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oM &
BIR7 2 > CCR 3#Hi#
£t B

AFEHIT, [EIWE. TUIVFMWER T NEHERER. WS, HE
JER, BEUOT UINF—HEBREREQT VIVF—HEER, BEEKBRBLUY
O— 2 JR72 & DRIEMIR IR, IFERIRMENE, FRERMEIBR, B sk i
| IFEEIRMERRIAZS . WFEEERYEIVEN. IPMRIEMMAIEE A%, FEMIRIEN %, B X
B BRI B IR &, SFEEER, SFHREIR. S THIB/R E o, Rk~ DR
MAYRROET, MFCEELRBRB 2B U TWAKER, FAIFHIV (B MRER
EI1INA) ODBEIGERTAIA X (AIDS  BRUGFEASIERE) ITHT
HEREEB IS ERFTFHEE L THRMMFTEZ S CCR IFEHANICET 5,

TR

EE, [EXMRALEDT VIV F— MK EOAERNSHMEBIIBERIETH S LW
IEAHESLEN, BN TOHBRRORIERFTNOERNLTORERFHHD—D &
LTESZLENTWVS (B AL, Busse, W W. J. Allergy Clin. Immunol., 1998,
102, S17-S22 ; REIBMEK, BHAREE 1999, 31, 129772 EBW) . A b
DIERETFINICBNWTHIEESTF (ICAM- 1) FikEE535ZLiICkD, #f
BEROEFIH A o, BRUOWEREERAHH SN ZEn5dT LILF—
P RBIC BT DIFBIROBEEMNE < RRENTWS (Wegner, C D el al., Sci
ence, 1990, 247, 456) . | .
COHBIROER/EEEF SR ITHANELCRFELTIAS F OARE
SNz BAEX, Jose, P J., et al., J. Exp. Med., 1994, 179, 881 ; Garcia-
Zepda, E. A et al., Nature Med., 1996, 2, 449; Ponath, P. D. et al., J. C
lin. Invest., 1996, 97, 604 ; Kitaura, M. et al., J. Biol. Chem., 1996, 27l
, 1120572 EBMR) . 51T TAYF L IFBRIREICERLTWSCCR3LE
TH-IHEEUERERR T L@ EN, £, 245+ — 2, RAN

TES (regulated upon activation normal T-cell expressed and secretedDig

) . MCP—2 (monocyte chemoat',fraclant protein-2 OBEFR) . MCP—3 (
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monocyte chemoatiractant protein— 3 OB&FR) . MCP —4 (monocyte chemoatt
ractant protein— 4 OBEFR) 72 EDEMMRTFH LAY F 2 L0 BIEMREITH
WHDDCCRIZNLTIAYF L L LAKDIEAZRLAES ZEBHSNTL
2 (B ziX, Kitaura, M. et al., J. Biol. Chem., 1996, 271, 7725; Daugherty
. B. L. et al., J. Exp. Med., 1996, 183, 2349; Ponath, P. D. eta l., J. Ex
p. Med., 1996, 183, 2437; Hiath, H et al., J. Clin. Invest., 1997, 99, 17
§; Patel, V. P. et al., I Exp. Med., 1997, 185 1163; Forssmann, U. et a
I., J. Exp. Med. 185, 2171, 199772 EZH) .

IFAIFL L OFBBRAOERL, BEEEOQA TR, BEEXTRERF (CD
11b) OFRERHE FIZ L. Tenscher, K et al., Blood 1996, 83, 31967%&
2 | HUEREOEARE (B A, Elsner, J. et al., Eur. J. Immunol., 19
96, 26, 191972 EZ M) . EDN (eosinophil-derived neurotoxine®B&FR) DK
Hifexe (El-Shazly, et al., Int. Arch. Allergy Immunol., 1998, 117 (suppl. 1
), 55BHR) Mn L. IFERIROEHLICETAERbHmRESNTNS, oo TAFF
3B S OB XU ORIRME O OB e ET HIERERT
BT ELMEINTNS @A, Palframan, R T. et al., Blood, 1998, 91, 2
24072 EZ)

IAYFLUBLIUCCRIVEEXHERBREDT LI F—MRBICBNTER
BREIEHE U TNAZEW, Z<OWEIRIVARINTVS, AIZE, <7 ANKE
EFIZBWTHIAY F 2 U HRIC X D IFBEREAIHE 125 T & (Gonzalo,
J.-A. et al., J. Clin. Invest., 1996, 98, 23328HR) . YUAKEY LILF—
EFINCBWTH I A Y F 2 2Pl & 0 FEgERRENH E 0D 2 & (Teixeir
a, M M. et al., J. Clin. Invest., 1997, 100, 1657) . XU AEFINIBNT
HIAHF 2 D PURDITRAZFIEOERZHME 2 Z & Ruth, J. Ho el al., J. 1
mmunol., 1998, 161, 42768H) | T4 ¥ F L  HEEBEFREYIAZMNWmEE
FNBLUOMEHARRET B O THFRIRORMAMH S5 Z & (Rothenber
g M. E et al., J. Exp. Med., 1997, 185 T785Z%H) . MR OKUE ST Tl
WMHEIZHARTA S F O BXUICCR 3 OFEBEAN, iﬁ{i?l/_/\“)l« BRIV ED
AL TWBH T & (Ying S et al., Bur. J. Immunol., 1997, 27, 3507ZM)
L BHEIREAEEOR LR THEATRIAYF L CORBENSTUEL THWE I E (A
m J. Respir. Cell Mol. Biol., 1997, 17, 6838M) ARENWMEITNTNVS,
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Fro. REMRBEETHSEBEEKBRB IV 00— HORIERMIZENT
IFFFUUNBLREBELTNAIEBWMEIN TS I EMS (Garcia-Zepda,
E. A et al., Nature Med., 1996, 2, 4498H) . ThS5DRBICBNTHIA
SF T UNEERRENEEH > TSI ERON %,

INSOTF—=IM5, THIFE, CCR I &MU THBRIREHAIMLICE
M. BTS2 8k, FREMNREOERICESEO > TV LBE NG
LB, PlAE [ERE, 7V F—HER. T ME—HEER. K5, &
i ER, BEUET U F—HHEBRRLREOT LIIVF KR, BEEXERABX
U O— iz EDRIEWGHEE, FEEIREIE, FRRIREBEA. FRRREE M
JRiE. IFERERVEMIIRZS . IFREERMERZERE ., IFROERMEIRAEME B R, IFEEIRMM R
BLOGFEEER M B L7 EOFRAE, ERE. HERFITREESL TS I &N <R
ENTNWD,

&5i2. CCR3VETY—IMFBMROH73 5 THEMR. Th2 U /xR ER
HLREAL TR, TFFF k0 IS OMBOMBNAIL D LA F IRE
ERBIUHREENEESNS I EPWESINTNLE NS, TAFTFI B
FUCCR 3. T DMfaZERmIE, BHEETHZ&ICk>THT LIVF—
WHEBRE, ZhsOMNEET2HEEOREE. ER. HFCEO-o TS EE
265 (B ZE, Sallusto, F. et al., Science, 1997, 277, 2005; Gerber, B
. 0. et al., Current Biol., 1997, 7, 836; Sallusto, F. et al., J. Exp. Med
, 1998, 187, 875; Uguccioni, M. et al., J. Clin. Invest., 1997, 100, 1137
: Yamada, H et al., Biochem Biophys. Res. Commun., 1997,‘231, 36572 &R
) .

L7ziRo T, IAFF T >OCCRIICHTHEEEHET 2LEWH. T
. CCR3IHEHANL, TAFF L UITREINSCCR 3D A ROERHMMEA
DIERAZAET S ZEICXD, 7T ULIILF—MWEER, REEGRERREDREDER
EBBELN/ FRTFHEELTEHATHELVASLN, TOXIRMEHEZATHE
ANSBAER 5 N T8,

¥/, HIV—-1 (EMEEALTAIVA—1) NMEEMICER T ZHEICCC
R3IZFATHZEDIHEINTNSZENS, CCR3FEHFHENIHI VIAILA
RBYITHRR T B LA X (AIDS  BRERBEARIEREE) OBREDL T
BELTHEHTHDEELEZSND WIZIE, et al., Choe, H et al., Cell, 19
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96, 85, 1135; Doranz, B.J. et al., Cell, 1996, 85 1149ZH) .

B, FY 272~ 9—A)VRFH 3 FFEEAE (W098045542 ) . EXRFIPUH
2R ERY D FEMAK (EP903349 ; W00029377 ; W00031033 ; W00035449 ; W00035
451 ; W00035452 ; W00035453 ; W00035454 ; W00035876 ; W000358772HE) , KO
YU EEA (W000310328 1) . 727 T = 8K (W09955324 5 W0995533
0; W00004003 ; W00027800 ; W00027835; W00027843ZH) . BLURZE DD
FAead (W09802151H8) 73, CCR3LE/y—icd ofEbENZ2HTH L
PHRESNTVS, LHOLANS, ZhsDEMid. AFEATHWSLEY LR
Rizs, £z, ZFEHEATHOWSLEMIE, W099256861CicBH I N TV AILEM EFR—
DEDTHBN, TNEDEEMACCRI LTI —IC T 5EHERZETS
ZEFHSNTWRWN,

FeHI DB

LiAto T ARFAQEMIE. TAFFL 2 mEDCCR 3D H 2 KA
BEDCCR3ICHAET S E2MET b EET BN TFILEWERMIT ST
ETH5,

AREOES525HME. CCRIFBHHEZANT, TFHFFI L EDCCR
SOUNY RIENHIRE EOCCR IIHEETHIEMERO—DTHSH L D78
BOBREBL D/ S FHEE BT S TH 5,

ARRE DL, BENELERLER, 7 -7V ENEEETHERT I >
FAIK, T OWEENCHTR LGS C~C o TV FIVAIE, Fimidsksmiciiaa
NEBBAMAL, TAYFLREDCCRIOYH > ROEMMIIICKY 5 6
BEMETAEMEZETHIEERAL, E5ICRENSOLAWACCR 3254
B¥plEZONBEBOBRBEED L IPHEELVEEIEEZMALT, 35
R R TR, AR ETR UL,

Fhebb, ARBCENEL. FER (1) TREINBLAY. TOEEIHE
SNBBAIE, TEdTOBEMIIHAESNGC, — C T F KRG IR
HEFTSH, CCRIIREHIEREETHHAMRL NS,
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. /(C Ha)x 0 R4
>—(CHg)=N >—%CHﬂw-N-C-4CH25—%—46H2M—G—R5
R? (CHoy),r R® R®

(R, RUBTzoE, C,—C,i 7 O7LFE, EREAFOEFELTER
FET. BEET. B0/ 5L URRRTE | ~3BETASERERELE
2L, FER'CBIB TSN EFERAERERREE. NOUVE, FhEA
SOETELTEREET. REET. BLY,/ 6L E2REETE1~3EET5
S EREERE LGS L THABREMRL TN THE<. S5ICERRICBITS Y

