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aSots Qbi=2 AN DI 2y HE L= S0 2o =52 = AU, Sol, ds S
Ol A -alk-C00alk', -alk-CN = -alk-Het 2tCIZ(OIJIM alk & alk'= 22 2tCl2Y)=2 X&E ot

== ot BtsSA 101 Tt Mg &= UACH

B4 7
Bl o1zl CH=CH-COOH
>
n-Bu3N/Pd(OAc)2/P(o-Tolyl)3
100°C
Re Rc¢
H/PA(CYCH3COOH
20°C/1.2 bar
Rc A\ J
CH,-CH,-COOH
H,S0,/100"C
<4
Rc
AIIAUA,

Rc= -alk-C00alk', -alk-CN = -alk-Het 2iCIZ= UEIW D alk & alk'es <2 2iCI2=S LIEFHCE.
RcIt -alk-C00alk' ciClZ2 UEUW=E E2, 0l SE2 20C2 2=0lA, CIZz2HE =5, sS4 22
2H0lE & M3 XS L20 28 HAHZES2 =S FIF HHE ZSSC.  2Hs=E SANA
Het 2ICIZ 2 XI&= E22HEE -70C WAl 25CT2 20 A, HHZ2 E= CHEZE00IE =, gtat
= BANAM —alk-BE 2tz xg= B2 28I GlHZ A2 225 ST HI(:

= SI0IOUISE)E HEAMA =S2 £ ULL.  GHZ A2 RII2x5 REHe S8 [&X: L. ESTEL
et al., J. Heterocyclic Chem‘, 26, 105 (1989); N.S. NARASIMHAN et al., Synthesis, 957 (1983) A.
TURCK et al., Synthesis, 881 (1988); A. J. CLARKE et al., Tetrahedron Lett, 27, 2373 (1974); A. R.
KATRITZKY et al., Org. Prep. Procedure Int., 20(6), 585(1988): N. FURUKAWA et al., Tetrahedron
Lett, 28 (47), 5845(1987); V. SNIECKUS, Chem. Rev., 90, 879(1990), L. J. BALOWIN et al., J. Het.
Chem., 22(6), 1667(1985), G. QUEGUINER et al., Tetrahedron, 42 (8), 2253(1986), G. QUEGUINER et
al., Tetrahedron, 51 (47), 13045 (1995) & M. ISHIKURA et al., Heterocycle, 24 (10), 2793(1986)]0i
Jl=d YHo HE T= S0 2 #5% %= QUCH. —alk-Broz X&= Bz JHEE2 2 [EX:
H. GILMAN, J. Org. Chem., 30, 325 (1965), C. H. DEPUY, J. Am. Chem. Soc., 79, 3710(1957), S. A.
GLOVER, Tetrahedron, 46 (20), 7247 (1990), J. OKADA, Chem. Pharm. Bull., 31 (9), 3074(1983) & C.
K. BRADSHER, J. Org. Chem., 46, 4600 (1981)]0l D= &8O Mg = 220 2ol =52 £ QUL

—alk-CNe 2 Xl&t= Bz 2HHE S8 [&X: PATAlI, The chemistry of the cyano group, Wiley, New
York, 1970]0l D& Yo Hg L= S0 2o =52 = QUCH.
o

-alk-C00alk'Z& Xl&t= EZ 2 HIHN S8 [&X: LAROCK, Comprehensive Organic Transformations, VCH,
New York, 1989]0l Jl=g& o Mg L= S0 2ol =S&E %= ULt

SEE MM -alk-Het 2iCIZ2 XI&E CCh=(0l AR Het2 HIEZASZO0 1 £= 2 H XA BHE
CICIZZ2 X8 = HERS-5-2 eiltizS UEd)2 otdl ¢34l 20l et =5 :
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100°C
CH,-CH,-COOH CH=CH-COOH
Ho/PY(CYNaOH
‘______—__
1.5 bar/20°C
Re Rd
HoSO4
y 00noC
KCOy O} A]| &
—— e
CGHSCstr
Rd o
AI|A0A,

RdE HIECIE0l 1 £= 2 B AXUA A ciUZZ2 XH=E -alk-HECHE

Re= -alk-EIEctE-5-2 HCIZS LIEFHCY.

SHEE BANAM -alk-P0(0alk'), ctCIZ2 XI8E QICh=2 of)| BtSA! 30 et =S
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B24 3
Br cnjonachyon Br
Br'alk —-—‘—é—-———— — HJC'O‘aIk
2

\ﬂ%<ﬂﬂgﬂﬂ5
P(o-toi)4mBUN/PA(OAC)y
v

CH,-CH,-COOH CH=CH-COOCH,
M an Ny
H,C-O-alk eI 17 e H,C-O-alk-@/

« - —
2) NsOR/CHOH
2°C

1) [COCHyCHLIy20'C
2JAICIy/CH4Cly 5°C

HBr 3CR/CH,COOH

H,C-O-alk Br-alk

| _—

NS 20°C

(alk'0),0P-alk

D140 A,
Cl2S LIEHHCE.
U

alkot 22 ctOZS UEtWL RIE 3FstAl 102 S8 201€ Z= -alk-C0-NH-SOR. ctCIZ 0l 2l oH
gars SHUA XN&E =2 -alk-C0lm ctCIZ(0II0A alke 2£Z c2tCIZ2E LIEIWD Im2 OI0ICH
ZE itz s UEHd)Z 2EE SHM0M XIsE l=2 Rt at&tAl 1Mt S2& 2ADIE K=
ReSO.-NHNa == M2 0C Jht2 2Z0A =SAZ0 2ol =52 5= AT, LeFE SH0A -alk-Colm
ctllZ2 X&e =2 20T JhE 2<0A, HEeIEzRet S, JI2L0/0ICHE0M -alk-COOH
ctiZ2 Xge Qlt=s H8AMA =528 = UL, RS0,NHNa R=XH= 20T JHEE 2=0AM, HE
ctolOIEZ2 R =, 3teHAl RS0, NH2l REXMO =AUESSE HAEAIH =52 = UL

Ra= +=A&A L= -C00alk 2iCIZS LIEHH= 3t&tAl 49 KM= 28 [FX: P. S. BRANCO et al.,
Tetrahedron, 48 (30), 6335 (1992)] & 3l US 3, 600, 3990i JIl=& %Ho g L= S0 2o =

s2 & U

RaJl -P0(0alk),2 LIEHHE=E 3BIstAl 49 ST M= 20 LAl 50T 2T0A, E22EE = 0L HEY
TATUOIEN 22 (SHOISSAIONIE)0I0ICOMEOIES HBAIH £S2 £ Tt LA(S0IS=
AOIOI=)OI0I=OLMIEIOIEE S8 [&Z: W.K. WARBURTON, J. Chem. Soc. (C), 1522 (1966)]0l Jl== &
Bo M2 L= S0 2o =S 4+ AL 0 HEIEZAZHOIEE AAN & 28 [&X: D. T.
MPN?GHAN et al., Brain Res., 278, 138 (1983)]0l Jl&<= &Ho Mg L= S20 2o =S€ %
UCtH.

RaJt —alk-CO0alk' 2tClZ&, -CH~PO(Oalk), 2ICIZ L= L2AIIIEY StOUZ2 X&= HY ctCizol gt
StAl 49| REE Aot 012 MIZLEHY i & g€ ARE L. Ol= BtSOHES HIS
20 A, LIEE OIMHIOIES Z=THotol, detHoZ2 = OLMEANA, 21400 & HEH(Ol: dloIE=Z
22201£)9  HN-CH,—CO-RfZS alkOOCC(=NH)-Salk', BF,H(OJIA alk & alk's 2 2ICIZS UEHY)
Ol &2AIH =52 2= J20, 0l RfE -alk-C00alk' 2tClZf, —CH~PO(0alk), c2tCIZ L= LBAIDE
g 2t0ZE=Z X&&E HY clCIZE2 LIEHHT. RfJI —alk-C00alk'E LIEIWE, SI1&DFS] (0. ool
C2222101E) EEE & HN-CH,-CO-Rf SEHMe= S8I[&X: D.E. ORR et al., Chem. Ind. (London),
392 (1983)]01 Dls= &Ho M2 = S=20 2ol =S8 #= QUCH.  RfIF CH~PO(0alk). S LIEIHLHE=
20140l A (0l BH0IE2222101E) EEHE 8t HN-CH,-CO-Rf= alkIdl 2 20122l HC-PO(0alk). S
OOl HES0| G2 =0 33Z2-FSAIIEY 2020 2o 550 & H21E0] 1,1'-9I12L 00|
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OICHEO 2o gdatEl=  HN-alk-COOHOI OIS S01 REcl&2 EMatol, -75T2 2Z0lA HIEctot0l
CEIFHUAM ZASAIZ OGS 20T I 2Z0AM, =24 S, 40 22 S840 28 ot 21
2 H=0 2o =SE = UL,  RfIt LSAIIEE ALZ 2 XSE HES LEIWHE HN-CH-CO-Rf

P
M
= 2YHe A2 L= SE0 2ol =52 = UL alk00C-C(=NH)-Salk', BRH |R&H= =& [&=: H.

SEHE Sol EP 52442 £= 28 [&ZX: MINORU SUZUKI, J. Pharm. Soc. Japan, 72, 305 (1952)]01 Jl=
YAMANAKA et al., Chem. Pharm. Bull., 31 (1), 4549 (1983)]0l Dl== &Ho =g L= S0 2dl %=
SE = UL
RaJl -CH=CH-CO0alk' S -alk(&M = 20)-C00alk' cICIZZS UEIHHE 3tstal 49 REHe= ARG
0l Mg 8N =2 2HO AdLE SHEL.  0ls 6t 2HEA 400 T2t S22 4= UCH:
B24] 4
IHH
e CXLCN
H.-NH 3 H,-NH-C-CX,
0 CH, 3
b
CH=CH-COOalk CH=CH-CHO
c
HN 2N - HN 2N
(A)
(B)
COOzalk COO0alk
d
\ ,CH,-CH,-COOalk
HN._ 2N
\l/ ©)
COOalkk
AJIAA,
alk & alk'= 22 2iCi2tS LHEHLH D
= 82 X (HIEAGIHE SA L= E4) L= LBA| 2HCI2S LIEFHCEH
S all A, BIS2 LEINHOZ 78T WAl BHESMEQ HIS2: 822 20 A, OHHZ(0: EHEtsH
OIEZ2E2H)2 22 E84 ZMoA =&8ECt.
S bOIA, RI E= KIIA L 1O OUS NS L2(1-60)2 EHSAIZICH. 0] BIS2 -20C WAl 28
HEQ HIS2E YA 2T 0AM SE#HEICH KIS AR, AozEsE HA-82 Z0H(H: CS220
) L= ZEA(6%) 1 22 =24 SN ECZERLLZ0IMELO AI2E £ UL 2|49
a2, e 4 Do = XS =4 A0 MAEE 5+ YT
SHAH cOlA, DIEAS =Moo XS LS (HM L= SHUHM 1-60)= BHSAIZICH 0| EtS2 LBt
HNoz 10 WAl 15C2 20N =HECH Ssl[&X: Nishihara, A. and Kubora, |. (J. Org. Chem
33, 2525, (1968), WA A)I0 Jl=c RO T2t WMol =SE 5= JACH
Sl dUlM, REH(B)E +=AFHAIZICH 08t =43 LEUNOZ HE OtMHIOIE S&= OtMER
e 0l 2 20 EE20 22 =24 S0HUHA, =20 2o, 1 WX 2 Hio LA, HelssE S
Etol =TS0, 20C DI SZ0lA et
A BESAS SEH (A)s AlAGHD 019 HAYHEN S| 2 &Ho AdRE 46l
ROl -alk-COOH 2ICIZS UHEHLHLD alkIF ZMOl 2 JHel EtAAKE stgst &2 2iC/2el gtstal 19 g}
22 ROl -CH=CH-COOH ciClZ=2 Littlie= Steta 19 & Sdle S22 430 2o MEE =
UL
0] EtS2 X2 UHAIN I&2 0/&80] 80| 038 REXNE 43 & = Us Lo Ll 2l
dE &= AL £al, BIS2 3 WAl 8 Hie LHUA, Zetss S e 22 =45 F02 =X
ot Al 30 LHXI 50Col 22X 0 M, =201 2o ==t

I 2tOZE UEUE st

= SIES
£ Xee o4Sote REH Jt=2oi0l 2ol MEE == UCH
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Ol B+22 g &otle =4 2 =, BSHEY HIS2ZUAM, S 22 I8 2a =SS0
Stetal 19 stetEe2 OE SY ZEs, JZ0IEDHI L= FW 20| oz ZIXE Lol o

oltstal 1 SS9 HHEIHE HE SH 28 [&X: W.H. PIRCKLE et al., Asymmetric synthesis,
I. 1, Academic Press (1983)]0I E I ZEAC IAZ0IEHTIN 28t 2tMOIMSl 26 L= Il

vol. |
2 MIAMZEEHS 40 2ol =SE = ULt
o

sistal 1 B2 014 2 PE UM O&HE WS S® ZIS = AZ0EIH0N o5 Yerx
o B wEol oo =elg 4 UCH

@4 TIE BRE A 19 HEES 2oAZ DI E= RIINS 0ISH LB, HE, HHE =
YL-BR SHS 22 R SHU Olfet Ao S0 oo HIt ¥z Meg & AL,

S TS BRE SStAl 19| S22 Y2 1 NAHZ TXE we o% ZA-ER 48 018
3% g S5 &) 902 me" £ AL OlfE S SOLUA, BISHA 19 SIS0 35(0: 2
Yol 3% S5 2ol £3%) @I, FBUO0L Ol £= 0B @2 HSAH 45T & AT BE
S e wermol wHl o =2

Ol2iEt & EB 2 ol YLS FLB

OStROZ FEEE Aol (2s, 2RI E= SIIM(OKIHIOIE, TRUWRUO0E, HAHOIE, HMZH0]
S, ZOI0IE, L2AWOIE, SHY0IE, HELZEUOE, OIMEIRUIOIE, HRBRIOMEHI0IE, &ola
OIS, MER-HA-B-SAILEZEN0IE, S2250/S2H0IS, ZHOIE, LIOIEH0IE L TAHO]
S)mol @)l &, Yo IR(UES, 28 U 28) T= LLA-=3(L L 0US) &, 205
. HA-ER @(MES0IR, SC|HEO0E!, HEorel, HEOoel, N-#E-B-BUL0IR, Si, 02
JIH, SO0lAl, 20l4l, N-BIZSFH8) Ol 20| H3E & AT

S15tal 19] SIEES REE 2NN SHS NUG.  0)RIE HEES AAILYE +BHEE
M U a-010]=-3-5t01 SZAI-5-BIE-4-0l SAS A T2 IS H(AIPA) =B H S ZEROITH

S8, SI5tA 19 SEES N-OIZ-0-0IATHHIOIE(WDA) +2HOl HI-2S AFHO0D, SH &Ml
YoHe!, 0l MDA +SH S 224014 EF 20 8t 2/2t=010

M2tA O BiEt2S S8 MNZ U S8 499 22 UEAL A6, A% US 81, S% HEAS,
A%, EE EE W W 43 £= AAS YELI0 012 2E SFI (P4 L= ZNR FHBE)S
ASGHHLE O%oH=0l REGH0H Ol E8 =B M% Ee 0/%9] =g, DY FE WAL 43 =
Ol OIS 25, RMAZ0l o3 S4° IS REGHCH. 0 FTBS E3 ABEBy T2, SLE
ST, AEGOI0E X JIE XOf, 2L =M ASES E= JIE 25 Hpl 38, olEnALNE
SIEZ o TRI=hEo MHS AU KTI=H ABE 2 Al

. ol g2 L& JEAH
(DICKENSON et al., Neurosc. Letters, 121, 263 (1991)), A XI(SLUTA et al., Neurosci. ,
149, 99-102 (1993)), A= 2ZtE| A XX (SORRELS et al., Brain Res., 572, 265 (1992)), S-BE=H, M
EMe 20l e L= == A6, WOI(R. PUJOL et al., Neuroreport, 3, 299-302(1992)) L= 2ot
(J.L. MONSINGER et al., Exp. Neurol., 113, 10-17 (1991))2 HAH I H2= A&, 0|H, =OH(KEHNE et
al., Eur. J. Pharmacol., 193, 283 (1991)), S =2Z(TRULLAS et al., Eur. J. Pharnacol., 185, 1
(1990)), H&l 2ZS(REYNOLDS, TIPS, 13, 116(1992)), §3 =52, A4 LH, =H i, &5 &
TN, S22-4EH HOH(GH E£= LHe U=EHl, DEIZAHEZS =24H1)2 X2 L NMDA = AMPA ==X
L= JIEt 82, 2 oA Hod 2 S AIDS(LIPTON et al., Neuron, 7, 111
o 2 THAFZ(BAGETTA et al., Br. J. Pharmacol., 101, 776 (1990))2t 22 Ht0|2d
2

=
A e 2EE MF 20 2R S=2

A 3 X0 Soh, ARYUR W/T At KO o AIRE
4 QUCh Ol S22 S5t o2 o wB £ ZX SHO s SHS e L AZSHY oY L O
BN, HHHISYOIE, AHED o WXCIOMEN (et =& LHE 2 =S50 AK0 RS 0l
S EE 0ERCeI0 230 22 0ERCS2I0 04 HBE FBE, AU E32, A2UN HEE,
AE Z22, SPAAHQUYEE, JETSUES, SHOISSAREZ-00ILM4EE, YESH HI0H (orx
2 £S) o SN0IE SACHH ZBZ9 J=0 082 4+ UCH

AMPA =2 X0l CHSH 3t&tAl 1 SIEt22 AFEES F U DI (2SI [&ZX: HONORE et al., Neuroscience

letters, 54, 27 (1985))0f CHst [ H]-AMPASl SO0|&0Cl ZEo AFXNEZS HRECZM =SHSHC.

