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AR A 2.3- 8 XAk A B A o sk K 0 %k
ko BRBERE > Eoboh o mbr & o aber £ o oEok
A0 1,234-mA-Robhh o EkXREDAE > WEHFS
ATRARBRARNOIAEEZRTRRELE  KRAEL  £4 =
A F XA > = R F & £ > £ X - -COOH -
-COOalk » -CO-NH-NRyR;; * -CONR;R; » -alk-NRyR;,
T A FTHRE AR BL REARBREA RAEAFTHR
Ao rAZRGARL RASGBALRE  REEARALE
R

R4 & % -alk-S0O,-R;; » -alk-SO,-CH = CH-R;; > ¥4 -SO,-
Ry A8 Het &K A-SO,- Ry; H&-alk-SO,- Ry A 89 XK
x>

RsKE&R T M E >

ReK xR X EwE > Het X Ar £ H -

R Z Ry THEAXRME  RXERTRKRE > RFE 2L R #
Ry ARBAAMBOHRRTHR 3-2 10-Behdafory B-X %
BOBRE RFREERTRELCARLEZBAR  RRAAMHEER
T ERFERA-—RSEREARKY -

Ry & Rio TAIF %48 & > Kk &R T %) & » -COOalk -
i RmAEBERE > -alk-O-alk LA L > REZ2Z Ry
ERoEAFREAZBBORIRTFHAR 3-2 10-Fogsafoag %1

fofe h E-RERNER  LERBERATRZLALEY &
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. % > -alk-O-alk %-CO-NH, % 5 £ 44 >

Ryg K&k & > Ar & Het £ F >
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FRT R E AKX ALE > -CO-alk » -COOH >
-COOalk » -CONR;,Ry; » -CO-NH-NR4R;5 » # £ 7 %
Ao m Az HERX kK EAmE A > -alk-NRj4Rys 0 -
NRi4Ris» &R A X > PEk > 24 2Lk K > Heto -
O-alk-NH-3% % # > OCF; » CF; » -NH-CO-alk - -
SO,NH, » -NH-COCH; » -NH-COOalk #% Het £/ > &%
AE_AAAEGBERTFEA_AET T RERKA -

Het X & 3-10-Baytafo e R Loy B-REROHER - £
C—RFMBEEAR RAIWERT ZAATERA—R%18
mERTEREE  RAEX THE RAEXAZRE & £
X OCF3; st CF; RR# > 28WBEERAATELEL N-4&
ey % X 8y o

R, Z Ri; THRAZMBE  RRXARTFTRIEE > FEZ R
2 Ry; XRIELHBORRTFH AR 3-2 10-Bohtafeeh E-
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Bt mAZE L -alk-O-alk Xz L » &2 Ry,
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R XFARAABURERETHAR 3-2 10-Fehsafeny B-
REFENHERE RFEREATEZLALBAA  RAANE
RT ERFEZBRA— XS B ABRAK >
Ry Z RisTHBRRRMBE  REXEETFTIREE  BEEL K
ABEREAREERE  RH L R Ris 2R E LB YA
BRIMM 3-2 10-BE0 et R0 E-RERNE
A RFERBEATZLACEZAR  AALWEBERT 4R
FEAA—RZMERE > AHX-CO-NH XA -
Het X%k 3-Z2 10-Bwia e R 0o BE- R BB
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ZATEA S ZRATFTRERAKY

Rs KX &B FRHIE
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Het X 3-% 10-E®Frfafo ) Rt E-RBFERGHBER >
24 A -—R5BRAR > MARMBR  ERATEA—R%
BREFRTARE  RAEK  THE RAEEE &4 &
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Foekek > KHeEwp > B > Bk > mbwg > wbwg o HwE 0 R
w0 wE Zek o wkvh 0 W R EERRW AeE 0 FHEERIA
FEA—RS5MBEREFRTRREEA  RAL  CHE > & R
& » OCF; % CF; B #y o
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T8 ¢c ~HRAEAKRICEANEESH s it — 28k
(#lde 1-B-—FTEABREBRA)I-TERIL Tk N

N-—RTEmL_BEE) R N N-BEA -k HF i
ToEBEEER e (Pl RxmR=Fk) BmE(=F
APBIB)RACHWER (P8 FR > 1,2-— R K XA
IR OCEREREGMFEREMET - LTHAKOR

BiTEY  wBmEAA AFRLEARBEZE LAV ARR
(Bldo = e R B > wbok > 1,8- = QB HE[5.4.0]F —-7-% %
1,5- —RER[43.0]E-5-H)XFATANHER LT R
Bl RA 0CERERESYHEEREREIT -

#r4& 4 R« COOH A X LETHAFH > X T4k R.C.
LAROCK, Comprehensive Organic Transformations,
VCH editor Ff it i # # -

X I 2 =% ¥ B8 T A KARTITAKY A.R. % 3 J.
Heterocycl. Chem., 271 (1994) &% DAVE P.R., J. Org.
Chem., 61, 5453 (1996)Frit Z A A BB N AT Z i B # -
AL BT REFTRAF:
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ARFXF R, A R;x &L A (DM ATi# > Hal & & & &%
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AEHEAF  WTRFAEAEZAERER e 1-4C 51 & B
(Pl CERTFTE)N  REZEARSBAAILYZHELET
AR KENH Z BB AT

HTHEBY  BR-—KAAALEEAT Ak N ERE
™H BB AT o

A CF o T FEAAEZMEREH 4 1-4C B8 b 4k B2
(Pllm CEERTFTE)R > EARBAEMIAELETH 2002 K
JEAH LR M AT o

#5 8 D ¥ T FEZRE GRISAR M. % # J. Med.
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Chem., 885 (1973) W AT il 7 ix 4T & &£ R RIALIT £ 4 8Y
BlbeW REBEFER Wl WA 0OCEREMNE
W R B EAT o AABERARE M RN P B E AR
LB g itsa» OCERBANE HEBBREMRE -

&M Ry-CO-R3 8 X ET 84545 » &/ KUNDER N.
G.% # J. Chem. Soc. Perkin Trans 1, 2815 (1997); MORENO-
MARRAS M., 7 Eur. J. Med. Chem., 23 (5) 477 (1988);
SKINNER % 7 J. Med. Chem., 14 (6) 546 (1971); HURN N.
K., & Tet.” Lett.,, 36 (52) 9453 (1995); MEDICI A. % #
Tet.Lett., 24 (28) 2901 (1983); RIECKE R. D.% # J. Org.
Chem., 62 (20) 6921 (1997); KNABE J.% #- Arch. Pharm.,
306 (9) 648 (1973); CONSONNI R.% # J. Chem. Soc. Perkin
Trans 1, 1809 (1996); FR-96-2481 & JP-94-261393 Py pf it &
=R

FraEM RsBr R ¥ ET8EF4) > T H BRANDSMA L.
% # Synth. Comm., 20 (11) 1697 s 3135 (1990);
LEMAIRE M. % # Synth.Comm., 24 (1) 95 (1994);
GODA H.% # Synthesis, 9 849 (1992); BAEUERLE P.
F# J. Chem. Soc. Perkin Trans 2, 489 (199). R 7 ik &
el NN

TAEH RCN AR X ETHFH > 2T A BOUYSSOU P.
%# J. Het. Chem., 29 (4) 893 (1992); SUZUKIN % # J.
Chem. Soc. Chem. Comm., 1523 (1984); MARBURG S.%
7 J. Het. Chem., 17 1333 (1980); PERCEC V.% 3\ J. Org.
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Chem., 60 (21) 6895 (1995) P Ff it 7 & % 43 -
A(Mited > £ Ry KE-N(Rs)-Y-Rg > TR#E W T RE
FRE M

2
R, \ Hal-alk
|
. Y-R
6
N

“le \ alk

AFXF Y R "R; AR X FEEZDLAXD P EZT L >
Hal Kk B £& T > HiiE@nk  fARET -

S o — R RAERER e E ekl 0 o R ALK
Bl — R FPRRREF)NEA =R Akl =%
)% A T ST E 20°C 8 A M & 47 -

FED I AEMRAB W sk h N AR L HF A
THAOCEREANE HFEMET -

Hal-SO,Rq 474 4 & 1 % £ T B /3 60 5% T % fi 40 5 5%
HALESFY HAREAARBALAERBERABENAELT
ERFLHER(FPle —RFTRREG)NERLEH -

Hal-CO-Re /74 WA E L THZ oy K2 THE R. C.