CLTLE. C~C,irO7NEVE. BEEERRE. FIERIL. LEME

ONAOFVEF. L ROFIE, 27 %, = hOE, ALEFVIVE HUNE
AV, C—=C TIFINE, Co—Cei a7 VE)VEE, C,—Ce TN E
L C,—C,ThaFsE, C,—Ce7NFNFAL, C,—CTIFLIE, C,
—CL,TNFL I AFVE, C ~C,7hFL oIt TV T/ F
VHE, TV FAE RUVNE, RUVNAFLE RVUANTIE C,
—C,TNH)ANE, Co—C,PaAFHNRINE, C,—C,TIH /AT
FH, C,—C,FNAIANTI/E Coy—Cq N=TIFINAINEA IV,
C,~Cy N=ZTOFNFENANNEANE. C,—Ce7IFINANEIINE, C
= Cy (FNAFTAHNRIN) AFNE, N=7zZ)VHVNEAVE EXY
D) ANKEZIVE, BAKRY JIIVERZDIIVE, 1 -EOU PV ANERZIVE, K
:—NH (C=0) O—T&hs2{fix, I : —NH (C=S) O—TK=ND
oMk, FIJE. E/ (C,—CyTIFN) TI/H, L. ¥ (C,—Cy
FIVFEIL) 7IJETBBRINTNTHLL, TIN50 T7x2)VE Cy—Cei s
D7 VRV, BEREEEE. FARGLBOBREE. S 5AERD DY

HLWEC,—CeZTINIAF VR > TEBENTHTHEN,

R2iE, KEEF. C,—Cs7IFINE, C,—C,TNIFIIRZIVE E
ROoFo, ERE372VEEEL, RUIBTAC, —C,7IhFINEELET T
SRR, AEEoNOY VRF. ERoFIHE, C, - Cy7IFIE, LI

CEF. b ROFVE TIJH, RNUILAOAFUE, C,-Co TR,
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C,—Ce7NaAFTHII->TEBINTOTHLW, ZEL, j=0D&LEEFR?
e RoFHTIERN,

JI0-20EEELT,

kKiZ0 -2 DBKEET,

mit2 — 4 DBEEERT,

niZ0FLFT1E2ET, _

R33. KFETF. £213 (ERENE—E2RR > EEEONDT VET,
EROFIE, C,—C7NhFNE, BLWEC, —C7IaFIRizk> TEH
ENTVTHLIN LI FAEE2EO 7 VR Lo TEBIN T THLNC , —
Ce7TIVFINHEET,

RABLUR I, F—FHR3RE->T. AFEEF. e FOFIE, 7z ZIVE,
FRRC,—CTIFNEEEL., RIBIURMNIBITISBC,—Ca 7ILFIVEII,
FEEEONOYT VREF. E ROFHE, 7 &, Zbofk AbRFIVE B
WINEAINVE, ANVAHT &, J7ZD 7%, Cy3—Cgirn7)bFILE, C,—C
TN aAF T, C,—C7INFNFAE, (EEBEONOTVETF, b ROFHE
VCLmCeTIFIE, C —Ce7IhaF I, bLR@BRIINAFIRITLS
TEBH#INTOWTHEIWT V) |\ T/ F U RODNAFHE, RDD
WAFIAIWVKRZNE, C,—C, 7NHIANE, C,—C,7NAFTHIINAI
B, Co—C,7Nh)ANAFIHE C,—C, FIVA/ANTI)HE C,—C; N
—TIVFIVANWNEAINE, C,—CTIFINAIKFDIIVE, 728 £/ (C,
—CeTIFN) TI/HE, 2 (C—Cg7INFN) 738, L (nNTof#
FELTBERT. WMERT. BXY/ BLELERTFE L - 3BATLHERK
BERBEFARZORCEVBEOHESICLOERINIMER) ICLDEBBIN
TWTHEL, HHWVIE. RUBEURIE, Wo LxiThka-> T3 — 6 ARIKERILK
FEHRLTWTH LU,

pIF0EkF1ZET,

ald0FEd1 &2k,

Gld, —-CO-. -=S0O,—, —~CO-0—, —NR’-CO—., —CO-NR"-
., —=NH-CO-NH-, —-NH-CS—-NH-, —NR’-S0,—, —S0O,—-N
R’—, —NH-CO-0—, £/2l3—-0—CO-NH-TEINZEEET, T

T R7E KBREFEREC, —Co 7INFNEEZRTN, HDHWIE. RTERE
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Wo LI TC,—Cs7NVFUVEZERLTOTHELN,

RO, JxZI#E, C,—CeiZ7O7VENE, C,—Ceiru? it
RV, FERATFORFELUTHRRT. MERT, LU/ bl
REFZ21 -3BEATHIHEGERREZERL. LEROIIBIFIZ Tz DIVE, R
UIVE., ERRAFBRERRERL. ROEVR, FRBATORFELUTRERT
. MERET. BB/ BLKEEEETE2 1 - 3BEETHFBRGERBREIGEEL
THAERZEZFERL TOWTHEL, ISIELEERICBIFS Tz ZIVE, C,—Cy
O7IFENE, Cy—Coei7aF7NT)ViE, ROVVHE, HEBEERE, £
EOB, EEEONDY VT, L ROFVE, ANATNE 2T & =
hoX, FAITF ME ANVRFIINE, HIVNTEAINE. N7 FOAF))
B, C,—CeTNF)HE, C,—Ce 07 )VFNHE, C,—Ce 7TV, C
—CeTNaAFIHE, Cy—Cy3 a7 NFNAFIH, C,—Ce7INFNFAL
CCLmCyTTNFLIOUFFUR, Jx)VE T ) F R, TV T I HE
C RUTIVE, ROV, T DN T 4 ZIVE TSIV VRV,
3—TJxZIILARE, C,—C,7INA/ANHE C,—C,7NAFT AR
WE, C,—C, 7NHIANFFIHE, C,—C, 7N/ ANTI)HE C,—C,
N—=FIVFENANNEANE, C,—Ce7IVFNANKRIIVE, T HINE
AINVE. N, N—=2 (C,—C TIFN) ANT7EANE TI/E £/ (C,
—CeTNFIN) TI/H ¥ (C—CeTIFIN) TIH RUVNT I HE,
C,—C, (FINAFTHIMKRIN) FI/H, C,—Cq (FIFINANKIIL) 7
2/, BULKEBEX (Ci—=Cy7INFINAINEIIV) 73 /)REICIDEBRINT
WTHELS, ZTNHD TV, C,—Cei /7 O7NFINE, C,—Cey>rny
W ZIVEE, RODIVE, FEREEFERE, $LEHAROBHREL, I5ER
EoNoF URF. 7 /& e RoFHE, YIHE, MU TIIVAOAFIVE,
Ci—Ce7NFNE, C—Ce7NaAFIE, C,—CTIFNFAHE £/ (C
—CeTIFI) TIHE, B (C,—Ce7IFIN) 73/ HITk> TER
SNTHTHEN, ]

E5IT, AFERHICENE, LR (1) TRINDLEY. TOIEEMITHE S
NBEAIE, E2FZOEZENITHAINSC, — C o 7 IVFIVTIMRZEGZ)K S
95, CCRIVEGTHEROREES L IETHZEMNEI NS,

ZZiz. kg (1) TRSINSEEWE, 2435 F 2R EDCCRILEY



10

15

20

25

30

WO 01/10439 PCT/JP00/05260

8

F—OUH Y RO E TS C L EEET 3EE. BLUTASFL R
EDCCR 3D ROBIMIEADAERRIER £ RET 5 EMEH T, T7
bb. ERR (1) TEINBLAWECCR 3HHHTH 5.

RHALZEMT 22D DREOHE

EERX (1) TBNWT, RUIBT7zZIVE, C,—Cei 707 IVFIVE, FlEIA
TORFELTRRRT. MERT. BLO/ HLREEFEFZ1 -3@EFTS
AEBERREEZERL. LERNIBIZ 72 IV EFLRFERERREIT. X
YR, FLEANTOEFELUTRERET. HBEEF. BT/ BLEEBEERETF
Z1-3AFTHHERERBELMEL TRERZERL TV THLL, 51T
FRERNZBIZ 7z ZIVE, C,—Cai 707 I)VF)VE, FHEBERRERE. £-1Q
WAEEZ, EBEoNOSY VET. E ROoFIHE, 27 /H, D bos, HLRE
DIVE, AIIVNEAINE, Ci—Ce7IFINE. C,—Cyra7ILFIINE, C,
—Co TNV, C,—C 7haFi, C,—C 7IFEINFFE, C,—C,
TIWFLIE, Co,—C TIVFL2FFIHEH, Ci—C,7INFLoIOFFIH, 7
TV T ) F R, T DIVFAR XD XD FFE XD
JANT I HE, Co,—C,7IVh/ANE, C,—C,7INIaAFANERZNE, C,
—C, T7NWVh)ANFFIE C,—C, TN/ ANTIIHE, C,—C, N=7)
FIHANWNEANEE, C,—Cy N= 207 NNFINANNEAINE, C,—CT7I
FIWZINWRZINIE, Cy—Cy (ZINAFTHANKRIIV) AFINHE, N-TxZ)Vh
WINEAINVE, ERUD ) HIVRZIVE, BIVEY S ANERZIIVE, 1-E¥ouD
ZIVANVERZIVE, N —=NH (C=0) O—T%aIn52{i&, X: —NH (C
=8S) O—T&INB2Mi, YI /&, £/ (C,—C;7IFN) 7I/H. &
LY (C=Cy7IFI) 72 )RTEBINTHTHL,

RUIBITSZ IC;—Ceiru7iLF)vE) Lid flzdr7o7oE)l, o0
TFI, >oax>F), oanFi)v, POaNTFI. ooty FILER
EQRIRDTINFINEZEKRL., ZOHFEBEAGEL TR, 707 DE)VE,
raRIFIIE, BT roaF oL ERETLOND,

RYUZBTE, INTOETELUTEERF, WEETF. 3L/ BLIEHRER
F& 1 - 3EETHIHEHERERRE) 1T, I FL=)b, 700, Byl
VAIZIIN. ESVUIN FERFSUIN AVFFETVYIL FTVII A
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VF7JUN, EUDN, EUIDZ)V, NUTZZ, BTV UI, FFHD
TV (TIHZ)) . FTITVIINEREOHFBRERREZERL, T
FEABAFIEL TR, F)b, 700, EOU, AVFFHV UL, BLY
EUDIINERENETFENS,

RUNZBITSD HEER] &1, L7z 2IIVREKFIIFFERERRBEN, XV
B, ¥23N\TORFELLUTHRERTF, BEEF. 3L/ LB BHERETE 1
— 3EE T 2N BIHEERRE L WREREROMEBETHE L TEREI N5 2RBAHE
BEEFRREEZERL ., TOFEREEHIEL TR, F7FN. 1> RU, ROV
TN, ROVFIZN, F /U0, ROVLIFTTUI, XV FEFHSY )L
L ROV BRUTVYI, RVFFFOTIUIN (RO TITHI)N) . BEXUOX
FTITVIIINERENBTSENS,