[3H]—AMPA% SHBHA (0.2 mgo| =TXHolol 4TOHA 30 2

Ct. L-=ZEIHI0IE 1 M2 =30l BISO0l Z&2 =&&C. PHARMACIA OIIHDI&0IA Of kol 2o
IE{BIOIE A). Oleist AF229l M 42 100 uM 0ISHOICt.

NMDA =S XMt HAE Ze2i0ldl 20 st ststal 1 slgs9 2gt8dgs 2SI [FE: T. CANTON et al.,
m = c I
0

2

f
[l
I
>
or
njo
HI
o
)
o
;;
il
e

J. Pharm. Pharmacol., 44, 812 (1992)101 JI=E S0l T2t 3 Cfl TS0l C48t [H]-DCKASl S0| Z
8o KBS G0 ZHECE. [ HI-DCKA(20 nM)S SHMA 0.1 mg2 ZTH5H0I 4CHIAl 30 22+ 50
mM HEPES =EH, pH 7.501 A BHESICH  2c2t0ldl 1mMel =XHotol HIS0l Z2&8& FEed. Zge
HAISS AELSH GF/B G AUA 0l 2lch Zc2I8tCt. 0 =22 M 42 100 uM OISHOICH.
stetal 19 StEtE2 *2 S48 JHEb. OIRAWAM IP RE0 218 LD502 50 mg/kg Ol &HOICH.
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ES SHOISSAIOI0I=)OI0I = OtMIEHIOIE 1.2 g EUES 10
22 d2oln 222ES 5 M = CUE NEIEEZAZUOIE 1.54 g EHS HIIEHCH
= CIOIE OIEIgEZAZUIOIE 0.15 g22 gt ts
=S USZZ2MHE 50 M2 E&6t] Z3t &
g % E
|

E_JHU
=
oo =
[he)
(e}
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0 o
gl
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ron
el

0
28 SEINA S2ZADILL S TA
ZII0A BSEAI M 22(2.4 g
0 Al2tSQoH Dt sl Mad
g OHMIHIOIEZ &&dt= &t
Z2)0I0ICE-2-It=AH0IE 0.5

+
m/z 276(M ), 247(276-CHs) , 231(276-CHs0) , 204 (CeHoNo04P)

o
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& .
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=
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157 (CaHoN205P)

OlE (GHOI==AI0H0I=)O0I0I=0LHIHIOIEE =& [&Z: W. K. WARBURTON, J. Chem. Soc. (C), 1522
(1966) 101 D= 40t 20l S8 = UL,

£ S [&X: D. T. MONAGHAN et al., Brain res., 278, 138 (1983)]0l Jl=

= A 20l Y +
AAIN B: OIE 4-(HSAIELNHE

e (NEZEIR)0I0IOLMIEHIOIE HERERL2ZE0IE 2.5 g, OLAIEA 110 m, OIE 4-0t0I = OtNIE
OLMIEIOIE otol=E22=2et0l= 1.8 g & UEE OMIHIOIE 1.64 g2 E8=S 95C JHIE 2=0lA 3
AlZb SOt JtZetth.  gs E8=S 0ltold =2d =2 OtHER 3 x 5 Mz AEE. OoAS
N SLINA SZAIZILL S AN CISZZ20E 75 ME 20, RI| SHE SAMUESHO
AN ZAZAIDILD, UAIRI TS 28 SLII0HA SEAIRZICH EY XHAH1.86 g)E 02 OHMIEHIOIEZ
&0tz AciIt ZHA0NAMN 2AZ20LE0HTIAIA ZHMELCH.  HE 4-(NSAMELHE)OIDICHE-2-3t=

i

AYOIE 1.5 ¢2 8BCHA SBEE MM DN FHZ 45
ME (IZEI2)0I0IL-OMEOIE EHIEIBE2R2BY0/ES S [EX: H. YAANAKA et al., Chem.
% Ct.

Pharm. Bull., 31(1), 4549 (1983)]0l D&% HIQ 20| St&HE
[

OIl2 4-OtOI=OtNIEOLMIEIOIE StolI=EZ222et0l= X1 D. E. ORR & A. J. MIAH, Chem, Ind.
(London), 392 (1983)]0i JI=& Hiet 20| &&

A0 C: CINE 2-0ISAIPI2L0I0ITE-4-HER

0
HEd 2=2el0l= 10 ™ & ECINE=S4As HECSFLLEEY0E
ZHd, Hige S=220l= 50 M S 0E EI=AHO0IE 1 2

i
Ho
el Il

0x
!
> 4
0
[w

85 g B¥Z 20 COHA 15 =0f

HOlSiCh,  SUs 2Z0UA 16
2 AZ2Z OHHIEL 10 mOl SHAIIID
g % LIES OHHIEIOIE 1.64
OF MBS, 20 TR W2Ast
0194 o A= ey

. S 95 C S 2Z0A 3 Al
Dol ok 22lst) = OLMEA 30 M2 S

O HU iy
0o
M
93
rr
OfH
0x
1
ol
W
[
0
=
x
U
HU
=}
HM
|
s
E
>
u
o
=22
=
[Jiageal
o
o™
« Mo e
o =2

ujo 0
Nodorm

— o JETAM

HNMR ABEZ T=300K, ppm & (250 MHz): 1.50(
t, Hz, CHs), 3.50(2H, d, J = 20 Hz, PCHy), 3.27 & 3.7

3
3.90(2H, s, CH.CO), 4.30(4H, a, J = 6 Hz, P(OCH~).), 4.60(2H, q, J = 6 Hz, OCH,
CtE CH), 12.0(1H, s, NH)].

CIOE ScI&4NEXZAZHOIE SIOIE22Z220IEE ool 2ol et Mg = UACH: 8N ot0l=
)

- ®© >
T

n 3o
oI
T
n

2228 024 8H 11 wE 10 20l Z2H, US4 30 M S CIHE N-(t-2SAStEY)2c/angxAs
HUYIOIE 3.41g SHH HIIsttht. SE=S S8 2Z0AM 3 Al2t S wetst 48 40 CTOIA Z&
ot sFA e, =SE d== & P 0lE 0HE 225 molA 32 S5AI|1 45H2 HMH =

L
+~

AZEC. CoE 22/2HNEXZAZYOIE SIOIEEE2ZEI0IE 2.7 g2 12RE M29 HEE S8

[OMSO-ds = 'H NVR AHEZ, T=300 K, ppm & (250 MHz): 1.25(6H, t, J = 6 Hz, CHs), 3.52(2H, d, J =

20 Hz, PCH,), 4.00(2H, s, NCH.CO), 4.10(4H, q, J = 6 Hz, P(OCH—)2), 8.55(1H, s, NH.)].

CIHE N-(t-2SAPIEE)Zel4NEZAZUO0EE 612 LHOZ MXIE = AT 1,1'-3t2E0
OIOICHE 8.1 g2 20 COHIA 10 20l Z2X 2= HECSIOISZ2F2 200 ™ = N-(t-2= A2 )20l
& 8.75 g A0l HIIetCt. SE=2 28 2Z0A 2 Al2t S WBete M AE =S8t &
& = n-FEelE 1.6 M X 200 ME -75 COHA Ot==2 CiJIot0l 45 20 2 R= HECIHSIEZR
gt 400 M = CI0E BIEZAZUOIE 45, 6 g SHO HItetlt. =SS S2e 2=0AM 756 =2
WUHGI] BHAH SEtOH BS £S5HCH. W AS Ol=22 IISHH 40 20 2™ -75CHAM SXE SEN
BOI HOtetht. Sg=S 28 2Z0lA 1 AlZE 2 -30CHA 1 Al S wBtetld, OtAIEA 1.75
mWE ZE0IH, X3t =8 HUFAUEE EX 1 L0 F2 O3S S 0lE OtMEHIOIE 2100 M2 33| =
Eg=luy R FEES AL, B SUHUESHUNAM AXZAZIH, e GOS8 Zot0l 40 CUHAM =
FADEO. SE &2(23.6 g)2 ME OLMIHIOIEZ &5c6t= 54 A3t Z&WAM 2A=20tEDHTI
AIRICH M= A2S SR8 2ES A0 2200 s=SADAIA CUE N-(-RSAEY) 220

27-10
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SEATY0IE 6.702 2M 2 HEHR £SEICHONSO-d; 5 H MR ABEZ, T =300 K, ppn & (200
W) 1.25(6H, . J = 6 Hz, GH). 1.40(GH, s, G(CH)). 3.27(2H, d, J = 20 Hz, POH,), 8.02(2H, d, J
= 6 Hz, NCHCO), 4.10(4H, q, J = 6 Hz, P(OCH);), 7.05(1H, t, J = 6 Hz, NH)].

AAGH D OIE 4(5)-(2-01 S AIZH2 L 0l 2 )-1H-01 0 C+HE-2-Fh =48l 01 £

OIS OLAIEIOIE 200 M X OLHIE& 2 me E OIE (E)-4(5)-(2-01 S AIZH2 LU £ )-1H-010| CHE-2-Ih = &
B0 4.2 9 8BS 20 T OINE 2E & 1.5 B0l JhE SAOIN 0% BelES =€ 19l Xl
2 N2t SO +ASACH.  BIS EHES IUAZID AN SIINN SBAACG.  oIF 4(5)-(2-
SASH2LOIZ)-1H-0I0ICHE-2-IH=Z A0 E 3.9 g2 87CHA SSots M MO SEH2 4S8
[COCls = H NMR ABER, T =300 K, pon & 6(250 MHz)' 1.16(3H, t, J = 6Hz, CH;), 1.30(3H, t, J
= BHz, CHi), 2.65(2H, t, J = 6 Hz, CH.), 2.81(2H, = 6 Hz, CH:), 4.06(2H, q, J = 6 Hz, OCH.),
4.29(2H, q, J = 6 Hz, OCH,), 7.02(1H, s, OIDICHE CH)]

AAIGE: OIE (E)-4(5)-(2-UISAISIEEHIE)-1H-0I0IC+E-2-3t= A 01 E

238 [&X: Nishihara, A. ¥ Kubota, |. (J. Org. Chenm., 33, 2525 (1968), WA A)]0l Jls= -
et 28 MZ= wEtat 260 g(0.05 mol)2 OIEHE 500 M = OIE (E)-4(5)- (3 SAZZH Y )-1H-0l0ICt
Z-2-JI2AIY0IE 9.7 g 22X Z=Dtotd, 10 LHXI 15 T2 H2AsCH. 0 2T 0A WEHS 1 Al2F 30
2 SOt HBECH,  U2EsS g8 -r|0“ 21, HAUEE 2902 Z5HAI21 T2 0lE OHMIBEIOIE 2
X 750 M2 ==}, SIAS SADDHISANA HAXSD 3& SLINAN SEAI2ICH (=]
(

|'0II

ol
Ol
Ct

-—

A

E)-4(5)-(2-0ISAIDIELHIE)-1H-010IC+Z-2-It =S4 0IE 8.2 g 161 CTHAM Sdidt= &M DA &
EiE2 ~SS8HtC0Cl; & HNR AZER + AcOH, T = 300 K, ppm & (250 MHz): 1.27(3H, t, J = 6 Hz,
CHs), 1.35(3H, t, J =6 Hz, CHy), 4.20(2H, g, J = 6 Hz, OCH,), 4.39(2H, a, J = 6 Hz, OCH,), 6.55(1H,

d, J =16 Hz, ofig&l CH), 7.40(1H, s, OIOICHE CH), 7.55(1H, d, J = 16 Hz, OIEZ& CH)].
AAN F: HE (E)-4(5)-(3-SA2Z2H Y )-1H-0I0ICHE-2-II= 4201 E

ot2= tholstol CIZZ=2HE 80 m = (+/-)-(2,5-LISIE2-2,5-CIHS A F&-2-24 0 E
2,2,2-ECI2ZZ0E)0t0l 80 g EMUES WEIE EZEZLZO0IMEL 80 me0f| =Itst -1 ot
Ct. 20 C Jite 2%0M 22 Al2E S¢t WBtE HESHCH HE= 250 MsS "SJP tn =8 F
Ol D StCt. CIS222HEE SFAIA HAHst T8 SF0A 3 Al2H 30 2 =S¢t A= It ettt
o
=3
)-

)-(1-010] -
5CE W2t
ste

o
]

W2t 5 UIZ2MHES SR ALUES 2HMOZ2 FHAII1D HE OLMIHIOIE 3 x 500 M2 =S5},

JlAS EANIOUISANAM HESD 318 SLINAM SLAICH. ZY TAIE Y OLMHIOIE

2ILAMOI A OIDHOl SIgh AME 2, CIHE NHZWM SMEHCEH. 01|% (E)-4(5)-(3- %ﬁ‘.“ilﬂl‘é‘

H-OIDICHE-2-II=2AH0IE 9 g2 151 CUHIA S= &M DX HEHR £SSHCHOMSO = HNR ABES

T =2300 K, ppm & (300 MHz): 1.35(3H, t, J = 6Hz, CHs), 4.39(2H, q, J = )

? s, OIEa& CH), 7.45(1H, d, J = 16 Hz, Ol &l CH), 7.75(1H, s, OIOICHE CH)].

atJ19 2ol 2ol

(+/-)-(2,5-CIGI0IE2-2,5-LIHSE A ZE2t-2-2HE)-(1-0/101=-2,2,2-ECI 2220 E)0t2 S MEXE ==

QUCH:  Ot22 IS AlE (+/-)-2,5-CI3I0I1E2-2,5-CIHSAIHEZ0t0! 50 g2 HIE2G0|1E 2=t
g2
p_}

_r_n

2,
MOl ZItotn, WAl O -70 T Jhie 2&=2

80 M = 2,2, 2-EC2R220MELIEE 45.4 oK

W2ESHCH, 20 T IR 2Z0A 2 A2 S0 M= wBHEHC. won A= e OHIHIOIE 300 M2
EE6I0 AlEE 2 x 100 M2 AHIEECH KIS 20IIUS Oﬂ/\-l 347‘8}4_ 3™ ZSLINM =
BHAIRICEH. (+/-)- (2 5-CI5t0IE2-2,5-CIHEAI E2t-2-2L N E )- (1 0101%=-2,2,2-E2I222 02 )00

- thl

81.5 g2 B4 M 29| HEE +SSEHCHCDCI; & HNMR AHEZ ) T =300 K, ppm & (200 MHz): =2
UM Ol&H 50/50 E&2: 3.05 ¥ 3.10(3H, s, CHs), 3.35(3H, s, CHs), 3.2 LHXI 3.8(2H, m, NCHp),
5.35 & 5.65(1H, s, OCH), 5.70 LHXI 6.10(2H, m, 2 IE&A CH), 7.0 WXl 7.20(1H, s, NH)].