-15-

ABEREA R BB EZECNS) Ad#AE (210 X 29720 %)



1294420

AT
B7

B~ BHHEA (13 )

LAROCK, Comprehensive Organic Transformations,
VCH editor N Af it 7 ik 8 4% -
ADDLEHETRERTRESTEE #:

Rz-CO-Ra ' 4 RaBr + RZ-CHO
>~ s
R,-CHOH-R,
l ¢ R,
HN—— R,—CHB—Rs Ry N
e !
\R ~
‘ d R

ARFLP R "R A R 2 FEHERAIXDFE L
Ph X &K%k -

T a —REABEWTERN EAMALAIHFELETH
20CBERBER -

AE DY B RGBT AW EILSY > AR LN
MEH e LR R wark N OCERENET HBREMER
}@_ o

TEH cRARFLA W GRR > R ABA = FX&
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BEREWAELKEIAWRILRIBEMWEER XL ER v =&
Fht » R TRIAKIKFEARA OCERENE HEBRAE
M R A7

B dAALERR/BIALETHEWLTEARD 20CE
5B R JE AT

TH e RAEABRER L CLHERN > EHABRLSEHRBE (e

A7) R ILsy X A ATH 0OCEREANTHBRERR
J& AT e

#1A M R3Br B 4744 Ry,-CHO T AL ETHFay » &7
# 3% R. C. LAROCK, Comprehensive Organic Transformations, VCH
editor, pP§ Bf it 7 % B 45 o

;E(I)mé\% > £ Ry K&-N(Rs5)-Y-Re £H - £+ Rg &
AEBRKYRE  LTHEABEL Ry KE-NRs)-Y-Re(H +
Re A EBRAK X)X (DILEHEMH -

R RRAEFEREER(Fl e R FRAAG)RE =R
e # 20°CiE & & B & 47 -

AMs4 > £ R KE-NRs5)-Y-Rg K8 - £+ R¢ £
ZEA(ICOOREBRKGEXRE  LTHAFL_ETHAEHHTRE
B AMLEH(E R RE-N-(R5)-Y-Rg » £+ Rg &It &
EREABRKGEXEIIRBEEME -

WRE - EZEERERH T XARXAEL_R T A5
S50 CE25CBEBAT ©

K(DiLs&4 > £ Ry KE-NRs5)-Y-R¢ £F > £+ R¢ &
l-wbekwe R AR KK > & T Aub b v B #H & 09 X (D1 &
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%&@%%’%&%E%immé%zRJK%anN-
ReZ > HEHPFPRAAARTFRAMYK
WRBEEERLEEREERH W —_FEASZHEND 90CEE &

N

HARBELR TR BT EARERFTEE > THE

ZIANGEEL BREARHZATREOEEABEIARRE -
WFEAARTABEIOAIBE > TERERSOLE - Rk

ATROABOVTARBRG A F=-TART A FiRE > A7
A= FEATH R BLRX A BB EHAEREL - RS
ATROETOHTARERYHF ZCATHREARE=-TEA =T
EAFP®REA  ETRAAICw TEA&ERL > XEFRA FH#HHEet
(Bl P RAEAFRAIwaRB L) ATHABERAAL - R#EH
AEROATOOATAREANEBEHFloFRERT L) 3
AR 2-dt-1,3-"F ko o H AT AR #KX AL GREENE T.
W. et al., Protecting Groups in Organic Synthesis,
second edition, 1991, John Wiley & Sons o

AMIEHTRAER T EHeit > Bl AIEDH > &8 2
RER

AU HRBTHERTIIHADER > i HE
o L4 & B > 0 & #H PIRCKLE W.H. et ql.,
Asymmetric synthesis, Vol. 1, Academci Press (1983) -
RRELBUAEARIEAHERTREOR - FEB B EIH
MTREEFRAFT ZEB(ER > GRS AHELTHY
)
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ALY TREEANLEB R ABRBEL R RBE - )
ﬁb@ﬁfi#ﬁ%/& 'J'f(ﬂﬁ? v BR > &iﬁkﬁ’fbéﬁ/&’}ﬂ'}w&}@

BEITTEZHBENH TRANA XBRESR > 528
B BRB BEHERE LEBRRE TERBE HEER
B OMEE RLmBRBE BRARRBE Twhm®B®E > HF
A--AERE > BB YMB HRAARSE BB
REBEB T_BREBE  BRBEE BLBRBE > ZRILIBEBER
H-F X B -

A

AMDLEWRAAZHERLZHY - hF oA
Jk(cannabinoid) % %8 - # 5% CBl & > A 5% - ¥
febt® CBl SBERE > FATRAALGERFAL S A
BAPE A REAK CRERASLRL FREL -
B R A 4% & A 7 % % 89 % 5% (Hollister, Pharm. Rev.; 38, 1986,
1-20, Reny and Sinha, Prog. Drug Res., 36, 71-114 (1991),
Consroe and Sandyk, in Marijuana/Cannabinoids,

Neurobiology and Neurophysiology, 459, Murphy L. and
Barthe A. Eds, CRC Press, 1992)

@z,%%mé%?M%%%ﬁﬁ%%ﬁ%’@%%ﬁ%
CBRER WG BR O YN MSRAEMIER
%o Row BB MBOME 0 BARMAE  ARAERE F A
R RBR CLARARF TLERRKE  mEBEKRER
JE o FEHRBBERH > B RABLSERE S EEMHRRX M
Mgt > Tourette X BEH > BHEMREHRHE  HiEHER
B B WEMGIRNEGRR RIRERE REEFREAR
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o ARG KRR KR REERK 0 FEMREL
Bk RARBAR(TR RR) > e TIEER ABRER
BERBEBREY LBR(HEBL EREH AR TTH
It XKEH WEEY > XH_L+%) ARERAHK
B RE R RIFMEE LR ER - F S LT
B 7 B 3% % (intestinal transit) X &4 B R FEW -

A HEXm2HOR S THRE KUSTER J. R,
STEVENSON J. I., WARD S.J., DPAMBRA T. E.,
HAYCOCK D. A.7* J. Pharmacol. Exp. Ther., 264 1352-
1363 (1993)R Fr il & ik Bl & -

AR F 0 (D& ey IC A K F 3 1000nM -

KMo FREEG UG KRS ey s s # (CP-
55940)5] A2 o) RAK B E = > L1242 3 Pertwee R.G. %
Marijuana, Harvey D. J. eds. 84 Oxford IRL Press, 263-
277 (1985) W ATt & ik

AT o N(DILEHe) EDso hAXREH 50 £ £/2
Foo

R(DLeHmBERKEN - L LDso k# 40 £ L/ AF » 1
ETHELETR -

TREHRARER o
! |

M OI3MA=ZCEBEAR 110 Z L ED-2-ARBaEEL
FRAEAAEZRA TR 61.4 24 1-[2U4-AXR)FE]- 4%
T-3-KEH3EH_RAFTRAGERTY - A ETREH 68 I
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B > # R BB A 4% 3 A Bond Elut® SCX & (3 A%
500 B )N AR 2 EH R Tk —k > K#EA 2
ZH IMBRATERBGEELEE_R - KRERFES  BRE

(2.7 F)ABEZH - BHFEREHWED 5 TH AT K
N A3 BIKREZR ARBRA LR BE > RR(Q.7

Fha)R4EES - BT 60 25 N-{l-[F4-AXX)FT XL
BET-3-R}E9-2-AmElk > 549 &8 K['H NMR #
(300 MHz, CDCl;3, d ppm): 2.77 (% t,J =7 & 2 Hz:2H);
3.40 (£ t,7J =7 & 2 Hz:2H); 4.06 (mt, 1H);4.21 (s:1H);
4.85 £ 525 (A MW A4S 1H);, 7.06 (t, ] = 4.5
Hz:1H); 7.15 % 7.35 (mt:8H); 7.58 (mt:2H)] -
1-[#G-FXB)FRIRBRT-3- AT T H7 X E1F:
M 400 EH FTERRZREEBAMW(S0/50 Al )mA LT i
E#H-60CH s RMBREY 27 4 1-[RU-EXH)FE]- &%
BRT-3-AFHEmBEEN - REKFRENFTH 60C#HEHE 24
N RBEITH SRS EHAE IR REBERRQ.7T T4)
Bk o BARSHEN 500 TH 037N R ALMmAKER
¥ oM 500 EHCEMER=IKR S AEMBER 100
ZIAMBAKRRE 100 EHafe RALMBERE =k > ABRBKE
£ BRE > RRQ2T T)RE - R4 ATE EENE
@%ﬁ%%UﬂMﬂ—ﬂ?hW%@y5 R - BiF
14.2 5% 1-[2U4-EXEK)FPRA]-RERT-3-Ak Amg
Bl At pk 3L & B B o
1-[#4-8FXB)FRA]-A#ERT3-AFPEARBE T T

