEOREK. BIREARKTHINZTES LK
HbE.

AZRRSHGRKAEE CB, RRFEEAIE AL FAXMKE CB,
THRBRETAEYG CHO BRGDERFE LA L. BRERFILER
REBEFHRE, FEIZZTERGHFK AMP IEERBITRZ. & CB,
Z A B 3h A (4w CP-55,940 K, (R)-WIN-55,212-2) % 5 % CB, £ &4 8
EWTRARARERBME ST XRBLBEEHF T cCAMP 5954, # CB;
LA T BB TH CBy TR TN 4o X X 9 4040 Fr 3 3.

AAD G F B AL T )Tl &b 5 ik 3K4F, #4e:a)Francotte,
E.# Tong, Z. Chem. Abstr. 126, 213598; b) Rempfler, H.# Kunz, W.
Chem. Abstr. 113, 40432; c)Rempfler, H.#* Kunz, W. Chem. Abstr. 107,
217473.

i &4y ik Hl 4= a)EP0021506; b)DE2529689; c¢)Grosscurt, A.
C.%., J. Agric. Food Chem. 1979, 27, (2), 406, T ¥A 3% X (IID)# ¥ 1)
HKALTX), ¥ RKAEK.

B X(ADEHE BERAKESBR BT RKF XA P iR KT
), AP R, REEL

R,

0 ~o

BB AR AR E N e LEEFHAT, 5542 XAIDS Y
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AEXRAHEHHERGERIBENT:
AR 2 Al
FH1: XAIDLES B 5 XAV)HARFREBSTED R L,

NCS
0=T=o (v)
RS

B AR ELERNEN e PRI, WEEFAEX(V)HARER
BATAES, EF¥ R R Ryf Rst§ 8 Ldw RS W) T ATE.

S V)

TR 2: A(VHEH 5444 RRNH £ KA E 4 4 HgCl, 09
BETER, FAXMAASY. B B K LA BN 40 08P R4,

B RIB 5 A2

TR 1: XJAILESY

H (im

EX(VDH REATRETEDRE.
(0]
JIQ

OR,

)
=?=o (V1)

o)
R

o Rs RAEMBIE, #lde TR, RS E LA IENH o
1,4-= &R T AT, HFEFEX(VIDH 4,5-— St -1-FRESTLY,
A+ R, Ri. Ry Rs ¥4\t LR LSO F AL,

10
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R R,
N/ R,
N
Fo )
HN

|
O=?=O

Rs
YR 2 RRAABRANENHLIETF, X(VIDLEH5 Gk
Hde PCls BB, &4 X(VIIDH 4,5-— &b -1-F E /A GILWITE
#, A FR R ReyFe Rs ¥4 X EXLESHOMFHE, ¥ RA

ARERT, #ld= CL
R

N
—Ro (Vi)
N

|
0=$=0
RS

TR 3 X(VIIDELESH 5449 RRNH R B, ERKAEE
BEAMERN e = LT FHAT, FEXODES.

HHhE®E, BB FHEERTHLEYS R;RNH 5 X (VIID
WEWMBRE, BRFXEFLERABIGEFRRRFREF A R T
SABZEABo)FRIPRAR. HEBRC I RBEIRPLA, FEX0D
e (Rl 4e: T.W. Greene # P. G. M. Wuts, “Protective Groups in
Organic Synthesis”, % =&, John Wiley & Sons, Inc., %5, 1999).

B RH & A3

F & 1: XJAIL4s9

H (tm

EXIX)H AR EREKREITED R L.

11
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(1X)