RMTHBRYE, 7o 2VE, FIONE, ESVUNE, AV FFV U IE,
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Tablel. 1-1. 2211BVT, Tchirality) ¥ HitE
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Table 1.1
Compd R;>, ‘
. H.,)\— el : - -
No. A (CHa); k m n chirality R (CHQ#’RS (CHa)- GRS
0
1 cr——@—cH2 1 2 0 - H —CHN-&
' CH,
2 cr——@-cz—iz— 1 2 0 - H ool
3 CI—OCHE- 1 2 0 - H —CHy-n-C \
H ———
CF
[e) 3
4 o o 1.2 0 - H I
CFs
5 cr—@c;ﬁ— 1 2 0 S H ~CHy=N-C
' CF3
1%
6 cr—@—c:—;z— 1 2 0 S H —CHZ—”C—Q

~d
9]

00}

(_ ) i} @
@] O
—h -—t
N n
o o
w w
T T
t |
@] (@]

xI xI
™ i
z Iz
O=0 0 =0
Q, @9

o Cl
9 @ CHy- 1 2 0 S H —CHfﬁféOC‘
OCH
. e} 3
10 cr—@-—cm- 1 2 0 S H ‘CHz'ﬁég
| OCH,
1 C'_D_CHQ' 2 0 S H —CHz-ﬁ&‘@f OCH,
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Table 1.2
Compd R '
: CHg)— irali R - ~-RS
W R2>-( 2) k chirality "R (CHQ)—i‘pRS (CH,)G~R
o  OCH;
12 a—@— CHy 1 S H ~CHp~NC
OCH;
CF
13 cr—O—CHZ— 1 S H Cen _N.C‘? 3
2
CH
_ ? ’
14 cr-@- CH;y 1 S H —CHZ—&#CO
o)
15 c CHy- 1 S H —CHy~ N O
"‘@‘ 2 CH, ;'YCO_C'
o)
16 cr—@-CHz“ S H —CHz—ﬁc—Q— OCH3
| o G
17 cr—@—cm— S H —CH2—§C<Q
of
CN
o)
18 o )~CHr S H en _NgQ
2
. H
0 o5
19 cr—@—cm- 1 S H —CHN-C o)
H
R CFs
20 c»—@-cm— 1 S H “CH_ME_G
2
H
Q
21 o ponr 1 s H ~cH gy 6= )-oF,
» F
o CF
22 c«—@—cr«z— 1 S H —CHZ—N&‘Q
F
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Table 1.3
Compd. R’ ‘ 4
ompd. CH.)— ol 3 — )_T‘ -R6
o R2>-( 2) 'k m n chirality R (CHszS (CHa)7G-R
| o CF4
23 cr—@-cm— 1 2 0 S H —CH2~Q-C
F
OCF;
24 Cr—@—CHz— 12 0 S H _CH_M&C':)_Q
2
H
CF3
25 cr—@—cm— 1 2 0 S H _CH_NSGF
> H
?
26 CH@‘CHZ- 1 2 0 S H ‘CHz"ﬁc‘Q
' O,N
27 o pcHs 1 2 0 S H _CHZ_N'CC"O
H
. o
28 cr—@—CHz— 1t 2 0 S H —CHg—ﬁC‘O—NOZ
o CF
29 CP—@—CH—; i 2 0 R H ~CHymN-C
CF3
Q
30 o )cw- 1 2 0 R g 'CHZ‘EC@
FsC
o Br

n

31 o )om 1 2 0 R H —CHz—gCO
(@]
£
H

c

0
33 o pow- 1 2 0 R H ‘C”fﬁCGC’

32

O
o)
I
N
1
.
o
o
0
I

_CH2_
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Table 1.4
Compd R! )
. CH.,)— eali ‘ -
o R2>—( ok n chirality R’ (CHQ)—LDRS (CH,)gG—R®
: OCH
- % ’
34 co—@-crqz 1 0 R H ~CH2-'§CO
OCH
< > CHy- @ ’
35 Cl CH, 1 0 R H —CHQ—}:&C-@*OCHg
o  OtH
36 Cr—@—CHZ- 1 0 R ' H —CHZ-}_I\{}C‘Q
OCH,
37 k@—CH 1 0 R 4 &
c 2 : H —CHZ-{:‘-&‘@
. CH
0 3
38 o )-cHe o R H “CHz‘}'};‘&‘@
0
39 c CH- 1 0 R H — CHom N C
r—@— 2 CHy ﬁC—@—cr
o
40 Cn—@—CHg- 1 0 R H —CH2—§C—©—OCH3
cl
41 cr—@—c:HZ— 1 0 R H ~CHpmN-C
cl
CcN
0
42 o o 1 0 R H S @
43 ol o 0o R 2
c CHy H "CHZ‘HC‘O'O
%
44 c»—@—cm- 1 0 R H -CHz—ﬁC-QfCFg
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Table 1.5
Compd R! ¢
: CHy)— irall : _ }fﬁ
No RQ>—( 2); k m n chnrahty R (CHZDRS(CH2)'CTG—R6
o) CFs
45 cr—@—cm— 12 0 R H —CHz-M&—Q
M
F
o CFs
46 cr—-@—cm— 1 2 0 R H _CHZ_N‘C'Q
H
F
OCF
- O 3
47 o pcHs 1 2 0 R H _CHZ_ECO
o CFa
48 o pcHr 1 2 0 R H —oH-N&GF
2
H
o
49 o< )om- 1 2 0 R H ~CH2—5c—©
O,N
R CF
50 cr—@—cm— 1 2 0 R H _CH_N('C?‘GJ
2
H .
' ?
51 cr——@—cw— i 2 0 R H —cn—ywz@
A Br
) 0
52 cn—@-cm— 1 2 0 R H —CHgﬁC@
F
Q
53 cr—-@—cm— 1 2 0 R H —-CHZ—HC‘Q
cl
C!' ¢l
54 c»—@—cm- 1 2 0 R H _CH_NE‘G
2
H
?
55 ce—@—crig- 1t 2 0 R H —CHg—ﬁ-CQCI

o
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Table 1.6
R! )
Compd. CHa)~ n chiralit R - )—i— H -R6
No. R2>—( 2)] ! Y R (CHa pRs (C Q)E—G
?
56 cx—O—CHz- 0 R H “CHE”L\{“C‘Q
HaC
H,C
o}
57 cr—-@—CHg 0 R H —CHQ—HN-&C
- o Cl
58 cv—@—CHz- o R H —CHZ—HME
o .
c CHy- 0 R H CH~ N O
59 o )-CHs cry 6~ e
o)
CHy~ R — CH,~ N C
60 cr—@— 2 0 H CHz EC
. o)
61 c»—@—CHZ- 0 R H —c:Hz—gc{;>—cr:3
?
62 C@—CHz‘ 0 R . H —CHZ—-r;ikC CHa
Q
63 cn—@—wz— 0 R H —CH=N-C CH,CHy
@
64 c»-O—CHz- 0 R H ~CHym-C CN
65  Ci CHy~ 0 R H 9
—O = Chg=N-C O
0
66 %@—CHz- 0 R H —CHz-NE':
H



WO 01/10439 PCT/JP00/05260

26
Table 1.7
Compd R' '
. CH.,)— irali ) — )__T_
o R2>—( 2) k m n chirality R? (CHszs (CH,)gG-RS
o F
67 ca—@—cm- 1 2 0 R H —CHZ—N("Z‘Q
H
F
F.'
0
C CH' ]
68 '—Q_ 2 12 0 R H —CH2—§C‘©'F
69 o< )CH- 1 2 0 R H —CHg—Né-Q—F
F
o F
70 c»—©—0H2~ 1 2 0 R H —CHZ-M&Q
H .
. F
71 c@—CHg— 1 2 0 R H “CHT‘N&‘Q'OCHa
HaCO
o)
72 C"“@‘CHz‘ 1.2 0 R H —CHQ—L\{}C—Q—OC&
, | ?
73 cn——@-cm— 1 2 0 R Ho -CHz-,:*C@
. . R0
o
Q
75 cr—@—cm— 1 2 0 R H *CHZ‘SC“Q‘F
FyC
oF
76 c~—®—cr42- 1 2 0 R H —CHg-llj{}-é‘@
F3C
A ROF
77 o )¢t 1 2 0 R H —CHZ-H&I:G
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Table 1.8
Compd R 5
pd. CHap)— irali : -

o R2>—< 2) chirality R (CHQ#pHS (CHo)G-R
o F

78 CI—Q—CHQ‘ R H —CHg—ﬁé@—F

I
Q

79 C‘"Q_CHZ‘ R H *CHz-”C‘Q—CFJ
FiC
o CF5

80 cr——@—cw— R H —CHZ—}_A;-&‘Q

CH
0 3
CH— "

81 C"O 2 R H ~CHy= N C CHy

0 CFa

NO,
83 cr—@—CHz‘ R H —-CHz—}f:){-lC
) 7

84 CH@‘“& R H —CHZ—LJ-C‘Q—NOQ

85 Cr—@—CHz- - H —(CH2)2-N-23
%

86 Cr—Q_CHZ— - H —(CHz)z'ﬁ‘C N02
(P CF:!
|

87 cx—@—mz— S H ~(CH)r~N-C

CF,
%
88 Cl_@—CHz' S H "(CHQ)Q‘S’C‘Q
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Table 1.9
Compd. R’ : ’
No?- R2>-(CH2)1— k m n chirality R’ -—(CHQ)E—Z?(CHQ)Q—G—RS
Br
89 cr—@—c:Hz— 1 2 0 S H ‘(CH2>2-L\{‘C' a
o F
9 oK pcr 1 2 0 S H s @
1 o ci
81 C'—'@‘CHz' 2 0 S H —(CHZ)Z—s—éO‘CI
OCH;,
92 o pc- 1 2 0 S H et
OCH
O 3
838 o) 1 2 0 S H ~(CHa)em N C OCH;
o OCHs
94 cx——@ CH- 1 2 0 S H ~(CHp)a- N-C
. OCH;
CF
0 3
95 o po- 1 2 0 S H Crare
96 CI—O—CHZ 1 2 0 S H "(CHz)z‘N'é‘@
97 CF_O‘CHZ" 1 2 0 S H (CHE)Z-N‘I(I: Ci
98 CI—@—CHZ“ 1 2 0 S H "(CHz)z'N‘g_Q_OCHS
ol
99 cr—@—cnz- 12 0 S H -(CH-;)g-N-EZ