\%
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B7

A~ BRFAA (19 )

R3S EATABRBRLALATEN 10 4 man 12
B 1-[Z2U-AXE)FE]-R#BERT-3-84 200 4R 7F
WRHERY  REBREGMHAZEASTC  F8 10 4R 4
WA 3.8 Bfater o A+5CTHH 30 548 0 F3 20CHH#
20 N EF > LR EIRAMWA 100 £ K E 100 E2H £ T
WML REMWBE  BEHHE - AHREALKLE ARR
B4R B ORBR2.T TM)REEN - FFHEABE
BBk K 0.063-0.200 Bk > HE 40 A5 > HAE 3.0 A
P)EEERH A 05 EARRBRTART KRB K C &
BAM(T0/30 B ) EE > KR 100 BIHEH - &4 4 &
15 o BRBQR.7T FM)BEEs - B1F 1-[FU-2F %)
TE]-RERT-3-A7AmEE > 5% E&mEE -

1-[FA4-EXX)FR]-R#HRT-3-TH KATRITZKY A.
R.% A% Heterocycl. Chem. 271 (1994)p7 3 & % ¥k 35.5
A[BEU@-RFXX)TFEIRBERBER 11.0 EH a8y
oo o Bd 9.0 1-[BU-RFXA)FA]-RERT-3-8 -

[Z(4-RKXR)FRA]-BERBETHRE GRISAR M. ¥ A#
J, Med. Chem., 885 (1973)pf ik 7 i & # -
T 2

REAATH 1A LIR 2R 124 24 4-F AL KA
mided o WA 12 B4 N-(1-[EU-LEXE)F R LR
T-3-A}-4-FTAEAXABRGE 2L E4A4Y - ['H NMR
# (300 MHz, CDCls, 8 ppm): 2.70 (& t,J =7 & 2

Q

Hz:2H); 3.35 (% t,J =7 & 2 Hz:2H); 3.85 (s:3H);
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B B (2 )

3.94 (mt:1H); 4.18 (s:1H); 4.83 (d, J = 9 Hz:1H); 6.94
(& d, J =9 Hz:2H); 7.22 (s:8H); 7.75 (& d, T =9
Hz:2H)] -
T3

BREATEO L TR > 2% 140 £ 4 4-2mleE X4
RERRAY > BT 13 A N-[4-(N-{1-[HFU-RFXL)FTE]
RBEBRET-3-A)-mmA)EKR | ik AL EEEY -
['"H NMR # (300 MHz, CDCls;, & ppm): 2.26 (s:3H);
2745 R t,J =7 B 2 Hz:2H); 3.39 (52,1 =17 & 2
Hz:2H); 4.01 (mt:1H); 4.22 (s:1H); 4.92 (d, J = 9
Hz:1H); 7.32 (mt:8H); 7.49 ()% s:1H); 7.68 (& d,J =9
Hz:2H); 7.81 (& d, J = 9 Hz:2H)] -
£ Hl 4

RETEA L AR 2k 114 2% 4-FRE XL
fAes > BAF 19 £ N{1-[BU4-AXB)FPRIAHET-

Ei-4-FEAXAmmb > A& 645%% - ['HNMR 3

(300 MHz, CDCl;, 6 ppm): 2.42(s:3H); 2.71 (% & t, ] =
7 % 2 Hz:2H); 3.36 (& t,J =7 % 2 Hz:2H); 3.97
(mt:1H); 4.19 (s:1H); 4.81 (d, J = 9.5 Hz:1H); 7.15 &
7.40 (mt:10H); 7.71 (& d, J = 8.5 Hz:2H)]
TH S
EREATEW 1 T T/ > {2k 142 £ % 3, 4-—F A EX
B R ALY 0 KT 10 24 N-{1-[2U-&XH) 7T IR

3-K}-34-—FRAAREAmERE AL EF Ky -

é\\{»

E-3
3k 2

\a?:

%m
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B BEHHA (2 )

['H NMR # (300 MHz, CDCls, & ppm): 2.72 (5 & t,
=7.5:2H); 337 (5% t, ] =7.5 Hz: 2H); 3.85 %
4.00 (mt : 1H); 3.91 (s : 3H); 3.93 (s : 3H); 4.19 (s :
1H); 4.84 (d, J = 9 Hz : 1H); 6.90 (d, J = 8.5 Hz : 1H);
7.23 (mt : 8H); 7.29 (d, J = 2 Hz : 1H); 7.43 (dd, J =
8.5 % 2 Hz : 1H)] »
T 6

EEAEA L RELER 2 117 £ 4% 3-A 5488 EA
A BAF13.5 Bh N-{1-[HF4-AX B FTRIR%EET-
-EY-3-AEAmEmAE o AL ELHEY o ['H NMR # (400
MHz, CDCl;, & ppm): 2.79 (5% t, J = 7 & 2 Hz : 2H);
343 (538 t,J =7 & 2 Hz : 2H); 4.05 (kp8iEAd Y
1H); 4.24(s:1H); 4.91(k 488 &4 : 1H); 7.20 £ 7.40
(mt : 9H); 7.50 £ 7.65 (mt : 2H); 7.67 (& d, J = 8 Hz :

1H)] -
B 7

REAEN | PRI E {2k 147 £ % 3,4-—FHAX
AmmaAas  HF 20 24 N-{1-[F@-KRXL)FTAIE

BET-3-A)-34-—aXidmmh 2L eh#yw - ['H
NMR 3£ (300 MHz, CDCl;, 6 ppm): 2.77 (5% t, ] =7 &
2 Hz : 2H); 3.40 (& t,J =7 %2 Hz : 2H); 3.98 (mt :
1H); 4.21 (s : 1H); 4.85 £ 5.15 (ko #8444 : 1H);
7.20 £ 7.35 (mt : 8H); 7.57 (d, J = 8.5 Hz : 1H); 7.65
(dd,J = 8.5 %22 Hz:1H); 7.93 (d, J =2 Hz : 1H)] -
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TH 8

REATES L AT R 2% 121 £4 3-8 4 XA &
gk HiF 21 24 N{I-[RU-EXEX)TAIA#HET-
3-&}-3-RAXEmmAE - AL &A%Y - ['HNMR 3#
(300 MHz, CDCls, 6 ppm): 2.76(#» % t, ] =7 % 2 Hz :
2H); 3.39 (#& t,J =7 % 2 Hz : 2H); 3.99 (mt : 1H);
4.21 (s : 1H); 4.80 £ 5.60 (REWM A »d#H45%:1H); 7.15
% 735 (mt : 8H); 7.65(t,J =8 Hz: 1H); 7.86 (% d, ]
=8 Hz : IH); 8.05 (& d, J = 8 Hz : 1H); 8.13 (& s :
1H)] -
B9

BEATEA | AT RF {2 142 £% 2,5-—FRAX
Ammaesr  R7E 21 28 N-{1-[2U-&XH)F XL
BET-3-A}-25-—_VaAXAmmlk e iddy -
['H NMR 3 (300 MHz, CDCls, & ppm): 2.73 (5 & t, J =
7% 2 Hz : 2H); 3.27 (% t,J =7 % 2 Hz : 2H); 3.80
(s : 3H); 3.85 £ 4.00 (mt : 1H); 3.94 (s : 3H); 4.19(s :

—

1H); 5.32 (d, J =8 Hz : 1H); 6.94 (d,J = 9 Hz : 1H); 7.05
(dd, J =9 %2 3 Hz : 1H); 7.23 (mt : 8H); 7.40 (d,J = 3 Hz :

