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HEZE EOtotD| Mol TI=SS 20 U BHSAIZICH HEZE 20A HHE 30250 tHYAIZICH. i =,
2= U210 MAEEL. 22 Molle e 2 s M8 g2 E A8 slg=S gRotkl e 2EE
Ol CHotOd ZSclOIEN 28 E& L= YAlsS ZEtoto SEEU. 0 S2HAEH ASE = Us VLA-
4-2E NME= ct2A(Ramos) MIE, XMIHE(Jurkat) AIE, A375 SME NE L 2t 2x EH gy
(PBL)E ZEEICH. 0 S4AEN AI2E NE=s 82 = LAls EXE = UACH

&
n
al
on
A
A0
\J
hid
ol

= 2ol SE22 Mol 242 Hstot=0 £6t HE ZE SAAIE 2 AISE = JUCH. 0 EHAIEUHIA,
lgG1 2XtS| 8Kl FHEAA0 Z2E = VCAM(DID2)2l M-S 24l HAZZEe!l =02 (VCAM 2D-1gG) 2 & Role
VCAM-1gG 88 StHalg 22| ZATEIMI(AP)2F 22 EXl &40 2FH0IESISCE. 0] VCAM-1gG 8&t
=22 842 PCT BMHBE 2H S6l =& SIH HM90/13300& 0 Jl== UC. 1 8&t=22 EX 240
et 2FAHO0IEs= Eel 2XE JtnZ s & u 2ol OIRHECH. 1 OS, VCAM-1g6 &4 2FAH0ES
L2 HEIAAR A0l AIAE(Millipore Multiscreen Assay System, 0= OHAFSEHI=F HIESZE A
Mol Y20 ZEYO0IA)N SR Al 22 US-2 ol ZEH0IES & E=Ct. O U3, Ugst s&
o AIE Moll StE=2= &0l EIIst & VIA4-2E NEZEE IS0, NMZE, JE=2 ¥ VCAM-1g6 &4 2F
HOIEE &M Z&ot, A20A BHZAIZICH. i £, &2 &3 =6l ME & Z2§E VCAMS
S21CH, ZstE VCAMS A 22 VCAM-1gGHl 2FHO0IEst= &40 Uist HE s 1M DA S &ItetD, ME
S Mol 42 BrEes ZEGtH Z& &t

AAINC SEEES IS T2 VLA-4 ZE0l g 1050 2t2 LIEFWHALCH

2 2o 3I8=29 VLA-4 Mol S0l EOlok)| |6te, HIIZS U2 =2 2, & g2 € B3=2 22,
CH2 g1 ClHIOSI(0l: VLA-5, VLA-6 & a4pB7)0l CHSE 2EHAIES &S, 01 2AAE2 M6t |
= Mol & A ZE SAAMEN SAFE &= 0, MYS ol O2-2E NE Y AScte 2l2EE bR,
G2 S0, UEs AZ(PIN)E 19 ZHOA p2 ClHOSI2 2S5t ICAMO Z&stCh. B3 g2
ol S 2HZH, =2 A48 ST ZAANECE SEFHE = UCH. VLA-5= Arg-Gly-Asp A0
0|02 HEol= 8HH, VLA-62 2ol ol Z2EsHCH. AAldC StEE2=2 28 Q- 2l BIste VLA-4
Ol AMeHX0l 2oz Yo [/

S20AM = WAL XollE AlEscte MAMUW 2AAIE2 I1&(P. L. Chisholm) S92 &8 [Eur. J.
Immunol ., vol.23, pp.682-688(1993)]101 JI=%I 0 QULH.
OFAII2I A (Ascaris) SHR-R 4 2| I B8 Y HA A0 I BISHEXO Mg Sdots 24AE

ot=
1.93, pp.776-87(1994) 101 JI=%I0 RUCH.

2 Oot=Eet&(W. M. Abraham) Sl 28&![J. Clin. Invest., vo

=2 Uyl SIE=32 LSt 510|9 SAAECZ AIEE £ UL,

Fo -S4 H SMRASIS

Fo| 2R AEL SHHU S48 205 A 2ngl EHE QHAL0I(0VA) &S BRHE LS-EEE
St 0.6mE MU F=AIGH =31 BED2F1/J FE 2 &AIZ2ICH. 52 =, FOH OVA/LECZ FIIESI X2
FAEILH. BEE S22 250oz ZEAZICH. 2 20l ot 100t2l12) FE ArEstC.