Cl
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Tabile 1.10
Compd. A ) _
ompd. R2>(CH2),— k m n chirality R’ —(CHpJ5—(CHoJg G-R®
. RD
CN
0
100 COCHZ- 1 2 0 S H -<CH2)2'§C‘®
o~
o/ CFa
10z C’—Q_ e 1 2 0 S A =(CHa)o™ ,rf_ é@
103 o< _pcHs 1 2 0 S H -(CH2>2—&C~<QCF;
F
| . o [CFa
104 Cr—@— CHy~ 1 2 0 S H ~(CHa)z~ }rzl,- C-@
' F
: cF
e} 3
105 c»—QCHZ— 1 2 0 S H —(CHZ)Z—I\‘-C—//:<
' o OCF
106 Cr—QCHz- 1 2 0 S H o (et e
o [CFs
107 cr—@—cm— 12 0 S H -(CHz)z'HM&GF
0
e N\
108 Cr—@—CHQ— 1 2 0 S H ~(CHz)m N C
- NO
109 o Jows 12 0 S H —en )z-gtéﬂ
Q
110 cr—@—cm— T2 0 S H —(caz)g-ﬁ-c—@—Noz
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Table 1.11
Compd R' ' [?4
e R2>—(c;-12)j k m n chirality RS —(CH2)5—R|—5-(CH2)Q—G—RG
CF,
111 cu—@—cm- i 2 0 R H ' ‘(CHz)z'g'&
%
112 o pows 1 2 0 R H (crpy 6
F3C
Br
113 Cr—@—CHZ— 1t 2 0 R H (CHgy- -
o F
14 o) 1 2 0 R H —(CHQ)Z—ME-O
. o Cl
115 o )cr 1 2 0 R H -<CH2)2-HM5OCI
OCHjy
116 o )cHs 1 2 0 R H CHg b
. OCH
O 3
117 C"‘@‘CHZ' t 2 0 R H ~(CHy)y~N-C OCH,
o OCH,
118 cr—@—wg— 1 2 0 R H ~(CHy)p N-C
OCHj,
CF
0 3
119 o< pcir 1 2 0 R H G b
CH
0] ]
120 o< pcH- 1 2 0 R H -cra 1y
0
121 Cl—@—CHg' 1t 2 0 R H _(CHz)z'ﬁ'C‘O'C'
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Table 1.12
o d R1 . 4
ompd. - o B )_i
N R2>(CH2)’ k m n chirality R’ (CHQDRs (CHp)5G-R®
o)
122 CI—Q—CHZ‘ 1 2 0 R H ’"(CHa)z-[\HJ'C@_OCHs
5 O
123 cr—@-cm— 1 2 0 R H ~(CHa)=N-C
cl
CN
o
124 C~—©—CH2‘ 12 0 R H ~(CHa)y~ N C
5 — Jcv- 1 2 0 R 2 2
12 c CHy H -(C%-}hjc—@ o
- R CF
(o) 3
126 o< pom- 1 2 0 R H “(CHz)z‘HN‘E:‘G
127 b.__@_ CHZ' 1 2 0 R H —(CHy)p~ N—(HZ'Q’CF:,
F
o CFs
128 cr—@—crqz- 1t 2 0 R H —(CH2)2-HN-C
F
o (CFs
120 o )y 1 2 0 R H ~(CHg NG
F
OCF,
130 o Jom- 1 2 0 R H e b
cF
0 3
Q
132 o - 1 2 0 R H ey 6 )
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Table 1.13
R . 4
Compd. >-CH — Kk m n hiralit 3 — -0t
Na S o (C) chirality R (CHQ)'—ipRS (CHo)g G-R
NO,
133 o< pcr- 1 2 0 R H e
) H

O
Chm 1 2 0 R H ~(Cro)emt-C~{_)-no,

13¢ o)
Q
135 o< pcH- 1 2 0 R H (CHa)= M+ C
Br
Q
136 o< pcH- 1 2 0 R H -erar =)
F
137 c»——@—cm- 1 2 0 R H ~(CHale~ -
. Cl
' cl cCl
138 o4 )CH- 1 2 0 R H et
0 __
139 C)—@—CHQ- 1 2 0 R H —<CH2>2—§c©‘cx-
‘ ci
Q
140 o ) 1 2 0 R H *(Cth—ﬁC@
H,C
H,CO
o]
141 CI—@— CHy- 1 2 0 R H ~(CHy)p™ N»('_I-;
H, O
Ci
142 o< _)c- 1 2 0 R H CHapere &
143 c|—©—CH2~ 1 2 0 R H —(CH2)2—N&—©—Br
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Table 1.14
Compd R' : 4
: CHy)— irali -
e R2>_( o) k m n chirality R (CHoJ5 Is (CHyJgG-R®

s oOree 12 0 A dy ()

: o}
C . "
145 CF-@— Ho 12 0 R H —(CHQ)Q—L\{&C—Q—CFJ
o)
CH— n
146 CI—Q 2 12 0 R H —(CHz)z—lr}i}-C@—CHg
0 .
147 CP—Q-CHz 12 0 R H —(CHZ)Q—EI}C—@—CHQCHJ
0
148 C'—Q‘CHz‘ 12 0 R H —(Cszz—a}-C—@—CN
149 cx——< >—CH2‘ 1 2.0 R H i
—<CH2)2—NC
0
1 50 C‘_O CHZ- 1 2 O R H —(CHZ)Z_ N_é
H
o F
151 c»—@—cm- 1 2 0 R H —(CHZ)Z-N-&‘Q
F
F
0
152 Cl—@-CHz 1 2 0 R H —(CHz)g—gé O‘F
%
153 C(——@—CHZ- 1" 2 0 R H —(CHz)z—HCQ—F
F
F
154 c~—©—cm— 1 2 0 R H —(CHZ)Z—N&‘Q
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Table 1.15
Compd: R! ‘ ) )
No. R2>-(CH2);" k m n chirality R -(CHQ%(CHQ)—Q—G—RG
155 o< )Ct- 1 2 0 R H —<cH2)2—g&‘QOCH3
H;CO
O
156 o< )CH- 1 2 0 R H ~(eraem = _H-oce,
157 o< )CH- 1 2 0 R H ~(Cha)e N C
F3CO
O
158 c&@-%- 1 2 0 R H -(CHz)Z-ﬁé—Q—oogc:Ha
159 o~ )CH- 1 2 0 . R H ~(Chalz ¥ C F
F3C
. o
160 o~ pcm- 1 2 0 R H ~(CHa N C
FaC
A OF F
161 o4 pc- 1 2 0 R H -(CHm 1 C
) F
o F
162 C'_@CHz' 12 0 R H —(CH2)2—N(“3~Q’F
?
163 CI—@—CHz" 1 2 0 R H ‘(CHz)Z‘ﬁc‘Q'CFs
F,C
164 C@CHQ’ 1 2 0 R H —(CHZ)Q-N-&
FiC
CH
0 3
Ho~ Il
165 C@CZ 12 0 R H ~(CHg)=N-C CHj
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Tabie 1.16
R! ¢
Compd. (CH,)— eali ~3 — ),T_ -6
2 k m n chiralit R CH CH,=G-R
No. R2>— v y ( 2pF|25< o
CFs
s ¢
166 CI—Q—CHQ- 1 2 0 R H —C[‘H-}:J-C
‘ CHa,
8r
o 9
167 o< po- 1 2 0 R H R
CH,
© 0 ol
168 o ) 1 2 0 R H g
CH,
(S) “
169 CF‘@'CHQ’ 1 2 0 R H —?H.E_C /_\ Cl
CHs,
CFs
I
170 c»—@—CHz— 1 2 0 R H —?H—;&-C
CHs
o §
171 c»—@—cr—iz- 1 2-0 R H “?**C‘Q‘C‘
CHa
@ ¥
172 C}—@-CHZ- 1 2 0 R H - *‘FQFC—Q
CHs
NO»
| o ¢ '
173 Cb—@-CHg- i 2 0 R H —QHN-C
CH,
CFq
IR
174 Co—@-CHz- 1 2 0 R H —-C;}-F-HN—C
CH;
9 Br
)
175 m—@—cm— 1t 2 0 R H —CHN-C
CHs
cl
A
176 o pch- 1 2 0 R H ~GH-C
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Table 1.17
Compd. A’ - R
No. ’ R2>"(CH2){‘ k m n chirality R® —(¢H2)5_£5_(CH2)CTG_R6
@ 0 cl
177 ci CH 1 2 0 R H - :
’@" 2 CH-HN—C o}
CHj
CF,4
" P
178 c;—< >—CH- 1 2 0 R H -
2 (?H—HN-C
CH, F
AP
179 cr—@—cw- 1 2 0 R H ——C;H-HN-C—Q—CJ
CHj
AP
180 cr—@-crv 1 2 0 R H —CHN-C
CHj
NO,
G
181 o CHa- 1 2 0 R —
8 ~—®- > H GH-C
CHls
CF
CH, O 3
182 Ch- CH 1 2 0 R —C c
8 P—@— 2 H CHNC
CHj
Br
CHy; O ,
c CHy- 1 2 0 _‘ "
183 P'—@— 2 R H (';H_ﬁ,(;O
CHj
cl
CH; ©
184 cs—{ >—CH— 1 2 0 R B ..O
_ 2 H C,ZH-ﬁC
CHj
' ‘ cl
CHy O
185 o~ )CH- 1 2 0 R H —CH "‘GC
CH,
CF
CHy O ’
186 o—@—cm- 12 0 R H —?HHC-Q
' CH, -
CHy Q
187 CO—@—CHQ‘ i 2 0 R H —?H-ﬁC—@-CI

CH,
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Table 1.18
R1 ) 4
Cor\r]’;pd- RZ>—(CH2),‘— k m n chirality R’ —(Cszis‘(Cngq—G-Rs
) R
GHs §
188 Cl—@ CH,- 1 2 0 R H —C:—HN—CQ
. 3
NO,
GHy
189 o )ct- 1 2 0 R H il
CHy
» (A 9 CF4
. e
Br
oS 3,9
191 ¢ Ch- 1 2 0 R H =CHN
s
O 220
192 c CH- 1 2 0 R H —Cren
e
A8
193 o< pcH- 1 2 0 R H —GtN
O NS
194 c CHa- 1 2 0 R H —CHN
2 el
G
—cx-w—c—@—m
195 c— JCH- 1 2 0 R H Y H
i CHZ—Q
O 9,,!
196 c CHy- 1t 2 0 R H T H
. o
A P
197 c CHy~ 1 2 0 R H -—?H-ﬁ-c
. %a
CF
9 P ’
198

@]
(@]

I

r\)l
no
(@]
D
I

|

[0 kan?)
I F
T
5
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Table 1.19
- . a ~
Compd. " >-(CHa~  k m o chiralty R —(CHpT—(CHJgGR®
_ R
8r
9 P
199 C"@‘cHz- t 2 0 R H RS
cH ]
S
o P
200 Ci——@-CH2~ 12 0 R H —TH-%C]
e~
Cl
’ 9 P
201 o )CH- 1 '2 0 R H R °
CF,
202 c CHy~ 1 2 0 R H 1 H
: s R
—crn-c~ i
203 ¢ cH 1 2 0 R H "
f“@" 2 CHQ_@
Byl
204 ¢ Ch- 1 2 0 R H b
‘"Q' 2 CHz-@
NO 5
EW:
205 Cr CHy,~ 1 2 0 R H [H
2% e
| AL
206 c CH»- 1 2 0 R H R
'—Q_ 2 (QH)3= $-CHy
‘ Qo
o 3
207 c CH,- 1 2 0 R H )
*"@‘ {CHa)=§-CHy
Q
LI s
208 ¢ ch- 1 2 0 R H -
@— (mz)z‘g'o*n
Q
a8
209 o pcH- 1 2 0 R H "