1H)] -
£ 10

EEAEP L MRETR 2k 147 2% 3-Z P E %A
REER A BF o N-{1-[Z(4-8FXK)FRIR#ER

-
T-3-A)3-ZATAXAmmMl 2L 6A4H - ['H
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B BHHEHE (23 )

NMR # (300 MHz, CDCl;, 6 ppm): 2.79 (%% t,J =7 &
2 Hz : 2H); 3.41 (& t,J =7 %2 Hz : 2H); 4.03 (mt :
1H); 4.23 (s : 1H); 4.80 £ 5.10 (B i »#&#A 4% : 1H);
7.20 £ 7.35 (mt : 8H); 7.68 (t, J = 8 Hz : 1H); 7.87 (&
d, J =8 Hz:1H); 8.05 (& d, J =8 Hz : 1H); 8.15 (& s :
1H) -
Tl 11

ETITTEF L AARATE 2R 136 Ea%-2-Amak
¥ KT 20 24 NAL-[RU-KFXE)FEAIRHERT-3-
A}-%-2-AmEmlk AL EAHEY - ['H NMR # (400
MHz, CDCl;, 6 ppm): 2.74 (mt : 2H); 3.35(mt : 2H);
4.02 (mt : 1H); 4.17 (s : 1H); 4.96 (k5 #8444 : 1H);
7.10 £ 7.30 (mt : 8H); 7.64 (mt : 2H); 7.78 (dd, ] = 7 £
1.5 Hz : 1H); 7.90 £ 8.05 (mt : 3H); 8.41 (& s : 1H) ]~
T 12

ETITEN | TR > 2R 136 T 5 %5-1-Amat
o B3 52 24 N{1-[2U4-AXEX)FRIR %% T-3-
A)-%-1-AsmElk 2L E&8K - ['HNMR # (300 MHz,
CDCl;, 6 ppm): 2.63 (5% t,J =7 % 2 Hz : 2H); 3.20
(& t,J]=7%2Hz:2H); 3.90 (mt : 1H); 4.12 (s : 1H);
5.26 (k48 A4 : 1H); 7.16 (mt : 8H); 7.52 (t, J = 8
Hz : 1H); 7.55 £ 7.75 (mt :2H);7.95(d;l= 8.5 Hz : 1H);
8.06 (d,J =8.5Hz:1H); 8.23 (dd,J =7.5 2 1 Hz : 1H);
8.64(dvl=v85 Hz : 1H)] -
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B~ B (2 )

E# 13
BREAEG L MATR 21X 128 % 3,4-Zf FEAX
BAmEmaksy 82575 N-{(1-[ZU-AXA2)FL]I8%
BT-3-K)34-—AXEAmmE - 20 eh#hyw - ['H
NMR # (300 MHz, CDCl;, 8 ppm): 2.76 (% t, J
7.5 Hz : 2H); 3.39 (£% t,J = 7.5 Hz : 2H); 3.98 (mt :
1H); 4.20 (X% s : 1H); 4.85 £ 525 (L% k5o
4 : 1H); 7.15 % 7.35 (mt : 9H); 7.55 & 7.75 (mt :
2H)] -
14
REATEM LARIF > {20k 108 £ % 1-F Hvkek-4-
Rk BWF 22 24 N-{1-[RU-RXE)FEIR#
BT-3-K}-1-FE-1-H-wkeb-4- L 2L EHBK -
['H NMR 3 (300 MHz, CDCls, i /w$ % CD;COOD d4,
o ppm): 3.22 (mt : 2H); 3.67 (mt : 2H); 3.74 (s : 3H);
4.10 (mt : 1H); 4.65 (£% s : 1H); 7.27 (mt : 8H); 7.47
(L% d,J=1Hz:1H); 7.53 (£ d,J=1Hz: 1H)] -

T 15
EFTAEP IR LE 20 152 2% 4-LE8lx£-3-5&
Y g ﬁﬂi&“ B3 69 4 N-[4-(N-[HU4-8%XKX)7F

RIRERT-3-A)-mmeaiA]2-aX ek 2368
& o ['"H NMR # (300 MHz, CDCl;, & ppm): 2.30 (s :

3H); 2.73 (mt : 2H); 3.38 (mt : 2H); 3.97 (mt : 1H);
4.19 (s: 1H); 7.24 (s : 8H); 7.70 (dd, J =7 % 1.5 Hz :
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2 BAFEA (25 )

1H); 7.78 (&% s : 1H); 7.86 (d, J = 1.5 Hz : 1H); 8.61
(d, T =7 Hz : 1H)] -
1 16

#H 079 EHZCLABEFTEAZA THA 0.7 £ 1-[%
(-8B XB)FR]-RBERT-3- LA 25 £2H A THAY
BRF - HLREAEMWAZEH 0°C REALF MW 1.2 %
Mg -3-RRBAN 25 EHA KR FRANER  REAETR
B 16 I - WERRBRREMWA 50 EX_ATHRFHEE B

B 25 EHAMBAKRE K  ABAARBEE LHEER  BE
B2 THMYRBES - HMFREWABB LN é
e AL [ BERl 0 R T/ T BE(97.5/2.5 BMk)] - B iF

0.7 £ N-{1-[#4-EXH)TRIRERT-3-L}mbg-3-%
R AILEBRR  EARRABAATEHRAAILEH K -
¥ 2 164 °C o

whwg-3- 3k 7% 8 £ T 42 ¥ Breant, P. et al., Synthesis, 10,
822-4 (1983)prik Hix & # -
) 17

M 0.214 % 4-AAXERERA 028 EH=ZCABEAER
@R Tt 0.307 & 1-[F(4-RXK)FA]-RHERET-3-
A 10 EF R FHRNGERT - AEREH 16 I8
é’k&ﬁ& M 10 ZTHAMBARE > ARBRE LR B
B ORRBRQR2T THM)REENL ARG UABZBEEERE

Batrehib[sbadd 0 —R TH/B8KCE(100/0 £ 95/5 &
RE)HE] - K7 0.18 & N-{1-[#U4-&XH)FEIR#R
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B~ BEAGA (26 )

T-3-A}-4-REXABBME > g e K - ['HNMR #
(300 MHz, CDCl;, & ppm): 2.74 (£% t, J = 7.5 Hz :
2H); 2.39 (£% t, J = 7.5 Hz : 2H); 3.98 (mt : 1H);
4.20 (s : 1H); 4.79 (d, J = 9 Hz : 1H); 7.10 & 7.35
(mt : 10H); 7.86 (mt : 2H)] -

Tl 18

AEH 17 BT B 0 4200 0.25 % vbok-8- & 5% i £ A2
¥ BT 036 % N-{1-[2U4-RXX)FPRIR#BHET-3-%}
Bk -8-RimEilr 0 A EH K o

['H NMR 3 (300 MHz, CDCl;, & ppm): 2.63 (& & t,
J=7 & 2Hz:2H); 3.16 (5% t,J =7 % 2 Hz : 2H);
3.98 (mt : 1H); 4.11 (s : 1H); 6.77 (d, J = 8 Hz : 1H);
7.15 (mt : 8H); 7.61 (dd, J = 8 & 4 Hz : 1H); 7.64 (dd,
J=8 & 7.5 Hz : 1H); 8.06 (dd, J = 8 & 1.5 Hz : 1H);
8.30 (dd, J =8 & 1.5 Hz : 1H); 8.40 (dd, J =7.5 & 1.5
Hz : 1H); 9.09 (dd, J =4 Z 1.5 Hz : 1H)] -

F4 19

AEH 1T T F 124 0.14 EH XL Bma Ly &
035 N-{1-[24-AXX)FRIRBHET-3-2 X4
B AaEem R -

['H NMR # (300 MHz, CDCl;, & ppm): 2.75 (&% t,
J=7.5Hz:2H); 3.40 (£% t, J = 7.5 Hz : 2H); 4.03
(mt : 1H); 4.22 (s : 1H); 4.79 (d, J = 10 Hz : 1H); 7.31
(s : 8H); 7.45 % 7.65 (mt : 3H); 7.87 (% d,J = 7.5
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Hz : 2H)] -
%] 20