SRASEN L AH FE0H: FE 12x14x102X2 EAR BHHUH E10 AE2 AIZ(t=0)0lA TAIZtSOH &
S5AI2tZ 0 22stE OVA(AIE A= 0.5%)0l == AIZ2ICH. XN2XEo 2stHE 2% DMSO £ 150mM TRIS, pH
8.801 ZollstCt. 2 AE0 Fd 201 2EE2 ZSAIZ2ICH. VA 2501 302 & & x= VA ==&

BALY =& & =24: zlx AT Xl 24A2F 20l SE= 00, 2AAH SJHAIRICH. JI2= =EAH N
sct A4Sttt HE 0.6m2 2AZH(10mM G H A (Hepes), 0.5% BSA & 10U/mé GlimtelS k= HIA
(Hanks) &tS& Alg)22 MIFEC. 2 YE2 MERY S & S WUESS A6l MESU
Sekol =5 gotetth

MoHE(%)2 otIl «=841 101l 2loh H AaHEHCH.

(OAT Y A FEosT-HOAT A EosT)

A& es)=1- X100

(AR (OAT 9 Eos7-MOAT ?[EosT)

A1 AOIA,

Eos= S&t79 B =011,

OAE &R E0E #0111,

HIOAE E$RE0LX 22 FOIC

O 2HAIEUA, 0mg/kgel ECHHCZ SOHE AAM SFESE2 77% 0I5t S4t7 MolE=S MSStCt
= 2O sgEe 2N JIgS AIE0t0 g4E = UL 020, FAt Stg22 g4dsS WAlotl U=,
220 Xz 2ZE =X S5 E) SH H9I6/2290665E XS, =2 LY £85I AAHE &XD
O oL, AAltl= GIAIS 98 200X MEts f18 240l OtLICEH. OIS S0, WJt CH! &tstal (1)2 O
I Stes2 ot at&A (1) stes T= 09 Sd 28 STME 6tJl atstal (111)9 g2 88
A1, B0 Oet O 2o steEsS 2 222 UE =2 dSAMB2EN M0
L2

Ri~(CH),~Y—OH
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L-Z-(CH,)CON — CH-(CH,), —COOH

1020007008039

AJ AOIA,

lesaMe B EEf(u2, 22 HAHZZA)0l1,

L, Ry, R & Z= &J| HolE Hi2t &2 208 2=C.

SHEHA V]

Ro—NH,

AJ AOIA

Ro= &J| HoIEh bt 22 20IEg He=t

GI2ATH, =4 =45 2lsl 22 EIIZ2 Ji2o5t atsta] (111)9 sYsSds d=C.

ol2= ZHUA AD| LIEFH HIQF 201, 0] 22 Qs 2L A& BIEH JI(E)E A2 B8 S =2
HHO MM JIEES2 FEAHA sHE = AL, SLSZE, L 230 J=e daoz 2 ZHo| =2
HEtE = SUHMEZS0A, Jt2=4, 0l0ls & 3IEEAl I &2 EMdle A8l ®I| &2 H=0A
UutMol SAo B30 Qo Aoz ESECh. el SXE Bs)| Y 1o S22, g S0 HA0I(J.
F. W. McOmie)2 S8 ["Protective Groups in Organic Chemistry", Plenum Press, London, New
York], 28I(T. W. Greene)2 &8 ["Protective Groups in Orgainc Synthesis", Wiley, New York]Oil
Jl=50 AL, WE =0, SIEEA Jl= ReldtHe SHEELE =230 2o 2N SISE Al XI&HE
MHES d2 = UAs HE HEHZ22 2 BSECt.

XJF I AHIZ S JI224(C00Rs) Q1 atstA]l (1) MM SIEES2, U S20t0 Z2l SXE ol Tt
It=20lot ASote Aoz MEAIY = UL

ot AAINIOIA AIE2E 2e Ts2 2018 2=,

conc.=&lst

DEIA=CI-0| AT 2L E0t8!

DMSO=CIHIE == At01&

EDAC=1-[3-(CIHIE 00l =) =22 |-3-0EII2ZELI0I0lE Fat

HOBT=0IE S AIHI ZEC|IOtE

HOSU=BIEE Al AI0LDIE

HPLC=1 & X 2 =20rtE el

MS=2 & 22"

NMR=84 AtJ| =Y

OR=2s 3|

TEA=EZ| 0 € 0} 2!