(CHa)a—=§ CHy
(o]
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Table 1.20
1 4
Compd. R — . o :
No. H2>_(CH2)' k m n chirality =k -(CHZ%(CHg)cTG-RG
cF
o 9 :
210 Cl@—cHz- 1 2 0 R H ”f”‘tf%@
(GHy)y=§-CHy F
o]
9 P
211 o< pc- 1 2 0 R ’ T*gg{ Y
: (CHa )= 5-CHy
Q
o P
212 c»—@—cx—iz— 1 2 0 R H ‘f**ﬁg‘@
(G“z)z"%‘c"‘a
[e]
(9 ? NO,
213 o< o 1 2 0 R H TS
(CHaly=§CH,
o]
0
214 C)—'Q_ CHj~ 1 2 0 - H "(CHz)s'C‘Q
o)
21 S C""O_CHZ" 1 2 O = H —(CHZ)J-é‘Q— OCH3
. 0 ,
216 Ci—@—CHZ" 1 2 0 - H —(CHap)a- C_Q
OCH,
217 Cl—@—CH2~ 1 2 0 - H —(CHz)Z—EJ
HaCO
Q
218 c»—@—cm— 1 2 0 - H —(CHZ)Q—C‘QCH:,
HaC
_ F
219 ¢ CHr 1 2 0 - Q
‘Q_ 2 H -(CHQ)Z—C*O-OCH:‘
o}
220 CI‘Q_CHZ_ » 1 2 | O - H —(CHZ)Z—COCHJ
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Table 1.21
Compd. R’ : R
oNrr;p- F?2>-(<:Hg),— chirality R —(CHa)57— S(CHZ)Q—G—RG
) R
?
221 CP“@‘CHQ" - H ~(CHg)y~C
P
222 cr{_)-CHr - H (CH-t o
' o
223 o )cHr - H ~(Cra)r =~ otcHacry
1%
224 cr—@—CHz— - H —CH2—§—©—CH3
0
?
225 Ct—O—CHQ‘ - H —(CHz):’-C'ﬁ_@
o OCH;
226 c»—@—cw- - H —(CHyJ- &
o Ci
227 cr——@—cr{z— - H "(CHz)a“é'@
Q
228 C*‘@‘CHg‘ - H -(CH2)3-C-HM—©~OCH3
GHs @
229 Ct——< >—CH- - H ~CH,=C-CH,~C-N CH,
: CHs
Q
230 c»—@—cr—iz— - H —CHzéCHZ-C-m—@-F
P Q
231 C"‘@‘CHZ‘ - H —(CHg);,-C-H—@—C-CH;,
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Table 1.22
Compd. R’ )
ompd. — o : _ )__F{L 6
No. F{2>'(CH;3), chirality R? (CHZDRS (CHo)7G-R
o)
232 or{_)-Cr - H ~(CHyls~ SN~ )
233 C@CHZ— - H —(CHyp)s- &-u CHZ@
CH
O 3
C = - n
234 o )-CH H s C“E’"@
?
235 Cf—@— CHp- - H ~CHjp~ g;CHZ—C- H CHZOCI
Q
~CHp-N-S
CHag
?
H - H — CHom N O
237 c@c 2 CHy=N-C O~CH2-©
» cl
238 Ch@’CHf - H —-QH-O-EPN—@
CHy 1
0 CF,
239 ®_0H2_ S H —CHZ—N‘E
. H
0 CF,
240 d%_ S H —CHQ—N“‘C‘@
H
o] 0 CFy
241 (Chons > " ~ourpr )
cl 0 CFy
242 S H ~CH —N—C—O
2 H
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Table 1.23
R - ' )-ii
Compd 1>~ (CHa)—  k m n chirality R —(CH, Pls (CHa)g G-R®
243 QCH[ te oS " ‘CHZ‘*EO
ol \ : "
CH3 9 CF3
w e anld
) o _oF
245 GCHQ_ T2 0 S H —CHZ—ﬁ—CO
] o LR
246 bCHa— .2 0 S H —CHz—HN—c—@
. o _FF
247 c"@’CHr tz2 0 s ; —CHz—ﬁ—c_@
| i, o P
. e re il

CF3

Q
e 1 2 0 S H —CHz—HM'C‘@

CF3

251 FO—CHz‘ 12 0 S | H _CHz_}:}_@_@

CF3

_ P
CH- 1 2 0 S H "CHz"HN‘CO

CF,

e 1 2 0 S H _CHZ_HME_@

250

Fa _ ? LCF3
249 che 1 2 0 S H —creped _@

<

252  HsC

253 HaC

o
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Table 1.24
c R '
ompd. — Al ’ — )_71. Y
o R2>—(CH2)‘ k n chirality R? (CHQPRS (CHo)7G-R
NO, ' 0 CF;
254 CHGCHZ._ 1 0 S H —CHQ_N_C‘Q
Oz’ 0 CF3
255 CHy 0 S H —CHZ—}f;}-C‘@
CFy
256 OZN'_@_.CHQ_ 1 0 S H —CHQ—N—@O
H
CFJ 9 CF3
257 O_CHZ_ 1 o S H —CHz—chO
CF3
258 @'(]:H_ 1 0 S H —CH ~N—g
CO,CH,CHy ®H
CF3
259 Q—?H_ 1 o S H —CH —N—@‘@
CHs Y
Cl (P CF,
260 CHy~ 1 0 S H —CH~N-C
. H
0 CFa
261 F;,C—@-CHZ— 1 0 S H —CHN-C _O
H
| B 0 CFy
. B o CF3
263 @_CHZ_ 1 o s H —-CHZ—EH:O
as
1 0 S H

264 O o

S
—CHN-C :
H
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Table 1.25
R' )
Compd. (CHp)— n chiralit R —(CH )—i CH,)G-RS
No. R?>_ ! y (CHa) R5( 2)g
0 CF,
265 B"‘@‘“‘?’ o S H —CHz—N-CO
H
CF,
266 gb»CHz— 0 S H —CH;S—@—@
OCHy 0 CF3
267 C}-CHZ— 0 S H —CHZ—HN-C-@
CFy
268 yyot- cHer o s H _ CHT&T@ O
0 . CFs
269  HiC$ Gz 0 S H —CHZ—N—E‘@
e} H
HgCOg ? CF3
270 bCHz- 0 S H —CHz—ﬁ-CO
. o CFs
271 CHy 0o S H —CHz—N-IC—O
H
F .
. 0 CFs
L L I R I
}
273 OCHT o S H ~CHzN-C
N 9 CF3
274 b_CHz_ O S H _CHQ—{;}'C’@
0 CFy
275 NC—@—CHg— 0 S H "CHfﬁ'CO
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Table 1.26
R' !
Compd. (CH,)— ieali ‘03 —_ -R8
2 n chiralit R CH CH.)-G-R
mpd. - >(CHe) y ( zkj(-pﬁs( g
?P CF,
276 F_d%_ 0 'S H —CHZ—}_AT-CG
9 CF3
277 { Y )i o S H ——CHZ—L\{-C‘@
? CF,4
278 HJCOEC—O—CHZ" 0 S H —CHp-C
Q CF3
279 F3CO—©—CH2— 0 S H ~CH2—HN—éJ
FsC : o CF,
280 b_CHZ_ o S H -CHZ—ﬁ—cO
o CFy
281 HOZC—@—CH{- 0o S H e O
? CF3
282 (HyCRCK_ ) o S H —or
Ha CFa
283 M—ChHg o s H P @
N —CHzN-C
CHs
c»—@ H— 0 CF3
284 0 S H S O
9 CF,
285  ( )-CHr 0o R H —CHz—ﬁ-CO
0 CF,
286 d—cm— | ° R " "CHZ’"E*CO
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Table 1.27
4
1
Compd. R (CHo)— irali ‘R — ~R6
2 n chiralit R CH (CHL)7G—R
No. R2>_ 1 Yy ( 2/p Rs 2/q
o] ) P CFB
287 OCHQ— 0 R H —CHQ—HWCG
Cl P CFJ
288 C@CHZ_ o R H —CHZ—HN-C@
cl 0 CF,
289 QCHZ— 0 R H —-CHZ—g‘C'O
cl
CH3 ? CFG :
290 OCHZ_ ° R H —Crr-C
. ' o CFs
291 @—cm— c R H ~CHz NG
C (? CFa
292 GCHZ— 0 R H "‘CHQ_;:{J"IC
c . ’ ﬁ> CF3
293 c»—@—CHr 0 R H ~CHz\-C
H3C Q CF3
£ 0 CFy
I
Hy 0 CF3
296 b‘CHY 0 R H —CHzN-C
CF,
P
¢ R H —CHz—ﬁ—c—@

297 P )-CHr
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Table 1.28
R! )
Compd. (CHo)— irali ‘"3 — )_i_ -R6
2 n chiralit R CH CHy)lmG—R
No. R> J y ( szs( 2)q
0 CF,
298 H:CO@-CHz— o R H —CHQ—N-C-O
H
0 CFy
299 H:,C‘-@—CHQ' 0 R H —CHZ—N-C‘Q
H
NOz ? CFJ
300 CPOCHZ— 0 R H . ‘CH{‘Q‘C‘O
02 ? CFJ
301 bCH - 0 R H —CHZ—HN—ICO
0 CF3
302 OZN—@'CHQ— 0 R H _CHz‘N”CG
H
CFg ? CFS
303 CH ¢ R H —CHz—HN-C‘O
(‘? CF3
304 " o R H —CHQ—NJC-@
CO,CHoCH3 H
_ CF4
305 Q—?H_ 0 R H —CHQ—N-E‘@
CH, H
cl | 0 CF,
306 CHz~ 0 R H —CH2—N-C-©
H
c
o CF3
307 F:,C—@—CHZ— 0 R H —CHN-C O
H
Br CFa
308 0 R H

o

—CH7N-C
H .
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Table 1.29
R! )
Compd. (CHy)— hirali =t — -6
2 n chiralit R (CH (CH, )5 G-R
No. R?> ! Y #PRs 20
Bn : ﬁ) CF,
309 GCHZ‘ 0 R H —‘CHZ"‘;\;"‘C‘@
Q . 0 R H PGCFQ
310 —CH.—N=
1 O CHo CHy h C
0 CFq
311 Br—Q—CHZ— 0 R H —cHz—ch
H
’ CFq
312 gb—cw—iz— 0 R H -CHz—ﬁ—(ﬁC)*@
OCH3 ? CFS
313 O’C”f ‘ 0 R H —CHZ—'HMO
0 0 CF3
314 H;c—c-u—O—OHz- 0 R H —CHZ—EC‘@
0 0 CF,
315 HzC-ﬁ'—Q‘O“z‘ 0 R H —CHZ*S-&—@
o}
HaCO, 0 CF,
316 b’CHz‘ o R H —~CHzN-C
0 CF,
317 CHy 0o R £ CHN-
H
F
0 CF,
318 - HO{_)—Chr 0 R H PN
Ho
CN CFa
0 R H