/\

AL G: OIE 4(5)-(4-ItEUMSAIHE )-H-0I0ICHE-2-It= 420l E

20 COIM OIE" S=2ct0lE 10 m =S ECHE=SLAs HECUSFLZEYO0IE 2.85 ¢
Fct0l= 50 M = OlE EILQSAMHO 1.33 g 220l 10=201 Z2H HOtsttt. Eg== 20 C
2Z0AM 16 A2t S mBtst S 22(15 mm Hg; 2 kPa)otoll 40CHAM =5 HLDSHCH &AL
E OtMIEX 20 m & Oil‘% 4-Zc|ABIX00IE GIOIEZ2Z2Z2et01E 2.43 g0l EollAl2! Ts F=
OLAMIEIOIE 1.64 g S22 9BTHAM 3 A2 St mptst Chs 21 (15 mm Hg; 2

0l 60°C Ol A iéjd]_ I =S HEd 2224012 50 M & SJ[+= 50 M2 £2F6t1, OE
ez F2 =, =8 |[€el 222l01E 90 M2 33 =&, R

SALIEBAUNMN A8 TS 22(15 mm Hg: 2 kPa)Gtoll 40 COHIN == 08T

OlEZ E&otes =4 Aot ZA0AM I20IEDHIIAIZIC. 174COH AN Eolltl= OHE' 4( ) (4-3t=
HSAIHE)-1H-0l0IC+E-2- JFE*'HIOIE 2.1 g= +=S¢&tlh.

U= 4—%&I’é‘“ﬂ£01|0|§ SIOIEZ22=2ct0l=2 o2 HEe=z
S OlE2 120 Mol EOIStCH.  OIE 4-(NN-CIZL 22/ a)H
=SetCh. gg@g 20 T Jt2 2Z0AM 16 Al2t SQF uBtotd 2
=clotid, & 0E o= 90 m=Z 33 HI"*OF Cts 2ottt AX
4.1 g WM —E— ! HElZ2 >SSHCHDMS0-ds S HAmE =300 K, ppm & (300 MHz):

)i 1.
J =6 Hz, CHy), 4.35(2H, q, J = 6 Hz, OCHz), 4.60(2H, s, COCH,N), 8.10(4H, m, PhCO.H), 8.70(3H, s,

mlo
ol gy
o
ol
o
i r}oll
! o
> I 5 Im

—_

)
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NHHCI)].

e 4-(N, N—EIE%'EE
S OHNIELIEE 126 M & 0E 4-S220tAEBXZN0IE 13 54

3 Al2H 302 =0t WEtet O 20 T It 2Z0 A 16 Al2h S0t WEHett, MAE
LAl MIASED s 22(15 mm Hg: 2 kPa)Stol 40CHIM == 108 =S &S

2 150 mOllAl 28] BEAIZILL, 40 CTOIAM Ot & 55_(0.5 mm Hg; 0.07 kPa) =, OIE 4-(NN-CIZ
2lA)BIE0O0IE 8.8 g 105 COlA SHEE HOIKA DN HEH2 LS80,

OE 4-E220tMEHXZU0IES S5l EP 4470401 JIME 20l Tetd MEE = UL
AAIOH : OE 4(5)-(2-tE0SAHIE )-1H-010IT+E-2-3t=S A0 E

HE S2et0lE 25M 2| ECINE=SAE HEUSFTLZLH0IE 5.7g2 SHS 20CTHAM 1020 &=
A A ml%ai Z2¢c2t0lE 100m =2 HE EISAIHIOIE 2.6692] X0l X*JPOFEP S22 16AI2
Sot 20COl It ._;Oil/\-l WEGED Ol 22 (15mmHg: 2kPa)SHOll 40COIN ==2HDEHCH  &HA
(6.49)E OLMIEAF 40me0fl SOHAIDILD OIE 2-22/AMXEIWO0IE SH0IEZ2220/1E 5. 4gJ_} O|01/H S

A)BIZENOIES GtIIo YWHe2 Mg == AL UES COEZO0

W x o

LIES OHMIEIOIE 3.280= "SJPBFEP §5.=!%9 3AI2E 302 SO 95COIM wEHGHL 48A12 SQF 20°COll
2 2Z0IA 48A12 St WBtoHA R2HAM MEGID 0I0HA 22 (15mmHg; 2kPa) St 4OCOH/\-| ==
0B, =SE dd=2S HEd EEE 0l 150z 2=otl]l Sg=S 7+ & 150mZ 33 MA
L. RI| BMs 2 EMUEE HOUIM Aot 22 (15mmHg; 2 kPa)Stoll 40CUHM ==24 108

=SE ggag OHE' O HIHIOIEE ES0IHAN =4 Aot 24UAM 220IEDHTISCH.  HIE 4(5)-
(2-IHHISAIHI L )-1H-0I0ICtZ-2-IS A I0IE 1.6g2 OIZH ot Qe XM 2o HEfZ =SFHC.

W oAmE (OMSO-ds ), T=300K, & (ppm) (300 MHz): 1.15 (3H, t, J=6Hz, CHs), 1.35 (
CHs), 4.25 (2H, g, J=6Hz, OCH,), 4.40 (2H, g, J=6Hz, OCH,), 7.45 (1H, t, J=7Hz, Z&Z= CH), 7.50 W
Xl 7.85 (4H, m, 3 &&= CH ¥ OI0ICHE CH), 13.60 (1H, s, NH)

HE 2-Z222HI00IE SIOIE22=2ct0l=2 ot ez Mg = UC
n.2nE == HES 120me0l FHOSHCH,  OIE 2-(NN-CIZZScl&)HUEUO0IE

=2

=
El
=2

b,
792 Ol

= SM 70me0ll =OIFEtCk. EEES 16AI2t S 20T It 2% 0A Wetotl 22 (15mmHg; 2kP
SZ2¢ct0lE 5.4602 O

a)otoll 40CUHM s=A408CH. Ol ot g 2-22/HEZ00IE SHoIER
S A0 AISE=E 24 Z2 EHZ +==stlh.

2-(NN-CIZZ 222 ') |_7F_LIE%E ot HEHeZ Mg == RUCH. LIEE CIXZZ0H0IE 5.54g2 OF
4592 EH0 FHIlotll EE==S 16AI2H St

BIE SEOHH DLEFé}I’_ OIOM\-I 20"0% d2ict =, d8= =29 SES A0l 2o MAHGHD HES

22 (15mmHg;  2kPa) SOl 40°COH/\-I SEANEC. TALS ml‘%aﬂ %EBPOI‘: M€ OHMIEHIOIE (E=b]

80-20) E8==2 EE6IHAM 4 Aot AN 2A20tEDNTISICE.  OIZH ot Ol 2-(N,N-CIZ

U3elH)HEZMOIE 8.4 g2 QE“IIAH 2o EHZE =S8,

1

H ABEZ (DMSO-ds), T=300K, & (ppm) (300 MHz): 1.22 (3H, t, J=6Hz, CHs;), 4.23 (2H, q, J=6Hz,
OCH,), 4.90 (2H, s, NCH.CO), 7.60 LHXl 7.90 (4H, m, 4 Z&=X CH), 9.20 (2H, s, 2 CHO)

g 2-EZ220tMEBZUHO0IES -E—._
ol IS ereofl M2tA MxE 2

stetal 19 =2 Mx

[ZX: VITI G. et al., J. Heterocyclic Chem., 28, 379 (1991)]
QUCtH.

e 1-[4-(1(2)-HEHECHE-5-LUSA)-1-SAAH-2-2]0[0IT+E-2-II=SAY0IE 9.54g, OMIE
370me & A= OLMIHIOIE 83gs =0 6AI2F St Jtgstlt.  Bts Eg=2S A SN S
ZADILD BSE MAME SF+ 400mMZ XMelettt., HddE 8 ZHE=ES =2clotl HE OtAIHIOIE 150me
2 HMFSC. st OlE OtMIHIOIE s50m2 MEE £, DHME &3(1mmHg; 0.13 kPa)atol 60°C O
e 2E0lA A8l 9-(1(2)-MIZH ERIS-5-LHE)-5H,10H -0I0IC+E[1,2-a]l 2Tl = [1,2-e] T
ctil-4-2 2.5 Mt ES=8 LM SEHZ +==stlh.

HMR AmER (DMSO-ds, T=300K ( & (ppm), 250 MHz): 2 OI& X2 75/25 E&=: S O0I&HM: 4.0 (2H,
CHz), 4.4 (2H, s, CHy), 5.9 (2H, CHPh), 7.2 LHXI 7.5 (7H, 2 U*éo E ), 7.6 (H, s, OIDIEF
H

-/ -lH
= CH), 7.8 (MH, d, J=6Hz, &&= CH), 8.0 (1H, s, OIOICHE CH), 12.4 s, NH); &= Ol&X:
3.95 (2H, CHy), 4.5 (2H, s, CHy), 5.8 (2H, CHPh), 6.9 LHXI 7.5 (84, &&= 2 HY CH), 7.6 (1H,

s, OI0ICHE CH), 7.95 (1H, s, OIDICHE CH), 12.4 (1H, s, NH)

£ 29 9-(1(2)-HZHHEE-5-2MHE)-5H,10H-010ICtE[1,2-al /T = [1,2-e] Il 2} & -4 2

ololE= 284 100me] E =S 100CH Jit2 2=0lA 40A12 St JFE &L, EF% é@%% O 1t
ot UHE SF==2 i, 0l0IA HE OIxFE OHZ 10me2t OtAlE 20m2l E8=Z, 0l0HA OF
HIE 2x40 M2 NSO 3J] AxF, X MH2(1. 39)% =S Melotol 0.1IN =&EHLES 80me =2
XMelotd =S& Z4 Z2AS e OtMIHIOIE 40miZ MIEGHD <f2to] Alsd SEH2Z WEtet] O ot
I IN SAM2=2 pH 12 /\FMQFOFEP. =S SEAS Mot IHE SF+ 2x20MZ, 0K A OLMIE
4x15m=Z, Mg OlA2E OHZ 3x15m=2 MASCH. XZ(1mmHg; 0.13kPa)stol 60CH It 20l
N 2A=xEH &, -(1-HIE2AS-5-LHE)-5H, 10H-0I0ICt=[1,2-a] QI CI = [1,2-e]TI2t&-4-2 0.8g2 E&O
260C Olatel REHo=x Fatal 2/M UNe SHEHE =S8t

=
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24 CisHiiN0, 0.33 HCI

% HAXI C: 56.75, H: 3.60, CI: 3.72, N: 30.89, 0: 5.04
% &=Xl C: 57.1, H: 3.2, CI: 4.0, N: 30.8.
e 1-[4-(1(2)-HEHES-5-LUHE)-1-SA00 -
Mg = ULH -(1(2)-HEHEAUS-5-LUSAl)-
3.33g2 EE=S 0t=2 WIIoHHAM &F 2== It &t Ol A OHHIE 20me =2 OHE' 010l
E 1.929° EHZS HOtotd 2AI12F S HISolA SFAIRZICH.  BlE E8=S 0ot 01
EP%% il@ ZmDIOH/H SLAIRIC  OE 1-[4-(1(2)-HEHEAUS-5-LUHSA)- e
=5 FH0AL 20 AEHeE sME U EM4 Z2o FHHZE =S8
OIE OI0IE-2-JI=4d0IEE D0I= 54! X3,600,399=01 JIM= Hiet 201 =S = UL
[e]

4-(1(2)-HZHERIS-2-2NE)2-E220c-1-222 otJ|9 &2Hoez MIE = UL CZ2220E
H =]

-2 ]0/0/CH&E-2- JPE/\'HIOI otulel gEYe=Z
-S2201H-1-2 0.7g, OHHIE 20me & BHar2 *%

A
F.QE’\’N

fome Zo| S= 1.65m9 2HS WEED 5TH e 2E=2 Was C2R=20|E 100m 9 4-
(1(2)-#IHHERIS-5-LHL)QIE-1-2 9.802] SUN 022 CHIIGHUIA =Dtot 2AI2F S0 20CO
OIE 2TUM DU HSHC  UIS SHSS MPIANS S 4I00MR HEGD R4S B
DIOUIs AOIA 2E5D 0iBeD BES 518 SLIINM STAAC,  4-(1(2)-WEHE)S 52
HSA)-2-S2D0E-1-2 12.1g2 2% SHUASL 20| ABEE 24 QU0 HEjR =SEHCH

4-(1(2)-HBEH ESIE-5-LHSA)-I-1-22 31DI0 YoR MEE + UL  4-(H-EIEAS-5-2
HISA)-QIE-1-2, OLHIE 150me, EARE 4.3g L HE S20L0IC 4mo] S22 BRM 4A2 S
OF 022 CHDIGHIAN JIZBICH  8rS 2822 120 AHZ 0NstD, 2848 SIS OHHIE 3x30
M2 NFED MBS W SLIUA SLAACH  4(1(2)-HEHEAE-5-LHSA)-2E-1-2

r

_ _ + + + + +
Y AHEY (MX 52) m/z 350 (M) , 213 (350-CH;) , 158 (CgHeNs) , 145 (CioHeO) , 91 (CHy

-

4-(H-HIE2S 5 %Dﬂ%)o._"_d -=22 ol gEez Mg = AT,  3-[2-(H-HE2ES-5-2HE)
HY]Z2O 24 9.2902 25 SAl0 OP S EHJIé}OH/\-I 100CO JIHE 2&2 JtEE =4k 50meo)|
EOtetCt. 50—.— S 110TH It __J_OH/\-I JIES ASEh. g2 sgEs BALY €3 30090
210 2A12t s Weksttt, ==& 0l XA é‘é\”’ﬁ“g Mot IOME SF+ x20m=2Z AHGtD &

= (1immHg: 0.13kPa)atoll GOCOH e 250M HAXs0.  4-(H-HEAE-5-20E)e-1-2 5.502
0| 222CQ €2 #HIoIXA DM SEHZ =58t

"M NVR A E S (DMSO-dg), T=300K (& (ppm), 300 MHz): 2.65 (2H, m, COCH,), 3.05 (2H, m, CH.), 4.40
(2H, s, CHy), 7.45 (1H, t, J=6Hz, &&= CH), 7.60 (24, m, 2 &&= CH)

9'ﬂ

[2-(H-HEHE-5-LHE ) HE ] Z2O 242 o119 SHez MIE == Al 0.5N ==&tStLIEE
50me=z 2l 3-[2-(1(2)-HAHEAS-5-LHS A ] Ot =&t 3.2921 EHE 21A12 S¢ot |

=5, 1.5pbar0il JIF2 SHONA, 10% Ects3s t 0.3g21 =Moot #=A3tetCh. el
ot OIAM t=S IN S22 pH 12 A4S P8P7 (= OM1|E1|O|E 3x50meZ =EEHCE. =olas

fF

1]
m

E8+ 0mZ MEAESID Z40tOUlE A0 HE=otD Gltctn 3Id SLIINA SEAI2ICH  3-[2-
(IH-HIEcE-5-2HE)HE | 22024 2.1602 &0l 160CQ WA DFo SHEH2 +=SFEHC.

