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(NHRS)—EEEF—Z—% SSH (Olot Of0l= Z3A=0l2t &CH) ol deiRoz g=zdaz2s 0| OOl of
ZANE e AtEBE =2 U

CtSol &) Hos o0l ¢Dss NEs EMSUHAM & A3MEBIM(acid scavenger)2l EXHGt
0il %iP%E'é'(RASOZCI) e Pzl BISAIRIC. 880 =dE = A= Hge Sz SH0E
g, HECSIEZF S22 =+ UL e & AW fIH2=E EZNEO0IL, Held s &«
QUCH HIgAS JotsXZd2 ZIoHEsEY 2 FGSMM=ZY0IC. 2HE =Z0H0E REM= AS
T= HSAIE0 Met Al
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N[3(S)- BIZSAIIZEEL 00| =-2(R)-0IEFAl-4- HERE-4-0/20t2Z 01219 M=E

IHE A:

HIE'S 800nLS HIERIGIS2FE f00rLSl BRSOl N-UHSAS R~ By 222
ME HE(75g, 0.2m01) © H01| AAB2ALES(13.17g, 0.348m0l, 1.5422) S100201 ZH Jtat
ACH. 0 BHZS AS(A 2M2F mEHE 02 ND0IA S=5194CH umes OLMEAHGIE 1000nL0
SHAIFI 2, IN KHSO,, & 3t NchoWBOH, TSl NaCl 2202 AHGD, D2 MgS0,C2 HEAIID, 0t
5tD TZOIA S=5101 SASS AACH ZMA2S BA 1000nL0l 60CHA 2FHAIID A2O2 W2t
AN2I5 ZHS M0 IO Oo] THelotn E26t 20| SAOR AEGIAUCH

OS2 0l DHE THE OLHEAMNE D MACE SH HWZHEGH0 32.3g, 43%°] N-BIZ= Al
2B U-3(S)-0t0| -1- 2224 HL-2(S)-SE2S MZ5HACH.

S 150-151C, FAB MS: MLi = 340.

IIE B:

D4 (B2 o70nl EO| AMSZE(6.52g, 0.116m0l, 1.222) O 2SS N-HESAI=ZEU-
3(8)—OHJIi—1— 2224 HY-2(S)-SE=2(32.3g, 0.007m01)2 H2IotUCH 0 BHS A20A 1522
WEHSE 02 ZIZOIA S=5100 ™A DHE AQUCH 0 IHE CI2Z220E0 2HAIIID 22 M6
D, 22 MgS0,22 AZEAIH 05D, MNDOA S=510 BMDHYS AACH. 0] DHS A OIHE
AOIE 2 2E THZESH5H01 22.3g, T7%0) NI RS AISHE B U-3(S)-0r0] 1. 2(S) | EA-4- HIZSES
o104 C}

SX 102-103C, FAB MS:MH = 298.

E C:

OlATZZZ IS ool =O N-HIESAI2E
(11.54g, 38.81mmo1) I+ OIAOFOFEI(66.90g, 0.767mol, 19

= 3
Ct. OI BHS AR2CZ HAAIIL ASUHAN FE2HELZ =56t H0YesE SHs WEHS
0 22 = 8%z PH Hdd== ZZ ot
= o0l 2fof Eelotd SJI
A-4- HESEIN- [(-HESE)]0ot2S

Ju o
ne —
3Q:
[

SH 118-122°C, FAB MS: MH =385.
[&AIO] 18]

- [[3S-(HILOIEI2H2
1E|EH|E'01|§/\|) 22| RE2 M

9]

') OtOI'=]-2R- SIESAI-4- HE]-1-[(2-0EZ2 ) 0ot0l=-2-(1,

bt

J‘OKN Nio/l<

t
H OH l

P+ HECGIEZFet 6/ms2 N-[[3S-(HEMHEISH2L) 010l = ]-2R-
SIEEAN-4-HEREIN-(2-HEZ2Z)]0I2!I 7.51g (20.3mmo1)2l SHU EcIMEO0LR!I 2.25g (22.3mmo1)
£ JIStACE. 0C2 W%, Cl-tert-RECIIZUIOIE 4.4g (20.3mmo1) S ISt A20IA 21AI12 S¢t
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wegts ASCIAU. SRS ES JS0A MISHLD, OtMEMUES JIetlS 5% AIESA, Mgt SEHA
LIEE, 82 MG, 4a0idus2=2 AZXAIID HBSID S=610] ZMLS 9.602 MISotiLt.
30% OIMIEAINIE/ &latE AlSote A2IJt2A4o AZ0IEDNIIZE 8.292 &==5 N-[[3S-(HEHEIH=
Bt=2) OPDI_‘.—_]—ZR— SIEEA-4- HE]-1-[(2-HEZ2Y) ot0l-2-(1,1- CIHEWSA) JI2EE] 7
B=S M3otALCt.

At AHER m/e = 477 (MtLi).

[&AL0 2]

CHS OH OMe

1<

[ZZ2T0I0IE, N-[2- BIE=2AI-3-[(3- HELEY)4-HEAHLEsEY) Ol0l=-1- (HEWE)
a)- [15-[1R™ (R®), 28%7)- o mI=]

Ol 232(1.1515g, 2.99mmo1) 1t Ec| 0

CISZ2Z2ME 15mLE2 &AM 1, 0
%iP 4-HI S A =L (630.6mg, 3.05mmol1) 2 AIRXIE S5O

E021(313.5mg, 3.10mmol) 2 S8AHS

HMelotZCh. 0 SHE A20M 4022t Wetst O3 J30AM s=otUlt. &FES OtMELUEN 2
SHAIZIZL, 1IN KHSO,, E 3t NaHCO; =& F=+=2Z MN=otll, 2= MgS0,22 AXAIZI1] Kutstd ==6t0d
1.5622g2] HM1Za SES SAL. ZULH=S ol OLAEMUES S22 FH2 MZEE0 2
off AMGSHH 1.1047g, 67%2 ==& ME=2S AL

& 95-98TC.
CaoHasNa0sSOHl CHEH 1DGHAN FAB 2t ABEZ (HRFAB MS) OI&2XI: 555.2529.

A =X 555.2559.
E

B:
HES 3omL=E2 ME AZ 2H2 MA2(970mg, 1.68mmol) oI SHS 10% EFAL Zets =M

1
70mg =2 HMeloty A20lM 16AI2H SOt 41psig2 =436t AL x[]HE 043}0“ Sfoil HHotLD OHMS
o S UYOM, 0/AHS 02 SHUAN XA AR

BOA S=6t0, XA D3EHE H2S SAS 764.1mg2 AUS
Ot LY.
& 81-85T, FAB MS: MH = 421.
oE C:
2(S)- OIE-3- OHEgsXZY ZZ20/24H(194mg,1.17mmol), N- odlESAIHIXER|0IE(276mg,
1.34mmol ) 2 1-(3- CHEolol==Z22)-3-0€II2L2LI0I0lE dl==2 2220l =(EDC) (256mg,

1.3;1mmo|) o Egt22 LINEXZSO0I0IS(OMF) 3.5mL0 EGHAIZH 0CHIAM 3022 BFSAIZICH. DHF 1.5mL

Ol EoHAl2! I O 0tel(451.1mg, 1.07mmo1)S &I EE 20 JtotH A 20AH 16AI12F WEHet
UCH. OIHAM O

=
EHMS HE3l NaHC0; =2 20mL0il 210 OtMIEAMUEZ 43 —’T‘—%ék‘l‘l}. 22 OtNES
HE ==E=2= 5% AMESH =S, 23 NaHC0; +=EH, =2 MNZHotld, 24 MgS0, 22 2XAII|1D
Oiototl]l s=ot YAl 2H3LE HE R3S SAUAC.

A M

0l SZE 4ottt OLNEMUIEZ RE HZEEotH 517.6mg, 85%2 =<8t MHS

& 125-129°C, HRFAB MS: CorHaoN0,S-0il CHEF OIEXI: 569.2355.

=
@
i
I

a
=

& ACH.

ujo

47-13



1019950700562

[&AlOI 3]

CHB OH

[Z2TO0L0IE, N-[2- SIESAI-3-[(2- HEZZZ)(HEEEY) 0t0Ic]-1- (HEHE) 222~
2- HE-3-(HesxY)-, [1S-[1R (R ), 2S1]- 2 HM=]
EA

it
OAT2E 232 6501 ZO N-HMES A2 BL-3(S)-0t0le-1, 2-(S)-UIZAI-4- HLRE
(50.0g, 0.168m01) 2 Ol ASEI0I(246g, 3.24m01, 20E3) O SUS 1.25A12 DIAES GtAC O 8
US AM2O2 WAAID MBUMN SHsr S WEHEC 4 1LY 22 2 MYSS SAUO2 2
M5l MA22 Ol ol ©2l5tn ZII2ATAIH 57.560, 92% 2 N[3(S)- HMIZSAISI2 2L 0t0]
o

IESA-4-HEYIN- O|AEE0IRIZ SRACH.
& 108.0-109.5C, MH + m/z = 371.
E B:

IE A2 2E9 0+21(936.5mg, 2.53mmo1) Bt E2I0IE 0LE!I(288.5mg, 2.85mmol)S CIZ222 O E
20mLOll 2oHAIZI D SHIFE =L (46mg, 2.61mmol) 2 XelotSHC. 0] EUS A20 A 16AI2F mBHst
Chs MB0AM sHoIRALH. AFZ2S2 OLMEA OIEN SaHAIZI2 0 SHS 1IN KHS0,, ESH NaHCO; =&
o AL NEoGtD, P4 MgS0,22 HXAILD, ot =S50 U2 A2 1.234g2 UCH. 0O

s
=ma=S OHZ2 ot EgE22 PH ZH oA

729.3mg,56.5%, & 95-99°C, FAB MS; MH = 511.
IE C:

HES 1mSe IIE B2 £HS HEME [2(R)-0ISSAI-3-[2-HEZ2E (BMEZL)0L0]
C-1-S-(HENE) Z22 St24I0I01E(671.1mg, 1.31Tmmo1) o SHS 10% EA4 Zets 50mgat ol A
40psigE A 20N 15A12 =456t 0. JHHE AXEE S&t 60l 2o MI6tD 6HS ==F6H0
WA {EA SES AQUCH. 474.5mg,96%, FAB MS: MH'=377. 01212 O HAIGIK LD 02 SHAHMA =E

A ZSHALCEH.

oHE b:

OMF 3.5mL =2 2(S)HE-3 (HE=ZY) T2 24H210.6mg, 1.
OFZ(260.4mg, 1.70mmo1) & EDC (259mg, 1. ) o =
0l Z2oilAI2] TE C2 £H 2 081(474mg, 1.15mmol)S AJ| = |
50%XE 3t NaHCO; =22 100mLOl £ RAUCH. 0] =S HES OLMEAMUNE Z F=E6IULCH. OLME
AMEZS A £=Z2H L3 NaHCO; =2, S22 MHEGILD, 24 MgS0,L & HAZTAII|DD, 4t

g

ot
A IS4 2 560.5mgS ERU2MH, 0IXES OtMEAMNEY M2 FH ZHS0IH =

M
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O O o
CHQ\ v
//\\/\-/U\N N,S
O 0 : H
CHy OH

e
H
e
2
=
i
N
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=
nc
=2
um
[E
HU
[
T

[Z2T0I0IS, N-[2- 3IE=AI-3-[(3- HEY=2L)(HY
2-HE-3-(H [1S-[1R (R ), 2S]1]- 2 HI=Z]
IHE A:
N[3(S)-HIE R AIZI2E Y00 =-2(R)-5| E=Al-4-H Y 22 IN-[(3-HIZ ZE)]0tRl (AAIG 1, Tf
E (C) (3.89g, 10.Immol) 1 EC|NEO0I2I(1.02g, 10.Immo1)Sl EESESS HIECSIS2ZE2H(THF) 25mLol
254AI712, THE 10mLoIl 23HAI2] Cl-tert-S2 I 2IF2HI0IE(2.21g, 10.1m01)S] 2HO2 Hel5HAUCH
0l 2HS A20A 1.5 A2t DS OS2 AZ0AM S= 610, 222 OLMEANEN 2HAIIID
N KHSO4 3} NaHC03 =2 ALZF NFHILD, P2 MgS0,LE HZTAIFILD, Aot =500 &otD
%S QASS URUCI. 4.68g, 98.5%, 5:1 HALOINMEMMEZ 2|5t Al2I3128 A2 Rf = 0.23. 0l

1\_ TTo=E2=

22 "*Xﬂoml 20 Cs SHOM HE ASoIACEH.
IHE B:

IE AZ 2H29 MAH2(4.660,1
0 30mge 2 Xe2lotACt. OI0A 0 b
EE S8 ool 2o HMHGtD M
HUA =& ArSoHCE.

IE C:

2(S)- MHE-3- HE=xY T20O/24H1.399, 8.3mmol), N-BI=SAIHIZEC|0IE(1.84g,
12.0mmol) & 1-(3- CIHEOII-Z2Z)-3-0EI}IZ2LCI0|01E SIEZ=22et0IE(EDC)(1.77g, 9.2mmol)

F

=

o EEES CIHNEXZE0I0I=(OMF) 10mL Ol EcHAIH 0COIA 3022+ BHSAIZACH. OMF 10mLOIl &aH Al 2!

ﬂHI]

OmLOIl SoHAIZH 15% EtA4 =
40psigZ +=23H6tATH. EMHE
AW, 0IX=S O HHMotX @1 UsS

=N

ItE B= ‘=‘E1°| 0t@I(2.80g, 8.0mmol)E &J1 EEE0 Jtcted A20M 24AI12F WBIGIACH. 0] BHS
EB0A =FotD &F=SE OLMELMUEN SoHAIZUCH. OLNEMUE SHS 5% AMESM =N, 23
NaHC03 #%‘i.“, g2 AMEotl, 2 MgS0, 22 X A2, O#ﬂ}o} s=0t0 ‘%‘S EREE

AUCH, 0IRES SHAl ZZ20IEDHIIZ Mot 3.00g, 75%E 20, 0l 22= U3 HAHUNAN HE
/\P OtALH.

Ol A 24A12¢ X elat

=
ot XZAHXEGHH Aol H

IE E:

ItE D& 2H2 MHd==2 CIZ2Z=20E W SoHAIZI2 EGF NaHCO; =M=z X e2latd =2l0t
0lo] ZHMES HIZ2OHUCH KIINMNS 24 MgS0, 22 AHAXAIIID, itoltd HZB0HA ==6t0d 610mg,
1.75mmo1 2 &€RUCE. 0O Ot2IS T HF 50mLOfl  SEGED ECINEOI2I(1.01g, 10mmol) F SHatHld =LY
(283mg, 1.75mmol) & Z=XHCZ HlGtRULH. 0 SH2 A20A 19.5A12F WEHEIARCH. OME oot
Ol 2o HMHGHR2 040“‘3 s=0t CZ2=Z20E0 SHAIZACH. C2==2HEEHE 1 N
NaHCO; =8 H4x2 MESID, £ MgS0,22 AHXAIIID, GUstD S=510 SAS2ES 2D, 0128
HErSD SH EMSIH YA DHE YOA G0 2dH SHelst ALt

OIHA ZOXNE OLMERNE D sdtoz 2H ZH3I6H0 200mg, 21%2 S& 2 LAULCEH.

& 112-115C, HRFAB MS; CosHasNa0sS 0l CHEH OIEXI: 538.2171.
A =X|: 533.2180.
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[&AlOI 5]

AEZE 2D 100mL S N-HIEZAIIIZEY 3(S)- Ot0I%=-1, 2-(S)-0IZAl-4- HE
El

g, . 2 n-ZZ2E0I21(20.9g, 0.35mmol1) 2f SHS 3AI2H JIIE&FGHACH. 0]
NZ20A S=ot0 DHE 20 it OtHEMUHEZR 28 ZE3E 610 6.53¢

N
o
N
3
3
o
=
—

S 120-123C, FAB MS; MH = 357.
=5

IE B:

WHE AZ 2E2 Ot2l2 &AM 3, IIE B SLUSH Aoz A HIM=ZI ) BHSAIZCH O
Et= 25mLOll SoHAIZ! MA SE2(1.426g, 2.87mmo1)S 10% EtAAL ZElE 40mg AHOIA 40psig® 16A12¢
A20UM =A30IACH. O/lHM O EHE FEEE Sol UotD HHZS ==ot0 1.04g, 100% 2 &=
SAS2 HACH, 0lAH2 O HHOIA 210 US SHHUA &HE AISolCH

HRFAB MS; CigHqN20sSOHl CHSF OIEXI: 363.1742. & =X|:363.1763.

IE C:

OMF 2.5mL =9 2(S)HE-3 (HEYsXY) ZI20I24H243.7mg, 1.47mmo1), N- Sl=ESAHZEZ|
OFZ(332.0mg, 2.16mmol) & EDC (304.8mg, 1.59mmol) 2o EE=S2 0COHA 0.5AI2 wWEHS ChS OMF
1.5mL=2 ME B2 $E19J S2l0+21(513.3mg, 1.42mmo1) 2 22HOZ2 XlolRUCl., 0] 2HE A20IA
16AI2E WBst CHE 50% E3H NaHCO; ==& 80mLOl RAUCH. 0 EHZ OtHIEL HEZ F=3t] OtNE
MUY BHUE 5% AIESASSH ) LG NaHCO:;+2H, B2 MEHGILD, 2% MgS0,22 HZTAIILD, ¢
ot ==0t0 M HEA SZ 576.8mg=2 LZUALH, 0IHS OLHEANE/ &dtez 2HO ZF S0
Olo MDA 441.1mg, 61%2 MH=S2 L UL

28 134-136.5C, HRFAB MS: CosHaNoOeSo+Li Ol CHSE OI2XI:517.2019. & =X|: 517.1973.

[&AlG 6]

O
Q0
CHB\ /\)j\ S/
S. Y N N7
O/ \O = H
CHs  OH

T2 H0I01E, N-[2- BIESAI-3- [(RE)(HYs=XZY) 0l0lk]-1- (HEHE) =22 ]-2-0HE-
(Hgsx=yY)-, [1S-[1R(R), 25 1]- 2 M=

IHE A

N-HIESAIIIZEY  3(S)- OF0l%-1, 2-(S)-0I=Al-4-(7.314g, 100.0mmol)2 HISOZL
1.509(80%)2 HIELSEH(1.48g, 5.0mmol)t n-2E0t21 N- [3(S)-HIEZSAIIII2E Y00l =-2(R)-0l == Al-
4- HERE]|-N-2E0t2s AUCEH.
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& 125-128TC, FAB MS; MH = 371,

IHE B:

IHE AE 2E2 0t2l(1.67g, 4.5mmo1)t ECIGIE0I2I(859.4mg) = CIZ2ZZ M EF 60mLOI ZdH Al
Il A20A SSBE =ELL(822.3mg, 4.66mmol) & HMElotRUCEH. 1522 wbtE, SHE SN =
=0t &%%O OLMIEANIE N ZdHAIZCEH. OIMIEAMNHE SHE IN KHS04, E3H NaHCO; == %#E
MZEGSHD, 22 MgS0,22 AT AIFI2, (HUdct] =60 RAS2 UL 0 Ra=2 &t HiHE=Z
28 Z23d3ol 2.04g (89%) 2 *#é* MHEES AJUCEH.

& 68-77C, FAB MS: MH = 511.

E C:

HES 4omL=e MEBZ 2H2 HEYMHE [2(R)-8IESAI-3-[n-2L](HA=ZLY) Ot0l=]-1S-
(HENE) Z=2Z JI2HIHI0IE(1.86g, 3.64mmol) 2 SHS 10% EtAA Z2tES 110mga Ol A 40psig® 4
A2 =236 0H. 0 2¥Us AXEE Sol et JZ20AM s=610 DME AL

=& 68-88C, FAB MS: MH = 377.