AFEH 17 Rl T 5 42k 0.21 £(RE T R)mm AL
¥ BEF 027 £ N-{l-[24-AXE)FRIA#HET-3-
EYXRETFTR )iz 59 &h R -

['H NMR 3# (400 MHz, CDCl;, & ppm): 2.76 (% &
J =7 % 2Hz:2H); 3.41 (#%1t,J=7 % 2 Hz : 2H);
3.85 (mt : 1H); 4.20 (s : 1H); 4.23 (s : 2H); 4.46 (d, J
=9 Hz : 1H); 7.25 £ 7.45 (mt : 13H)] -
T4 21

AEH 1T IR 2R 30 BIF_R TN 0.42 %
35-—RAXAEmEBALY > AAMEA 20 BHAMBKE =
R BABH LA ER L[ EE @ —R /78
(100/0 = 95/5 FAw)H E]IE > #4F 0.1 & N-[4-(N-[#%
G-BXE)FTRIRBET-3-2)-3,5-— XAk &
Femk -

['H NMR # (300 MHz, CDCls, & ppm): 2.77 (& £

=7 B 2 Hz:2H); 3.41 (5#%t,J =7 % 2 Hz : 2H);
4.01 (mt : 1H); 4.21 (s : 1H); 4.90 (d, J = 9 Hz : 1H);
7.02 (tt, J = 8.5 % 2.5 Hz : 1H); 7.20 £ 7.35 (mt : 8H);
7.38 (mt : 2H)] -

35-—AKRABRBATHREZEE ZH 9615887 554 # -

4] 22
AEH 21 PRI F o {2k 0.2] Hwbwe-2- K A A
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0.17 EH =T ApeAedl > Tk 30 SHABAS A HRiER =
R BABBEELERER > L[RER  —RFTK/TFE
(100/0 = 98/2 FM)BHAI#E > H4F 0.3 & N-{1-[%#(4-
RAE)FRIAHEERT-3-R)-hw-2-%R&Efk > &9 &

%

['H NMR 3 (300 MHz, CDCl;, & ppm): 2.78 (%
J =7 & 2 Hz : 2H); 335(/\§‘t,J=7&2Hz:2H);
4.12 (mt : 1H); 4.20 (s : 1H); 5.30 (d, J = 9 Hz : 1H);
7.15 £ 7.35 (mt : 8H); 7.47 (ddd, J = 7.5 %2 5 % 1
Hz : 1H); 7.90 (£% t, J =7.5 & 2 Hz; 1H); 7.98 (£ %
d,J=7.5Hz: 1H); 8.65 (£% d, ] =5 Hz: 1H)] -
e -2- A R B & T R Corey,E.J. et al.,, J. Org.
Chem.(1989), 54(2), 389-93 Ff i 75 i & & -
T #l 23
# 0.104 EHE A ETRMA 0.24 % N-{1-[#F(4-&
FKE)PA]-RBBET-3-£1-3,5 —AXR) ks 6 &
F—FREBRAGERT > WBEHHA 90T 18 B o
R BEREHA 30 BH_RFRAHE > A 30 TIHAMK
MAEMRBEZR - AERBARBRE LHE > B RERQ.7
%#é)ardﬁéﬁc c REBMABTH LN ER > A=

APk dk - 24F 50 24 N-{1-[2U4-AXH)TFTHI8%
BT-3-K}-C-A-5-wkeme-1-A XA )Rk 289 &6
% o

['H NMR # (600 MHz, CDCls, 3 fn 2 % CD;COOD d4,
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0 ppm): 2.04 (mt : 4H); 3.20 % 3.35 (mt : 6H); 3.60 (t,
J = 8.5 Hz : 2H); 4.14 (mt : 1H); 4.57 (s : 1H); 6.31
(% d,J =11.5 Hz : 1H); 6.70 (£% d, J = 8.5 Hz :
1H); 6.72 (%% s : 1H); 7.20 £ 7.35 (mt : 8H)] »
B ) 24

M 0.26 & N-{1-[#4-RFXE)FE]-R#BERET-3-4}-4-
AAEERBIEND S EHUERBRNNERATEEAAZRAT v
#A 205 £ % 80% AR 10 EHwW AR~ N E TR
Foo A 20CHHF 1 DEFE > m 60 I BT I 0 KRB B
# 16 BF > B FRAMA 30 BB IE A 20 BHEK
MK - ABMAARBRELHIE > BE > RERQR2.7 Tw)EsE
EH - BRBRUYAZHLAENER S L[ hd @ R ik/
BEER L BR(90/10 mAL)] - #4F 19 4 N-{1-[#“4-8X
R)FPEIQBET-3-A}-N-FEA-AXEAmulk 596
*,\;K o

['H NMR 3# (300 MHz, CDCl;, & ppm): 2.69 (s : 3H);
3.02 (K% t,J =7 Z2Hz:2H); 335 (X% t,]=7 &
2 Hz : 2H); 3.91 (mt : 1H); 4.27 (s : 1H); 7.15 & 7.35
(mt : 10H); 7.75 (dd, J =9 % 5 Hz : 2H)] -
4 25

AEB 24 TF 0 {20 0.25 % N-{1-[%(4-REE)F £]-
REET-3-A)-v-h-8-£2 & 18 T % 80% mAbsnieds - »
BEEERNER > L[k - ROk/BEERK CE5(80/20
FRW)] - BF 70 2L N-[4-(N-[#24-& X2 7L %

-32-

A&ER BN+ BB RXZEECNS) A4& (210X 2970 %)



1294420

AT
B7

B BB (30 )

BT -3-4&)-N-F & ok ok -8- 3 5% 85 i >

['H NMR 3 (300 MHz, CDCls, 8 ppm): 3.00 £ 3.10
(mt : 2H); 3.05 (s : 3H); 3.35 (mt : 2H); 4.27 (s : 1H);
4.93 (mt : 1H); 7.15 £ 7.35 (mt : 8H); 7.50 (dd, J =
8.5 Z 4 Hz : 1H); 7.62 (dd, J = 8 % 8.5 Hz : 1H)];
8.03 (dd, J = 8.5 & 1.5 Hz : 1H); 8.22 (dd, J = 8.5 &
1.5 Hz : 1H); 8.48 (dd, J = 8 & 1.5 Hz : 1H); 8.98 (dd,

=4 % 1.5 Hz: 1H)]-
Tl 26

AEH 24 T/ > 124 0.21 £ N-{1-[Z4-2XE)F &]-
RBET-3-A)}-XAm@mKEAR 17 £4 80% AL
Fo I AB T BB 3R BT 80 FH N-{1-[#
G-ARXB)FRIARBERT-3-AI-N-PEAXEARMmAE 59

&AM ['H NMR 3# (300 MHz, CDCls;, & ppm): 2.70
(s :3H); 3.03 (% t,J =7.5Hz:2H); 3.37 (&% t, ]
= 7.5 Hz : 2H); 3.94 (mt : 1H); 4.28 (s : 1H); 7.20 %
7.35 (mt : 8H); 7.45 % 7.65 (mt : 3H); 7.74 (£% d, J
=8 Hz : 2H)] -
) 27

VX%M 26T/ > 1204 0.17 5 N-{1-[H4-XX)F7 X]-
RERT-3-B}-(XATR)mEEER 14 £ % 80% & itk
oo 3 20 C HEEH 48 I ABB LK ER >
At A C —R FPh/BEBR CE95/5 M) 4 EF
120 €% N-{1-[24-AFXX)FTE]IR#EET-3-£}-N-F &
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(KA P R)Bmfik > 58 &8k ['"HNMR 3# (300 MHz,
CDCls;, 8 ppm): 2.81 (s : 3H); 2.88 (£% t,J =7 & 2
Hz : 2H); 3.16 (%% t,J =7 & 2 Hz : 2H); 4.10 %
4.25 (mt : 4H); 7.20 £ 7.40 (mt : 13H)] -