319 C}-cm—

e
—CH,—N-C
H
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Table 1.30
R' )
Compd. (CH— «k n chiralit R - )—i H, ) G-R®
. 9?> 2) y R (Cra 1 (C JTG-R
N o CF,
320 b»CHQ— 1 0 R H —CHz—m—c-@
CFq
_ P
321 NC@—CHQ 1 0 R H —CHzprC
0 CFs
322 F‘d"”?‘ 1 0 R H —CHZ—S-CO
0 CF,
w OOree 120 m w0
0 CFs
324 Hgoozc—@—cm- 1 0 R H —CHz—ﬁ‘C‘@
: ‘ CF3
325 F3co—®-cH2— 1 0 R H _CHz_HN_E
1326 | CHy | 0 R H —CHz—HN-c@
' CFs
327 HOZC—@-CHZ- 1 0 R H —CHz—HfHE _@
0 CFs
328 (Hac)chmz— 1 0 R H _CHZ'_HN_CO
\Ha 0 CF3
329 TN-cHr 1 o R H I O
CHj " ,
330 cn—@—cm- 0 1 - H —-CHZ-N-&
. H
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Table 1.31
R 4
Compd. ;}(CH )™k m n chiralit R —(CH )‘i’CH G-RS
No. R 2 y R ( 2PR5( 2 |
CH
0 3
331 o< o 0 3 1 - " I
o OCH;
332 cn—@-CHz- o 3 1 - H —CHZ-}:}-E‘,—QOCHJ
OCH3
1 N
333 o pcH- 0 3 1 - H et
%
334 cr——@—cm- 0o 3 1 - H —CHpN-C CHa
o NO,
335 CP—O—CHz' 0 3 1 - H — CHp-N-C
o CF3
336 cr——@—cm— 0 3 1 - H —CHe-r\»E'y
337 o JcHr 0 3 1 - H ~crpe e )
_ HaC
Q
338 c»—< >—CH2— 0o 3 1 - H —CHy=N-C
CHa
| o CF3
339 CP—@—CHZ— 0 3 1 R H RN
o CF4
340 o pcHs 0 3 1 S H el
Q
341 C@CH2— O 3 1 - H '(CHg)g’N‘C
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Table 1.32
R' ¢
Compd. (CH)— & hirali =% - H,)=-G—R5
2 m n chirality R (CH (CHL)
No. R2>— ] 2pR5 q
Gry O
342 Cf"@"CHz" O 3 1 - H _.CH.g_C
343 cr—@-cx—iz— o 3 1 - H —~CH v C
CH(CHa)z
%
344 c»——< >—CH2— 0o 3 1 - H —cl:m:c
CH,CH(CH3),
345 Cl“@"CHz‘ 0 3 1 - H —(CHZ)G—&
4 ] i
346 Cv—@"CHz’ o 3 1 ) H —(CHZ)Z—EZ-Q—OCHg
- ?
' - -C CH
347 o pcur. 03 1 - H (CHa)z Q ,
HyC
. _ o
348 CH@'CH{ 0 3 1 - H ’(CHZ)Z'C‘O_CHa
349 cr—@—CHz- o 3 1 - H —CHQ-%—O—CH;,
1%
350 Ct——-@—CHz— o 3 1 - H —CHQ—HE—Q—CHa
Q
351 CH@‘CH{ 0] 3 1 - H —CHp,=N-C-0O CHf@
| o cl
352 C}—@'CHz 0 3 CH-OCH
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Table 1.33
R’ )
Compd. (CHo)— K irali ‘a3 — ),_T_ -p6
2 m n chiralit R CH CH, =GR
No. Rg> j y ( 2pR5( 2l
353 c»—@-CHz- T2 1 - H —CHZ-N—&
Q
354 cr—@—cm— 1 3 0 - H ~CHN-C
o CH,
355 o pcH- 1 3 0 - H ooy ]
QN
CHp~ 13 0 - H —CHom /
356 CrO— . ) CHyN-C _
357 o pom- 1 3 0 - H —CHZ—MCQ
HaC
: ‘CF,
358 o poHs 1 3 0 - H Gy
.9
359 CF—@—CHg‘ 1 3 0 - H '(CHZ)Z_g‘rC
Q
360 Cr—Q—CHz- t 3 0 - H —(CH2)2-HMCQ NO,
361 o po- 1 3 0 - H ~(CHa)s~C
362 CI—O’CHz‘ 13 O - H -(CHz)a'&—Q—OCHg
3 cH- 1 3 0 - H ~(CH)-C— ]
63 CI—O— 2 (CHa)y S
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Table 1.34
R! ¢
Compd. " >~(CHp)~ k m n chiralty R —(CHQ)B—i—(CHZ)a-G—RS
No. R R
OCH,
364 oy 1 3 0 - H ~(CH)z~C
_ H3CO
0 )
365 Cr—-@—CHf 1 3 0 - H ‘(CHz)z‘C‘Q‘CHa
HaC
. o] F
36 o pcH- 1 3 0 - H Gt G oo,
%
367 o pom- 1 3 0 - H - e~ I
' 1%
368 CI’@‘CHZ“ 1 3 0 - H ~(CHp)-C
369 CV"@‘CHf 1 3 0 - H -(CHz)z‘& cl
370 CQ-@'CHZ‘ 1 3 0 - H _(CHZ)Z-?; O(CH,)3CHg
Q 0
371 cx—-( >—CH- 1 3 0 - H ~(CHy),-C S-CHj
: 0
Q
372 ' Cf—< >"CH‘ 1 3 0 - H —CH2~\SI—‘< >"CH3
i 0
' Q
373 o pcHr 1 3 0 - H —(CHal~C
| OCHs
374 cr—@-cr«z— 1 3 0 - H ~(CH-C
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chirality

i

4
—(CHZ%(CHQ);G—RS

Table 1.35
Comp SO
375 o< )-cHr
376 o )-CHr
377 o{_)-CHr
378 o{_)-chr
379 oX_)-cnr
380 o )-CHr
381 C)——OCHy
382 c{_)-CHr
383 or{_)-CHr
384 o )-oHr
a5 ol o

~(CHy)s- N—@
~(CHa)a~ N—@-OCH3 '

CHy

~CHg~ c CHy=C- N—@—

?
~CH,p- HN-C-O-CH2-©

Cl

9 /\k_@
~CHO-C-
' H

CH,
P CHj
H

NO,

e
—CHy NG
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Table 1.36
R : . 4
Compd. (CHy)— k m n chiralit R —(CH )—i—CH G-R®
o R2>— 2); y ( ZpRS( 2)q

386 @'CHz‘ 2 2 0 - H —CHg—lf:{J—(ﬁj)—@

387 @-0}42— 2 2 0 - H ——CHQ—Hr\J—IS QO
. NO,
388 @—CHZ— 2 2 0 - H _CHZ_N_&
H
389 '®—CH2- 2 2 0 - H —-CHZ—E—E‘Q—CO;CH3
o L
390 Cyone 2 2 0 - H _CHZ_MO
. H
o £
391 @—cm— 2 2.0 - H —CHz-HN“C‘.Q
F
o _QcFs
392 { )por 2 2 0 - H —CHZ—N-ICG
_ N-
? Br
383 () 2 2 0 - H —CHN-G
H
o o
394 @"CHz‘ 2 2 0 - H —CH,—N—IC—@
“H

?
.
H

395

O
X
™
N
(V)
o
1]
I

agse (e 2 2 0 - H- _CHZ_wE‘dF
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Table 1.37
R 4
Compd >—CH k chirality R —(CHz)gj%(CHZ)—q—G—RG
R
P Cl
397 (o 2 : H —CHZ—E-CAO-C!
Q
398 Conr 2 - H e c_)
P
399 @‘CHz‘ 2 - H ~(CH)~-C QO
i 0 NO,
0 Oer 2o o h el
% _
401 < @'CHz- 2 - H —(CHZ)Z-?*}—C—D—OOZCH:,
? CF3
402 e 2 - H (G-
CP CF3
403 @—CHZ— 2 - H ~(CHo)s N—C
F
l? OCF3
404 () 2 ' 3 —(CHQ;&!—C—@
? Br
405 (o 2 " i (G -C
. e
406 (o 2 ' i —<CH2>2—gCO
407 e 2 - H

P a
“(CHQ)Q—F{"C Br
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Table 1.38
R! 4
Compd. 2>‘(CH2),'— k m n chirality R “(CHg)pl(CHg)q—G-RG
No. R Rs
- P
408 CHz 2 2 0 - H ~(CHglmN-C F
. ﬁ) Ci
409 @'CH?.‘ 2 2 0 - H —(CHg)z_ﬁ‘C—< ,>-—Cl
' C
410 Cpone 2 2 0 - ’ LE T
CHoCH(CHglz:
' (S ]
411 ,@—cr«z— 2 2 0 - H —gHC QO
CH,CH(CHa)z
( 0 NO,
S)
412 O—CHZ— 2 2 0 - H —-?H—HN—C
. CH,CH(CHa);
: | o ¢
413 @-cm— 2 2 0 - H —?H—g-C—Q—COZCHJ
CH,CH(CHg),
CFsy
s
414 @—cx—«z— 2 2 0 - H - H—ﬁ—c .
CH,CH(CHa),
CFy
G
CH,CH(CHg), F
(S i '
416 ©—CH2— 2 2 0 - H —?&—N—c
‘ : CH,CH(CHa)a
. Br
CI
417 Cpewr 2 2 0 - H ~Gieard
CH,CH(CH2)2 -
cl
s f

418 @-CHr 2 2 0 - H —?H—H—C

CH,CH(CHg),
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Table 1.39
R! )—ii
Compd. 2>—(CH2),~" k m n chirality R —(CHa)sT—(CHo)g G-R®
No. R R
5 P
a9, o 2 2 0 - H NN e
CH,CH(CHa)a
o
420 ) 2 2 0 - A TTHC "
CH,CH(CHa)p
) - ? Cl
421 )ee 2 2 0 - H R -
. CHQCH(CHS)Z
| m P
422 (o 2 2 0 - H —ere
éHgCH(CH3)2

By

423 @—cm— 2 2 0 - H
CH,CH(CHa),
@ 0~
_ : (
424 (o 2 2 0 - H e
‘ CH,CH(CHa)o

| = P
425 @—CHz—' 2 0 - H —?H—fd-c—< >—coz<:|-43

2 =
CH,CH(CHa),
@ P~
|
426 @-(:Hz— 2 2 0o - H —GHy-C
' CH,CH(CHa),
w P~
I
427 C)powr 2 2 0 - H —CHrC
CH,CH(CHy), F
0 OCF,
(R i
- - —_ C
428 )-cr 2 2 0 H Gy
CH,CH(CHag)a
Br
m P
429 @P—CHZ— 2 2 0 - H : —?FEE—C