Ol O EMGHA 211 O SAHNM At=SHARLE.

ItE D:

2(S)HIE-3 (HEsxYd) ZT2024H288.4mg, 1.74mmol), EDC (369.6mg, 1.93mmol) & N-GIE=
AHIZEZ|0FE(368. Tmg, 2.41mmo1) = DOHF 3.5mLOI 26HAIZA OCOIA 3022 WBHSIALCH. 0I0HA 0
S DMF 2mLOll ol Al2! IIE C2 282 0t21(621.9mg, 1.65mmo1)2 2 X2lotRCt. 0] Sgss al20
AN 48A12F WBHAIZI OIS AS0HA =IFotUC. HF22 OtMEMAHEN SaHAIZI2 IN KHS0, , ZE3H
NaHCO; =2 AX2 HIEGID, 24 MgS0,.C2 HZEZAIFID, (Hot] EZ20A ==0l0 SASS U
Ct. =MAHdE22 8lat/ PHIE&OHEE! S22 Zcddote A2 A ZScHAl A20tE0H0I0 2AHE A
Ot A8 MAE2S WM IHMZAH AL

353mg,41%, & 99-103°C, HRFAB MS; CosHssN20sS:01 CHEH OIEXI: 531.2175. &A=Xl: 513.2176.

[&Al0l 7]
O
o w0
CHas /\/U\N N,S
Y b
O z H OH
CHs OMe
T2H0I01E, N-[2- SIEE2A-3-[(2- HEZZZ)4-HSAHLY=EY) O0l=]-1- (HEHE)
* * X
Dzg]-2-Heg-3-(Hegsxd)-, [1S-[1R (R), 25 ]]- & M=
[(IE Al
CI2ZZ2HE 20mLE 2l AAI0 3, WE AZ S£EH2 0121, = N[3(S)-HE=ZSAIIIZ2EL 00 =-
2(R)-8IE=2Al-4- HIL]-0IALE02I(1.1131g, 3.00mmol) Dt ECINE0F2I(324.0mg, 3.20mmol) & K3t
4-HISAH M =L (715.4mg, 3,46mmol1) & X EIoHLH.
0l EUHS AM20A 6AI2F WEHE OIS BN S=6IQUCH JFSS OLHELANE N oAl
110 1IN KHSO,, E3H NaHCO; =&, B2 MAHDTILD, 2 MgS0,2Z H=AII11D, HHSt] ==t &
2 KASE AL 0 KRAESS HlHZ2 26 Z2Fot0 A DHQ =48 MHASS HJJUC

1.273g, 78%, & 97-101C, FAB MS; MH = 541,
IE B:

IHE AZ 2H9 MAH=(930mg, 1.68mmol) = HIEH=S 30mLOl SoHAIFH 40psig= 10% EFA A
S 70mgAOlA AS0AM 17AI12 =ASIGIHCH. ESHE AXZEE S8 U0l 2o MHGED HHUs
A ==6101, EXAl DaEEsE A2 SAS 704mgS AL

e
b o

SE 105-110°C, FAB MS: M4 = 407.
0122 O HAGHK 210 O SHA ZE AIRSICH

IE C:

OWF onl Zo| 2-HE-3 (HE2TY) TR0 24H(174.9ng, 1.05mmo1), N- IS ZAIMIZEER|0IE
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(230mg, 1.50mmo1) % EDC (220.5mg, 1.15mmo1) 2 E& =22 0CHA 0.
o IE B2 FHY 0‘3'(401.2mg, 0.99mmo1)22 J’E—IEIS}?‘;E}. 0l BHES A=20A 16Al

L3t NaHCO; =S 20mLOl RALCH. 0] =SHS OtAMELNEZ FE8 US OLNEMHESHS 5% AIE
S +=ZN, E3} NaHCO; +=EH, Z+=2 MAHGILD, R4 MgS0,22 AXAIFILD, KHitotld MB0UAN s=
ot0l 2 |42 260mgS U220, 0lHS =llatl } OLNIEMUIE 2 Eclots A4 Al A2

Edchmlol 2o ZHMGHAH 52.7mg, 9.6%S MIZ0tALH
& 87-92°C, HRFAB MS; CaeHaaN-0/S0il CHEH OIEXI: 555.2199. A=X|: 555.2234.

0

==

[&AlGH 8]
O 0
CHS\ /\)-L ‘é{’o
22N z N N~
9] g H
CHg OH OMe

T2EOIIIC, N-[2- 5IS2AI-3- [(R2)(4-HEAHESEY) o0l ]-1- (HEHEY) =2™]-
o-mE-3-(Meazy)-, [1s-[1R° (R), 28°1]- o M=

CIZZ2Z20E 30mL=2 AA0 6, IHE AZ 282 0tel(1.52mg, 4.10mmo1)t E2I0E 02!
g, 4.82mmo1) S Yot 4-HSAIHMST L (869mg, 4.20mmol) 2 A 20IM 3AI2 X2l otHCH. 20K
g XBUAM HHGID AFS2 OLMELNE O Soi AL
OLMIEAINIE! EHZ IN KHS04, IE3F NaHCO; =8, B2 MAHGILD, 24 MgS0,22 24X Al
ot ==0t0 %A OXHE 21, 0/HS HHZE=Z MESHLD SIIAHAXGHH 1.71g, 77%2 =8t
MHE=22 M36HRUCH
=& 118-120C, FAB MS; M + Li = 547.
IE B:
HE= SOmonl IIE AZ B2H9 MAHS(1.514g, 2.80mmol)S 40psig2 10% EtAA E2IS
110mg & 0lA 16AI12F 20 M =AS0IUCH. SEMHE #EEE S8 U 2oiA HAHGED o
otOf BHA XIS QUL

1.20g, 100%, && 103-108°C, HRFAB MS; CyHyN0s SO CHEF OIEXI: 413.2086. &A=Xl:

413.2121. 01242  &HMotA 210 s SAHNM 2E AISSHUCEH.
IE C:
DMF 1.5mL= 2l 2(S)-HE-3(HEY XY ) I 20 24H(354.4mg, 2.13mmo1), N-SIESAIHXER|IOIS
O SEE2S 0COA 2582t WEEHCHS DHF 2nLs 2l

(473.4mg, 3.09mmol) & EDC (445.31mg, 2.33mmol
IME B2 S£H2 0t21(815mg, 2.00mmol) 22 X2l5t%ALt.

2 A20A 16AI2F WEtotD X3 NaHCO; =8 50mL0fl 22CHS OtNENMNEZ =
S SUS 5% AESH +89, Z3 NaHC0, +B%, L2 AHGID, P4 MgSOE

, HAM ==0oto “ﬁ“ﬁ” HELA S2& 905mgsS LALH. 0 MHSS OLHIEANE/
ciote Aeat2Aae SdAl AZ0tEDN TN 2ol MM 711.6mg,65%2 =8t MH22

||v

]

9_|_|
00z by o
o0
=)
[
ij
kJ
N
0K 0

J

Q0= 3R

=

& 87-92°C, HRFAB MS, M + Li: CoHssN:07S.Li Ol CHEH OIEXI: 561.2281.
=Xl 561.2346.
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[&AIOH 9]
O
s
KN M N N
0O O - H
CHs OH OCH;
T2WOI0IS, N-[2- BIS=A-3- [(TRE)U-HISABYSZY) 0f0lc]-1- (HYHL)
Dm2m]-o- He-s-(Heszd)-, [1S-[1R (R"),2871]1-o RI=

IE A:
CIZZ220IE 15mL=2l AAl0 5, IIE AZ 2EH9 MAH=2(620mg, 1.74mmol) b E|0IE 08!
(250mg, 2.47mmol) o 2HE A 4-HEAYME=Z L (371mg, 1.79mmol) 2 A 201 2.33A12+ HelotS
Ct. E0HE MSUHA HMHGtL ZAZ22 OLNEAMNEN EdAIZI TS IN KHS0,, E 3 NaHCO; =&, &
=2 MNEGILD, 24 MgS0,L2 HEXAIIILD, ot ==06t0 B IEA S& 1.062202 LAUCH. =M
428 il OtNEMNEZ Eclote et a ZciAl AZ0tEH Tl 2o MG 615mg,
A

S=E=2= (i)
67%2] —i——’.‘—é* §=E 2UACH

=

0z

oA
®

8-92°C, HRFAB MS; CogHauN-0sSOIl CHEH OIEXI: 533.2298. & =X]:533.2329.

=
=

Im

ItE B:
HES 30mLsel =2
ctEs =0 70mg2 = X2lot 46p
Mot (s MB0A ==t

&b IE 2HO MAH=(519mg, 0.98mmol) 2 SHS 10% EtAA =
N 22/\| M2 A =AS0I™UCH. S0E RXEE S8t o 0
0o, XAl 7§+EIE U2 FASS UL

S 124-127°C, FAB MS; M + Li+ = 399,387mg, 100%.

0lHE O HHOMM ZE AZ6HSL.