TLC=E{= AZ0IEcHT

TRIS=EZIA (SIS EAIHE )00 =M EF

24100

ALALO 1
(S)-B-[3-HEANZ2LE)[[4-[(2-HEHEOIDI IIZ2EL 00l )HE JOLAIE JOI0I = ] OAI E OOl -l M = 2
ThAE
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TEA

CH:Cl, 45me0fl 1,1-CIBIE OlE (33)-3-010I=-3-HL T2 M =001 1g(4.5mol)S HOIIBC. 1 O3
TEA 0.720me(5.17mmol )& ®IIBICH. EESS 10250 WYHSID, 0CR HABCL. 0 ESS0I CHLCl, 5
meLj S220tHE S20H0IS 0.450me(5. 17mol)S 15201 2H XOISHH. 0] E&2S 3AIZ0 2 W
5l0, 20 SYEIES S0 50% OIS OLHIEIOIE/50% #AS AI23H= TLCS AR50 BS S 2 astr)
0l E8l2S AXAIID, &3t A(HSIA, 9385 S, 230-40004, 60A) 30g, 25% OIE OLAIEIOIE
/75% BAS ALR5I0l Z2f4 I201E 12T 5104 1.7502) ZBH 44 @S A=, 0l= TLCAO diLiel &
o= UEILCI. 4422 U8 20l Hs ABE.
BrSy 12
AN
o
hat
HN""0~ "
A o
(o)
DMF ’
TEA B.
DM 50mE0il A -Z2TOIRl 1.0g(1immol )2 HIIBICH.  M20IM E2I0IZ 0Ll 0.74m

o
jml
Bl
o

o

1
(5.3mmol)E &It
TLCE AtE0oHY Bt
N Aeor &
O H8O=2 LIEtH

bal

| = eS|
=22 &20A 16AI2tSe LBHet

Ol S8 AXZAIIILD, 2%=2 Al
AESH0 ZcHAl A=0LEHTISHH 1.692
H= ALS St

b 10% CHy0H/90% CHCl, 2 At 3t
15101 = X 4%2] CHiOH/CH.Clo2 ZJHA
LA QoIS o1, 0= TLCA BtLt

& o

o 1o
i
st
o=
O

Lol J

0

[w)
0z
0x
o
0]
o
0l
ul
X
2

BrS4 1-3

DIEA
EDAC

g
3
v

CH,Cl,

I
J

CH.Cl, 50me0ll B 1.5g2 &

EOIStCH. O O8, N-(2-HIE)-N'-(4'-0LHIEAH CHY d0HEsEo=20t I}
g4¢2) 1.49(4.8mmol) |

3
DIEA 0.74me(5.3mmol)E =DJISCH. O
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E0i5l MO WS
CH30H/90% CHgClge INE=2eld
5%2| CH30H/CH.Cl,&2 &2
ME L=Ct.

mmol)S &IIGt, EEE2S 3AI2tSoH WBHECH.  10%
C ?_I/\IJI , 1%2 Al&SHH EX
=] =]

BSA 1-4
C  20% TFA/ICH,CI,
\ ‘o@

Q O/\.r ﬂNH

O
HO

A=20lAM CHCl, 35me0ll C 1.7gS EII&tCt. 1 OS, TFAY 8mE CHLCl, 5meet &M ZDItstth. 0l
S 2AI2-SQF WEHSHCH.  10% CH0H/90% CHLCI,E AtEZdt= TLCE MEGHH BtEes 2E .

S AXAIRICH. & &8t CHLCI,E ==Xtell EItotod 2= TFAE HMIOistCh. &Aceldt 2 50g ¥ 2% WX 5%2
CHsOH/CH:CI.E AISotH MAESS S+ AZ0IENIIGIN WA 222 M 1.502 HEHC stetSS =Lt

OFO

=Nl

& 125-127C

OR: -27.4° , DMSO(10mg/me)

AAI0 2

(S)-[3-HSEAZZE)[[4-(2-HEH L0022 L 001 = ) HI L ]OLMI € 10H0I L= ] OFMI £ OF DI Lo —4-3l Ab A

srS4l 21

A= TR

o A o
4|— CH,CI, _'.

| -3-0t0l.=—4-# At Ol Ol £ 0.834g(4.5mmo| )2 & &EL6t= AS
SA 1-12 WES [Mct, 0.146g2 &&E &9 s}
HdHd=S US AU HS AHEEHT