CH,CH(CHg),
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Table 1.40
R 4
Compd. ;> — irali - — )_T_ _n6
No‘.j -R (CHy); | k m n chirality R (CHZDRS (CHy)G-R
@ R~
430 @—cm— 2 2 0 - H —cé:H—g-c
CHRCH(CHa)a
@ P
431 ®—CH2— 2 2 0 - H —fH‘ﬁ‘C‘QB'
CH,CH(CHa),
I
432 @—cnz— 2 2 0 - H -—(EH—}:J—C F
CH,CH(CHa),
@ R~
433 @-CHZ- 2 2 0 - H —cé:H—r;{:—C Cl
' CH,CH(CHa)s
‘ 0
434 Cf—@"CHz i 3 1 - H —cm—u—c—@
435 m—@—cm— 1 3 1 - H _CHZ_N_E OO
H .
’ 0 NO,
436 c#—@—CHz— 13 1 - H —CHZ—H-‘C
f
437 C'—@—CH{‘ 13 1 - H —CHz—l\H.‘-C—@—COZCH3
0 CFy
438 o s 1 3 1 - H _CH"‘"?TE
0 CFy
439 c+—©—cm— 1 3 1 - H ~CH2—ﬁ—c-Q
: F
0 OCF,4
440 c»—< >—CH2- i3 1 - H - o—wc—@
CHN
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Table 1.41
R ' :
CON”;Pd- R2>—(CH2),— k n chirality R? —(CHz)p—-T—s—(CHQ);G—RS
. R
9 Br
441 c»—@—CHr 1 1 - H —CHz—E-C‘O
‘ 0 cl
442 CI——Q—CHr 1 1 - H -CHZ—HN-C—Q
P
443 c CHr 1 1 - H —CH—
>—®- 2 CHg HN-C—@—Br
444 C"‘@"CHZ' 1 1 ) H —CHZ—HN'-EdF
. ’ 0 cl
445 o )CHr 1 - H — oty G S
%
446 C@_CHZ‘ 1 1 - H —(CHg)g—HN—C"Q
447 C'—@—CHT 1 1 - H —(CHZ)Z—N—g
H
NO,
448 cx—@—cm— 1 1 - H ‘(CHz)z"f{”C
449 c;-@-cm— 1 1 - H —(CHz)g—HN—-E—Q—OOQCH:}
CF3
_ ] f
450 C@—CHZ 1 1 H ‘(CHz)z_HN‘C
0 CFy
51 oo 13 : orr g

F
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Table 1.42
R *
Compd. (CHp)— k m n chiralit R —(CH )—i‘ CH,)s-G-RS®
No. R2>_ 2) y ( szs( 27
0 OCF,
452 o< pchr 1 3 1 - H SR O
P Br
453 COCH2— 1 3 1 - H _(CHz)z_E-CO
0 cl
454 c»—@—wz— 1 3 1 - H ~(CHy - G
P
455 C)—@-CH?_' 1 3 1 - H —(CHz)Z—ﬁ—CQ*Br
456 c»—@—wz— i 3 1 - H —(CHz)z—ﬁjCP'dF
0 cl
457 o _pcmr 1 3 1 - H e e Yo
458 o _)cHr 2 2 1 - H fCHz-t;&
_ o [t
459 o pcHr 2 2 1 - H _CHz_”gO
0
460 CH@‘CH{ 2 2 1 - H ~CH,-N-C CHa
o [CFf
461 cr—@—cm- 2 2 1 - H _CHz_s_gO
- 0
462 o _pcr 2 2 1 - H “CHZ'HC@
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Table 1.43
Compd. R )
ompd. >(CH - n chiralit R - # ~RS
No | R 2) y R (CngRS (CHp)gG—R
463 o<_)-che 1 - H ~CHy i C
4 CHs
o OCH,
484 cn—@—c:—ez—‘ 1 - H —CHZ-HN-C OCHj,
OCH,
I N
465 cr——@—cr—az— 1 - H =G /-
NO,
466 cn—-@— CHy~ 1 - H NG
H
0 Br
467 o )-oHr oo H ~CHmN-C
N(CH3)2
0
468 o )-Chr T - H —CHy N C
, OCH
o) 3
469 cr—QCHz- 1 - H ~CHy~N-C
o}
470 C CHy~ 1 - H PN
f‘@‘ 2 CH, EC—@—CN
0
i
471 CQ—Q—CHZ 1 - H _CHZ—{}{'C‘Q—COZCHS
0 o}
472 CP"@‘CHz' 1 = H "CHz‘ﬁC C
. @ Q
473 CD—OCHz‘ 1 - H ~CHy=N-C C-CHgq
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Table 1.44
4
Compd. R>¥(CH2)3— chirality R® —(CHZ)D—T—(CHZ);G—F{G
No. R R
Q
474 ca—@— CHy~ - H —CHy~ I:r c CFy
Q
475 cr—@CHz‘ - H —CHz—ﬁc—Q*CH(CHa)Z
?
476 CI—-O-CHz' B H —CHg—ﬁC—Q—NOZ _
_ o _
477 cu—-@— CHy~ - H — G c-@—- OCH(CHa),
O 0
—CHp=NC~¢ |
478 ¢ CHy~ - H HOo
’ HaC
479 CI"@"CHZ' - H _CHZ-ﬁc /O|
- - H —CHNC— ]
480 cr—C}-cH2 N,
481 C?—O_CHQ' - H _CHZ_{:C /‘
5 Ot
82 ol o : H e
*‘@‘ 2 CHy=f €4
Q
- - - H ~CH~NC—C |
483 CP-O% Sy
0
—CH= N
484 o )-cHr - H CH, gc—(N\,Q
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Table 1.45
R 4
Compd. ;>(CH ) hirali = — G-RS
2 chirality R —(CH (CHo)r
No. R 1 ek RS ?
o CF3
485 cr——@ﬂ:HQ— - H -CHQ—*_ITC*Q
4 CF3
0 CN
486 o )-cnr : H R
H .
o ci
487 CD_Q' CHs— - H —CHZ—&}‘&O
o NH,
s oo S e
o CFa
489 cx—@— CHy~ - H —CHg- ﬁC‘Q
. FC
o OCH,CHs
4380 cr—@—cHz- ) H —CHp— Fr\{kc—O
, oR CFs
491 cr{_)-crr - H —CHz—gc@
o OCF3
492 Cn—@- CHg~ ; H —CHj- ﬁCO
oCL  CF
493 cr—@— CH,~ - H ~CH2—&+C@
o CFa
494 cr—@- CH,- - H ~CHy- r;r{c—@
a
5 fCFa
495 cr—@- CH,~ - H —CHy~ DH:Q
F
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Table 1.46

.
Compd. R (
No. R2>—

O
T
)

4
J k m n chirality R —(CHQ)%(CHZ)CTG—RB
R

CF,

O
. - 1
CHe 2 2 1 H - C‘@’F

s

496 ' C

O .
497 Cl—@-CHZ- 2 2 1 - H _CHZ_N'C'@
H
o N2 CF
498 o pomr 2 2 1 - H _CHZ_@@
H
499 Ct—@-CHz‘ 2 2 1 - H —CHZ—NégN(CH3)2
o)
500 o JcHs 2 2 1 - H —caz-ﬁc—Q—ocm
o NO:
501 Cl—@'CHz' 2 2 1 - H —CHp-N-C
Br
0 NO,
502 - CI—Q‘CHz’ 2 2 1 - H —CHZ-N-C-@‘F
N-C
o _No:
503 C"‘@'CHZ" 2 2 1 - H —CHZ-}fj—CO*CI
OCHa
504 Cl——@—CHg- 2 2 1 - H —~CHy=N-C
OCHg
0 NO,
505 o )G 2 2 1 - H “CHQ_MO&
H
506 C’—OCH{‘ 2 2 1 - H "CHz'N'|C 7 |

NO,
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Table 1.47
4
Compd. R>(CH2),— k m n chirality R —(CH2>p—T—(CH2)q—G—R5
No. R RS
oG
507 CI—@-CHg- 2 2 1 - H —CHz-ﬁc‘d
0
- . et ol
508 Cl—@‘CHz 2 2 1 H CH, wc@
OBr
c CHy- 2 2 1 - H —CH.- '(‘:@
509 '_Q_ 2 O G4
Y CHs
- 1 - H —CHy-N-C |
510 CP—O—CHQ 2 2 2 0 e,
CHpm 2 1 - H ~CHp-N-C— ]
S11 C'_O_ 2 2 ZH —(O\’LC(CH;;M
CN
CHCHj
- 2 1 - H Q
512 o{_)-oHr 2 ~CHN-C
“C-CHg
- 1 - H G
513 C'—@CHZ 2 2 —CHy=N-C
?
514 Cl—@‘CHz‘ 2 2 1 - H —CHyp- r;*rc—Q- C(CHa)a
515 CI—@-CHz- 2 2 1 - H —CHp~ rr\*k_c CH,OH
CF,
516 H2N"®'CH2— 2 2 1 = H _CHZ—E—.C‘@
H, CF,
517 b'CHf 2 2 1 - H —CHz—ﬁ-C-@
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Table 1.48
- 1 4
Compd. R (CH,)— n chirality R _(CHz)’L(CHz)“G—RS
No. Rz>— l A P RS a
518 OCHE—- 1 B H —CHZ—‘L\;—C
CF3
519 L CHa 1 - H —CH —N—&@
Q_ H : 2y
0 CFs
520 C’—@—CHr 1 - —CHs —~CHzN-C
| @ o _fF
C CH— 1 - — C—Q
521 '—O' 2 _(CH2)2CH_® CHZ-S—
@ 0 CF,
C’—< >“CH - 1 - —CH N—O—@
522 ’ v—CHECH—Q “H
CHy~ 1 - © —CHN-
523 C'—Q_ : —(CHz)zCH—Q “H
f
cC CHz- 1 - © —CH~N-
524 ~_-®_ : "CHZCH’"@ 2—H O—O
Q
%‘CH;;
- 1 - H f
525 C‘—O'CHZ ~CHzN-C °
26 c CHyp- 1 - H —CH2—N-§ 5
5 H
527 cr{_)-CHr 1 - H —CHg—ﬁ-g—Cs
? CHa
528 Cl—@-‘CHz- 1 - H —-CHZ_[:{}—C‘CO/
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Table 1.49
R! )ji
Conpd. 2>‘(CH2)|_ k m n chirality R —(CHp)gT(CHp)g G-R®
0. R R® :
O __NO,
529 C)—-@-CHZ— 2 2 1 - H —CHZ_HMC—CCI)/
530 C CHy- 2 2 1 - H — ?P
"@‘ TCHNC ém@
531 © CHy 2 2 1 - : ~CHy ‘&
@— 2 CHN-C—_s
O CH,
532 c;—@—cm— 2 2 1 - H hCHfHN‘CCO/
| - f
533 c{ JCH- 2 2 1 - H _CHZ_?TC_Q
H;3C
o NO,
534 o )Cr- 2 2 1 - H B e
| "H,C
I
535 Cl_QCHz' 2 2 1 - H CHZ';‘CS‘
HyC— &
(@)
. - o o 4 i H -—CHQ—N—CC/
536 c—{_)-CHe | i ™ g
: ﬁ) C(CHa)a
537 o )C- 2 2 1 - H _CHQ_ﬁ_CCg
H,C
| | , 0
538 cn—<j}—c++2 2 2 1 H —CHz—,h;C
. HoC
: 9 CH,
539 o )Ch- 2 2 1 - H —CHZ-Q-C‘C’/