5] 28

M 0.307 £ 1-[RUA4-EXR)FTR]- BB T-3-AkER
AEBRAMA 0412 £ 13- X_mB —fILH R 0.165 £
=T A 10 EHTHERGERT - A TEREHE 3 I H
# o fe 0.28 BI 20089 R 5% BERERLEMENE R
T ol8 K& KRG HBIE - RBRQL.T FH)EHESL -
BB A (B XD 0.06-0.200 Bk > HE 35 Ay HE
2AVEE R M AAROIBTA R Fiikit > A A
ZRFR 1% PERSHEE BA_RKTR + 2% F &
(ZMr) ik WE30-BIKG > &4 23 234 4 0 &
B(2.7 Ti)REEH - F 90 % N-{1-[FU4-AXKX)F
AIRBERT-3-A)3-EnmAXLismik 29 6EHE
['H NMR 3 (300 MHz, CDCls, & ppm): 2.78 (£% t, J
=7 Hz : 2H); 3.35 (£*% t,J =7 Hz : 2H); 4.01 (mt :
1H); 4.24 (s : 1H); 5.27 (o #8464 : 2H); 5.61 (%
>#EAY : 1H); 7.15 £ 7.35 (mt : 8H); 7.67 (t, J = 8
Hz : IH); 8.04 (L% d,J =8 Hz: 1H); 8.12 (&% d, J
=8 Hz : 1H); 8.49 (X% s : 1H)] -
B 29

M 0.031 EH—RARAmIb_E&Ax 30 4% 1-[#(4-
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RRAB)TRIRERT-3-A4 05 THEXR_KTRA
MER R 3 EHBXA_RKRFTREELARTAY 23CHh
A 80.1 B RXRBARRE 27T EARAXA =% 05 %
HAFREFTHEEAGERT - 544 23CH 17 ) H# > BRE
BAEMBEN 3-EZH SPEH L HRL 1 ARTPEAETERE
By SCX e A5} PEER_Kk> B 429 0.1N £ F&E
M4 ZEIH] INRZTEEBEFEREY - H 2T E oy R
G ASTCTERATAE  RERY 40CHRE(l £8)%
B o BT 2--%%&&%&-&{1-[@&(4-%*%)wg]ggﬁzﬁv
Ay ®mk o 58 & E#['H NMR # (500 MHz, CDCls;,
0 ppm):2.96 (rnt : 2H); 3.51(mt : 2H); 4.00 (s : 2H);
4.34 (ko ##EASM: 1H); 4.48 (mt : 1H); 7.10 (ko3
MA Y 1H); 7.20 £ 7.45 (mt : 8H); 7.57 (t, J = 8 Hz :
2H); 7.70 (t, J = 8 Hz : 1H); 7.90 (d, J = 8 Hz : 2H)] -
T 30

# 0.031 EH_ERARIL_ZE8E 30 % 1-[#4-
ARARB)TRIGHEERET-3-AEA 05 EHEK_KTRR
MER B3 ZEHEBKXK_RKRTFREBFEEAATHAEY 23Ch
# 85T EAXBBARE 2T BARRERZ AN 0.5 3
%?%‘T’ﬁ&ﬂé’rméﬁ;‘éﬁ&‘i’ o A 23C® 17 JEFHE > KRB
ReMBA 3-ZH SPEHE RS 1 AATFTHARER
i)y SCX o NS5 B FPER_K  BR 4534 0.INHTE
oM AZEI INRTEREFAREY - K LTEHE oY H
A ASTCTERATAE  REBERAL 40CHR(1 £E)%
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Beo BAF 2-XBRmA-N-{1-[RU-AXE)FPRILHET-
3-K)-2-(FR-4-mmA) Mk > A% & ['HNMR
# (500 MHz, CDCl;, 8 ppm): 2.85 (t, J = 7 Hz : 2H);
3.07 (s : 3H); 3.48 (t, J = 7 Hz : 2H); 4.24 (s : 1H);
4.49 (mt : 1H); 7.19 (£% d,J = 6 Hz : 1H); 7.20 %
7.40 (mt : 8H); 8.40 (s : 1H)] -
B 31

AEW 30T T /F > B 85.7T £ % 3-R-4-FRA#Hmix
-2 27T BRARRF =N 0.5 BHF AV 8@
meyiEik > 0.031 EH—RAmEmib Tk 30 2% 1-
[FU-EFX R TFTERIRBET-3-AEA 0S5 2H £k _& T
MR ER > A3 EHRKR_ATioied  HEFEOGC-R-4-F
%%ﬁ%%%iﬁ&%ﬂ{%mﬁﬁ%ﬁﬂﬁﬁ%ﬁTd-
EymfE A% &5 4E%['H NMR # (300 MHz, CDCl;, &
ppm): 2.44 (s : 3H); 2.96 (k4 ##A &4 : 2H); 3.52 (%
SEEASY  2H); 3.98 (s : 2H); 4.35 (ko884
1H); 4.49 (mt : 1H); 7.00 £ 7.30 (A% x5 d#H44Y
I1H); 7.20 £ 7.45 (mt : 10H); 7.76 (d, J = 8 Hz

2H)] -
£ 32

u%w 30 AT A A 96.1 £ 4 3-(2-X A2 LB
R)AE 27T TELREAEXA =R 05 BH-_FETEEN

ik 0031 EH _REREABIb_Zmlk 30 &% 1-[#
(4-RER)FRIRBET3-EBA 0.5 THEK-RTH
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REER > B3 ZHHEKR_RFTheted HF N-{1-[#£4-

*?UW£ﬁﬁﬁTJJM%%LX£#a%%@gﬁﬁ
B> &A@ &8k ['"HNMR # (500 MHz, CDCl;, & ppm):
2.64 (t,J =7 Hz : 2H); 2.88 (ku @4 44 : 2H); 3.33
(t, 7 =7Hz :2H); 3.49 (k5 #8#A 44 : 2H); 4.29 (k%
B4 : 1H); 4.48 (mt : 1H); 5.90 £ 6.15 (E% %45
B o 2 1H); 6.41 (d, J = 12 Hz : 1H); 7.17 (d, J =
12 Hz : 1H); 7.20 £ 7.35 (mt : 8H); 7.41 (mt : 3H);
7.64 (mt : 2H)] -
1] 33

AEH 31 AT /> A 585 4 A-FTABBERT
B 0204 THREXA=ZAH 05 EFA_TFETERAAY
wik »0.0302 2 _EAAB T30 2L 1-[2
4-8XR)FPERILBET-3- A3 05 EHE2Kk_RTH

NEyixk ' B3 2Kk _EFiie » B 43 N-{1-[# (4-
RABR)TERIRERT 3-A)-4-FEmBAXTEHE > 4

& & %8 ['H NMR # (300 MHz, CDCl;, & ppm): 3.03
(mt : 2H); 3.09 (s : 3H); 3.61 (K% t,J = 7.5 Hz : 2H);
4.35 (s : 1H); 4.73 (mt : 1H); 6.55 (% d,J = 7.5 Hz :
I1H); 7.20 £ 7.35 (mt : 8H); 7.96 (d, J = 8 Hz : 2H);
8.03 (d, J = 8 Hz : 2H)] -
T 34

AEWH 31 T B 0 A 585 % 3-XAMBA R
264 TR RAEAXA=Z AN 0.5 TEH _FEFHEENYE
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& 00302 EH_EREARI D830 % 1-[#F(4-
E)VFRIEBET-3-Ak 0.5 EHLEK_KRFTRA

MER > B3 EHEK_RFiuied  HF N-{1-[£(4-&

;k)?%]ﬁgﬁzﬁm&g}-mwfvﬂﬁiéﬁwaﬁ;‘zﬂ; » &k
# 4 ['H NMR 3# (300 MHz, CDCls, & ppm):2.71 (t, J =
7.5 Hz : 2H); 2.86 (mt : 2H); 3.40 % 3.55 (mt : 4H);
4.26 (s : 1H); 4.45 (mt : 1H); 6.22 (% d,J = 7.5 Hz :
1H); 7.20 £ 7.35 (mt : 8H); 7.59 (% t, J = 7.5 Hz :
2H); 7.69 €tt, J = 7.5 & 1.5 Hz : 1H); 7.93 (E% d, J =
7.5 Hz : 2H)] -
%] 35