Br24) 02
o—
PR
A B
DMF | -
TEA ‘ ? 0
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OMF 10me0il A 0.31g(1mmol)S FOIECH. 1 US, 3-HSAIZZZ0te 0.18g(2mmol)S HItEHCH. A =20

A TEA 0. 23m€(2mmo|)% J . 0 £ A20M 16AI2t=S e WEHEICH.  10% CHs0H/90% CH.CI.S

AtB0ot= TLCE ALEGH0 S S 2S00l E 2SS HXAIII1D, 2%2 AAGHH E X 4%2 CHi0H/CH:LI,
A

2 ZOIAFICH H213) 2 1208 A0 BalAl IR0ET2IIE01 0,190 BA QS 2=0), 0l TLC
A0f SLtel o2 LIEFHCH M8 O S AS ASS
sS4l 2-3

QHQNmOH é
- QRO

DEAGC c

v

I
=
|
N
-
|
o
=

CHCl, 50me0ll B 1.4g(4.4mmol)S FItetCh. 1 OS, N-(2-0IE E4h) OHYE RdoH=RE
Ho=z0ot Jts42l) 1.49(4.8mmol) ¥ DIEA 0.74me(5.3mmol)E &HOIGtD, 0l E&8SS 15259 WBHGH(
SHE Mol 2US =0 EDAC 0.989(4.8mmol)S HOIotL), EEE2S SAIZtS WIS, CHCILU
10% CH;0HE AtEdl= TLCE AME0IN EtSS 2ESU. EE=S AXAII|IL, 1%=2 AIEGHH X 5%
CHiOH/CH.C1.2 SItAIDIB A A2IJt 2 909 AtSS5H0! SHAl D2 0tEJCHIIGHN 1.892 A LI HE &

=Ct.

BIS 4l 24

c
= 20% TFA/CH,CI,

Bz
Py 8 jNi

220 CHLCI, 35medil C 1.7gS &EOt&tCt. 1 ChsS, TFA 8ME CHLl» 5m£9P M HOtettt. 0ol
S 2AI2tSQh 1WEHSICH. 10% CH:0H/90% CHLCl.E AlE0ot= TLCE AEol0 BtSS 2ESHC).
al

AZACH MM OHCLE A2 BIGI0 RE TFAS MOIBT  A2i3t 2 50g & 2% LTI 5%l
CHIOH/CHC 1,2 AFE3H0l MHSS Zei4l A20IE NI WAt 222N 1,509 HEHO B82S 2=Cf.
S 88-90C

AAIG 3

(S)-B-[3-MEAIZ2E)[[4-[(>-HI 2 HLOID| =3} 2 2 2 0t0] = ) B 2 JOLAI 2 001 &= ] OF Al 2 OFO| &=-3, 4-C/ O
S AI-HIE T2 A
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B4l 31
N o H,SO, N o
° " 0H — © NN
~o CH,OH ~o )

CHa0H 300me0il 3,4-CIHISAIAIE & 30g(144.2mmol )& &EOFEICEH. HS0, 422S EOIGtD, 0 EEES 44
2t= 0t BHEAIRICH. 70/30 01|E' OLMIEIOIE /&S ALS5HE TLCE ALS6H0 BtES 2880, 0 EEESS

ZAXZAIZI1, Aeldt j“(60 , 70-2300H141) 350940l 20% OIE OLMIEIOIE/80% &l4&tS AFEotH Eeli4
IZ0tEHIICHH A 1 4ga =0,

sS4l 3-2

9

THF (5
CH,(CH,),Li

THF 200me0ll (R)-(+)-N-BIZE o-OIEZBIAOLR! 11.89(55.8mmol)S HIIEICH. 0l EES 0C=Z Y260,
n-buli (&L 1.6M) 34.9m6(55.8mmol)E 3020 Z A ZIIEHCE. 0l EESS FIt2 0= wEHEH
BIE2S -78C=2 WH2ASIC ., THF 150me0ll o=l BIE 3,4-CIHSAIAILIGIOIE 6.
1/\|7F01| I# HOtetth. —78CZ SXGHBA ~78COIA 30259 & &5l wetetd, 3k NHCI
ot26t0, =2 MNHGD, HXAIZ2ICH. 50/50 OIE OHAIEIOIE /s At
A o Bt88 2SI 0l EESS A3t Z(H=3AH, 9385 S3, 230-40001141,
60A) 180g&0IA Zchi+ F20IENTIGHN 10.5g2 Xsh FMol @A A=(},