3-[2-(1(2)-HZEHEIE-5-LHE ) HEL ]2 LS 6019 SHEO=2 MZEE £ JCH. 1(2)-HE-5-(2-
S QHA)HERE 117.5g, EcIRE0tel 162m, Ec|(o-SZ)Z AT 4.14g, Zets OLMIHIOIE 0.76g
S Ot 29.2m2] S ES 16AI2F SQF Ot=22 HJIoHUIA 100TCoH It 20A JtE st gt
SHEZS IN & 700meet Ol OLMIEIOIE 1400mee] wBtel S0 OEL. SIS SF= 2x400
M=, OI0IM EHHUIES 20gS ERots = 2x750m= MIEEICH.  +4d4S §otl, 6N S22 pH 1
£ d-3etotd OlE OHAIBEIOIE 2x500 m@E L. R FESS &FF 250 ME AEotD B0
JUls &0M AEotD Hutstn 3™ %%’ME SEAIZICH 3-[2-(1(2)-HEHERIE-5-LHE ) H

[2
Z]ota et 77.802 £ SHUAL 201 AIEHE M DX HEHZ >SS
5-(

1(2)-Ha-5-(2-E22HH) o #HeZ Mg = UL 2- ‘Z'E‘:'““’“)EHEEF—E
81.5g, OLMIE 800me, EHAMZE 45.4g & HIE EEDPOIE 44 6m2| EY =S ?TOHH S5AI2F ¢t 0t=
Cholotoll JtEsttt. Bt &8 MZ&ESt OI0A 043}'2'2 2l
SYII0AN SEELt. 1(2)HE-5-(2-E22 “.i )EIIEEJ" 117.5g2 =% S4dUlA ASE= it
QAKX M AH2 HEHZ =SS0

-(-EZZHA)HEUNESS ot)19 Loz Mg = UL (2-E22HYE)0 PHIELIEa' 80g, CIOi

Ot0I= 160me, LIEE OO IE 29.29 & ZABZE 2492 EY¥ =S A2 St 100CHl It
IA, OIA EF0IAM 3AI2ZH Set ot=22 EHJ|O|‘ I Jrgstt. Jtgs oIlol' =, UEE OtA0I=
It SHB2E 2402 U}oh_i_ %3‘%2 16AI2F =S¢ 100CH JINE 20 A MIOtEsttt. B8

239 2= 220 Z2HA 21, OHdIE& 60me=Z pH 4 WXl 52 &tdstold 2A12L S
e 2=0lA I’LE*SJEL =S J8M FEHS Mdotd IHE SF+ 150z AH of
tEE 4592 ERote = 24 2 wPold HE-3=5-FE OH=Z 2x250m=z =E&HC. =44
O{ot) 6N S22 pH 12 At-stEH =SE SN HENS itotd IXME SF+ 200m=
D AZB(ImmHg: 0.13kPa)otoll 60°CH It 2= 0lAM MESHCH (2-E22HA)HEE 81.59

1L

M
o
|

WS, 20w !

@g
=

Mo k= r2 rior B3 o
o
o
E
n
0
|

-

=
Ja
ol
-

= s80| 139C¢e M NHE HEHZ =St
A0 2
ClE 1-[4-(1(2)-HEHES-5-LUHE)-1-SAAH-2-2]0/0IC+E-2,4-LIFISAYO0IE 11.2g, OtME
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oome & 22F OLAIEIOIE 87.5g2 E8=S SFOUAM 4A12H S JIEeH.  Ets E8=
JI0A ==0otd HAIE 15682 St SJ[+ 750mE WEHEH.  +=S& 24 FEHS Gt
Fa= 2x125me S—c' Ol OtAMIEIOIE 4x100m2§ Aoz MFHEO. 31
|EtE-5-LUE)-4,5-CIot0IEE2-4-]A-10H-0I0ICt=[1,2-a] Il = [1,2
792 24 X2 ez =S8t

U U Ol >
m 18
' s

w
oo

H NMR AZES (DMSO-ds, T=300K (& (ppm), 250 MHz): 2 Ol XISl 60/40 E&2: | 04X 1.4 (3,
CHs), 4.0 (2H, CH.), 4.3 WXl 4.6 (4H, CH, & OCHz), 5.9 (2H, CH.Ph), 7.2 WHXl 7.9 (5H, HIEY CH),
8.5 (1H, s, OIDICIZE CH), 12.5 (1H, s, NH); A= Ol M: 1.4 (3H, CHs), 3.9 (2H, CHy), 4.3 LHXI 4.6
(4H, CH, & OCHy), 5.8 (2H, CHPh), 7.0 LHAI 7.6 (5H, HIEY CH), 8.5 (1H, s, OIOICHE CH), 12.5 (1H,
s, NH)

=)
=

OfH
10
2

9_
/él

—

1(2)-HZEHERIZS-5-2MNE)-4,5-CI5t0l E2-4-=2 1OH—O|D|EX[1 2- a]°|HIL[1 2—
ellle |OIE 3gt 47%2 olOI=EZ2ES & 150me2) EE‘%E 20A12H =¢F 100Col ke 2%
Ol Al JHZ 8tCt. 2 S22 Ut DHE SF+ x50z, 0 A O}ng 4x50m2§, IsH2=Z
HE 3=-F€ 0HZ 2x50me= Al=SCh. Ol A P_J'HIE =S =Mool 0.1IN =&t8tLEE 66m2
wtotl) OIE OHAIEIOIE 30m2 = }dl’“o} AlEd t0.13g22 250t OWJOFEP Hu=ss N
a2 pH 12 4Atdstolnl SdE FAESS 0ot %( mmHg 0.13 kPa)aotoll 60COll It =0
N A= 9-(IH-HES-5-2ME)-4,5-C E2-4-224-10H-0I0ICHE[1,2-a] QT = [1,2-e] Tl 2t
&-2-Jt= a4 0.94gS E0| 260C 0142l €2 2EM XA | oﬂEHE =S8t

_i_};‘ C16H1]N703

Jig o

X

&-2-2t

no

(_|\_J

o &

[

Fﬁ

-

% HAXI C: 55.02, H: 3.17, N: 28.07, 0: 13.74

cong 1-[4-(1(2 ) HEH EIE-5-2HE )-1-2AH-2-2]0|0ICHE-2,4-CIJI=A Y0 ES EUIOI EAR=s
oz HZXE == UCH. CIHIE OlIDICHE —24 EI?P—. A20lE 5.3g, OLMIE 100m 2 EtAMZFE 16.792
SEES 88 252 022 WIISHHA J1EsCH. Ol0A OLMIE 50me =29 4-(1 ( -HIEH ERE-5-
U)HE-2-E2201H-1-2 9.58g2 SHE FHIIot 4AI12t SO SR E HHsCH.  2HE S8 28 o
ot 284 22 S OtME 3x100m1!§ HI ol RIAE S SLINA SLAIZICH Cloflg 1-[4-
(1(2)-HIAH ERIE-H5-LMHE )-1 OIck-—2-2110|0ICHE-2,4-II2A4YI0IE 11.208 == MMM &
0l AIEEE EM LU =2 #%@EP.

CIOIE O0IDICHE-2,4-LI2I=2AIY0IEE =S8 [&X: P.S. BRANCO et al., Tetrahedron, 48(30), 6335
(1992) 101l JITHE HiQF 20| st8 8 &= QUCH.

2 A0 3

Olg 1-[4-(1(2)-BIZH
E 3.8g, OtMIE4F 33

E et-2- %]—4—(E|01| ANEZAZS)0|0ICHE-2-3t= 4 0l
HI'EF% %OI 5N %’E’.LIOP 2R 21t L 225 OtMIHIOIE 592 EFO0A 38Al
= 0 MAE SF+ 100mZ E’.%o}_’ U= OP

me,
2t SO JrE S, 'arg Eg=s o SEII0A =Fot
NIEIOIE 2x50mL =2 F=ZE 6t FI4E 40IOUSE d0AM AXR6tD HustD sl SEI0NAM S
ZAIRICH  SY SAE SM HE-32-2E o= 8omiet Ol OLMIEIOIE 8z 20COl It 8_'.:_
0l A I’I_t”'0|'_) O tetCh. 20 Hx& =, COoE 9-(1(2)- ““X'EIIEEJ —5- °'D1|E') -4,5-Clot0l =2~
4-=A-10H-0I0ICtE[1,2-al Ol =[1,2-e] D2t &-2-ZAZHO|E 1.508 2 HIOIXIM DO HEHE =+
%aFEP.

"H R AHEY (DMSO-ds ), T=300K (& (ppm), 300 MHz): 2 OI&X<2l 70/30 E&=: & Ol&4H: 1.3
(6H, t, J=6Hz, 2CHs;), 4.0 (2H, s, CH.), 4.15 (4H, m, OCHz), 4.4 (2H, s, CH.), 5.9 (2H, s, CHy), 7.2
Q

4. >
WXl 7.6 (7H, m, &= L HY CH) 7.8 (HH, d, J=6Hz, 2&=X CH), 8.45 (HH, s, Ol0OICHE CH), 12.5
(HH, s, NH); 2= OI&X: 1.3 (6H, t, J=6Hz, 2CH;), 3.95 (2H, s, CHy), 4.15 (4H, m, OCHy), 4.5 (2H,

s, CHy), 5.8 (2H, s, CHy), 7.0 WXl 7.6 (84, m, &&= & HY CH), 8.45 (1H, s, OIDICHE CH), 12.5
(HH, s, NH)

CIOIE 9-(1(2)- H“X'EHEE}"—5 QUM E)-4,5-Cl5t0| E2-4-=A-10H-0|0IC+=
2-ZAHOIE 1.15g0 2 F2| 47%2 slol=Ez2ESAat 60mu ggf%; 110°coll er_ 2 0lAl 2A|D+
EOF, Ol0{ A 100TC Ol A 6A|D+ SOF Ot22 HIIGHUAM JIESCH. B2 =822 st IHE =
4x10m£§ OlHA BIE 3=- ?%‘ OlEI2 3x40meZ M= BHCH. &2 (1mmHg; O 13 kPa)at0ll 60°COll
mg CUHAM HES &, 9-(H-HE2US-5-LNE)-4,5-CI5H0| E2-4-=2A-10H-0|0ICt=[1,2-a] 2/ Ol
C[1,2- e]ulam - AZA (0.43g2 SHO0| 260C 0|A0 2EM DHO HER 2S5},

4 CisHiN0P

1,2-al@tl=[1,2-e] Ol

Ov—|

% HI&EXI C: 46.76, H: 3.14, N: 25.45, 0: 16.61, P: 8.04
% =Xl C: 46.7, H: 2.8, N 25.1.

OlE 1-[4-1(2)-MI BB St E-5-L I E)-1-S A0l -2 |-4-(CI | SAIZA T ) 0|0/ CHE-2-9H = 4201 €
S 5Jjo weo2 MEE & ACH  EXE CHEY -[4-(1(2)-HEHEE-5-LHL)-1-S 200 e

aloloictts-2,4- EBP%%‘HIOIEOI HZE I8t HAIG 2012t 2201 =85tXIC OHE 4-(CIMSAIZAL
gd)ol0itHE-2-2t=240IE 2.76g, OLAIE 100m, EHAMZE 6.7 2 4-(1(2)-HAEHERIS-5-2HE)-2-
BE0lt-1-2 3.83g2=2 MAIECH. X M42(5.79)2 LISZ2Z2MHED HES(EHH 95-5)2 E82

27-14
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2 ZEOHA Mo 2N ARDEHT s IMSICH N 1-[4-(1(2)-HBH EtS-5-L
BHIZ)-1-SA016-2-2]-4-(CINSAZAEY)00ICHE-2-IH= A O0IE 3.802 52 SBHUMEL 20 Al
SCls 2 To| HER £SECH

AAIC 4

e 1-[4-(0I SAIDH2 LIS )-1-S 201 B-2-2 |-4-(0| SADH2 LK L) 0l 0| HE-2-F= 4201 € 1.63g,
OLMIEL 15m 9 22 OIMIEIOIE 2.8302 SE2S BRUA 5M2F SO Jtstct,  JtES Stol
D, 2425 OLMIEIOIE 1.402 EItotD B2 & 22 100

&t
mo =20 CSZ2Z018 3x50mE ==
SLII0AN SZAIRIC. S22 MAE 0E OtMIHIOIE 15m=Z &EE6t0 CIHE 4,5-

2AI2E e HIBELH.  BtE 2SS BA
Zotld o
|
10H-O0IDICHE[1,2-a] IOI=[1,2-e] I 2t & -2,9-CIOLAIEIOIE 0.8g2 HIOIXIA DM HEHZ =SFHC.

b, SJ14S 40t aUls 40l A

-0

"H MR AmER (DMSO—ds ), T=300K, & (ppm), (250 MHz): 1.25 (6H, m, 2 CHs), 3.80 (4H, s, 2
CH:C0:Et), 4.00 (2H, s, CH), 4.15 (4H, g, J=6Hz 2 OCH.), 7.15 (1H, d, J=8Hz, Z&Z= CH), 7.40 (1H,
t, J=BHz, &&= CH), 7.80 (1H, d, J=8Hz, Z&= CH), 7.90 (1H, s, &&= CH), 12.4 (1H, s, CONH)

CIE 4,5-C15H0| S2-4-=A-10H-0I0ICHE[1,2-a] QI Gl &= [1,2-e] T 2+ &1-2,9-CI OLAIE OI £ 0.68g+ 6N &
S 23 ZSE0N

& 20mee] EEE S 16AI2E SQ 100TH JIE2 2Z0IA JHZ St Bs &
d2iotl] NS Huettt. =84 S=2S O0HE X1z M=otd dS(1mmHg

THl It 250l AZSCH. 4,5-CI6H0I E2-4-S A-10H-0I0ICt=[1,2-a] @l [1,2
CIOtMIE4t SHOIEZ2Z2t01E 0.43g2 EFO0| 250C Olafel 2 HIOIXIM DS EHE =S8t

=4 CiHiaN30s, HCI
% HIA&HX| C: 54.34, H: 3.76, Cl: 9.43 N: 11.18, 0: 21.29
% &=X| C: 53.9, H: 3.4, Cl: 9.8, N: 10.9, 0: 20.9.