AER 31 R T B > A 60.2 B % 5-F ek AeEw-2-
BB 204 BRREXA=Z AR 05 EH_F LA FTEIEN
BMiEk > 0.0302 EH—ERABL T @M 30 B4 1-
[Z24-RFXE)FRIRBRT-3-LEA 05 EHEK-_RYT
WRBER B 3 EHEK_K Tt #HF ¥ R AR
aﬁf&w%%-z-#ﬁ*%)-{1-[‘*&(4-%3@;&)?%]ﬁéﬁ%’:??, A}
Mk A48 & &8 ['H NMR # (300 MHz, CDCl;, § ppm):
3.03 (mt : 2H); 3.21 (s : 3H); 3.57 (dd, J = 8 & 7.5
Hz : 2H); 4.34 (s : 1H); 4.67 (mt : 1H); 6.40 (% d,J
=17.5 Hz : 1H); 7.20 & 7.35 (mt : 8H); 7.48 (d, J = 4
Hz : 1H); 7.67 (d, J =4 Hz : 1H)] -
T 36

AER 31T F > BT1.9F % S5-FRABEHEL-3-F4-
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— YRV EBERNGKEK > 0.0302 £H4 = 2 5

e

NMR 3 (300 MHz, CDCl3, & ppm): 2.47 (s :
(mt : 2H); 3.14 (s : 3H); 3.57 (dd, J = 8§ %
2H); 4.32 (s: 1H); 4.65 (mt : 1H); 5.69 (dd, J

J =7.5Hz:1H); 6.96 (dd, J =18 & 12 Hz :
Z 7.35 (mt : 8H)] -
T4 37

AEH 31 BT TR B 62.6 % 3-F A

>4

iRk > 0.0302 EH_E /AR B 3
[ZFU-EXE)FPRIRBEET-3-AEA 05 248
WMARBERZ R 3 2t Kk_R Pt 457

MHz, (CD3),SO d6 # s CDCls;, & ppm): 2.84
3.02 (E% t,J =7 Hz : 2H); 3.48 (t, J
4.38 (s : 3H); 4.53 (mt : 1H); 7.21 (d, J = 8
7.34 (d,J = 8 Hz : 4H); 7.40 (t, J = 7.5 Hz :

-39-

BA-3-FR-4-THAED-2-HBK)-{1-[FU-R XA
R#BRET-3-A) @Mk 28 64k ['HNMR # (300

4-T o ErEwy-2-%8 264 T LRAXA =N 0.5 &9
A

% AL — & E&

Be 30 £ 1-[FU-RFXB)FRIRBEET-3-£%% 0.5
FHEK_EFHRHNHER A3 EHFLK_RFhied
HRAFOG-PERBER-3-FEA-4-THEED-2-%L)-{1-[%
4-REE)TPRIQBET3-A )8k 28 6H£['H

3H); 2.97
7.5 Hz :
=18 & 1

Hz : 1H); 5.77 (dd, J =12 2 1 Hz : 1H); 6.30 (&% d,

1H); 7.20

i3
TE 264 EAREXA=ZAHN 05 EH_FEAFTE@EEN

F(5-F %%

(s : 3H);
=7 Hz : 2H);
Hz : 4H);
1H); 7.53
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(% d,J =7.5Hz : 1H); 7.84 (£% d,J = 7.5 Hz :
1H); 7.89 (£*% s : 1H); 8.54 (d, J =7 Hz : 1H)] -
T 5] 38
(RS)-N-{I-[(4- R XK )]mkwe-3- X F X} R #BHET-3-
E}S3S5-—AXBRBETA W FTHFXEH  J4 0.46 L8
R 41 £ i drimi 0.3 £ (RS)-3-[R-(4-AXE)F £
e SURER B R 0.28 5 N-R#ER T-3-K-3,5-— A XK=
BB BN 20 BIHHRNYRED T P WREWHE FRiw
4 DB AR 20CH BRIERYYE > RBRRE
BEE  HAIARBYWEN 100 THERTEN - H&H
A S0 2 RE_KR EAGWETRREETARBER

BoAEELBE > RBREEEN, - 1F 230 £ 44F 6 H
B AR LEEAEAA RO -BERCERSWM(50-50 AHF L)

Mo EBRATH 10 A_RBE L4 EE > AR
—RAMLE o Kk 6 B/ 54 - B 22 F 56 H4H 0 K
BiRMEES - BT 100 £ £ (RS)-N-{1-[4-R XX )nk®w-3-
AFTRE] RBERT-3-A}-3.5-—AXmEmk  aRF e
# > g 70C['H NMR 3% (300 MHz, CDCl;, 8 ppm):

1H); 5.43 (d, J =9 Hz : 1H); 7.01 (tt, J =9 % 2.5 Hz :
1H); 7.22 (dd, J = 8 & 5 Hz : 1H); 7.28 (mt : 4H);
7.36 (mt; 2H); 7.62 (£% d,J =8 Hz : 1H); 8.48 (dd, J
=5 % 1Hz:1H); 859 (d,J=1Hz: 1H)] -
(RS)-3-[i-4-A X EX)FP Az AR T 5 X B H : #

-40 -

2.81 (mt : 2H); 3.42 (mt : 2H); 4.03 (mt : 1H); 4.29 (s :
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3.5 B A8% M RIRBRA BB NMIERER 1 £ T 8k b
1.5 t(4-8 XK E)nbwe BN MEhERNRBER
A E R 4B RBEASE 20C 0 A 40CE 2.7 F
WMTIREEIR > F 1.53 L (RS)-3-[B-(4-RFXX)F A nbwt
(Rf = 75/90 » 254 =# k> —&L&mk > 5#% 1.05719,
Merck KGaA, 64271 Darmstadt, Germany) °

N-RBBET-3-A35-—AXBmEBHEBE T T X
A 2000 AZHMARALERNMS 7.5 L N-(I-=mXF £
REBET-3-K)3,5-— R XmmEnN 10 ZH R BEHB6%E
W) 1.7 EHEBERR 500 EHTEHEBSYWRNGEREA
4.21 A &8 L/ HQRI%EFTRBILE)ZIFELTH 1.7 &

SRR 20 LB - AR ELREBERBIALE > KRB
BRBRBUEEE TR ARSMA 100 EH_EHABAHY 20
CHE# 16 8- BRBF R BRALHLAEA 100 £4
ZCEAH 20CHE - BIEE > KT EMEHA 40C KR
P c MAAN-RBBT-3-A3S5-—AXBBEERE > 24
geHnxk -

N-(I- =X FRRERT-3-2)-35-—RAXRBERETAT
WEXRHE M ST A3S-—REAmBAR 422+ =4
Pt # 20CHAMMA 5 4L 1-= X FRAABRT-3-A Kb
80 B R TFIRAMBIERT - A H 20C B B 4EH 20 o
BFtE > fm 50 ZH K - A MR 50 EHKkk =K
RREGESLE  RBRREEH 17 899 X &miE b

Bk o M A4S R AMERSTHA 500 £ Amicon =
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R

=
ET-3

1_, X

*x}-3,5-=

# L 0.

B B EB ER

7.04 (tt,
7.37 (mt :

IR T-3-

.
we-3-K TR} RERT-3-£}-3,5-=

720 £ AE 0.5 % N-RMEET-

4.03 (mt :

(RS)-5-

39 )

FAib® (#k H 42 0.020 £ 0.045 £ X)) L4 & B 54 44k >
ATPE-—RKFTR(-99 ZRL)REHEHE - GHSHTFE

B IREER > BAF 3.58 4 N-(I-=XF XK
E)-35-— R XmEE AREHRK - FEHHA
MBI T AL 0 1F 3.92 £ N-(1-—XF R &%

Té;

-E)-35-ZRRREE  ARER R -

ARERT-3-EA BT X J. Antibiot., 39 (9),

1243-1256, 1986 prifl 7 = & # -

3.5-—RURABREBAT AEREH 2757509 AT vk
oy e
&4 39

(RS)-N-{1-[(4- R X &) E-5-% 7 £} R#%ET-3-

K 5% B E T R B (RS)-N-{1-[(4- & X &) ]k
A

64 % (RS)-5-[if-(4- ALK &) T & ]+E %
3-

1B > 1.213 2 Ei47 R 379 = SoatibdrAeds o B 42

1 £ RS)-N-{1-[(4-RHEE)]"Fwe-5-KAF A} RBPEET-
3-K}-3.5-— A KBEmME > A% &BK - ['HNMR 3 (300
MHz, CDCl3;, & ppm): 2.83 (mt : 2H); 3.46 (mt : 2H);