N_L_

Br24! 3-3
H, o
O/
B Pd(OH),
H,N
€H,OH H,0 N
O
HOAc [o]
CHsOH 250m¢, H,0 25m¢ 2 HOAc 7.5me0il B 5.0g(11.5mmol)S = JI&tCH,  ZEBH(Pear Iman) =0H(Pd(0H),)
192 EHJIsthh. ZHS AR50, S22 A20A 16AI2SC H, 2IDI0A SFAIRICH 5%
eSS TESIH. 0 E822 42l0IEES E6i 04 DHAIZ1 D, CH0H

CHs0H/CH:C1,E AtE5dt= TLCE ALEGH( |

£ M=o, 7‘4_7F_/\|?_|[} dd=2s A [ G158 EJotl], X3t NaHC0:2 2 &I 2 Bt=
AE+==2 NEEHC. éé%% ZAZAIDID, Ael3t 2 (230-40004) 150g, 1 WAl 4%2] CHs0H/CHCI.E
ALZotH S+ EIE 1

9":
=
ol
=
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(o)
CH,Cl, o

o

CH.Cl, 9meOll C 0.29(0.8mmol) % TEA 0.13m¢(0.9mmol)S FOIISICH. 0l EEES 1022 WEtotl, &
828 0C=2 WS CHLl, L E220tHIE EB20101S 0.08m¢(0.9mmol )E 15201 Z2H ZOtsHC

=

S22 A0 2H DD, SH2S A0 TUSIEE B0, 50% O OFAIEIOIE/50% HAS Al
St= TLCE AIR5I0 BH2S BEEICH 0 SS2S AXADID, A2I3t A(H23AH, 9385 S, 230
4000141, 60A) 300 L 2% OIE OLMIEIOIE/75% SAS A2510f Sei4l IR0E 1A TIGH0 0.237g2] &t
g Qo2 ol=(|, 0= TLCA GtLISl HOZ LIELICE. MASS OS2 SHH0l HE AFZECH

~o
\_\ e}
D O
= (o]
DMF -0 o
TEA l
E

i

JIetCh. Ol =22 220 16AI2-& 2 WBHSHTH,  10% CH,0H/90% CH.CI,& AtE3t= TLCE AMEGHH E
FOl B X 4%2 CHOH/CHLI2 SIHAIDIEA &ciot 2
tEol0 S+ IZ20tE IS 0.1g2 &4 S =0, 0l= TLCHO otLtel 822 LiEH

[

OMF 10m£0il D 0.36g(fmmol) & 3-BISAIZZ 02! 0.18g(2mmol)S HIIStCH. 201 TEA 0.23ME &

-

Im

DIEA Quium mo

EDAC -0
CH,Cl, g

CHCl , 5me0il E 0.1g(0.27mmol) % SEH=Z 0 JtEHQI N-(2-HIE)-N'-(4'-0tHEL) CHE <=9
0.0853g(0.30mmol )S & OtSHCE. DIEA 0.056m = H20M 1525
E 0 2 3
|

o

F
JE &ototll, O &&=

BIolo] st 2o gAlE F=Ct. =3 AlZtS et w gt

Ct. 10% CHsOH/90% CHCl1.E At&3at

250 5%2 CHOH/CH.CI,2 SItAIDIH A A2|3t 2 9092

MUTHE =0,

=2
S . EEEsS A=A, 1%0A
tE6tH S+ A20tEeiIliorK 0. 1132

JE Mo &
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LiOH H,0

- THE/ H .
\ .0 o
Mo | Q

11/2 A2t Qim

HO

THE 21me 2 H,0 8meoil F 0.369(0.57mmol)S & P@EP. H.0 1meofl ol LiOH 0.36g(0.86mmol) S

Of ZH™ HJtotll, 0l ==S A20AM 2AI2tS e wEHSHCE.  10% CHs0H/CH.CI.E AIS5tH 28 2&
Ct. O 2g=8 AXAII112, 100% CHLCI, LHXI 5% CH30H/CHzClg§ ArSot Ale|dt 2 20ga 0l A = chH+
JZ0IEcHIIGHH Ao 222 A 0.3602 HEHMHC stef=s &€=C0.