O

=rﬁ=o
L
A RoyRE Calih. RERERREAMEMNH L CHRTE
vitfr, FFERXX)G REARBE, L+ R. R. Ryf Rs®4 L
e LRASBODF X, FR Rmfgi Cia kA,
R 1
T/—S-—-R,o (X)
\
0=8=0
s
A, THEIX(VESHE Ry -X AW R E KT X (X)L
2%, ER X PXREAZ LR, R yHE& L EXX)F L.
TR KRABEANEN L FTEY, XX)LEH 5444 R;RNH
HATRE, FEXDLED.
LR WG R EET F Lk b EH 50,
LEH 1
3-4-R X H)-N-(G-REX) BB E)-N-(k"-1-£)-4- X 1 45—
£-1H-st7:-1-F Bk
FE A ] N-(-|EXR)ZBE)R LA PR T & (CAS:
34543-04-9)(2.99g, 12.0mmol)Fut (4ml)# 1,4- =&} (20ml)%E & P
B 3-(4-R K H)-4-K K -4,5-— £-1H-%"£(3.39¢g, 13.2mmol), 357 %
BRAWMAE 100CHEHAF 4 I, AEREE, BELAVERT _ATHR
¥, REARAK., INHClFoKkst, SAKKEA TR, TEFAZTKRSE
ZE20ml kAR, HmFE-RTABGOmM), FIFERES ZE 20ml 4R,
BELBERERGHEK, FATFRARTEARFTELR, &4 3-¢4-
FERE)N(4-BFX By A)4- K X 45— S-1H- w2 -1-F 8L B
(4.75g, 76% = &), 1 & 211-214TC.

12
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#45 B ¥ 3-4-8FFEE)-N-(@-REX)HBEL)4- KX 45— &
-1H- %t & -1- F Bt Bk (1.42g, 3.00mmol) #= & £ 1L 5 (PCls)(0.63g,
3.3mmo) E R EX(ISm) P RADAEDARE Thik 1 bW, AZH
RREE, BHARG 3-4-REL)-N-(-8X X)) s ih)-4- KX -45- =
F-1TH-RH2-1-FERBEAEF TAK-_KFTRGEMDF, #5 1-&£
%% (1.08ml, 10.0mmo)R K. EERTHHF 16 IWE, REBWAK
AR, AERE. BREVWATEA-RTEABMIBE)FE££& 8, 74
%49 3-(4-REX)-N-(4-RFXR)%BE)-N-(RT-1-£)4- k£ 45—
S-1H-nt £ -1-F B (0.57g, 34% /* #). & 5 (MP): 213-214C. MS ESI":
556(MH").

EMTEHRB 196K, HETELESTALAIXXDHLSD.
ATFTR1ABF1P.

cl O i Q
NiN Ry
V N/\R4 )
oégo
Ry
%1
EH#H | R, Ry Ry | 8% CC) | MSESI* | # ®BX
(MH)
2 H hoE-1-5 F | 189-190 540
3 H g b-1-35 Cl | 190-195 542
4 H wefb-1-3 F 526
5 H | &%&¥-1-K (azepan-1y1) | C | 197-199
6 H | MX/BEX26-—Fh%=1-X | a | 110146
7 H 222-=RLEARA Cl | 149-151
8 H RTEEA Cl | 194196 545

13
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Bl 45 ZE10/150T

9 H 2-AEA Cl | 142145

10 | H L% Cl 503

11 H AL F 487

12 H "hoha- A a | 213216

13 H 2-(TH4-H) T Cl | 137-139

14 H 2-(%R-1-H) LR Cl | 168169

15 H 2O R-1-B) LA Cl | 155157

16 H HEFARLH LA F

17 | CH; H=FERDHTE Cl | 168170 HCl
18 H H=FERLHTE a 63-68

19 H HFERDHLE a 530 HCl
20 H HLEARHTLE Cl 544 HCl
21 H | 3:=74802-7482-4 | 572

22 H (N-FERAR2 HFR Cl | 149-159

23 H (N-FRaes3t-3- D7 a 570

24 H 4-(HERA1-B) TR Cl | 128130 598

25 H 3CH4-H)mit a

26 H H=FEAREH AL Cl | 221224 558 HC
27 | CH; (=FARHARE F | 93(dec) 556 HC
28 | CHs -RELE a

29 H H=FERSH AL F | 105-109 542 HC
30 H 3-(1H-%4-1-H) AL a

31 H -fAA A Cl 532

32 H A=FARBHTRA a 201 560

33 H H=THEEL LRAE a 210 588

34 H HFEDHTAE Cl | 99102

35 | CHs HLEHTLE Cl | 157-158 573

36 H Es 3% 3 F 501

14
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37 H 2-RRTE Cl 517
38 H 252 FEARE a

39 H -BARE a | 129132

40 | CH3 R Cl | 208211

41 H L% 3 CF; | 178180

42 H 2-RTR Cl | 100-103

43 H 2-RTE CF; | 132134

Ax1

44. 3-(4-FEE)-N-FAE-N-(G-FEERA)S B L)4-% % 4,5-
= S-1H-4L"-1-F K. MP: 151-152 °C.