HE 1-[4-(NISAHELHE)-1-SAQAC-2-U [-4-(HSAISI2LUHE ) 0I0ITHE-2-ItS A0 EE dHII2

HHOZ Mg £ AT, OHE 4-(WSAIHIELHE)O0IDICHE-2-It=2420IE 1.37g, OtAIE 30me

BAMZE 4.1492 EEES F 22 IS St OtAIE 10m¢ =9 g (-E2Z2-1-Sa0lt-4-

A)OLMIHIOIES EHs 1020 Z2HM FOtotD RS A2 SO H=ZEHLE BEs 8= a0

Jl2E H4HEZ Hitctd ItES 28 SEII0HA SZAIZIC. S22 MAE 0lE OtMEIOIEZ S=06t

HA Aeldt 28 &0A JZ20tE0HTI 2o FHMSHCEH. g 1-[4-(0ISAPIELHE)-1-2S a0
H

E-2-2]-4-(MSAISIELHE)0I0ICHE-2-I=S A0 E 1.65g2 2M 229 HEHH2 =S},

'H NUR AHEY (DMSO-ds), T=300K, & (ppm) (300 MHz): 1.20 (9H, m, 3 CHs), 3.25 (MH, dd, J=5 & 14
Hz, HCH), 3.70(2H, s, CH.C0), 3.75 (1H, dd, J=7 ¥ 14Hz, HCH), 3.85 (2H, s, CH.C0), 4.10 (6H, m, 3
0CH,), 5.80 (1H, dd, J=5 & 7Hz, CH), 7.50 (2H, m, 2 2&=X CH), 7.70 (2H, d, J=8Hz, 2 %&= CH)

e (2-BE22-1-SA0c-4-2)0LMHIOIES o012 ¢Hoez Mg 5 AL, CS=Z=2HE 20 =
o 2.15m EF s 1020 Z2XHAM CIZZ220E 130 Z2 (1-2A0EH-4-L)0LMELS HE oA
S22 20CH e =2E=2

BIZ 10.45901 5COI Jtt2 2=0A ot==2 THIIotol &otetth.  BS
b

SFotE=S ot 2SS 2AI2t St AHSEC.  BtE Sg=SS 83 EotE = 100meol ME
Ch. SII4S AXT0N SF== 1002 M=ot s=ol0 tlats dd=s 12.7g2 =5 40AM2
20| AMEBL= ZM 229 HEHZ =S8t

S48 22240
CH

&N

(1-2a00c-4-A )0t EAI OIE HAHZE G2 Yoz HMXE = JT
4.7TE CS22HE 200m S (1-|LH-4-2)0LHIEA 9.4g0 A=23t, 0
Ct.  4AI2E Set 20Coll D2 250A netet =, ES 40msS BHSOHE o
=olA WwEsH.  KRIIAS E3 SHas=AUES A 26m2 23], 00N SF=
=0t0 OaEleE 482 10.4502 =5 gd0lMet 201 AIBHE=E

Jn gjo
o
TR
Ol
oy o
O

oY

o

|El b
o

t-4-U)OLHIEAE B1D12 o2 Mg 2 QUCH. ZAH95%) al
m=4F 43g2 100COIA 18AIZH SQF JtEsICE. 20T Jhe =252 d248 <, BSiHES
oomeoll Z™MA ECH. OHES OIE OHMIEIOIE 400m2 33 =
s=ot el XM 9.5692 +==8tCt. Ol ot =5
D St OIMAM OlAZ=2E HHZE 25m=2 MIEGHD 22 (1mmHg:
H0| 160CQ QaXMEs © =M NI 6.7g8 +=S8eHCh.
SANEHE)EZ2O24S G012 HHe2 HIE == UCH.  OLAIEL 400m =2 10% Zets
B S 20T I =%, 1.28t2 LE0UAM 4A12+
1 g; 2kPa)dt, 40COIAM ==8HCt. +SE

C

1

G OE
o = e
Kl

FA

|-_L

QEeE 0
ol

R =
00
Jal

B oo
o
o
[

i
s X

R J2 o for
od0

02 ) 4 r

w
(e0)
m o

¢
$
A\
i
>
=

Ct. EcIREO0Y 211m 2 2-B22
.89, . E .6g, Zct= OHMIEIOIE 0.67g2 100COIA
FCH. 207COI D2 2Z0A 28t =, B2MHES = 4202 sF o 8omeol HE
&2 itotn = 500m=2 33 MIEGHLD Ol A

SO WEHSHCH.  0I0AM =d&S
ArESESHLH. EAE JXMSS GUotD 22 MAGHD 2 (1 mmHg: 0.13 kPa)Stoll 60

> =
=
e
S

v I
[P
1o
_O'j
oo
10
0z
T

e
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=

r

noe =
e
2 0
WA re |m
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o
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=202 830
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TOHAM AXotH S&0l 190C! A X 39.692 +==8&tCt.
AW 5

OIS 1-(4-AlOH=BIZ-1-S2015-2-21) 0| 0| CHE-2-II S M 0IE 3.13g, OLMIEA 30m L 5N 22L|0}
BIErS 20mo] EESS SR0IA 20AI2F SO JIHBIC 20CH IS SZOIM S2AS 2, BHSOHE
S ==5t0 012K 5101 $SE TAIS 2 150m0l EaHAIRICH  OlFH S0 EHE AFSS 4H 2
HASOIA OIDIGID B2 METStD 25t0l 20COIA 2ESD OIZA 50 =AY DA 2.602
LSS 0l2E DHE wErstoiA CISR20IE-HE S (2| 95/5) 288 S0 AL 22
SoHA AOIM OIDGHD SY SE2 20ME KMFotD 0[01A 25H0l 60CHA AZ=BICH 01
5t01 SE0l 260C OlAH0I 1) HIOIXI44 DS SHEHO! 9-AlO =i E-5H, 10H-0I0ICH 1,2-a] QG =[1,2-¢] T
2HZl-4-2 0.84g2 +SEL}.

440 CiHiols0, 0.2 H:0, 0.17 CHs, COOH

% H &K C: 68.70, H: 3.84, Ni 21.36, 0: 6.10

% &ZX C: 69.1, H: 3.5, N: 20.8.

O 1-(4-AlO-BIE-1-S 201 6-2-2)0|0ICHE-2-It S AU 0IES olJl0 WYoE MEE 4 UCH
OLNIE 307t 20 02 OI0ILIBE2-H=MA0IS 1,609 BUS BNZE 86002 2EAL. 0 B&
UZ OIS d0n Fo| 252 2-4-(AOK=DIE)IE-I-2 3. 2200 BUS HIIBC}. 4N SO BE
SCOM mEE £ DSHEES 20CH JE 252 oD A2 SHANN GBST.  BES ¥

(:
-0IE OIMIHIOIE (& )2 ZA DX ZEES HE 1-(4-AlIOt-HIE-1-SA01e-2-2)0I0ICHE-

AZID E4 OH 2. 7g =S8l O| 2He d& AZ0tEJHIol s FM(ESH: LS220E
A | 50-50) Ie
2-II=24d01E 0.62g8 ==S&tCt.

A
o
>
J&
Im
1

m/z 309 (M), 236 ((MCOEt)'), 141 ((CHNo)'), 68 ((CaHa)'

= 55| HM3,600,399=01 JIM= Hte 201 MAE == UCH

ot1e Yoz g4 —’-‘— UL CEZZ0IE 5m Z2| 28
E9| 4-(AOt-ME)Qle-1-2 2.42g2] AU =It&Ct. 22T 2
30meoll SOHAIZILD mBHSt P% Bi==8tCt. SKII&S
D SLAIZICH.  2-BZ22-4-(AOt:HE)IH-1-2
tCH.
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EZH: MOISZM-0E OLMHOIE (Ul 2/1).

QlEt-1-22 &iJI19 HHEOZ MZIE £ UCH. 3-(2-AlIOt-HEHE )ZZ2024 3.7802
tOIE 3meet EIJEEEHIEF 15meel U0 FHOtetCt. CIHNEXZSO00I= 0.55mE FOtet
2= 30CUHAM 4AI12 S DSt HES Y= QEJIIA—.“ A0l MHECH. 0l2dst @
EIZEEEHIEF 25me 301| ZollAIZI2 OIHA 10TCOIAM Ot==2 CHIIGHO %e}o*aﬂlﬁ 8g & 1.2-
SOIE 35meo] FOKO EOFBICH.  20COl IS SZ=0IA 18/\|7F°| =, BISMHES €38 60g
OI0IA EAUE Hisotn s=daE USZZ20E 50mZ =S80 E.'?_ RIS Xt S
=2 N 100m€§ = 50mMZ AAHGHD M0t dUls H0AM 2E6td SZAIZICH.  OlEH o
ﬂl I*ME OIE 3=-2E OHZ 50molA HEotl =S SEHS 2Z IHA2H0UAM O
% 32-RE OlH=z 25m=2 MZEotn 2&otol 20CH M AHESHCH 4-(AlOt=HIE )l E-1-2
=9 6}04 HIOIII@” DM =S8t

vru

D
=
—
> Il
o © o
(o8]
(o))

—mo o
=y o
iy = S
D— I\)DﬂHH_
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[1H NMR AHEZ (DMSO-ds), T=300K, & (ppm) (300 MHz): 2.70 (2H, m, CH), 3.15 (2H, m, CH.), 4.20
(2H, s, CHCN), 7.52 (1H, t, J=8Hz, &= CH), 7.67 (1H, d, J=8Hz, &= CH), 7.73 (2H, d,
J=8Hz, &= CH)]

-(2-AOI-HEHE)EZ20 242 GH19 Yo M = UL, SEH 10% Zets 1.508 2 250

me AN SAMSHLEE 83 59| 3-(2- /\IOL%_EHI DA A 15,492 X0 OISO, 0] EBUE =46t

Ol 1.5bar0ll J0t2 &=, 20°COHl JHP% 20 2A12t 462 Set EXIstt.  O0IA EHS0HES MOl

HOIA RS0, HUES =4 AH(IN) 8omeel HOLo 2HA 100 Jit2 pHE A& SHEHCH. O™
2

P

Hoolol +SE ANSS A :‘EH*OHM OB D, 2 275m2 MEB D 2250 60T IR 25
oM AZEICH  3-(2-AIOH-HIZHY)T2T 24 13.4602 OIZH 5101 £ SHMAF 20 AR
SHAf DO HENR SSEICH

-(2-AIOL=HIE)AIE S GHI12 YYo=z HIE = AL, 2-EZZHEOMELIEZ 13w, ECIRE
Otgl 47.5m¢, Ec|-o-SEEAE 1.29, Ects OAIHIOIE 0.22g, 0I0IA Ot A 8.6mME HA HDI6H
Ol S2-Ht= SAI00 842‘&9% CYettt. =g=3 18AI2F =S¢ 100TCOHA JrEettt.  20COl
btz 252 SHAMZ =, BE0HES e OtMEHIOIE 150meet IN =& Fab 220me0il Zoi Al2ICH

rr

wets, BH2MHES =&t =842 E OtMHOIE 150m2 ==6HCH.  R|IIAS ot 2 2x200
me2 HI’_“EJ} Mot = 300me =o SEAHUES 10.6g21 A0 SoiAI2ICH.  1AIZH SQF HWgtotn
i=8t &, &S 4 A(12N) 17.6m2 MASISHCH Ol ot =S& AdES 42 2dA

3-(2-Al Ot =]

A0A Ototl) , = 2x100me=2 Al=otL] 2 26toll 20Col JtN2 2= 0 A A X8HCH
S)AIEL 15,492 01 ot &= SHUMS 20l AHSE= MM DHO SEEHz =S8t

A A0 6

OLMIEL 20me =2 CINE 1-(4-0SAIELHE-1-2A-2-2)2-0SAISIEL0I0ITHZ-4-HEZA
ZUIOIE 2.15g1t 22&= OHMIEIOIE 3.23g2 EXS tll & 20AM 2A12t S¢F, S2MY2Es 1.492 Ot
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S TAZH SOt WEtetlth. EES 20CT0 JhE 22 W@24otd OME ol oA =clotd ObAl
E& 5 20mz 22/, 2=+ OE OHZ & 60m=Z 33 1I’36P ZUSHUl HESCH. CIE 9-0ISAl
IIELHE-4-=4-4,5-CI5H0| E2-10H- OIDIEXH 2-al @l }_‘.—_[1,2—e Otd-2-HEZAZHOIE 0.7292
Ol ot =214 =29 HEiE +=Setlt.

"HOMR ATER (DMSO-ds ), T=300K, & (ppm) (30 MHz): 1.25 (9H, m, 3CHs), 3.40 (2H, d, J=19Hz,
PCH.), 3.80 (2H, s, CHg), 4.00 (2H, s, CHz), 4.10 (4H, m, 2 OCH,), 7.20 (1H, d, J=BHz, &= CH),
7.40 (MH, t, J=8Hz, &&= CH), 7.80 (24, m, &&= L 0I0ICIS CH)

[

P o W 18 F9 CIE -UISAIH2LHE-4-=224-4,5-CI5t0l| =2 -10H-0/0ICH=E[1,2-a] &
C[1,2-e] D& -2-BIEZAZHOIE 0.792] BUS HIE 2Z0A 16AI12F S wBHGtD 20Tl It
22 d2ett. IME ool 2o =clotl, 7+ & 60MZ 33, OtAlE & 80mMZ 43, 2

2 & 120m=Z 43 MI=otll 2okl 60°COoilA 3*35@13 Ol otod 9-It=AIBIE-4-SA-
4,5-CI5t0lE2-10H-0I0ICtE[1,2-a] 2Ll -1, 2-e] M2t & -2-HIE ZAE A 0.492 SFO0| 260T 0142l
HIOIXI A =2o| HEHE +=S8HCt.

HO

'H MR ABERS (0,04Na00), T=300K, & (ppm) (250 MHz): 3.05 (2H, d, J=19Hz, PCH.), 3.30 (2H, s,
CHz). 3.40 (2H, s, CHy), 6.90 (1H, d, J=BHz, &&= CH), 7.22 (1H, t, J=8Hz, Z&= CH), 7.38 (1H,
d, J=2Hz, OIDICZE CH), 7.50 (1H, =8Hz, StBEZE CH)

d. J
OIS 1-(4-OISAIDHE LD E-1-S 201 E-2-2) -0 SAIIH2 L OIDIHE4-H LR AZH0IES 519
SHOZ FEE £ UL  EANTB 4.502 OMIE 35 So| CIOIY 2-0ISAIH2L0I0|CHS+4-HEE
XTUOIE 1,959 SO0 EJIEICH, DEHE HEMS BA SE0IM RAokD OHMIE om Eol e
(-22R2-1-SA01C-4-2)OLHEHOIE 1.90°9 BUS 1020 ZHA HIISIC.  2Al2t SO merst =,
HIS S92 0fDolD OIHES 2AGHH 40CHAM SSADSLH +SE ME2(3.29)E O ORAIEIO]
E. 0I0{M OIE OIHIEIOIES HEISOl EB2(SXH 95-5)2 BEGISA 54 &215 2a0A =20t
SIHIECH.  aEs Ma2 ots 2= 522105401 X0l 120C2 CI0)|
- 1-(4-0l SAPHE L H E-1-S A0 E-2-2)2-0 S A2 LOIDICHE-4-HETARLOIE 2.1502 4S8t

Ct.