& 118-120T
OR: -33.6°C, DMSO(10mg/me)

(S)-B-[S-OISAIZ2Z)[[4-[(2-HEHLOI0I = EL 00l =) HI'LZ ] OtHIE ] 0t0I .= ] OtMI € OL Ol ‘= —4-TI S Al-
A

0 H,SO, o}

OH
o CH,OH ~

CHsOH 250me0il 4-CIOIS AlAl'E & 50g(280.8mmol) & 7&'@ H.S0, 2neE &EOtetlt. 0 SE =2 6AILse
HeEFAIZICE. 70/30 OIE OLMIEIOIE/= &S AHESHE TLCE A B = . me

HAHSLH. O =SS 4222 A2 U8, 285 FF_, O{dtotd, HOZ MIEGHD, AXAIZA, 49.23¢g
o Yot dd=s =0

sS4 42

SR RS

>
(@]
i

THF (5 0.
CHy(CHyp)Li B
TH 30001 (R)~(+)--913- O B &M 0Bl 10.999(52m0)E SOV, 0] EREES 0T AN
D nbuli(BIAFLE 1.6M) 32.5m¢(52mm0l )2 30201 2 ROIECH. 0 E8E2S X0 2SO mErE
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Ct. BIESES -78C=Z H=2A AT

TAIZHO 23X HOLetth, f

NHCI EH 25mE &Otot1l,

HIOIE/& &S ALEdtE TLC

40001141, 60A) 180g&0IA ZSei4 I 20tEDHIIGHA
t

Hatotol wuol 2FS §S)2 AL,

.1 CtS, THF 100me0ll oS OIE 4-BISAIAILIOIOIE 5g(26mmol ) S

= C IlAlJlDw -78COIA 30=2S0t &3] wWetstn, Zg
251D, g2 HI’%*OF’, HEAIZICH. 50/50 O OFAl
Z |J+ 2 (23 AF, 938552, 230-
M QA (EtOAC/SMCZEH W&

~
(o8]
o¢]
Q
[¢]
A
o
09 >
O (U
Iz

BIS 4 4-3

H, Q
Pd(OH), ©
B H,N
CH,0H, H,0 o
HOAc [}

CHs0H 250m¢, H,0 25m¢ L HOAc 7.5me0fl B 7.74g(19.2mmol)S &D

tetCh. ZEoF =01 1g2 &EOtsttt., =
A SH2 MESIH, SEHE2 A20 A 16AI2tSCH H, E2IJIUA B2 AI2ICH. 5% CH0H/CH.CI.E AtEdt=
TLCE AF=25dI( E%% ZtESICH, 0 =222 A20IEE Soll (utAIZI 12, CHOHZ MIFEGHLD, HEAIZICH
AXE MHAS0U CHLIE OIS, E3F NaHC0,.2 2 S|z OtE Algx2 N ASHCH. 0l é@%% HAX
A1, 230-40004#12 AtEE AleloF & 150g, 1 WAl 4%2] CH0H/CH.CI,E AIE6t Ecis 22 0tE N
M5t 3.4g2 &gt S&A QA (EtOH/SMOZ22H THE Mot BHMo 2XE 23)S =0
Bt24] 4-4
J
Br
(o]
Br /U\/Br
(] HN
TEA
CH.Cl, o
2 ?
D
CH.Cl, 25me0fl C 0.8g(3.82mmol) & TEA 0.62m£(4.4mmol)E &HIIStCH. 0 EE28 1020t Wbtol,
SEEE 0C=2 YW2ASHCH.,  CHCI , 5mll EZ2Z20tME E20101E 0.38m(4.4mmol)S 15201 2 A
HOLStCE., EE 22 3AZ2H0 2™ nBtotl, S22 20 T2ot== StCt. 50% I OAMIEIOI E/50%
SIALS Al=ote TLC% IEolo BtSsS 2ESCH. 0 S22 AZAD|I1D, A3 2(HZ23AF, 9385
=g, 2304000141, 60A) 30g & 25% OlE OMIEIOIE/75% SAtS AI=26t0 Zci4 IR0IEJeHIloHN
0.13g2 &t &M 222 =0, 0l TLCAWAM otLe oz LEHT. MA22 Ot A HS A
sttt
BrE4! 4-5
~o
B W
D
o]
DMF -0 ?
TEA
E
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Zotel 0.667g(7.49mmol)ES HItStCH.  A=201A TEA
HIA 16AIZESQF WBESHCE.  10% CH30H/90% CH.CI.E At
PN