45. 3-(4-BFEE)-N-FEAN-(Q-FEEXR)SBL)4-F % 45
Z &-1H-ub-1-F k. MP: 145-146 °C.

46. 3-(4-B X E)-N-FARE-N-(Q4a5- = REL)Sm R )4-2 5
-4,5-— f-1H-%t-1-F K. MP: 160-162 °C.

47. 3-(5-RE9-2-H)-N-(4-8 X 2)ZABA)N-FAEAL 4-% 2
-4,5- = f-1H-%k-1-F B, MP: 180-181 °C.

48. N-(4-RXE)FBRE)-3-U-AEE)N-FEA4- XK 45 =
S-1H-7t"£-1-F k. MP: 201-203 °C.

49. 3-4-REXE)-N-(4-REL)KBEE)N-FELA-G-(ZATF
)X 3)-4,5- = K-1H-wt=-1-F Bk.MP: 80-83 °C.

50. 3-(4-AFXE)-N-(@-BFX X)) mE)-N-FAL-4-2,6-— A%
£)-4,5- = S-1H-#t = -1-F BE.MP:174-177 °C.

51. 3-(4- R EE)-N-((4-RFEKL) B B A )-N-2- & T £ )-4-(2,6-=
AER)-4,5-— A-1H-%t=E-1-F Bk, MP:153-155°C.

52. 3-(4-RAFE)-N-(4-RFX )R B E)-N-2- R T £ )-4-3-R %
X)-4,5-— S-1H-wt=-1-F Bk. MP: 130 °C.

53. 3-(4-RFEE)-N-2-RLA)-4-B-AFXE)N-(U-(ZRFH)%
A)srst R )-4,5- — £-1H-%t-1-F K. MP: 155 °C.

15
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54. 3-4-RFEE)N-(4-REXR2)ZBE)4-C-A X L)-N(F &
X)-4,5-— G -1H-wb=:-1-FBk, £EZHE.

55. 3-(4-REX)-4-3-REE)-N-(FEL)-N-(@-ERFTHER)
B RX)-4,5-— S-1H-sb = -1-F BK. MP: > 260 °C.

56. 3-(4- R FE)-N-(4-REEL)BR 8K )-4-2- A X £)-N-(F &
A)-4,5-= S-1H-L " -1-F BK. MP: 162-164 °C.

57. 3-(4-REE)-4-2-AFXE)-N(FEE)-N-(U-EZRFHHER)
B A)-4,5-— S-1H-st-1-F Bk, MP: 147-149 °C.

AEMGF XHETEAXNXIDG 29 Med . 7| FT4£ 2 %
%2 .

cl O Q

N/\N

T)—Rﬂ (xm)

0=$=0

:

%2
$#H] | Ry | Rz BE CC) | MSESIY | #BX
(MH")

58 Cl | 1234w 855H-2-2 589
59 F |1234-w&75d2-% 573
60 F | wedbh1-4 511
61 C | TH4-i 543
62 F | "Bk 527
63 Cl | KREXRTHRA-E 200-202 513
64 F | 8FEXTR1-£ 497
65 | 4+#A%%-1-% 112-117
66 a | 3-EEAR%-1-£ 218222

16
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67 Cl | HFRATHRR-1-4 185-188
68 Cl | LI-=FHRD4-£ 120 591
69 Cl | 4+¥4%%-1-1 556
70 Q| DABRR-1-£ 260 624
7 a | 35-MX-—Faisg-1-4
72 F | 4F4A%%1-4 540
73 F | 35-MX-—Fi%k%-1-£ 554
74 F | I4)BR-1-5 >280 608
75 F |45 14 -8%%1-4 115 554 HCl
76 Cl | 14=8%¥F1-£ 84
77 F |14=f%¥1-%
78 G | 2,6-MX-=FE%%E-1-1 100 (dec.)
79 F | H=FREDR%E-1-A 211-214
80 F | %%1-4 88-90
81 Q| 44 H)yrdk1-& 224-226
82 C | 4Q-=FRAEALERE-1-4
83 A | 4G-=FEEEADH%RE1-E | 163-165
84 Cl | 4+3-BEALRE-1-4 > 140 (dec.)
85 Cl | 2,60 X-=—F 4P o%k%-1-4 | 7580