I1H); 4.30 (s : 1H); 5.00 (d, J =9 Hz : 1H);
J =9 % 2.5Hz :1H); 7.20 £ 7.35 (mt : 4H);
2H); 8.69 (s : 2H); 9.09 (s : 1H)] -

[f-(4- R KX HE)-F & |oEwe T A & M4 (RS)-3-[ -

-42 -

AHEEREHE AT EBERLZECNS) Ad8L#% (210X 29705 )



1294420

AT
B7

A~ BAHAA (40 )

G-ZXE)FPRImbr T EH > AA-LRXR)E2-5-£7F
B 1E R A

(4- 8 KX E)-Frw-S-AFTETRHEBU-LEXL))nbw-3-
AVPEFTEEH RAER-5-BBRRBLI- XA -
BRBEAEANESHKX(DILE WL ER LS -
HEaeWh EFT2EMBELAZNEY  mRrEHT
AREEGRAEZEFNY -  AEPSHEYTED -~ &
B BEBRATER -
MEDLTHERALEGHMTAZLE - UL H(ABEBE £
RE)RBEE RARFAaSHTFT  AFHRITHERI>ZHR— X
SHEEEGER e BRY BB E - BEE B AT A
ARARTREG WFLEMWETEHBERANSGHE > Hlaw—
REEFERB BB BRERT LA - BER - ER(EREK)
xH(glaze) °
BECRTHRBAGHTARBREETEZHNER &
FR oLk BERERB LA BEEAER KR TE - H
W M B c FAESYRHBER T A P e iR
HA o HekAH o BAK BB RRIH -
BRECHLTHRAALWEET AR KM R IERRE
‘o BFR O RILKR - TRAMEER RKE A BB R
LB M 0 BB AR 0 TR A RE - bl
BRUBE R L@ Ad - wFabWETHER B3 1
BBE o FERE O FLALE > B AREHE c RETAK
HEFAFTF bl BHEHBE AW RNREEH - A5 K
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Aok o TR R RE B A o AR RE KR RAEAT
HAT EZHGONE R -
BRABLTHOREHTERRAGEE > LhiE®E it

HERBE e TH FEORHEHERRT =8 -
BERETHDEMTARE > Hlw FH > ik kR

ElF R FEHBRREH
BARGEE  AEARAHHTANLER/XRTEGH

Wm o AREN IR BERER S WE - ER o WS EHN

NS AR BRI R > AR BIAME o RIEMLE

%#@%%’%%%’ﬁﬁﬁ’6@%&%’?%&§K

B MFBRRKEHE > THRAKERE B BOBRAE

B EFMEX MRS > Tourette X E A - B &M%

EHEHR AELEER B> wEWMII LW EG R K

Bat > REFhEARL > Hbbhi KB 2K > %%

Kk FEMBRIL EBe > REER(ELREA) B

ﬁﬁ%%’ﬁ%ﬁﬁ%%&@ﬁ%%h@ﬁﬁﬁ’E%%

BoRM o TTH » e d XREH > WEEYH > XK=

RFF) 0 AR AR R B B R 38 3R B X JE B A 69 AE R X

R

o

‘;‘E;‘:JE/}{&ZAP}?%}),(% ’ /a?@‘ﬁﬂ&%‘? 1& }3&'(‘/\ ﬂxiﬂ
SERZEI000Z /R BB EBER I ZEAZE 2508 5750

— T BACRZLEBYMBRANER > By R LS
EREFRLEZATHH T ©
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THEHRALAERA QLS4
T H A
50 EABBEERAEAMAR L TR YSOABBETREY
R e Hr
SR (DA M oo 50
CERME R 18 2
BB E i L B R
R P RB M. e e e e 10 B R
A
x

e

x
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- R
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£ B

50 BB EEZMHAEAM A TRAMETHRIEY A &4

é*%
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£

- (D). 50

-polyvidone...... ... .c. es i et i iis s .. 10

SH TR BB 22
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SHR T BR AR o i e e e e e e e e e 22
B S RGBT e 02
-REAFTRABE L Hih 0 AIL4K(72-3.5-24.5)
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xHLC
RH2 10 ZEATHEMARRE L TASYHTEHNIRK:
XD i 10
e 80
e e e e e ... 006

e

A
33

B -8
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e

o

C T B AN e e e 80
L B D Y e e e e e 0.4

i

B BB AN o e e e e e e e 24

e

4
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BE3 Ik ERRET AN ERA
S FEAT AR L RH T

AERAGHABREA LY  HohaEFERSHT LY

W P XEAHE (BAEH

R,

L

# ¥ R; X %-NHCOR, &£-N(R;5)-Y-R¢ @ > Y & CO &
SO, » Ry X %k -alk-SO,-R;; » -alk-SO,-CH = CH-R;; & ¥A-S0O;-
Ry, B89 Het» &2 U-S0,- Ryy #%-alk-SO,- Ry Ao XK
A2 RsREEERTHIEE ReREXEKRE > Het % Ar A ® >
HRARXDZIHFATADEARALE B ST X -

R

1

PHARMACEUTICAL COMPOSITIONS CONTAINING
. 5 5 . . 3-AMINOAZETIDINE DERIVATIVES, NOVEL
ELBEAHZ (HAZLH DERIVATIVES AND THEIR PREPARATION

The present invention relates to pharmaceutical compositions

containing, as active ingredient, a compound of formula:

"SR

1

in which R, represents a radical -NHCOR, or -N(Ry)-Y-R,, Y is CO or SO,, R,
represents a radical -alk-SO,-R,,, -alk-SO,-CH=CH-R,, or Het substituted with
-S0O,-R,, or a phenyl radical substituted with -SO,-R,, or -alk-SO,-R,, R,
represents a hydrogen atom or an alkyl radical, R¢ represents a phenylalkyl, Het or

Ar radical, to the novel derivatives of formula (I) and to their preparation.

-2
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1. —#4#h CBl 2BRRAAIBEALY HoAHLE
A

Mk o8 T R ALE
R,
S
’ N— 0
R‘I
x T
R; X %-NHCOR,4 &-N(R5)-Y-Rg2 H °
Y & S0,
Mﬁﬂhﬁﬁmﬁﬂi’K%ﬁfﬁﬁiﬁ%hK%K
£ KRB E o RFHUE

R, #& % -alk-SO,-R;; ° -alk-SO,-CH=CH-R;; * XA
-SO,-R;; B4 89 Het» s ¥A-SO;2- Ry; -alk-S0,-Ry; IR
Kooy KA 4

Rs K&k &R F &k E

Re X & XA %k > Het ‘kAr ®

Ry, XEWAE »Ar 5 Het X 8 >

Ar REAXASIEL  RFEIRFTEARA-—KZMEA
R FRERE AR UL CF; --SO,NH, » -NH-
COCH; » s Het A B WK 8 »

Het X, %k 3-10- & %T%%%&%%%i&%%%ﬁ
7oA e -3 @%é%’m&ﬁ%%@% AR EE A
— Rt EMEERTF k- RTHEE
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3

alk REARESMEE  FIRERMRERRERM IR
AMAINABEALA AR AL > L EL R LB > 2
15 6M@%RT

%ﬁ%%%%%%ﬂ%%ﬁﬁ%%iﬁ%%%@°

2. REFFEHNER 1 Bxaseth Ay A(DiLeHmx
Het ZiZ BHeE% > vhok » wbeg > wkok > wbebox » BLFHRK
RARAEEN—REBREFRTRILAEARNKY -
3. RBEYFLAKBE 1 AXBEALY LT

R, X %&-N(Rs5)-Y-R¢ X H >

Y 2 S0, ¢

R, Z R; THEZABE REE-—EEFRTRAHX
£ KBk RwbrEk o

mﬁ%ﬁﬁ%ﬁﬁi’

Re X R X A%k > Het R Ar X B -

Arﬁii¢ﬁ$£’“£ MaEAREEZRE—RFE
BERTRREEX > KA » &, & » CF3; » -SO,NH,; »
_NHCOCH; > % Het % B IR & ; |

Het R:E B rE™ » vEok > wbog > wkok > wbegoe - BFH
BAAEEA—RSBERERT KA RTHEEARK
8y o

alk REBE A XM E L TR EARM IR LRI ERFK
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