E C:

2(S)- HE-3- HE=ZY ZZI0/24H138.5mg, 0.83mmol1), N- SIES=2AHXEZ|0IE(174.6mg,
1.14mmo1) & 1-(3- CIHEO0I=Z2E)-3-0EIIE2LCl0/0lE odl&E22=22t0/=(EDC)(171.8mg,
0.90mmo1) 2 E&== CIHEXZSO0I0IZ(OMF) 2.5mL0l SoHAIZA 3022t 0OCHIA BHESAIZICH. DMF 1.5mL
0 I B

Ol ZollAl2l IIE B2 £H2 0121(304.9mg, 0.78mmol)S &AJ| E&=0 Jtoltod A20A 14.5A12F W Et
OtULCH. OIHA O EHE L3 NaHCO; =2 20mLil =212 OINIEMNE Z =ZoIULCH. OtMEAMUHE =
ES2S 5% ANEEN =83 I3 NaHCO; =8H, S22 MAHGILD, R MgS0,22 HXAIDILD, st
SE0I0 A NHE SRACH. 0 SE S ot OLMEANMUHE Z 28 MZ A6 228mg, 54%2| ==&t
M22 2Lt
& 115-118C, HRFAB MS: CoHaN:0;S: 0l CHSE OIEXI: 541.2042. A =XI: 541.2064.
[&AlGI 10]
O Qg
\\S.Q
Q'C’ o G H N/lk
CHa OH

ZZEOI0IE, N-[2- SIEEAI-3-[(2- HIEZZE) (4-OtMEOHNIE) HE=XY) Ot0l = ]-1-(H
g@=xd)-, [1S- [1R (R), 28 ]]- o M=

CIZ2Z20E 20mLs2l A0 3, IE AZ 2H2 MHZ2(1. 1082g 2.99mmo1) 1t Ec|0lE0otel
(713mg, 3.05mmo1) 2o SHg Ast N—OPHI%%EPE%(NS 2mg 3.05mmo1) 2 A 20 A 3.67A12F M2IoHS
Ct. E0E MBUHA HHGIL XAFE2ZS OLHNEAMUHE N SollAl2! TFHS IN KHS0,, ZE3F NaHCO; =2, &

47-19



1019950700562

=2 NEGILD, 22 MgS0,22 HAXZAIIILD, (HUdt] ==6t0 1.398g2 BHAH DHIE AL & 155-
158°C, FAB MS; M + Li = 574.

IHE B:

HES 3mLs2e WE AZ FHQ é:”éi%(%Omg 1.58mmo1) 2 SHS 10% EtAA Zets =0i
Mg 2 Xelot) 32psig2 15AI12F A20M =480l SHE RAXEE & (ol 2ol MHGHD
HHES XMBUHA =55610f M HEA 22 S 9:“2111}

FAB MS: M + HJr = 334,680mg, 99%.

01212 O dHMoA &1 O3S SHAHUAM 2E AI=5HRUCEH

N
w

- HE-3- HEsXY ZZ20/24H(159.7mg, 0.96mmo1), N- SI=E2AIHXEC|0FE(210.8mg,
1.38mmo1) & 1-(3- CIHEOONI=Z2E)-3-0€II2E00/0l1= ol==2222t0/=(EDC)  (203.9mg,
1.06mmo1) o &&= IHEZSO0I0I=(OMF) 1.5mL0 ZoHAIZA 3022t 0CTOHIA BFSAIZCH. DMF 0.5mL
Ol ZollAl2! IHEBZ £H2 0121(401.9mg, 1.06mmo1)S AtD| &S0 Jtot A20A 16.5A12F WEHS
CH. OIOIAl O BH2 gl NaHCO; =2 75mL0l 210 OIHNIEANEZ F=ZoIULH. OtHIEANE
22 5% /\IEEM %‘l*, Lol NaHCO; =2H A2 HEotD, 2= MgS0, 22 HXAIZILD,

S QUL 0] S& S At OFHNIEMNEZ 2H BH™SIol =8t M

M o
HJIO
Do

o]

ton
0x ob 4
WO R

& 123-127C, HRFAB MS: CoHagNs07S:01 CHEF Ol EXI:588.2398. & =X|:588.2395.
[ A0 11]

.éHg OH “NH,

T2EOL0IE, N-[2- SIESAI-3-[(3- HERE)(4-0t0IcHEEEE) Ot0lc]-1- (HENE)E
ZE|-2-HE-3-(HEs2<)-, [1sS- [R (R), 28]]- & M=

CIZ=220HE 20mL.S 2 /é'/\|01| 1, It
(325.7mg, 3.22mmol) o EHs At 4-UIE
eIttt 20HE 7&'42—01I/\-| MASHD &=

2o oAxz HI"* otl, %= HgS0,22 A=Al
OFAIE &HOINE 1t /%*‘T’r ezz 26 283

H£(1.1812g, 3.07mmo1) Dt EcINI 0!
=& 90% 3.11mmol) 2 A20AM 1022t
= 21 CkS 1IN KHSO,, 3t NaHCO; ==
= P DA 2.323092 210, Ol

g 130-13272 ==¢8 dd== M

F0d 870mg, 50%,

ol

HRFAB MS; M + Li, ChHssNsO/SLiOIl CHEH OIEXI: 576.2316. AA=X|: 576.2350.

IHE B:

HES 40mLEs 2 IE A 2HO MAHA2(574mg, 1.0lmmol) 2 ESH (0] SHS 2&s| ZE oA
AS) 2 10% EtAL Z2ts S0 70mg2 2 XMelotd, 42psigE 15A12F A20A =AS6HRACH. S0E
"HAEE S8 0ol 2Iah Al 16+ s TNBUHA ==ol0d M DHE L1, 0|28 E22EES
Z 2H Z233otALCtH.

S 123-127C, FAB MS; M + Li+= 412,400mg, 91%. Ol=d2 O &AMotAl 210 s SHUHAN &
& ASoHULCEH.

E C:

2(S)- HIE-3- HEYsXY TZR2T|I24H(112.3mg, 0.675mmol), N-OlEZSAIMIZEZ|0IE(159. 1mg,
1.04mmol) & 1-(3- CIHEOI0I=Z2E )-3-0EII2ECI0l0l= %EEPOIE(EDC)UMBmg, 0.77mmol) <
SSE2S CLIHNEZE0I0I=(OMF) 1.0mL0Il ZoHAIZH 3022 0CHIA BHSAIZACH. DMF 0.5mLOll oHAl2! It
EBZ S£H2 0}21(261.9mg, 0.646mmol1)S AD| EE&=20 Jiotd A 20 A 16.5A12 WESHACH. Ol A
0] EHE L3 NaHCOa 2N 75mL01I 21 0HEANEZ F=oIQ0H. OtMENMAE =&E=2 5% AIE

H, I3} NaHO0; =S M, 22 NEGID, 224 MgS0,CZ2 HZAIZID, UtotD ==0H0 i
HEA=E 326.3mg= 2 ULCH. Ol %;% OLMIEAINIE 2 Z2|ot= AllatE A IAZ0IE NI 2ol
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ZMIoto 213.6mg,64%2 ==&t dE=ES WM NSH=EZA HSotALt.

FAB MS: WH = 554.
[l A0l 12]

T2B0L0| S, N-[2- 8IS = A-3-[(2- WBMEMM34—UW§MM' Ty 0r0lw]- (HYo
g) D2 ]-2-He-3-(HEsZd)-, [1S- [1R" (R"), 25"1] o M=
IE A:

CIZ222ME 15mLE2l A0 3, IHE AR 2EH2 MAZ2(1.5356g, 4. 14mmo|) b Eclogorel
(522mg, 5.17mmol1) o E2HE Hg 3, 4— EI[HIEAIU“H'gi 1(1.0087g, 4.26mmo1) 2 AS20AM 14A12+ X
CIoISCH. 20HE E%OHA-I I1|31o+ 22 OLNEAMUEN ZaHAI2] TH2 IN KHS0,, Z3F NaHC0; =2

3
8, Z==2 MNAHGIL, =R= MgSO49§ AXAIIILD ot =SHF6tW 2.147g, 90.5%2 A XS
AULCH.

o

J

ne

& 124-127°C, HRFAB MS; MtLi: CsoHssN:07 StLiOI CHEF OIEXI: 577. 2560.

L=del =1 .\TLI-E’I.‘: ‘=’EH =
S=E =2 =

B
MIE% 0MLECl Jt=28tAt, IHE AZ 2H2 MA=2(513mg, 0.90mmol) 2
Ct. O Btoll <l oH Xﬂ?iok

A20M 15A12F WS =ZME #xXEE S
== OLNIEAOE N Solil AT

HE 3t NaHCO; =2, &2 MHAHGtLD, P MgS0, 22 HXZAI|ILD, it
ot &B0A ==ot 4al 10X 386mg, 98%E 2 UCH.

o

SH 123-130C, FAB MS; MLi'= 443. 0122 O HHGIX %D OIS SHHONAM 2E AFRSIALC.

2(S)- ME-3-NgZ=x2Y Z=20O/=24H128mg, 0.77mmol), N- JIEZAIBIZEZ|0E(179.9mg,
1.17mmol) 2 1-(3- CIHEO0INI=EZZE)-3-0II=LCI0|0I1E dlI=E=ZZ2=22t0l=(EDC)  (177.3mg,
0.92mmol) o E8=S CIHEZE0I0/=(OMF) 1.5mL Ol ZoHAIH 3022 0COHIA BHSAIZCH. DMF 1mLOfl
ZoAlI2] TIHE B2 2E{2 0F2I(359mg, 0.82mmo1)S & J| ES 20 Jlotd A 20 M 48A12F WBH SHALEH.

Ol0IA O BHE I3t NaHCO; =& 756mL0ll =11 OtMIEANE 2 FEoIAUTH. OLNEMUE =
E=S 5% AIESH =29, X3 NaHC0; =3, S+==2 MEHGtL, 2= MgS0,22 2XZAI9|10, st
S=0olH 2 |4S 220mgs S UALCE.

0l S22 a4t OtNIEMNIEZ FH ZZ30t0 178mg, 40% ==& MHSS ULt

& 130-133C, HRFAB MS; MLi CorHaoN20gSoLi Ol CHEH Ol EX1:591.2386. &= XI: 591.2396.