B X 2

86. N-[3-4-AFH)4-G-(ZRTFE)X X)-4,5-— K -1H-%b = -1-
F)4-FEAE-1-2) 2 PR |-4- K X588, MP: 97-100 °C.
Akmeg s XH & LAXXIDMLESY. 5 T4 3 A FLF

ik
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02818189. 1 oM P FE14/16m

) &,
i
NN R, X
N/ "/\R‘
O=i=0
%3
E#H | R, R4 Ry3 BE (°C) |MSESI'
(MH")
87 H -(—FEARL)RA CH; |136-138
88 H N-F A% 4-% i-C;H,
5 76,45 89

N-[(4-F 3 -3-(4b7E -3-25)-4,5- = S -1H-wt = -1- K )(4-F X vk %-1-
)T P E]-4- R ERBLE

Fa A K 3-abr A F A MR Burger ¥, J. Am. Chem. Soc.
1950, 72, 1988-1990)(30.2g, 0.153mol)i% f# T YV 55 (400ml) ¥, H4& &k im
ALE@0.5ml). %%1.5ml)F4E R L HGE5ml, 37%KER). HER
CHAECABRET MK 210 4. 472 RESDEAANTRFATKR
%. HmAKF INNaOH Bk, HFERMFA-RTEARMIBE)ER. A
MERKEBR, ZREBATHR, SEMALTERSE. SHRENELGE
BLFl: MTBE) & 2-% 3K -1-wbve-3- K B 8 (21.4g, 67% /5 %), H—
#ri#. ESI-MS(MHM210.

H4 B #H 2-FE-1-w-3-AAHFQL4g, 0.102mol) XM T 2
BE(150ml) P, HHFmAKSBA04ml). R RS DEDABRE Tk 3
DE. AFHGREDERNERFATRE. Tk, BER_KF
RER., AERKRE, Z2RBATHR SEFALATES, BARY
4-F X 3-( % -3-4)-4,5- = & -1H-%t " (23g, 4 100% = %),
ESI-MS(MH")224.

FH C: HHey 4-FA3-(hR-3-%)-4,5- = S -1H-% % (9.81g,
0.044mol). [U-RFX X )BBA]| AR & K% % = 7 & (12.99g,
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02818189. 1 oM P ZE15/156m

0.044mo)Fr Z LBEMATmMD)R REM T THF. RSV AP 70
P, ARHGREDBINEBHATRE. BLAWERT KR
F.AMERAKE, BRBATHR, SBRATERSE. SR EHSBLGE
BaHl: FE/ZRFR=5/95(v/v))F4E N-(4-REE)RBi)4-% 2
-3-(R 5 -3-%)-4,5-= f-1H-t 2 -1-F £ RN K T 8 (7.15g, 35%
#), ESI-MS(MH")471.

4 D: i N-(4-RER)B#EA)4-XE-3-(R-3-4)-4,5-= &
-1H-vt»-1- 7 & R A4 B F B (1.50g, 0.0033mol)& % T ¥ X (25ml) ¥
& 4-F Rk E(Sml). HFREMAE 0T Mk 70 I, 44536
REBRANETRFAZTKRE. WMBALHA MTBE ¥4 5, 24
N-[(4-F 2 -3-( % -3-2)-4,5- = S-1H-t o -1-F)4-F A vkdk-1-4) %
¥ K ]-4- 5K -5 8L (1.39¢g, 83% = ). MP: 169-170C.

%34 90

(-)-(4S)-3-4-RE X)-N-(4- R E X)) BB A )N-FR A 4- % %
-4,5- = &-1H- " -1-F Bk

BEFHEES BIHFEG 3-G-REL)N-(4-LX 1) 8
A)N-FEE4- XX 45— K- 1H-s 4 -1-F (FRBZH:
Chiralpak AD)&K# (-)-(4S)-3-(4- KX X)-N-(4- X L )5 8 £)-N-¥
A A-4-FE-4,5-= F-1H-2-1-F ([0®°p] =-165°, ¢ = 0.01, T &)
XEHEKR., RFhiadh LK.
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