[H NMR AZEZ (DMSO-ds), T=300K, & (ppm) (250 MHz): 1.10 sowl 1.40 (12H, m, 4 CH;), 3.25 (2H, d,
J=19Hz, PCH,), 3.27 ¥ 3.78 (1H 22, m, CHy), 3.90 (2H, s, CH.CO), 4.00 LHXI 4.30 (8H, m, 4 OCH),

5.90 (HH, dd, J=4 ¥ 5 Hz, NCH), 7.50 (1H, d, J=2Hz, OIOICtZE CH), 7.55 (MH, t, J=8 Hz, Z&=
CH), 7.82 (2H, d, J=8Hz, 2 &&= CH)]

AAIOf 7

%DE OLMEIOIE 1.5402 OFHIEA 7.2m Z9| CINE 1-[1-BA4-(2-24-2-HYHSAII2LHE)0!
CH2-2]0|0ICHE-2,4-CIFH =2 A Y 0|E 1.03g0] SEIM0| OF22 4|6t TUSICH BSOS 220
K 4AIZH SOF Jb5lD A ZehA MOA D20 MEH2 OB ASE DH TAE 22 23 Al
%5t 0101A o0l B0CHIA AXBITH  0IZIN GH01 IS O-(4-FI-1H-010/CHE-2-2UHI€)-4,5-C]
5101 = 2-4-= A-10H-0I0ICHE[1,2-a] O Bl = [1,2-e ] T2t R -2-IF= R HO|E 0.492 BHOI 260C 0l4Ql
314 DR ol oﬂEHE LSBHC

0lE 9-(4-T'Y-1H-0I DI CHE-2-L Bl € )-4,5-CI 50| = 2-4-= A-10H-0[ 01 CHE [1,2-a] O Gl = [ 1, 2- ] Tl 2 &I

2-II= A 0IE 0.49, OLHIEA 12.5m L BN A+ 2.5me0) s:ag*%g 24AI2F SO 100°COl JIHE 20l
MOIEIt. IS EEES A2 SYAAUN D2l MH2 omom OIZH 3101 2=SE DA ZHA
£ S2 33 ME6ID 0l01K 2eGH 00CUIA AXECH 012N 5101 9-4-(HIE-TH-010CE-2-0f
g1)-4,5-C| 50 Erwaty OIDICHE[1,2-a] OB = [1,2-] T 21X -2-3} =2 Al A 0.23g2 SHO| 260T

Olé)“&' sHAR THNC c>4EHE =S8t
24 CaHiNsO3, 3.96 H0, 0.91 CHy02
% H&EXI C: 68.07, H: 4.05, N: 16.54
% AA=X| C: 68.1, H: 4.1, N: 16.5

“4-(2-2LA-2-HE WS AIIEEHE ) &-2-2]010I1CHE-2,4-LIH =L YO0 EE oIl
t’*t“oi HI_.__E* &= %UZP. OLMIE 45m¢ F9| (2-E22-1-240H-4-2)0tMEAS] (2-S4-2- THI‘é)OH
g OlAHZ 1.802 SHS ot=2= WIIot0A CINE OI0ICHE-2,4-CItS4Ac0lE 4.3g, BHAZE 1.1¢g
‘:” OLNIE 25mee| & EFHO X*?POHZP 24A12F St 2001 JttE 2=0A wetet =, BISiHEsS A2

0

SoAMOIA GiBGID MM DHE 2= 33 MG, 0I0IA 22500 B0COIA AZBTH 012
5101 CIONE 1-[1-S4-4-(2-S A2 H L 0| S A9 2 DIE) el -2-2] 0101 (+E-2,4-LI3H S M 01 E 2.630
S S0l 18000 &M NS HEHT S}
(-B22-1-2A0H-4-)OMEMS (2-SA2-HE)NE HAHEES oo oz $Sg 4
ACH  GIOIS2EZ4 0.8MS OLHEA 200 SO (1-2AQIE-4-2)OtHEAS (2-S2-2-H L)
GIAEIZ 12,500 FHIIEICH 22 2.35mE 13C0 JI2 22 W2E o SA HItEH  8S
HES 20COl IS 2SE2 SACIES ot1 BISS 22 SO M8, 0l NS 23l Br=siC}.
SISOIES 8ot US 4009 EH2H G212 400mE CIHEZ HEZ 1000 SHAIZIC R
[e]

IE OlEI= 500me0fl SohAIZICH  Hi==, OMHZES 45 =%06t1

822 AS5t0l Al2i3t 4o IZUEIHTU A
E-4-2)OLHIELS (2-2A-2-HE)NE OAHZE 2%

a

S ==510 MAS 2M Q
E
=)

J

1o
amil
_..EEQHO"
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=
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SHUAM 20 AEEE &AM

(1-=AQICH-4-2) OtHI E&F2 (2—%.’.\_—2—1_HI‘—')01IE' HAHZEE 6019 gwgoez MZEE = A,  oE
OHHIEIIOIE 47me 9| EZ2D0tMEH = 18.92929 XS MIE OLMIHIOIE 190m€ £ (1—%.’.&8‘8—4—

2)OLMIEAE 18g, ECIOIE0t2! 13.2me2] SH HIIEHCH. EBFSOIHE S 22A12F SQF 25T It =2
COIAM WEGED Ol0IA A2 A &0AM Gutetth. HddeE EBHsE = ZOOmﬂ 5%°| 2o =2 200
me, 5%2] SEAMLIEE =M 200m L H 200mE HENOZ ilﬁ@l}, RIS 55 =, M0
H Zd3stote &M 40| =SEC. _I_ng SF=2 M O, Zot0l 60CHA XS0,
(1-SAEH-4-A)0LMELS (2-SA-2-HE)NE HAHZE 02 ot &0l 74Ce 24 Dol
SEHE +=S8tCt.

A0 8

o
e
1o
oar
o
HU
Jlﬂ
o
o

0.3 SUHUES S804 i Bl (E)-3-(9 =AY EL-4-=£5,10-LIS0IS20I0ICIE(1 2-al ol
w[1,2-e] T2t E-2-2)0t 224 08021 EXES 10% BetSat SEF 0.04g2] ZMGH0I 12A12F S0 40T
SHE Ba 5 bardl OIS UGN Shsmt,  MHE HHES SEA 2w, 00K OE
2x5Mi2 HHolD HEZHOZ FE(Imbg: 0.13 kPa)otoll o 60COIA AXSIC.  3-(9-94= AN E-4-=
4-5,10-CI5t01 S2OFOICHE [1,2-a] 91T = [1,2-e] W2t &l2-Y | T2 D242 SH0l 260C 0142l HIOIX|
& DR HENZ £SECH

S5: CigHiNOs, 1.3 HO

% M &HXI C:61.19 H:4.28 N:11.89 0:22.64

% AZX| C:60.8 H:4.4 N:12.0 0:22.1.

A0 9

OIS (E)-4-(2-0 SAIFH2 LHIL)-1-(HI SAIFH2 L B 2-1-S 201 6-2-21) 0| 0|+ B-2-F+= M 0| € 0.3g,
OLHIEAH 7m ! @5 OIMIEIOIE 508 BROIN 1A SO JjABH BIS EBES SH4 THE
2850 228 S8 ol Clai Folsi) Sa 26ME 01014 OIME 26me MO A2
(g, 0. 1skPa)GI0l ot 20004 2Z8 & U8 (E)3-(0-2=ANE-4-245, 10-Cls0IS20l01C

=
Z[1,2-alQltl=[1,2-e]Hct&-2- )OI L O0IEE &= SHUALA 20| /\PEEIE &0l 260C 0] &l
ZM Ao dE 2 5@&

H MR ATE (DMS0-dg), T=300K, & (ppm) (250 MHz): 1.22 (3H, t, J=6Hz, CHs), 1.30 (3H, t, J=6Hz,
CHs), 3.87 (2H, s, CHx), 4.00 (2H, s, CHy), 4.15 (2H, 1, J=6Hz, OCH.), 4.25 (2H, 1, J=6Hz, OCH,),
6.70 (1H, d, J=16Hz, OIE®&l CH), 7.28 (1H, d, J=7Hz, &= CH), 7.42 (1H, t, J=7THz, &&= CH),

7.70 (1H, d, J=16Hz, OIE& CH), 7.84 (1H, d, J=7Hz, 2&= CH), 8.40 (1H, s, OI0ICE CH), 12.00
(HH, 2”2l s, NHCO)

HE (E)-3-(9-II=2AIHE-4-2A-5,10-CIGI0IE20/0ICHE[1,2-a] 210l [1,2-e] Tl 2t&I-2-2) 0
E 1.45g, =4 19m L OHHEAJ 78mlo SEESES 48 A2t S0t SFItHSEC. e &§
ANHA DHE B8 2x20m|§, Ol0{A OFMIE 2x20mI 2 HI"*OF e zE=0=2 2 60CH A
Ho; 0.13kPa)dt0l A= AI2ICH. (E)-3-(9-II=2AIME-4-=2A-5, 1O—EI6}O|‘:§OIDII}I[ ,2=
[1,2-e]II2tEI-2-2 )0t 2 &F 0.94901 & 0| 260°C 0|40l I:HIOIII DA HEHR $SEI.

S CgHiNaOs, 0.89 HCI, 0.91 H0,

m: o=
[Pl

© 0
5
3

% HA&EX] C:61.54, H:3.73, N;11.96, 0:22.77
% A=Xl €:61.8, H:3.4, N:11.9

e (E)-4-(2-OISAIPHREHI L )-1-(7-0 S AP 2 L M 2-3-S 201 6-2-2) 0| 0| E-2-F = M0 ES T}

SI 22 WHORE MZE 4 UL: M (E)-4(5)-(2-MISAISH= LI )-1H-0I DI CHE-2-IH= Al B0 €

0.30. OLMIE 6l 2 EIN2E 0.860° SLEE 0122 [DISHH BR2C2 Jteaith. 01014, OHA

S anl 29 Y (2-22P-1-2A00C-4-2)OIMEIOIE 0.37g2] BAS JI5tD 1 A2 SO SEE Ji

=i}, BSOS OG0l 01US 518 ZUIIUA SEAH =4 o451 0.5 £5010i 012 8BS
) otOl &2l

M2 EI%EEHI%—HIQE(% 5-0.5, 8HII& f AZ0IEJHIZ ZBHMECH
e (E)-4-(2-UISAIPIEEHIE)-1-(7T-UHSAISt2 L HE-3-= Al - %)OIDIEPX -2-Jt=4d0I1E 0.29
Ol 8&0| 53T 24 XU FHHZ =S50 S840 A2 ECHOMS0-ds S 'H NMR AHEZ, T=300K,
8 (ppm) (300MHz) : 1.18(3H, t, J=6Hz, CHs), 1.22(3H, t, J=6Hz, CHs), 1.30(3H, t, J=6Hz, CH;), 3.35 &
3.82(2=2 1H, 22t dd, J=17 ¥ 4Hz, ¥ dd, J=6 ¥ 17Hz, PhChy), 3.90(2H, s, CH.CO), 4.20(6H, m, 3
OCHy), 5.92(1H, dd, J=6 % 4Hz, CHN), 6.55(1H, d, J=16Hz, OIE@l CH), 7.58(1H, t, J=7THz, Y&E=
CH), 7.60(1H, d, J=16Hz, OIE&l CH), 7.75(2H, d, J=7Hz, 2 Z&= CH), 8.05(1H, s, OIDICIE CH)].

AAIG 10

Clole 1-[7-(CIHSAIZAZEHE )-3-520-3-2]0|0IC+E-2,4-9I=2A Y 0IE 0.6g, OLMIEAL 18ml
2L 2DF OIMIHIOIE 9.492 E&E2 3 M2t S0t RIS, BIS S22 S8+ 2lZ B3
ot 224 222 HUEelotd &=+ 2x5nlzZ, 0lHM OINIE 2x5mlz MI&E &L, & Z8H(1mm Hg
0.13kPa) 20C 220 A AXxst &, HE--(CIHSAZAZENHE )-4-=24-510-Clot0IEZ20I0ICHE[1,2-
aloldlc[1,2-e]LI2tR-2-JI=2AYHO0IE 0.2602 0| 260C O0|atQl 2ZA N EENZ £=SolH, &=
S0 AZECE.
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[DMSO-ds = 'H NMR ABEY, T=300K, & (ppm)(300MHz): 1.15(6H, t, J=6Hz, 2CH;), 1.35(3H, t, J=6Hz,
CHs), 3.35(2H, d, J=22Hz, PCH,), 3.98(4H, q, J=6Hz, 2 OCH,), 4.10(2H, s, CHy), 4.35(2H, g, J=6Hz,
0CH,), 7.25(1H, d, J=7Hz, &&= CH), 7.40(1H, t, J=7Hz, Y&Z CH), 7.80(1H, d, J=7Hz, &&= CH),
8.65(1H, s, OIDICIE CH), 12.60(1H, ZE 2 s, NHCO)].

g 9- (EIWI%/\IE&E%‘D{I%‘)%—%& 5,10-CIStolE20I10ICHE[1,2-al Il = [1,2-e] Tl CtEI-2-2t =S Al 2l
| -

OIS 0.6g, OIHIEY =0/ 30% SIOIS2SSe 3l 2 5=+ 1nol SSBES 2 A2 SO Rjigs
O, oS SUSS OIUS0] DHS SRS 3@, OME 2002 NS (S IEXO2 x3g)
O (1mn Hg, 0.13kPa) 40C SD0IM AZAZCH 4-SA-GEAEEHE-S, 10-CI510 S20DILIE 1.0
alQIGIt: [1,2-6] T 2t &I-2-9t =2 A& 0.390] SHOI & 260T Ol&kel HIOIXIAY D HElz +S=Ch.

4 CHiNi0P, 0.09 HBr, 0.38HCI, 1.54,0,
% &K C:49.87, H:3.3, N;11.63, 0:26.57, P:8.57
% ASX C:49.8, H:3.4, N:11.1

Mg 1-[7-(CIESAZTATYHE)-3-S2016-2-2]0/0|C+HE-2,4-CIH=ZAY0IEE S 22 Y
22 HIg + ULk WE HODILE2 4E)-CII=URNOIE 0.5, OAIE 2nl @ SULS 05908
22 OIS BRSEZ IS0, Ol OLMIE 10nl E° CIE 2520 1-SA00E-4-2E
D2TUYOIE 1.002] BUS JHotD 2 A2 SO RS BB SISIHES MG OUS SH
S9N SEA,  SLAANE SSHZ 02 OMEIOIEOIHE =22(%55, BXII%)E A=
SHOI M2IDtMUAN 2ODEIHTE IHSC.  Hetd, HE -[7-(CHSAZAZUHE)-3-SA008

-2-2]0I10ICHE-2,4-CIFISAH0IE 0.76g0] &M 29 SHElg +=SE Lt

[OMSO-ds = "M NUR AHEY, T=300K, & (ppm)(250MHz): 1.20(9H, m, 3CHs), 1.35(3H, t, J=6Hz, CHs),
3.40(3H, m, HCH % PCH,), 3.80 WXl 4.40(9H, m, HCH % OCH.), 5.90(1H, dd, J=5 & 8Hz, NCH),
7.55(1H, t, J=7Hz, &&= CH), 7.70(1H, m, &= CH), 8.40(1H, s, OIOICIE CH).

CIOE 2-E22-1-SAH-4-AHEZAZYO0IEE USW &2 YA2Z Mg == UCH: OtAIE 5Sml
=9 LIoE 1—%_/.\_9_9 A-LHEZLZAZHOIE 0.37g € I IE,IIZIB HE=Z001E ‘:"—o}OI':EﬂOIE 0.5g2
=22 50C 222 2T0lA 1 Al2F 30 & s¢ Jigettt. ESiHES 38 SEII0A s=FAIZICH
FHSALE CIOIE 01|E1|E 20ml S0l Hﬁh_l_ RIlaES SF= x10mlZ AH=otL, OlHA %&DP]HI%
N AXZAIA & SLIINN sHEHC. IZIOHE' 2-E22-1-SAQHA-LHEZAZHOIE 0.469
Y SHEHE =S8 .