[&Al0f 13]
T2F0I0IE,  N-[2- BIE2A-3-[(2- HYZ2Z)(4-5IE2AHLSEY)  0t0l%]-1-
(MYNe) Za™]-2-ge-3-(Measz)-, [1s- [IR° (R" ), 2811 o M=
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%0
Yy 4
CHS\ /\/lk /S

/S v N N

7 N = 1

O O CHz H OH

OH
IE A 2= DMF 3.8mLE e Jt2ét, [2R-GIEEAI-3-[[4-ER2Z2HY)

U] (2-HEZZ2Z)00I]-1S-(HENE) Z22 -HEHEHNABMZ 0.98g (1.85mmo1)2l SHS DMF
ol B2 80%=+ASHLIESE 22mg [7.4mmol )0l JHSLRICH. O E&20 WA 232 0.40g (3.7mmol)S Jtat
UL, 2412 = Xz 0C=2 HZAIID, SH 1 OS OMELNES JIGtt. |IISS 5%
ANEZM, T3t SERHUES 2 @42 MAHGHD, M0IOUE22 AXAIZID, HUGtD s=6H0 =
=& 0.90g2 MZ5tALCH

01242 3% DIEt=S/ JSHEUAS MESHH 14 LROILIAUNAN AZ0tEDHIIZ JHBIOPO4
0.70g 2 2R- SIEEAl- 3 [(2- HEZZZ)(4-HAESAHY) =XY] 0t0l=-15- (HEMHE)Z2Z0tel
Delg JtZHIN0IESE M3otALCt. B ABEZY m/e = 509 (M + H). IIE B: MIEFS 15mL.=2 IIE A
2 2H9Y D_EI?‘é Jt=HHHI Ol .65g(1. 28mmo1)_4 M0 2.5N SASHLUEEEN 2.6mL (6.4mmo1) S It

|5, Jtotd EHE 8AIZ O =oAL

b, SIZ2SE S NMIHGHLD, OtAIE A
Stn, A0IdUE22 A=A, o =telgty 550mg °f & 2R-
A2AHYE) %.‘i‘—'] Ot0l=-1S- (HIENE) 2ol MB6HACH
|

SANHY) =2<] HJIL—

pN|
18—(1_HIE'EHIE') “E“'O}‘Z’lol %‘%”2 0% EF_/.\_é, %B} l]H 500mg°| "IH FOIl =4 BOpsigdt 2A12F =24
SIotUCH. E0HE 0l Cloll AMHGHLD S0HE XB0A HHGHH 330mg 2 2R- ol == AI-3-[(2- HI%E
Z)(4-0lESAHY) 2] 0l0l=-1S- (HYHEY) Z2E0t2IS MZ2otJCH

gt ABIEZ p/e =393 (M +H) .

WE D: 0COHA 2= DMF 4nL=2l 2(S)- HE-3-HE=XY) 20|24 337mg (2.03mmol ) BF N-
SIEE/\IH\iZEEEIOP 423mg(2.21mmo )2l =Xl 1- (3 ClHgo-=22)-3-0e3t2200/01& 5l&
Z2220lE 423mg (2.76mmol)S Dot CH. 2A12F 1Bt £ AJ| ME C2 2E2 0F21 725mg (1.84mmo
N2 Jiot) SHS A20A 17A12F WEHEIACEH.

Z0ME MB0A HIHotLl, OLMEAMNES JIe US Zg SERMUESSEZN, H42 MG
D, SA0IOUISCSR2 HAEAIZD, (UstD g—:ofoi AMMHE 039mg 2 MI6HUCH 2-5% HiEts/ 9t
HEdZS AScte A2t A9 E_EDFEJEHMIOH OloH 533mg o EZEOIOIE, N-[2-0lEZEAI-3-[(2-
HEZ=ZZ)(4-0SEANHESZY) Ool0lL]-1- (HEHE) Z2Z]-2- HE-3-(HEsZY)-, [1S-

' 1]

- 2 M3stACH. 2ZAHEH m/e 547 (MtLi).

NHESAS2 Y- Yot
1.5452r2 10020 21 JI&iCh 010]
Ol SAHAIZICH O SAS IN &

g suo2 N 24

ZHE ANE 0.226mol 2 SN -2TCTUHAM DA —’v‘—_,_ﬂ%i
N E0HE 40COHAM Z&HAHGID &FES OtMEA (—F 1
LIES, E3t SEMUESRLZ ASHMZ MHE EP% =

JUs2Z AXAIID st = SHE 2L MABCH & | &4 (21L)2 Dtst
E2 wBtotEA GOCE OI2C. A2z d2e NHME =&ote &t 2L2 NS 208
CHE2 OLNELHNE D satoz 2H THEH3EIGHH 32.3g (=8 43%)2 N-BIZ=S A= EL-3(S)-
-1- 2224~ l_f”\él—Z( )-SREISS MBS

A
HEZ 807mL 2+ HIEcISIEZFE 807mL & é@%%ﬂ
o

(@}
[P -i>
w2

1 @
10
0
10
2

o>

Py

r

o
O >

t0l

S™ 150-151C, M+ Li = 340.

IE B:

E OHEE 968mL =2 AFZEE 1.2 S 2H IM N-CBZ-3(S)- OI0l=-1- 2224~
HY-2(S)-2E= 0.097mol 2 JH&tCtH. 15%3 gt = Z2ME %%Bmom IME ZHE0ol Al
2I1CH 22 1Iﬂ61 swmjm oz HAZXAA O#ﬂékﬂ AECIAE &, WM NHYE =0t IS

OFHIEANIE D SMtoz2 28 THZESGHH N-HESAIIIZEY-3(S)-0t01=-1,2(S)-0ZAl-4- HLELEE

= Iﬂ+o+u.
[0l OIZAIEQ

]

Hg 28 U 2]



1019950700562

(S Al

2(500mL) =2 L-HE
(83.69, 0.605mol) 2 EH=s 97C§
(EILAIZE ~258). 20l o E&=
2x250mL) 2 c

o=z
Ol0M 22 RIS 2, S22 MEHGL, 40t OUHs22 AXAIZI10, U6t =
= 0 & S

L1(50.0g, 0.302mol), #=&tSILIES(24.2g, 0.605mol) & EHat
tEStCt. Ol A E%iwﬂé‘(mS 5mL, 0.912mo1)S &H&G| It
97 COIlM 3022t WEHSICE. 0] SHUE A22=F 2 A1

=
C

ﬂJ|0 \_J/\

ﬂJHﬂ fon Y

=
-

20

B
ol
2

M ESsS SRAU(750mL) Ol EcHAIH -55CTE2 W2AAIZICH. TS0l
443.9nL, 0.666mo1)E2 DIBAL-H 2 1.5M EMUS -55T WA -50C2 255 RXdt= ﬁ_._i
EILAIZE -1AI2E). Ol EEE22 2022 -55CHIA weHettt, 8tS2 -55CHlM HES(37mL)S
RO 2M AMECH OI0IM O X2 EMUS XIt2 (5C) 1.5N HCI SH(1.8L)01 R=C. '&E
1389) € ouﬂmom ERWez NHEC. DHSES SIA(400m) 2t S(100mL) 2 S0
7111 2.5N NaOH (186mL)9§ XMclet O8 aHMIt SoiE WA &20
Zclot 2 =2 MNFotll, SMNIUS2E A A1, 0Dtot
s=EH. 0IUA xra%Oﬂ OLMIE A0 E (25mL) 2t S AH(25mL) S Jtsh=Cl Ol[[H
Ol Z&salotd|l AXEL. 302 = ZHEE O =AAIZII] o 4t 50nLE E—I JtetCh.
Hotn sllak 50mL= MIXoted of 3592 = 2S 2=l 2ZHS MU CEM SHM &%
‘EA b OME 221 OPHIEM Ol€ (20mL) 2 &&H(3omL) 22 =H IH’E“SBFOPO# 28t E
LetHoZ 2H 40%)2 ANC=Z =45 LD MESS =0 2U2 Z0tA
% OtMIEAIHE Y Satoz HMelotol 42t S8 DM MEE8 7g (=8 ~7%)
2oz BHO 3llls FIte 2E0| UAS

(S C]

CIZ2ZZ0IEH(240nL) =°f SEsts4A(8.40L, 0.096mo1) o EUS -74CT=Z YW2AAIZICH. TS0
CIZ222ME(50mL) =2l DMSO (12.0mL, 0.155mol) o 8Us 2EE -74CE RXdt=s &&= 5| It
SHCH (EHIHAIZE ~1.25A12¢). 0] E822 5= DLEF@ EP% CIZ22ME 100mL =2 232=2(0.074mo
1o Mg ISttt (HIIAIZE 2082, 8% -75TC WXI-68T). 0 SHZS -78COHAM 35228 wWBHSICE.
Ol0iA EclIgor2! (41.2mL, 0. 295mo|)% 10201 2™ Jtok=0l (9‘: -78C WXl -68C), Ol L=2&
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o
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g0l HHECE O xIt2 =E=ES 30—‘?’—7F wetst Ohg S(225mL) 2 DJtEith. CIZ222HESS =41
Zolotl 2, 942 MEHotLl, ZA0OUESE A AL, et =58t &2 2S OtMEAN
=N °—*!/.\_F9§ OI“OF e Y2s8S O MG <ol (e HHUES =50t AF LOs6lE M4
2 d=0. LUBIEE o BN &1 OS SHHUM ALESEHC.

AR LS 25 280l -70C 20 =2 250 20 JUCH AR ASHH OE CHE AR
HEY Y Hete £ Jrsottt
HEcolE

ZIEH(285mL) 2 X ZOsIE 0.074mo1t 222 2EHIEH(7.0mL,0.096mo1) 2l &
3|

9

1.6 EHE 2&E -75C2 RAlotes £&E=2 It

CHSoll &AH(25mL,0.040mol ) =2 n-2E el
= TE -75TC=Z RXoIHA FIIQ 220 E
0.