AXZAIDID, 2%0I A AIEGHOE B XF 4%2] CHs0H/CH.C1.2
OtEefmls PO4 2992 M 2as HE=0l, 0l TLCY
tS SHAHO HS AFEEHCH

OMF 70me0fl D 1.3g(3.94mmo o=
0.105me(7.49mmol )E &IISICE. 0 EE=SS A=
Eot= TLCE ME0ot] Bts= 2&5t0. Eg=s 2
SOLAIIIH A Ale|ot & 75g2 Al a2
ol 3tLtel Bo=2 LIEHACEH. M

im
ny
IZ)-O
J\/

DIEA Quiumb/\:

(0]
EDAC -0
E ?
CH,Cl,
CHCl o 30me0ll E 0.72g(2.1mmol) % SE2FHOZ0F JI=240l N-(2-UHE)-N'-(4'-0LHEA) ClHY <dl0t
0.739g(2.6mmol )2 ZOIsStCt. DIEA 0.46m£(2.6mmol)E &EJlotd, O EE8ES A0 M 152502 wBtot
0 SHst Mol gHg A=CF. EDAC 0.499g(2.6mmol )= &Itotll, 0] EE 22 3AI2tSH WBHSHT
10% CH,0H/90% CH.CI.E AIEot= TLCE AIEGH0 BtS2 Z2E &L, S22 AZTAIILD, 1%0M S50
5%2] CH30H/CH.Cl.2 SIHAIZIHA Aleldt & 90g2 AtESHH ZcH4 2= 0tEHIISHA 0.920g2] SHAY ghix
ME L=Ct.
B4 47
E NaOH, H,0
CH,OH N
(0]
A2
31/2 A2}
- (0]
o) NaO

EtOH 30me & H,0 8mé0l F 0.90g | H,0 1mELH NaOH 0.057g(1.42mmo
)€ EOtsttt. 0o Egs % AESOH/\-I 3.5AI2tS e WBtetlh, 0 EE =S GAIZILD, HXZAIAH, HH9
DHM=Z A 0.720g2 HH2 stgtES &=Lt

g&: 118-216C(=aH)
OR: —21.069° , DMSO(5.3mg/mé)

[[OII

A0 5
o)l H 12| otstAo otEfESS dd A A0 FAHOHH M8t
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CO-HOIZ2; nOl 00I41; WIt CHE! Stet=.
a78 8
HIZO A0IA, G BHEHAL (1b)9) BHEE S 19 ASHOZ GEIHsE &,

<3tstAl |b>

ADJ] AOIA,

Ri2 N-OtZ 0l HE 0l

Ro= Ci-CiLE-SAI-CC,-220I1D;
Rs& HOIL1;

Rs= H, Ci—Ci22Z, CC2HYE = EtAsA OIZ20l12;

n2 1 £= 20/
m= 1, 2 £= 3011;
X= COOH L= CORs01 1]

Mol UMM, ROl N-(22Z XEE HE)-LUAOZHEOILD; RIt HSAZZEOI

12 H 105 R3O0l HOIZ2; Ryt
CrCm2AHY L= 292 X HEYO0ID; nOl 10122; mOl 10112; XJt COOHL! 3tEHsS.

378 10
Mg WX Hogs ol & &0l AAHAM, otI1 at&tal (1d)2 atete = 12 Ao 518IltsE &

a1 A0IA,
Ri, Re, Rs, Re, X, Y, Z,m, n & pE 22 MIME WA MO9S e & oA Zol= oot 20

>

Il A0IA

0
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Re= H, CHs, CI &= NH011D
(CHz)30CH; E£+&= (CH,)40CH;01 2
Rs= —(CH)=(CH)-CHs, HIE, 4-HSAIHYE

rr

Ro

I_l‘\

= 3,4-CIISAIHEO0l2
T= NH £&= CH.0ICH

HIE 12

SR A AFESID SIS Mg WX MIIEE ol o 8ol B2 sae.

H78 13

24 42024 Mg WX MIEE oL 80l 2 3822, Yol2s ASNO2 5{8IHss LY &
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H78 14

M13E 0 QUOTH, VLA-4 ZBRIO AFSGH| 9i8t o8t ZaS
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