0 0 o ok
" 2 [ |

>
ES

0
J

OMSO-ds = "H R ABEY, T=300K, & (ppm)(250MHz): 1.20(6H, m, 2CH;), 3.40 % 3.90(1H 2+2t, m,
CH.), 3,48(2H, d, J=15Hz, PCH,), 4.00(4H, 0CH.), 5.10(1H, dd, J=6 ¥ 2Hz, CHBr), 7.50(1H, t,
E

—

m,
J=THz, &&= CH), 7.70(2H, d, J=THz, 2 Z&= CH).
Clole 1-SAH-4-ANEZAZYOIESE USH 22 YHOZE Mg = Ut 4-(E220E) -
-2 0 59, EcCIOIE ZAMOIE 0.99 & Xd 5ml2 E8=2 5 A2 s SF[IIEET. PS0HE
= 2d SEIUA sFEAZ OS XFME |2 OLMIHIOIE-A SR OlHIZ(85-15 SXH|) E&=2s &AM
2 MEot0 A2t AulM EED}E]EHMI FHMst. COHE (2-BEE22-1-s40t4-2)HEZAX

LIOIE 0.490] 2M 2 HHi2 =SE .
[OMS0-ds & H MR AmE , T=300K, & (ppm)(250MHz): 1.20(6H, t,

J=6Hz, 2CH;), 2.70(2H, m, CH,CO), 3.20(2H, m, CH.), 3.38(2H, d, J=22Hz, PCH,), 4.00(2H, q, J=6Hz,
OCHp), 7.45(1H, t, J=7Hz, &= CH), 7.60(2H, m, 2 &&= CH)].

41-(BR2IHE)IEH-1-22 =28 [&X:Agric. Biol. Chem. 42(7), 1365-73(19780]01 M2t HM=EXE =
QICtH.

A0 11

&2 = OLMIHIOIE 4.38g2 OLMIELH 25ml =2 OIE 1-(4-IHENSAHE-1-SA QI E-2-L
SAMHY)O0I0ICHE-2-II=40IE 2.992 SHW Jtct) EESS 2 Al EC&F HS=2
S ZZ= OHMIHIOIE 1g= Jtet = 2 Al2t S¢et CHAl DL‘&FQEP. 60cCZE & =
t=2clotll, OtHMIEN & 45ml=Z 3 3 AH, OHE GHZE & 9ml=Z 3 3 AH

Hg; 0.07kPa) 60COIM 2AEZAI2ICH.  MetA, OIE 2-(4- D}‘I’OHE/\ILHI“') -4-=2-4,5-
DICt=[1,2-a]Qltl=[1,2-e] L2t & -9-OLAIEIOIE 1.8g01 260C OI&UIAN &8I0l 2oi&l= HOIXIA 1
H EH=z2 =sSEn.

)-4-(4-31 =20
|N merst o
S8 2x2 of
2

Z=

[DMSO-ds = 1 NMR ABEZ, T=300K, & (ppm)(300MHz): 1.20(3H, t,

J=6Hz, CH;), 1.35(3H, t, J=6Hz, CHs), 3.85(2H, s, CH,CO), 4.00(2H, s, CH.), 4.12(2H, q, J=6Hz,
OCH, ), 4.35(2H, q, J=6Hz, OCH), 7.25(1H, t, J=7Hz, &&= CH), 7.40(1H, t, J=7Hz, &= CH),
7.85(1H, d, J=7Hz, Z&= CH), 8.05 ¥ 8.15(2H 22, d, J=7Hz, PhCO:H), 8.70(1H, s, 0I0ICHE CH),
12.10(1H, s, NHCO)].

BN St =2 40ml S HE-(4-HEUMSAIHE)-4-S4-4,5-CI50/=2-10H-0I0ICHE[1,2-a] 2Tl =

27-19
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[1,2-e]LI2tZI-9-OLMIEHIOIE 1.702 WwEt SEMs HISSZUA 24 A2 S KRXIAIZICH a2 =,
EEYH 2Z2=s HU=Zclotn &7+ Z 60mlZ 3 3 NMHE O3 22560 (0.5mm Hg; 0.07kPa) 45°C 0l A
A EAIZICH

Ol =S& &= 1.4g9(=Se &AM 1.460 SUAM)E IN **@HJE% =24 15ml0l SoHAIZIL SN
= 20CAAN 16 Al2E e WBHsC.  SJ[+= 1mlE FIte =, EHS 1

iEf. ded=l =84 =2 H=2celotld, 557+ —’3— 30m|§ 3 3
0.07kPa) 60COIA ZZ=AIRICH 2-(4-It= A MY )-4-S2-4,5-LI G0l E2-10H- Ct ,2
[1,2-e]TI2t&-9-0tHIEA GHOIESZ22Z2H0IE 1.290| 2600 OlfOollA 28&01 2101 Soi=l= HIOIXIA
DA EEHzE ==&,

[OMSO-ds & HONWR ABER T=300K, & (ppm) (300MHz) : 3.75(2H, s, CH.CO), 4.00(2H, s, CHz), 7.25(1H,

d, J=THz, YEZ CH), 7.40(HH, t, J=THz, &S CH), 7.80(1H, d, J=rHz, Y&= CH), 8.05 &
8.15(2H 22, d, J=THz, PhCO£t), 8.70(1H, s, OIDICHS CH), 12.50(1H, s, NHCO)].

-(4-2tE0SAIHE-1

A2 MY = ULH %J%%

i

SA0E-2-20)-4-(4-FI2USAH L) 0I0ICHE-2-It =AY 0IE= TSH &
gH2 & 4.4892 OLMIE 50ml =2 OHIE 4(5)-(FtEMSAIHE )-1H-0l0ICH
-2-JI=&d0IE2 1.87g A0 Jt&tCt. wbt Sg8=2 HIS2Z0A JtZe O3 OtAdlE 15ml =2
g (2-E22-1-SAc-4-2)0tNIHIOIES 2.0792] XS 5 20 2HA ZIIEtCt.  HIS2ZO0AM

2t Sob wets AEGHD, 20C2 WS 2 =24 22S MMM HUsS 22560l (15mm Hg:
A0TUHAM s=ADAIRIC. =S& &4=22 4 4cot2 24 40N 0E OtMEOIEE EEH

2ot A Z0tEcHIIBHC. 12 1-(4-IHEUHSAIHE-1-S 2 &H-2-2)-4-(4-3tENSAIH L) 0l
E-2-Jt=4Y0lE 2.992 2N T HEHZ =SECHRF = 0.8; AeIt2a &E A20LE0AHTI,
dl: I€ OLAMIHIOIE).

= ﬂHH'D
I

4
Ol

M 50ml =of OlE 2-(3-AlOt=HY )-4-=]4-4,5- EI5P0|E§—10H—OIDIE}_[ 1,2-alQlCl
-OtAIEIOIESl LBt & HS HIS__._OH/\-I 48 A2t Sot SXAIZICH &2t
P04, S5+ E 0mlZ 3 2 MAEE O3 ?:*%*oFOH(Oﬁmm Hg; 0.07kPa) 60T

2-(3-II= AlH L )-4-=2-4,5-CIot0| =2-10H-0I Ol Ch=[1,2- a]°|H|‘—[1 2-
E2=22t0/E 0.892 260T 0I&0AM 8801 2diTl= HIOIXIM 2L SHEHE =SEC.

=Y
I

c

™
|

HI
E (<o)
OII O

=)
Zg

N
2 2 -|0|'
x

Ct.

A

1My Mo &g 1> omgw&—’@gmm <

Iz B
>

ol
=
In

[DMSO-ds = 'H VR ABEZ, T=300K, & (ppm)(300MHz):

3.80 .7

d, J=7Hz, &= CH), 7.40(1H, t, J=6Hz, Z&= CH), 7.65(1H, t, J=6Hz, ‘é*éo*—’—‘.‘- CH), 7.88(1H, d,
J=THz, &&= CH)b 8.00 & 8.25(1H =2, d, J=6Hz, 2 &&= CH), 8.62 & 8.83(1H =, s, 2

CH), 12.80(1H), s, NHCO)]

e 2-(3-AlOt-HYEY )-4-

N
I
('/)
(@)
I
N
[}
(=]
_p
O
(@)
—~
N
I
U)
()
T
S

SA-4,5-CIGt0IEE-10H-0I0ICt=[1,2-a] Gl =[1,2-e] I 2t & -9-OtMIEHIOI E=

= %1[]1 & 25 OHMIEIOIE 8.08g2 OLMIERr 50ml =2 HE 1-(4-3L=0
E/\I[HIE' 1 %_/.\_PJEF 2-20)-4-(3-AlOt=HIL)0I0ICHE-2-IH = A 20l E 4.802 EHU0| Jiotn ES2S i
S=Z0lA 3 Al2E, 0I0IA 22& PHIHIOIE 2.4g It = CHAl 2 Al2t WIBHSHCEH.  20C=E W=2tst =,
EE4 =22 2ot HdIE T 20mlZ 2 2, Ol OIHlZ & 60ml=E 3 3 MAS COS, 2
SHOil(0.5mm Hg: 0.07kPa 50COHIA 2 EAIEEP olol et ole 2-(3-AlOt=H L )-4-=2-4,5-CI 50|
Z-10H-0101C+E[1,2-a] I [1,2-e] T2t &I -9-O0LAIEIOI E 2.76g01 260C Ol&t0IM E&E0l 8101 =
= 2M 22 gtz +=SE0.

~

[OMSO-ds = "H NWR AHEY, T=300K, & (ppm)(300MHz): 1.20(3H, t, J=6Hz, CHs), 3.87(2H, s, CH,CO),
4.00(2H, s, CHy), 4.13(2H, g, J=6Hz, OCH,), 7.25(1H, d, J=7Hz, &&= CH), 7.40 ¥ 7.70(1H 2=, t,

J=THz, 2 Y&= CH), 7.80(2H, d, J=7Hz, 2 ®&= CH), 8.33(1H, d, J=7Hz, 2&Z= CH), 8.42(1H, s,
YEE CH), 8.72(1H, s, OIOICHE CH)].

HE 1-(4-HEUNSAIHE-1-SLH-2-2)-4-(3-Al Ot =H L) 0I0ICIE-2-IISA Y0 Es TS 22 &
AeZ Mg = ULH EMJ%*% .97g= OtMI= 100ml xo| e 4(5)-(3-AlOt=H € )-1H-0I0ICHE-
2-Jt=4cl0lE 3.327g2] SHO| JtetCt. wEt S8=S HIS2Z0AM JtE8 O3 OtAlE 30ml 2
g (2-E22-1-2A400c-4-2)0tHIHIOIES 4.15g2] XS 5 Z0 Z2HA =D&l HIS2Z0A
4 A2b Set mEts ARG, 12 i =84 SES WUMAGSIH HUS 25l (15mm Hg: 2kPa)
AOTUHN =sFSHDAZIC. SE ME2 54 Aot 28 d0A HE OLNHIOIEE EEMHZE A8
St AZOLEDHTECH.  HE 1-(4-HENSAIHE-1-S LI E-2-2)-4-(3-AlOt = HI L ) 0 OI CHE-2-3¢
SA0IE 4.86g5 24 LY HHZ =S8l

-

-

Il

[OMS0-ds & ' NUR ABEY, T=300K, & (ppm)(300MHz): 1.15(6H, t, J=6Hz, 2 CHs;), 3.30 ¥ 3.80(1H 2
2t, m, CHy), 3.85((2H, s, CH,CO), 4.50 LHXI 4.30(4H, m, 2 OCH»), 5.95(1H, m, NCH), 7.50 LHXI

7.90(5H, m, 5 2&= CH), 8.20(1H, d, J=6Hz, &= CH), 8.25(1H, s, &= CH), 8.30(1H, s, 0l0O
CHE H)].

MIE 4(5)-(3-AIOH=HE)-1H-0I0ICHE-2-3H= A 0IEE OS] 22 YYo=z 4S8 & 9
22201S 25nl 50 EQlNESAE HEABSL2BY0IE 7.499 BUS HLY 220}
S OE EIRSAUOIE 3 4500 Sout) 20TOA 10 20 XA =L, E2ES
BEOIM 16 N2 DUS 8 2SI (15m Hoi 2kPa) 45COIM SHADSICH  +Sul
HIEH 26mi 0l ESHAISID 3-BelaMZLIEY 5l0|=2222j0|S 5.1g, O10IA R4 L
4.260S JHEICH.  Z822 95CHA 3 A2t 30 2 mBHet Ch2 2ahol (15mn Ho: 2kP
ADBICH.  ASASS KL 2220/S B 100nI0 2 3 HESHABID, G = ojUS

27-20
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Ol (15mm Hg; 2kPa) 50COIA =s=H0&C. SSMSS HIS E OMIHIOIE 300mI0l EdHAIZID, 1
2

22 [ SH=S oot d26td 5T F29 _'.Z_OH/H 1 Al 2t Iﬁx“ §, HdHd2HES =elotd A
ZARICH.  SFO0l 176C2 HE 4(5)-(3-Al

)=
-SclABELIEY Sl0IE222201EE FE
A0 13

g2= OLMIEIOIE 3.07g2 OLMIEL 25ml =2 Ol 1-(4-IHEMSAIHE-1-2 A &-2-2)-4-(2-IL =20l
SAHE)0I0ICHE-2-It= A2 0IE 2.15g2] SHU Jict) ESES 4 A2t 0 2 S HISSE0A U
grEt S 225t (15mm Hg; 2kPa) 50COIAN sZA4 108 S4¢4ES HEd 2=220/S 100mli0l
HAIDZIL) EXRE SF=+ 5 150ml=Z 3 gl Hlﬁo}_’ o BAULUEE UM AXAIZI OS 226H00(15mm

Hg: 2kPa) 50°COIA —52—?&*4—’_0%} A=SES HE OHZ & 20m 2 4 3 MEs G5 Z2otol
(0.5mm Hg; 0.07kPa) 60COIA 2 _j.c_/\lil} MetA, OlIE 2-(2-3tEUSAIH Y )-4-2A-4, 5-CI5H0lE2
-10H-0IDICt=[1,2-a] @ CI=[1,2-e] DIt EI-9-OLMIEIOIE 1.4g01 260°C Ol& UM E&810l 2oiEl= 3
=2 gtz ===

[OMSO-ds & HNMR ATE , T=300K, & (ppm)(250MHz): 1.15(3H, t,

J=6Hz, CH;), 1.25(3H, t, J=6Hz, CH;), 3.87(2H, s, CH,CO), 4.00(2H, s, CH.), 4.15(2H, q, J=6Hz,
OCHp), 4.27(2H, a, J=6Hz, OCH,), 7.25(1H, t, J=7Hz, &&= CH), 7.42 ¥ 7.50(1H 22, t, J=7Hz, 2
2HeE CH), 7.65(2H, m, 2 Y&= CH), 7.85(2H, m, 2 2&= CH), 8.30(1H, s, OIDIC+E CH),
12.50(1H, s, NHCO)].

12N Sar A2 45m1 FO| OIY 2-(2-IHE NI S AL )-4-S 2-4,5-CI 510l S 2-10H-0/ 0| CH=[ 1, 2-a] I
LH
|

=

[1,2-e]TI2tXI-9-OLAIHIOIE 1. SQOI WHENS HIS _‘A:_Oﬂ}\-i 64 A2t S FXIAZICH. A
=2d 222 u=elotd o?r—)v\— &5 45m|§ 3 3 N s Z6H0i(0.5mm Hg: 0.07kPa) 457
ZAMRICH  2-(2-II=AHY )-4-S2A-4,5-CIGH0IE2-10H-0IDICt=[1,2-a] Gl = [ 1,2-e] Tl 2 &I -

& 222t01E 0.9901 260C OI“OiIH 2SS0l 20l o= LM O ez =Sl

o =~

= r—

[OMSO-ds = "H VR AHEY, T=300K, & (ppm)(250MHz): 3.75(2H, s, CHy), 4.05(2H, s, CH.), 7.25(1H,

d, J=THz, Z&= CH), 7.40(1H, t, J=7Hz, Z&= CH), 7.50 WXl 8.10(5H, m, 5 Z&= CH), 8.45(1H,
s, OI0ICHE CH), 13.00(1H, &Y 1.

i3]

T

T
0
%
=
=
S
S

HE 1-(4-HEUHSAIHE-1-S A0 c-2-2)-4-(2-7IENSAH L) 0I0ICHE2-9I= 40 E= S &
2 Aoz MEE = Jl: BMZEE 4.1492 OLAIE 50ml =2 ME 4(5)-(FHE0SAIHIE)-1H-010ICt
E-2-JI=AYI0IEQ 1.55g X0l JI&tCt. wht S8=2 HISRXEUAM s O3 OM1|§ 15ml =2
HE (2-B22-1-SA0H-4-2A)0LAIHIOIE 1.802 EUS 5 20 ZHAAM ZILEHLH HES2Z0A 3
AlZH 30 2 S WEE HHGHD, 20CTE W2E & 284 S22 HUMINHGIH oHUs 2 aHl(15mm
Hg: 2kPa) 40CUHMN ==A42DA2IC. =>SMs82 54 %EIJ}’“ ZY &0AM HEd 222H0I1=-0E

OLMIEIOIE (8020 S&HI)E E&EM=Z AMESIH AZ0LEHTISCH OE 1-(4-HENSAHE-1-SL
QIEh-2-21)-4-(2-ItEUSAIH E)0I0ICHZS-2-tSLU0IE 2.28g2 XM XE 2 HEHZ =S
Ct.