=
SHCH (EIJtAIZE - 15—3—). O XYW &t =, 2
(1.6mL, 0.022mol) 2 CtAl Jtst & n-2E2I&(23mL, 037mo|)§ JtetCh. é@%% 15%:'—3* wWerSHCH, 2t
A, = ZEERQ‘:HIE(OJOmL, 0.010mo1) It n-2Eel&(5nL, 0.008mo1) & -75TOUHA 4520 ’*X#
43| O JtetCh. OI0IA 2SS MJiotn EAS 15/\|7F01| ZX 22CTZ OI2C. éé‘%% ELot Hot
5 8% 3000l =0, HESIC2RSSS Zolett. =4S OHNEMNER FSSC (1 x
RIES G2 NEHSILD, MOIAUES22 HAEZAIID GHUGHD sFHot0 2M4 A2
(2 t. Ol é‘iéﬁ%% O EMotX &0 O ZHUA A UACH 28 F2LH O EA
= =30l =Z001E SHHAMNAM MHZE30 2ol EHE = UCH. 0 A IAZ0LEHTI0N 2ol
Ay =

FA
(=)

ol

[1,3- Clot0l: 4-HE RE-2-2 2&Hd (o0l £328) 9

0]
]

ol ghed]

#
T =2c o

Il

D4 OAZZE 32 (B NZACSO mol 20mL) ZO 0r2l RNH, (2052) o 82
£ JtgeRe Us AMEIot 20012 FH A

N
I 0
H

O] N-CbzOOl= OIZAIEZ 10-1522H0 2™ XcI8tlt. #Jt 28 SHS 1522 O &=otH
AN SXlotl gt8e MA:MS TLCZ ZLUIE L. 0I0A BtsEg=EsS M30AM s=ot RS 22 O
S WEA WHSIHA n-:ACZ Xelst £ SUCERH HS=2EsS FXMAZIC UMz B2 1A
LHOI 22 A2 Chs Md=S Rlolld ZMII&2 6ol 2ol Selst = SIIAZARID. d828 &3
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10 ARELEL
1 n-4&-g

12 n-He

13 n._aj];ﬁ

14 p= S =

15 3-zlal gol

16 4-=le] goig

17 n-5-%)

18 p-EF2ERA

[O0l 2SN 22Xy L= PLsLUol HIES st bt gy =Z0i01£9
H=]

CIZ2220IEH20mL)= 2l N[3(S)- HIR=SAIII22L 00| =-2(R)-3IEEAl-4- HELEE N-01A0HY
OFBI(2.0gm, 5.2mmol)t EcIOIZ0te!(723uL, 5.5mmo1)2l S| &3t DHE+ggﬁ£LJ(4OOuL 5. 2mmo1)é§ S|
OlStLt. BISEEESS AI20lA 2AI12F et OIE, S22 Z2HE2MUSE 2 AL =Fold A2z d
Ol HZSHCH (100gm). ZES 1% HESD 1% HESS 8Role E22EE0Z %EI@U.

SdeiFoz, N[3(S)-HIEASAIHEEBL 00| =-2(R)-0I S = Al-4-H L 2 IN-0] 2 0L OF21 (1.47gm,
3.8mmo1), ECINE0t2I(528uL, 3.8mmol) & St =ILL(483uL, 3.8mmol)2 BIEO=ZEH =S
(HYs=X2Y) Ol0le S=ME ¢2 =& Ul

CIS To= A 2”0l et MEE EA =Z0l01EE BEH=0
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i3 rR3 fd
17 ojtet g ol &AMy
18 SETIL m- B gl
19 EN m- ez T4 o 2oy
20 BT o= o & vie R dely
21 oleo} g D~ o} S o} =} Sl g
22 o)yl @
23 ~-CHaPh -Ph
24 -CHa- -F -pPh
25 —cﬁg—o -vh
26 —CHgm©-DCH3 ~-7h
27 -CHz —@N -ph
28 -cnz <] -h
29 ~CH5CH=CH2 ~Ph
30 -@ ~Ph
31 - -eh
32 =CH2CHZBL -Fh
33 ~-CHCK2CH2CHa0OH -th
34 —-CHACH2K {CH3) 2 ~th
35 -CHAaCH2-N O -rh
36 -CH3 -Fh
37 ~CHZCH2CHZ 5CH3 ~-Ph
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[l Al0 14A]

O// o =
CH,
[2(S)- DIE-3-(MEsryY) T2I|24H9 MIX]
HES 20mLE 9 D-(-)-S-HIXL-p- H2LEIQOIASREIZ2A t-2E |AHZ 10g2 M0l 0T
A JIA L2LIOIZE HES L. OIS0 BISE2 AS2C0F U1 oY WEEIH 2506t
Ch. 90{& DX (BMIAQIDIE) QF WHCS ES2S HUote, S0 DslEs SH2M A2 5.21g £ A
20t CH. 01242 2(S)-HE-3-H 2L EZZO|I24 t-BE HAHZZ &QIgAlt
E20 75mL=9 S(S)- HE-3- HE2LEZZI|24F -2 € AHZ 5.21g 2 Z2H0 0CH A
1, 8-CIOIKIHIAIZ2Z2[5.4.0] 203-7-2 45090 ¥ RRESHE 1.94nLE JIotUCH. A20lA 2.5A12¢
wet = FUZEHZ2 HAHGILD OtHEMNEZ Jiot, S &, =, S22 MNAHGILD HAXZAILD 5=
0, 2(S)- HE-3-(EIQNHEY) ZT20U|24 -2 HAHZZ S0l= H2M QAS 2.82g S HZ206tY

[2-3-(EIQUHEY) Z2OI24 -2 0
S 17A2F S0 55C 2 JtEGHQUCt. g
O2 NHEGD HEAIID ==5t
& 0AHZ 2.68g S %M DHZA HSBotRULCE.

2(S)- HEY-3-(MESTL) T2OMS4 (-2 HAHZ 2.68g O 4N F&/ CIS4 20nLE st
D, 00 SEE2S AR0A 19AI2 DUEIATH EUE LARNGI0 ZMES 2 1892 HZHA0, O
212 OLMIEAOIE/ HACR SE MZAFBGI0 2(S)-HE-3-(HELEL) T20/24 1.4 2 84 2
Hoz A 2UCt

[&LAIGI 148]

TE A

HIErS 100mL =2 HIE HEIZZEAO0IE(7.25g, 72.5mmol )2t BIE HIZ22HEH(10.0g, 72.5mmol) 2l
o2 AS20IH WAASID HSASLES(100ng, 1.85mo01) O M2IstACh 0l 2%2 A6 3
A2t mEE 08 MZ0A SE6101 SASS 20 01XS OHZ0 SHAS IN BAFLAZELRY,
T3 ASILIES 8Oz HAHGL, S+AIIIHBOZ AXAID 0IBD =501 16.83,
97.5% o HE 2-(R,S)-ME—4-EIO-6-HE AANOES SAB2AH AYCH 201 A0 EAE
(viv) 2 22I8h= Si0AS TG R, = 0.41. MHXOZ KT HEIALMOE Ul HE 3-22D-2-HE
ZROQES ABE +5 AL

IE B

C2220E 100 Z° Mg 2-(R, S)-HIE-4- EI0-6- HY #AI-0I0IE(4.00g, 16.8mol)

- t -

of 2ois ASHMN WHS] — - 2R2HSAIMZEA(7.38g, 39.2mmol) O O A=K LM Liw0]

o
IotD (HUS H3 SEMLIEE =X, IN 445

XMclotALH, EHE H20AM 16AI2H wBtet C n
£ EHN0IAUsE2E AXAIIILD, (ot ==5t¢

oo
0o

°
m
ofu
H
o
02 J
ton
°C

HE2SI S22 F& 100mLol ScHAI2ID 2 40omL =2 482l &(1.04g,
= C

24.5mmol) o EBHOZ HMlGtRACH. 0 SUS A20M 222 wEE OS JIZUHAM ==o6tUCH 00 A
GF=2S IN AL E £EBHNCZ pH=12 &dstst O3 OtMELNEZ 33 FEotACH. 22 OtAl
EMUE SHS E3 HUEE +8HOZ NEHotl], R SA0IJUsE22 2XAI|10, Hutstd s
=0t0 WA DHE 2ACH. 0l DHME J= OtMEL HIE/ AN SHAIZA SSelkl EH L& =

== . = =2 =
WA HASHS MAGIYD, 01AS G0N A5 T2t BIIAXAIH 3.380,79%2 2-(R, S)- HIE-3
— L

R CIHEZSO00IE(0MF) 4ml 2 2-(R, S)- BIE-3 (p- HE=ZY)-ZI2T|24H(166. Img,
)

0.651mmol), N- SISEAIBIZE2|0HE(HOBT)(146.9mg, 0.97mmo1) & 1-(3- CIGIEOI0I = Z 22 )-3-0IE It
28200I01E °l=Z2=22t0l=(EDC)(145.8mg, 0.75mmo1)2] SHZ 0CZH2AIZ|D E A0t 0.5 Al2t
WESIACE. OI0A 0 2UES AF =Z0l0IE SHIELMZXEIGHD A20 A 16AI2t WESIACH. 0l
EHS 60% L3 SEMUEE =Y 30mLol 2ACH. 0IHA 0 =8HES RI| &FS
ZALE2CIGIRCH. I AR2S LUS2Z20HEH SoHAIZ1D 10% AIES( =8 A2 HEoll, 2%
EAMOIOUIES2Z HEZAIDILD, (o) =SSoICH 1:1 AL OLMENMUHE R Z2I6t=s AeotaAe &
St29 ZciAl AZNEDNIIE 0I2E 2= JUSH 0l21e=2 2elE 22 AUMOILEMI MBS,

[& A0 14C]

IHE A:

HIEtS 100mL =2 Ol 2- (EE220E)-0t22I01E(26.49, 0.148mol) 2 EHXS HEF=T A
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LES(15.1g, 0.148101) O2 A20AM 1020 2 Li=0f HelotXCh OlfA 0l SAS A20A
1.25A12F SO WEIGt BUS MBUM SEHGAC. OI0IN IRSS 201 SHAIIID OHHELNLR
45| ZEGIUCH. 22 OLMEN (2 SUS T3t YSHIESOE MEHoID, 24 BUIIUS2E AX
ASID, ClDtatD S=5H0f M DX 20.7g2 AW, 0122 B OHIE/ HE tert-2£= OlEI20)
SHAIZ SAIGH =48 HE 2- (HESELHE) LI 0IE 18.0g, 68%2) ZHES MATHAL.

S 65-68TC

IIE B

HIERIGIS2RR 15nlS0 MY 2- (MYSZTHHY) O aI0IE(970mg, 5.44mmo1) O BUS
S 7lEol +AE2IS (27000, 6.4mo1)2] BHOR MelSIAUCH. 0 BHS AS0A 522 WHHE 1S
IN BULAZE SBUOS pH=12 AAMSHGID 0l SUS OLMEMNLR 33 =EokUACH 22 OHMIE
HOlE BUS R4 FANOIUBOE AXZAIID, GBGD S56t01 7.93ng, 8% ©f 2- (HE=ZL0
) 0t32LS HRUCH,

SF 147-149°C .

oE ¢

BIEFS 20 Zol 2- (MY STLOE) OF2ZAH(700mg, 4.26mmol) o BMS T A- ZEH0| 10%
BAL T2tS Z0He BN BA S9DIGH0A SACH WS8IIE YRG0 BAR 53, 1 UGS 4
2 55 Z2{AGIACH UBAS S0psigR 16AI2 SO RXE O+ 242 A2 HHGD SAS Letol
E HES Sot0f GG SHE Mot G1%S BN S0t 682ng, 96%2 2-(R, S)- O/ E2-3-

A

ULt

f= LCIHEXZSO0I0IE(0MF) 4mL=2 2-(R, S)- HIE-3 (HE=sXZY) ZZII24H(263.5mg,
N_

1.585mmol), N-GIESAIHIZEC|0rE(HOBT) (322.2mg, 2.13mmol) 2 1-(3-CIHEOI0I=Z2E)-3- M E St
2800I0IE 3IE=22=Z2t0I=(EDC) (339.1mg, 1.74mmol) 2 SHZS 0T W22AIIILD EAGHH 0.5 Al2
WHGHRILCH. OIHAM Ol SHS AF =ZE0I0IEZ Meldtl A20A 16AI2F WBHoHACH. 0 SHS 60%
Lol SHMUES =S 60nLol FACH. OI0A +=SHs FI| dFSU JAE26UL. RI| &K=
£ UZSZZ20E0 SoiAIZIL] 10% AIEZ24 =X, 2 ANHGILD, R4 SUOIAUHS2E 24X A9
1, 6ot S=otH A% dd=2S UL

[& A0 14D]

L-(+)-S-OtMIE- B- HIZLEOAREIZACZE 2H =Z AMM M=

oItE A:

S2HY Z2tAE AF =EZO0H01E SHHEXM(2.575mmol) =2 LD, G20 AAl0 3, TIE
C2 SE9 OtRIZ CHCl, 10mL S0A 1-(3- CIHEOoNI=Z2)-3-0EII2200I01E sl =22 =2t0]
S (EDC) (339.Img, 1.74mmol) 2 EMSHO L-(+)-S-OtMIE- B- HIZZE REIZ&0 HEHAIID A2

OlA 16AI2E WEHAIZICEH. O 8HE HSUAN =50t &FSS OLMELNEN SoHAIZI2 IN KHS0,, =
3t NaHCO; =8H, Fx=2 MHGILD, 24 MgS0,22 HEZAIZILD, Kot =F5H RA=SS €0, 01
2 OLNELNEZ Zelot= Si0a2 cHOlg IAZ0LEHIN 2ol HHMSHH =8 442 NI =

A . ol) = LZ2LI0tZ & 122 0CUIAM Xals
Ct. O SH= 1 20AM 16AI2 Wetst s AS0AM =Fo6t0, O Mot &1 ts AN X

8 AMEE = g dd Ct
mE ¢
Ax SR 1mLE29 IIE B2 MAE(0.841mmol) 2 SHS HAGHH 1, 8- CIOIXIHIAI 22

[5.4.0] 2dI32-7- 2I(0BU)(128.Img, 0.841mmo1) Dt R EHIEH(119.0mg, 0.841mmol)22 =2 H=XotH XH

= .
=
T
(72}
IS4
Hel
tol

cletlh. A20lA 0.5AI2t= BtS=S OLNEMNEZ 346t | b NaHCO; =S %, &+==2 Al
HEHCEH. O EUsS 24 MgS0,22 HZEZAIZI, Hitctn MI30HAM =58 = 48 d428 210 0/AH2
G EHOA 2HE AISE = UL
mE D
x4 30mI B ME Co MA=(0.73mmol ) HSALIE S (500mg, 3.25mmol) 2 SHZS 16AI2
f SN HESE HIEN SaHAIZID, 2, E3t

S0t 55T2 &
g

UBUA s=8 U8 EF[ES 0
NaHCO; =S, 5
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[E 3]
O
R zf\\v/JLx
:S ~ OH
G! WD -
O CHy
oA R
1 CHa-
7 PhCH a2z -

=
=LY 2 SEtE (Y 1fmmol), N- SISSAIMEELI0IE(1.5mmo1), & 1-(3- CIHIE 00l =
Z2Y)-3-0E2t2200I01E sl=E22=22t01=(E0C) (1.2mmol) 2 EE2S OMF 2 22 HEE 010
oA 2F 3022 0COHIA BHEAIZICH. =Z0I01E(1.05mmol)S OMFOIl SaHAIZA &21 EF20 Jt6t
A20AM BHE0l LUl S8 AlZtset A20M WweEtetCh. Ol AM 0 SHE Z3t NaHCOs =240l
I, G2l OtMIEMNEZ F=E&U. =E=2S MA, dX, 6, sSett. US0 208 22 9
&t OLMIEAHNIE Dt 22 HEst =0 S d4gsatth

— H =
UDH SR et MEE HEE StEEs O

ols HEOl LIEFHCH
0 O O
o /\/IL\ \3/
3
Ng Y NH N \‘[:j
/N E
o o g OH
LA rt
1 “CH3
2 -CH,CH,
3 ~~CH(CH3)2
[&AIG 15]
AAIG 1-14 LIEFH LBHRO0|D RHXQ SHS AL25I0 E 4-801 LIEIH
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Wy RY R4
i CHa n-4-%
2 j-g e
3 i~ ¥ n-+%
4 -2 see-H-9
4 {8 w0 n—i g
8 -=2 % n-%€
7 CeHG n-5-4
8 ~cig~{_) n-%¢
9 -ciz—¢ ) CF3
10 -cng-@ vy
it —O CHa
12 -5 n-E29
18 -3 ~CH2CH (CHa) 2
14 R ~cicuy) =~y s
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g rR3 rd

15 —CHQ—D i-nmw

16 _CH;:_»-O -CH2CHZCH(CH3 ) 2
17 -89 ~CH2CH3

18 i-de ~CH{CH3) 2

19 i- ¢ )

20 imxg ——O

21 uCHz-—O - (CH2) 2CH(CHI ) 2
22 (CH2 ) 2CE{CHI ) 2 «CH(CH3) 2

23 ij- A ~CH(CH3) 2

24 i-xe -G {CH32

25 n- 4% -C{CH3}13

26 —cnz ~CH3

27 mCHg ~CgHS

28 ~{CH2 ) 2CH (CH3) 2 -C{CH3) 3
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LR R3 rd

29 - (CH2) 2CH(CH3) 2 sec-49

30 -CHC6HS off &

31 -CH2CEHSG Hd

32 - (CH2 ) 2CgHS ~CH3

33 - (CHp) 2C6HS ke

34 n- He o e

35 n- W of @

36 n-44 e

37 —cnz—@ g

38 -CH2C (CH3) 3 ~CH3
~

39 -CH2C (CH3) 3 ==

40 -CH2CHZ~ NSD ~CH3
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M R3 r4
41 ~CHACHH500HS {para) -CH3
/ N
42 ~CH2 —<-_> ~CH3
43 -CH2 —@N ~CH3
44 - (CH2)2C{CH3) 3 ol g
45 -~ {CH2)2C(CH3) 3 n-: g 1
48 ~ {CH2) 40H -CH3
47 - {CHR) 4CH b i
48 mCHz—@-F -CH3
49 ~criz-{ON Y
50 ~CHRCH (CH3 ) 2 of g
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[E 5]

CH2S502CHY

(R) ~CH{OH)CH3
{R, S}CH2S0CHS
CH2 SC2NHY
CHS8CH3
CHpCH{CH3) 2
CH2CH2C (O) NH2

($) -CH{OH)CH3
-CH,C =CH

(o T I I TRV B VS i N S
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R2
CHyn, 0%5 20
0%, N
0 O
OH
My R R2
i ~Q0CHY n-Bu
2 -OCH3 Ageddey
3 ~NHAC n-Bu
4 -NH2 n-pu
5 -0CH3 CgHRCHY
& -NHAQ CgHsCHa
7 ~-NH2 CHHgCHY
8 -NHAQ AgEyny
9 -C(CH3) 3 n-Bu
10 ~NE2 PIE=3 LB E
11 -C{CH3)3 CgHRCHY
12 -OCH3 PRV E A5 L
13 ~NHAC 2-viagnly
14 -NH2 2z
15 -C{CH3) 3 2-age g
1ls -0OCH3 p-F{CpgH4)CHY
17 -NH2 p-F (CsH4 ) CHY
18 -NHAg p-F (CgH4 ) CHY
18 ~C(CH3) 3 p-F (CpH4 ) CH2
20 ~CF, C HCH,
21 ~C0,CHy CgHRCHy
22 -F CHgCH,
23 cl CgHsCHy



(=

1019950700562

L r3 r4
1 ~CH2CH(CH3 12 ~C(CH3) 2
2 ~CH2CHZCH(CHY ) 2 _<l
3 ~CHRCHZCH (CH3) 2 —'O
4 ~CHCH2CH (CHY) 2 ——C
5 ~CHpCHCHI{CH3) 2 —O
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)
“‘ﬁ ~ NH N
8} Me OH

_—
e R
1 CHz«
2 CH3CH2-
3 CH4YCH3CHa -
4 PhCH2CH2 ~
5 PhCH2 -
& Ph-
) {CHz)2CH-
8 HOCHRCH2 -
O
9 CBHECWD - GCHa
10 Hle!ﬁHa-
11 O’“
12 CHy=CH-CHg-
[&AIGH 16]
2UYO S22 |a8 HIV ZZHI0tM LHMAMOICH ==dte bt 22 &84 242 0|88
CZEM, = FAHAASS AW JIME SIEFESEE2 HIV 2848 dNMASS SHIC. =LHO HgXE
SIS0 OAE9 10y (50% &M S%, & 2AMM SHS20l ELAEHTE 50% 2AAIE 55) AEX
S E 1601 LIEIWCE. 01310l EAYS SESICH JIES 2-0101 =¥ =1 le-Nle-Phe (p-NO2)-GIn-ArgNH,
OICH. EXIEIE 2EZ2 WT-101 OICH (Miller, M. et al, Science, 246, 1149 (1989)].
4 A2 OSW 2T
ELAS2SH: 20mM CIMUES, pH 6.4
20% =clNZE
inM  EDTA
M DTT
0.1% CHAPS
&J18 JIE S DMSOO EoiAl2! Chs, E&A2SHO0l 108 S A&stCH. 24AQ =S JIE2skEs=E
80uM OICH
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HIV ZZHIOtME 22Xt 10,7802 JIELZ ot0 2SS s4sE 12.3nWHAl 242F M0 34
SHCt.