[OMSO-ds = "H NUR AHEY, T=300K, & (ppm)(300MHz): 1.10(9H, m, 3 CHs), 3.30 & 3.75(1H 22+, m,
CHz), 3.80(2H, s, CH.CO), 4.00 LHXl 4.30(6H, m, 3 OCHz), 5.85(1H, m, CH), 7.30 WXl 7.70(7H, m, 7
teFE CH), 7.85(1H, s, OIDICHE H)].

OII
ool
I

AAIN 14

22s OIMIHIOIE 3g= wBotoll, 2-(2,4-CIHSAIDIEL0I0ICHE-1-L)4-HA AL Z0I0| =HEL H E 2l
g-1-2 2.1g & OH\‘HE& 55miol MOl JistCh.  EHSIHE S HIS2Z0A 3 A2t Dot ”ﬁSJ Ct
S 23 60glt SF2 60nlS EEE 22 Relt. g4A= SEgHE AZ SYWAMUA HLSIH 2
20ml, OLMIE 10m|§ 2 3 NES Ch2 222510 53COHIA HEZAIZICH.  OlE 9-HIAAZOI0| S22 L0
&-4-=24-4 5-C|ot0|E2-10H-0I0ICHE[1,2-a] 2 Gl = [1,2-e] -1l 2t & -2-II=2 A M0l E 0.92g0] &0l 260
T OlAQ 3IM DX HEZ =SE .

241 CoaHooNaOsS+

% H&EX] C: 58.53, H: 4.09, N: 11.38, S: 6.54
% A=Xl C: 58.3, H: 4.1, N: 11,5, S:6.9

N =4 —+—AJ§P LIEE tnlE =4 6onl & SF= 1.8nl S2 0E -HAEZOI0III2EHE-4-Sa
oy= 1OH Ol0ICEE[T,2- ]O'HIL[ 1,2-e]-TlctE-2-It= A2 0lE 0.692 SEHU HISHCE.

SHES 20 A2t A= wgtotn, 42 SeA AOIM OlE 02 4S8 DHE C=& 10nI2 2 3
Hotl SIISUAN Ax=A2 Us 7=+ 20m| S0l SoflAl2ICt. S=d S8 0.1g2 0l EH0 Jie
o =, ot 3.5mE JHA LD 3 WAl 4 229 pHE HES s-EAIZ
229 9‘:OH/\-I XTI Al2! S, QEAUES AZ =SdA H0AM odnsttt. =SE OHE =

1oml OHdIE iomlZ 3 3 M&ES EP% argraron 5OC01|/\-| AXZAZICH. &2 HI0IXIA 1A 0.28g0l
A‘:EWJ. S ZAoHH 48TCTUHAM sHAIID MWA D 0.07g8 =S = JUC. 0lds & IH
g U=t 35m| ‘34 S5 Iml 0l o*‘5*/\I9| ChE o0l 222 20C2 KRAAIIEAN IN =4EHUHEE
2.5mlE HOtetth. 18 A2t IS¢t uttet =, BISHES A2 2cdid H0AM sty HdIME C=

>HU
J|'[]|:_J

r

E
(=]
2,
z
=2
E=
=]
12
o
=

U Ssd wael 5, d

2= |
A 10mlZ 2 3 MEGSHH ZJIS0A AXA2 TS &F+ 10ml S0l SoHAI2ICt. 0 22N 2%
20C=2 KRAAIIHA IN S& 2. 1mlE DISHCH. 3 A2 SOt WBIAHE |Xs £, SEHE A2 =

27-21
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I Dtot SF =+ 5SnlZ 2 3 MEE Cs 220t0l 50CUHA AXZAIICH SIdAEZ0H0I =3t
|IE2-10H-0I0ICt=[1,2-a] IOl =[1,2-e]-Tl2t&-2-It= A &0l SFOI

Ol&Ql HIOIXIA DX SEHZE =SEC.

I
ball

| C: 56.4, H: 2.8, N: 11.9, S: 6.6

ISADIEL0I0ICHE-1-L)4-HA S ZOI0ISItEEHE A H-1-22
s = QUCH: &8, 1,17 IIELC0I0ITHE 1.950g2 HIECIGI0IEZ=et 25
HE)-1-SLE-2-2]0|0ICHE-2,4-CISISAO0IE 2.492) SHEUN LI+ D
30 2 WEMNEE KA 29 A =SEC. OE 8#, HE2dSIERZ
dZO0t0IE 1.992 EWE 0CZ H28H, 0r==2 HIIct 80% =A3LIES 0.369g
A

b A

L >y
s
%
o
<2

o
m
w

ol :“:|
M
o1
=)
1o
ro
m
12
=)
I
u
@
o
=)
=)
>
e
0lo

< i
il
Mo
o
N
(@]
S
il
ry
10
o
H
N
0n

BISHES 0l 250 AM 15 22t wBtaEtHE |XotD 20C 22 22 A & G
S 100gt = 100ml2l S&=0 =11 CISZ2Z01E 100miol 2 &
JHND 4 8229 pHtXl H&ES sEEAIRICH. 0 &2 CS2Z20E

. RIS SF== 10m 2 2 3 MAESID Za0dUlE A0AM AEAIR
CtS WOIH &f0lAM Ofntat f A5CHAN s=etCh.  0EN =S& X TAE EEHZ 0IE
OLMIEIOIESE AtE5HH & OLEcHTIO 2l HAMSHCEH. 2-(2,4-CI0ISAISIE2L0I0ICHE-
1-2)4-HMAZOINSIHELHEQAE-1-2 2,190l M DN EHZE =S=HH 49 UHXNE 9o
ASE T

N
o
ne

ro 00 12 010
>
1
U J
)
o

CllE 1-[4-(GI=AIHE)-1-SA&-2-2]0|0ICHE-2,4-CI2I= A0 Es Sl 22 Aoz =58
= QUCH CUE 1-[4-(32-RSAIEEMHE )-1-2 A0 &-2-L]0I0ICHE-2,4-LISISAY0IE  6.502
6.5N S&k CI=24H 75mI2] SH0 U=0 JtotD 20C 22 2= UM 1 A2 St WEHAEE JXIStC.
BISHES 2ot 43COHA ==otl =S& L4 SAMS CUE OEIZ 150ml2 EH6H0 2 Al
SOt MBI, #=SE SENHS A SHAH0A ot CINE oEZ 26ml 2 2 3 MAES US
SIIS0A A=A, COE 1-[4-(IFAINE)-1-S A E-2-2]0/0|CHE-2,4-CIDISAYI0IE 5.1g

0l &0l 180CQ M DA HEHZ +=SEC}.

CIE 1-[4-(32-FSAIELNE)-1-S4H-2-2]0I0IT+E-2,4-CIFI=2 MU0 EE USH 22 Z4l
2 £5¢ £ UACH: CI0E O0I0ICHE-2,4-LISI=SAL0IE 3.1g, EHAMZE 11g & OtAMIE 90ml 2 SIEFH
£ WEeHll SF=2=2 JtEeCt. OIOIA OtNIE 60ml S2| 38-RE(2-E22-1-SAQIh-4-2) OtHAl
BIOIE 5.202 10 20 Z2H™A HItstth. 4 A2t St SFJot0l wetet =, B2MHES d2AAH 2
StOll 40COIM ==8tCt. =SE ZM DM MAE SF=+ 600ml E CISZ 2018 600ml 0l = SHC.
A =, =84S USZZ2MHE 600mlI0l FHETt, &8 |RIIM4S 7+ 600ml=2 MG 40t
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- ststAl 19 ShetE 50mg

- HEZA 18mg

- SEA 55mg

- B20I=4 A2zt mg

- HEE II=SAINEANE 10mg

- g3 10mg

- 0tadlE& AHIOMOIE mg

A A0 B

EHAE S0mg EES 8 R"ot= ot =4l HEHE S&Eel Ji=0 WMt M=stC:
- ststAl 19 StEE 50mg

- S2EA 104mg

- HEZA 40mg

- ZcldlE 10mg

- UHEE IIEANEEZ 22mg

- 23 10mg

- 0tadl& AHIOMOIE 2mg

- B20IE4 A2zt 2mg

- SIOIESAIHNEAEZA, Z2lME, OIMSIEIEtE(72 - 3.5 - 24.5) Lo E&E, 1 Mo 24&
245mgitel Mol&

A A0 C

SHAZ 10ng S &R0ots 611 THO FAIMS HZESHC:
- ststAl 19 StEE 50mg

- BIR A 80mg

- A 43 0.06m|

- LHEE HXZO0IE 80mg

- 95% OIEt= 0.4ml

- NS UHES 24mg

- Dz Zels 1.6ml

-2 g 4ml

(57) &79 g+

M8
s1atAl 19 BiEte, 012 OIAA, 2HAMDIX, HUEIRN L 22U Ol8H L 0ls &
CEI

N_ 2N

L
N (0]
H
R1

ADIALO) A
R =A&X E£= -COOH 2tCl&, -alk-COOH 2tCl&, -POsH, 2tClZf, -CH,~POsH, etClZr, -CH=CH-COOH 2tCl
2 C= 3= UZE S HY 2A0ZS UBUWD,

Ri2 -alk-CN, -alk-COOH, -alk-Het, -alk-POsH, == -alk-CO-NH-SOR, ctCIZS LIEILHTH,

Ro= €2 L= HE ctUIZS UEUH,
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alke &2 20z 2 UEU,
Het= 1 WXl 9 JHel EARAXR 0, S, N SUHA SEHE StLt 0l&2 GHZ *XNE S75t0H, otLt 0l &t
o &2, HY = HELZ 2tz o2 X&te E3 = 2XES 25 £= ZAM0I2E ol
ZA0I22 UEUH
ROl =A% X L= -CO0H = -POH, 2tClZS LIEE [, R -alk-COOHE LIEtY £ QI M,
42 2O EM = SMO 1 WX 6 JHe EtARATE SR EHLE.
g 2
M1 ol JAAHAM, ROl 8 £= 9 &H AXM U=s SIEE.
g 3
M1 S0l JAA KM, HetIdl HEZIZS-5-Y &2 UEUH=E SE=E.
78 4
gtstAl 20 QEHE 22 OIMHIOIES =Mol, £= LZLI0e &Mot, £= 22&s OLMHIOIER
A2LI0LS =THotol DelstAIZ1D, Ji=26ist TS 22 2clot] Yoz2e= goz MEAZS §3
OZ ot=, M 1 0l 2 FEA 12 FE22 MEYHY.
Stetal 2
" Ra
NYN
COOalk
0]
Rb
AIIA0A,

Raz =A@ X £= -C00alk ctClZr, -alk-C00alk” ctClZ, -PO(0alk), 2tClzt, -CH~P0(Oalk), etCIZ,
-CH=CH-C00alk” ctCIZ L= L2AIIEE CZ =2 X HYE ctCizZ2S LIEWHL,

Rb= -alk-CN, -alk-C00alk” , -alk-P0O(Oalk™ )., —alk-CO-NH-SOR, = -alk-Het 2tCIZS LIEHHD,
= 2Z ctUZES UEUH,

K
Re & Het= atstal 10IMe S2E 2018 =0

Y78 5
SistAl 29 REME 225 OIMHIOIES =Mol, = 22LI0t2 &Mol, = 225 OLMHIOIES
2DLI0LS] =THotol DelstAlZ1, i 2 JI208 OIS A28 2eloll] 2dozes goz Mst
ANZES S22o=2 o=, M 3 &0l HE st&tAl 19 SIe=29 HAgH
shstal 2
" Ra
NYN
COO0alk
0
Rb

AIIAO0IA L,

Rac +=2A&X E= -C00alk c2tCl&, -alk-C00alk” 2tCl&, -P0(0alk), 2tClzt, -CH~P0(0alk), 2tCIZ,
-CH=CH-C00alk" ctClZ L= LIAIIEY HUZZ2 Xee HE cttZ2S UEtW L,
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Rb= -alk-Het ctCIZrS LIEHLHOE, OIDIOIAN Het= HIECHE
£ 2 8 AX0AM BE 24022 ST

H7E 6

g
5
e
s
O
n
1o

LIEIUHO HIECE2 1 £

ROl -alk-COOH 2ICIZX0I T alkOl X440l 2 JHOl BFARKE o5t 22 2Ti2el Al 1 &0 T2 318
Al 19| BiEr2ol MIZSHO AOA, ROl ~CH=CH-COOH 2ITIZE UEIHE BistAl 1o A25ts siates
£ABAIDID A2S 22lE OIS Yo YO MEAILES SHOZ o= U

78 7

ROI Sh=4l 2122 K& HY 2CIZS UEHHE Kl 1 20l GE S8A | 3829 HEZ 0]
M, HY 2ICIZ0l AlOt: 2ICIZR XIBcls ASls SEAE J2=2iein, 422 22l Os 2o
2¢Oz MBANZS SHO2 o= wd

78 8

SHAEORA M 1 B [2 3154 19 382 MO|E SILIE BSsHs O

78 9

BHMRORM K 2 B0l [E 384 19| 382 NOIT LIS B3R5t .

378 10

SHAEORA M 3 HO [2 3154 19 382 HOIE 5L B95Hs O

78 11

alke €2 bz UEHH,

Ra= -alk-C00alk” etClZ, —CH,PO(0alk), ctClZ, Z2AIDIEY ctCIZ2=2 XS HYE ctClz, -CH=CH-
CO0alk” ctCl&, E£i= -CH=CH-CHO cICIZS LIEILHD alk ¥ alk” ciCIz22 &2 ctOZS LERHC.

SOl&tmtel o HEHOIZD RfIF -alk-C00alk” etClZr, —CH~PO(0alk), 2tCIZ L= LSASIEY tCZ=2
XetE HY 2UCIZ el HN-CH-CO-Rf |SZ=HME alk00CC(=NH)-Salk” ,BF:H SZHM(GIIMA, alk ¥ alk’

= 22 2tZS LEHHIH S BFEAIDID, ¢28 2eldl ¥ SZ 22 ot=, Radt -alk-C00alk” 2tCl
2, —CHPO(Oalk), 2ICIZ = LSASIEY etz z X&E HE ctozel W 11 &0l e segs9
NSl

NS AS(AM L= SMOH 1 WA 6 C)S LS =THolol st&al A9 SR BHEAIZ!I TS &
=22 =22l ¥€2 E29=Z ol=, RaJl -CH=CH-C00alk” ctClZel H 11 &0 02 se=S9 MZed
5tstAl A
CH=CH-CHO
HN\(N
COO0akk
AIIAO0IA L,

alke €2 cHCZS LIEHHC.
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