OMS02l ZEsE= 14% Ol =2cCIME2 FIEsE= 18% OICH. AIE 3E=S DMSO0 ol Al
DMSOO AIE =529 108HE S8t SAHMAE 10p 18 JPB}I’_ Ol 22 =88 U3 0| 228
A2 0A 15220 BILSICEH. JIE 40p 18 JIECZM S4AESS JHAISICH E&42 SIE FHA2%

] o o
Ol 4042l AIE(0, 8, 16 ¥ 24F) OIA ZLIESICH 2 242 FZ2IH0E 2 (duplicate wel I)IA
=Bl

A Ajdl No. ICs o (i)

13

(83}

& 3.1

16 2.2

11 7.8

— , 309-321 (1988)01| e IfoiP HEXUEZEE 21 b4 24E0IU. 2
K2 96 EEUIUSTOIA HSICH CEM ME, €D MIE2reIS 10% EAOF SOIKISl EHO0| ZIHel RPMI-
1640 HHXI(Gibco) OIA HEAIZI TS ZcIE&(2ug/me) QE Xelot ALt

1x10° 4ol MZE &8ss 21 80pl 2 BHAIE ZXHHFES] 2+ 20l 26HotACH. 2+ 2o,
ZEHHHHRION EoHAIZ! 2T 1001 & AESIEE (f= HEEELZA /\IC" S =0l 8le HHII) £
ot AFe| I|x =5 E 240t MEE 37CUHA TAIZ2E BHLGHRICEH. HIV-12 =2 HHESS U2l
X0, megt 5% 10° TCIDsp (TCIDs = ZXUILESE MZQ SO%E ZEAII= HolAAS ) o s&2 3
Aot, 20O 20uLel HHOledA AIZ(1000 TCIDs2l HIOIHAAS £ ANgslgl2s +=8ots 21

=&0ot= =0l JtotCH. FIHS

=]

o
|0 e 40 09

o >

r|r

BHXI (2 THEHZE MZI) 22 2lS HHOIAADE 8l BHE BHXI (HIZ
g HWEEZE MNE) £ =Z0tACH. T8, A2 IR SE2 biolefAd 8le XIS AEsEs
S =8ot= 2 2ol JtE22 MW SOt Ru4otd, ZALE2 (s d8=ES +=3SotAl
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A3 ok A vhoje] A
1, + - _
2. + + ~
3. + - +
4, + + +
AEE 2 L 40M AMESESS 25 s&= 1, 10, 100 2 500ug/MRALCH. OFXI S EIOIE (AZT)
EIHI%/\IOIiﬁll( dl) € EXEE =211 ZEE(positive drug control) ZAM ZEAIZCH AlE3

E o
PUE =EB OMSO =50t 1.5%5 ZUGHAl 2&S & Y X2 3
2= WXEE 0l JtotRALCH

Biolet A2l EOtol OIOA, NIEE Jts, 5% C0, =RIII0A 722t 37C=2 B ot RALEH.

ANESIEE2 |SCIH 0,2 & 52AM Lol JHE 4= QUCH 28 = 72mMY 28 U NZE M
SIEISID 28 M SEMO AI2100p 12 2A4S <oH Mo =UACH B0 20uL 2o EE35 3-(4,5-ClHE
EIOIE-2- 2)-2, 5- CIHIZHECIES(MTT) 2 5mg/MEHS 2+ AT SEM 100ul O Jtotd, NMES
5% CO,E2RII0A 27CZ 4AI12F BHLSISCH. O I SOoF MTTE A Z20I8 MHSO MHE MHS =
ciote AoIJAE=E HIZO Slof SEHUAIESZ 2ASCH. 28 AIZ20 0.0IN HCI =2 10% A MUES
100p | S JIotd MEE SollAlI2ILD, AI2S ot2E BHYoIRCH. 2XE X (Mole—cular Devices) 0132
ZY0IE 2IHE A=25I0 2t AI20 CHaH 590nmoil A Sl 42 =3 ot 28 & HEN et S-S
2 HILEI0 HI0IHA EEZE 29, HZ2Y WEEZE NI 2g=0tL2t AESEES NEsSY 2 &

HHOIAA S S0 2o EItetlh.
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C ] Rl oK = B0 s il o__lTA ol Uk 109 2 ™ Al 6o - ol WS =
Man ol = 2 3 > Uk ot ur U= i W®UST 0 S = .y
m&ou_lﬂmg FAT s i =o) , Kl _ =i = =0 Op_ = 100 T K0 el T~ = ||
< O gu = ol - e e|_:|r__|o ok My g = Jjr o0 T OF — LoD 0ol A
E._.AEI NUII.IO# __o_o_._._._mrl COO_E H mTAHj Rr O__L wr O_.len_ao”_o oD = A_O._._ 760 iloJ mmrlmM ot S 80 ol
Hl = oK 5™ = 24 LG Syl 2 W0 = o moD_ M= X AasSm B DQ : - RO
S iy 5° 5 R —m=oD RLESIK Y lss02 s oiZwl W w0 S <+ <F MR
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_w,.%_%a_xu_ WS = oS3 Wi <y =Y 0 Rl oy w = g O % ot .
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W< — ({0 W ol ol o S __wmHZ = JJ NS5 1o ol 0l 0 ol ki = -~ o% BJ
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WE0 .~ Ol ol = < WIS 550 20 57 5D g I WDy s 70 Dyt D= S ™ W=
o ume 2 Moy 3 oroluf = 5 Hol &Bﬁﬂgz.mf P = ﬂﬁ@% o R )
S50 Wgd s W 5 - > Kz K nTsdu 2 hdor s s HE B nS
e L =l TEL __L&E___E_J._m T =g 02 =X =0 b D N_PP+ 0=
Z0ig WS CETIR I T rma. 4 M 2 TR - R0 70 30 oo Trot Watgy — o o0 —o We
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| S[0]—R*
R—S[Ol; N ~SIO—R

A2

Rt OH 3

R 2 Cy LUK Cs €2, SIESAl Cy WXl Cg 2Z, AIZ2 C 3 WX Cg 22, OIE, OtE G WX
Ce €2, Ol0I=II=22E G LUK GZZ, OtZ Gy WAl Cs €Al HZ2EE G WXl G €2, L= C WX
i

Ce 2AHEL 2t

R 2 Ci WXl Cg &, C WAl Cg 21 cHCIZS UEHHD
Re Ci LHXI Cs &2, £= Ot Cy LHII Cg 22 BHZI%*% LIEtWOY, O] ctbiZE2 dE8HEeR

R= Ci WXl Ce &, &2 Cy WXl Cg &2, HE, HE C WAl Cg 2Z, AIZZ C3 WX Cg
Z, N2Z C3 WAl Cg & Cy LHKI Cg €2, 22 Z2-1-& C; WX Cg &€&, L= HelE€ G WX Cg
Z ctOZS UEUH:

ne e

R'= C) LAKI Gy 22, B2 6 WX G 22 AIZZ G WX C: ¥: ElOld, 0j0i: B2 C
X Co 22:C, WXl Co ZZA: &2 G, WXl Co 22 C WXl Cp LIH=L0l:, X SIS=A S0lA
HelE oLt 0la XBIIE HYNOR XBE HY TE JIHE AS2YY £= GHZOY 2A02S
LIEFHHCE .
78 2

A0l UM, R O Gy LHXI Gy 2, Al
DI=Jt22Y G WX G 22 A0S LEHY

rnr -
Y

H78 3

MAZOI QAOTA, ROl 1 LIXI 4HS SFARIKE IS 22 2012, L 2 WX 84S S48l
2 JIE 2212 0TS UEHHE AS EXO= o sEe.
78 4

HAB0I 01, ROl BIE, O, O|AZ2E, -22 ¥ Z2M22 240ZS UEEs S
SxOoR 5= BEE.
B8 5

MIBH0I AOIA, ROl BIE, OIE L (-8 2OZS LEHHs 2SS SHOZ o= 382,

()]
4
oo
®

M0l QLOIA, ROl BIE L OiE 2ITIZS UEUE 22 SHOR st sige.
M1BH01 QUOIAL, ROl BIE 2ICIZS UEHHE 24S SHOZ 5= 318,

M. ROl C; LAXI Cy 22, AIZZ C; LHXI Cp 22, OFZ 2 OFZ G, LHXI C; 22 2t
S3o=2 Gt e,

M1E0 2L0IA, ROl i LHXI Co 22 2 OFZ G WXl Cy 22 2ICIZ SHA Hetgs 22 =
Noz sie sEe
=78 10

HAE0l AOTA, RIF Gy LHXI Co 22 L OFZ G LIX C; 22 20122 LIEIWDE, Ol 2+TIZ 0l
deimoz a2 CIZ0l o6 XS0 Ys AS SHOZ sie e
H2E 11

10l A0IA, RO Ciy WAl Cg & X OtE Cy WAl Cg & 2HUIZES UEHHE HE SE=
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