F3C
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Table 1.50
Compd. R' | i
ompd. — o — _
No? R)-(CHQ)I k m n chirality R (CHE%(CHQ)E—G RS
540 ca—@—(:H— 2 2 1 H —CHFN@‘@
\ ) 2
H |
CHy
NO»,
541 o pCHr 2 2 1 - H —CH-prC
H,N
: CH'_)CHg
542 cw—-@—cm— 2 2 1 . H _CHZ_HN—E_O
?
543 cr——@—cm— 2 2 1 - H —cHZ—HN—C—{}—CHQCH3
544 Cr—@-CHf 2 2 1 - H —CHz-}lj-E‘d
| 0 ci
. i
545 o Jow- 2 2 1 - H —CHz_l'j'C‘Q
| c
. 0
546 CI—O—CHe" 2 2 1 - H —CHQ—Q}_C‘Q
‘ cf c
547 o powr 2 2 1 - H “CHz“H“*CQ'C'
cl
ci
548 cu—@—cx—iz- 2 2 1 - Ho —CHz—HN'C
cl
o ci
|
549 c:—@-cm— 2 2 A - H —CHQ—HN-C
O,N -
550 o oy 2 2 1 - H —eRTre

O.N Cl




WO 01/10439 PCT/JP00/05260

70
Table 1.51
1 4
R _ . . _ .
CON"C‘E’d‘ R2>(CH2), k m n chirality R? (CHZ)—ipRS (CHpg G-
0 CH3
551 oK pcre 2 2 1 - H _CHZ_HN_C_CHQO
0 CFs
552 o poHr 2 2 1 - H —CHZ—S—C-CHZQ
0 ' CF,
553 cr—@—cm— 2 2 1 - H —CHZ—HN—C-C_HZQ
CF,
554 Cv—@—CHz- 2 2 1 - H —CHQ“g-C—@/
H
' o P ~LCI
555 Co—-@—CHz- 2 2 1 - H —CHZ—HN-C@/
H
P y CHs
556 Cr—@‘CHz- 2 2 1 - H —-CHZ—-E-C-(C;\/@/
o
557 C}-—Q—CHZ" 2 2 1 - H —(CHZ)Z_{E{"C O
GHa @
558 o )oHs 2 2 1 - H it
0 &
559 c»——OCHg- 2 2 1 - H —CHN-C
CHs CF,
0 CN
- . —CH-NC
560 X )-chr 2 2 1 H ‘
CH,
Br
561 Cl—@—CHg- 2 2 1 - H —CH-N-C
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Table 1.52
Compd R b
0 . _ o
NoF.) R2>—(CH2)' k m n chirality R —(CHQ)E,iS-(CHQ)—q—G—RS
R
0 Cl
ci CHp 2 2 1 ; H —CHNC
562 —)-cre e
CH,
. CF,
563 C!—OCH;- 2 2 1 - H —cl:H-ﬁé
! CH3 FJC
o OCH,CH,
564 = )CHr 2 2 1 - H —CHNC
2 ‘ I ﬁ
CHj
R CF;
5 ¢ CHy 2 2 1 . - @
56 \—@— 2 H <‘:H~}r:lrc
CH,
OCFs
566 CR—@-CHz- 2 2 1 - H —?H-Hc
CH;
Ob
C CHy- 2 . - ' - C
567 i——@— 2 2 1 H <|:H-£{rc
' CHs CF,
F
568 c»—O—CHz— 2 2 1 - H —cl:wﬁc@
CHs CF,
CF,
' CHyp~ 2 2 - - C
569 Ci—-@— 2 1 H cle-l_r\{kc
CHs F
4 o CF,
570 o{ pCH- 2 2 1 - H _C‘HELCO.F
CHs
. ol'Y  Cri(CHa
571 cl CH 2 2 1 - H - C
o iy
CHy
ol cFy
572 c—{ JCHr 2 2 1 - H - @
2 (|3H-ﬁC
CHy
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Table 1.53
AL A | i“
Cofogéd' R2>—(CH2),— k m n chirality R —~(CH, g (CHp)gG~R®
. . OBr
_ ll/
573 m—@—cm 2 2 1 - H (|:H—H'C SI
CHs
‘ - - —chnC— ]
574 oX pcHr 2 2 1 H L ‘(S\/LBr
CH,
: @
s ) i -crnc—< ]
575  o{ )Cr- 2 2. H R
R 3
%
; . —cH-NC— ]
576 c1——<}—cH2 2 2 1 H [ H 0 ach,
CH,
R H,C
.C?_h
577 CI—QCHz‘ 2 2 1 - H —(IJH-{_TC o|
CHs
?
— /
578 o )G 2 2 1 - H ?F*;\;C*/SID
CHs
%
_ /
579 m—@—cm— 2 2 1 - H clwgc—(;@
CH, H
’ _ " /
580 C)——OCHZ- 2 2 1 - R C‘H'{;*C’(SICHJ
CHa
Q
- /
581 Cr—-@—CHz- 2 2 1 - H SHirc=]
CHy
. HyC
!
- . _ "y
582 cn—@-cHz 2 2 1 H e
CH,
?
- /
583 Ci—@—CHZ— 2 2 1 - H clH-ﬁc—(r;@
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Table 1.54
R 4
Compd. >’(CH2);— n chirality R® (CHQ)—i(CHo)a'G_RS
No. R _ P RS
0 9
584 cu—@—cm- 1 - H _?HﬁfC'@-C
CHj
?
585 C!—OCHZ- 1 - H —?wﬁc—Q—cm
' CHs
' 9
586 Cr——@—CHz- 1 - H —?HNC—Q—CI
CH, _
Q
587 CI‘Q—CHz- 1 - H —C‘H-N‘C—Q-CF:;
CHy
) .
588 cn—-@»CH2 1 - H -—?H—ﬁC—@—NHZ
CHs
®
589 C{_)-CHe 1 - H —grC CCHa)
‘ CH,
- ?
590 cn—@-cm— 1 - H —(lZH-NC CH(CHa),
CHs
9 .
591 Cl—@-CHZ— 1 - H —ClIH-N-”C—Q—N(CHS)Z
CHs
' Q
592 cn—@-cag— 1 - H —clH-Nc OCH3
CHs
?
593 C@CHz- 1 - H —cl:H—f;(kc CH,OH
CHa
?
594 CI—Q—CHZ- 1 - H —CH-ﬁc OH




WO 01/10439 PCT/JP00/05260
74
Table 1.55
R! )
CoNrr;pd- R2>—(CH2),— n chirality R (CHQ)Q—T—;(CHQ;;G-RG
: R
%
595 Cl—@-CHz— i - H —(|3H-N-C—< >—<:och3
CH,
% i
. ) —CHNC C-CH
596 c;—@—cm 1 H ‘ 3
| CHa
. Q
’ o C-CH,
CHp- 1 - H - &
597 C*‘@‘ 2 cl:H—ﬁc
CH5
~crnc—
598 o )-Crr 1 - H o
CH3 .
_ ol
599 co-@—c;Hz- 1 - H (IJH-jf;}“C g
‘ CH; CHs
- i
600  cr{_)-CHr 1 - H Frv ook,
CHy :
_ | 9' QCH;
- - ~CHN-C
601 CI—QCHZ 1 H ? i
’ CH,4
0] N(CH3)2
- 602 cr—@—m;r 1 - H ~CHNC
CHs
5 NH,
603 c’—@—cm— 1 - H —?wﬁg
CH,
?H—N—g 7]
604  oF{ )-CHr T - H T 'Q
CH, H
D ~
605 C»—@—CHZ- 1 - H R e
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Table 1.56
R' )
Compd. — feali - — ),_i_ Y
NoF.) R2>—(CH2), k m n chirality R (CHszs (CHo)7G-R
‘ 0~
606 cx—@—cm- 2 2 1 - H “?H’{},”C‘Q
CH,
0 CH,
607 CI—O—CHZ— 2 2 - H -(":H-ﬁ-c !
‘ | CHsy
' . . s~CHa
608 cx—®—CH2— 2 2 - H B )
CHy H3C
D A
609 c»——@—cm— 2 2 A - H "?H'HMC‘CO
CH; HsC
oY
610 o pCHm 2 2 1 - H (R @s
CH; oG
. Hy
: 0 C(CHa)3
611 o pChr 2 2 1 - H R C@/
’ CHy HC
612 cr—@—cm— 2 2 1 - H _‘fH'?fECo(@
CHz HC
? CHg
613 cx—@-cHg- 2 2 1 - H —‘fH'HMC‘Cc;
CHy FsC
? CH,
614 o pom- 2 2 1 - H —ernG— T
CHy F,c O
R
615 Cr—@—CHg- 2 2 1 - H —TH—ﬁ—c 1
CHy
616 cn—@— CH 2 2 1 - H _?WHME@V@
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Table 1.57
Compd. R’ i“
ompa. CH.,)— . ‘a3 _ -
NG, ‘R?>—( 2); k n chirality R (CHszS (CHo)7G-R
617 cr—( >—CH* 2 1 - H - H-N-CO
2 ? N
CH,
618 c.—@—cm- 2 1 - H ~GHC
CH(CHg),
CN
619 CQ—@-CHz- 2 1 - H ~CH
CH(CHjg),
0 Br
620 c:—-@—cw— 2 1 - H —ClJH-EC
CH(CH3),
cl
621 cr—@—w; 2 1 - H —c|:|+§c'
CH(CHg),
' o  NCHa),
"
622 cr—@—cm— 2 1 - H —CHN-C
CH(CH3),
OCH,
623 cv—@c:—iz- 2 1 - H —?H-r;*rc
CH(CHa)»
' o NO
624 C)—OCHZ- 2 1 - H —(le—ﬁc
CH(CHg),
o NH,
625 c,—QCHz— 2 1 - H —?wﬁc‘@
CH(CHy),
Fe
626 Cl—< >—-CH— 2 1 - H - .
2 ?Hu c@
CH(CHy),  CFy
o OCH,CHj
627 C)——@—CHz- 2 1 - H e

CH(CHa)s
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Table 1.58
Compd. R’ :
ompd. — ol :
NoF.) R2>—(CH2), n chirality R? —(C Hz)p—g-s—(CHZ);G—RS
CO,CH3
628 Cl CHy~ 1 - ~CHNC
—O ? H e
CH(CHa)z,
‘ oR CFa
o oo 1t 1 S
29 cr—@ 2 H f“’ﬁc
CH(CHa)a
| OCF,
630 Cr—@—CHz- 1. - H —(‘DH—ﬁé ‘
CH(CHgz),
o€
631 cn——@—crig— 1 - H —GHNC
CH(CHs),  CFy
oF
632 -ér—@—cm- 1 - H —?ch@
CH(CHg),  CF3
| CF3
633 cr—@—cm— 1 - H —c‘:wﬁc
CH(CH3), F
| o CFy
634 xﬁ(;r—@'CHg— 1 - H —?H‘§C_< ’>“F
' CH(CH3)2
oM ()
635 ¢ CHy~ 1 - H - C
)~ ~ ?“ﬁcb
CH(CHa)s -
o CH,
N E
636 cy—@—cr{z- 1 - H —?H-r;{rc
. CH(CH3),
§ | CF,
637 c»—@——CHZ- 1 - H 'Cﬁ*ﬁc
CH(CHa)z
. ) _ H- 1"
638 o )-C, 1 H Trye e

CH(CHa),
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Table 1.59
R 4
CON”(‘J?"- R;>(CH2)j_ k m n chiralty R —(CH2)5—ZS—(CH2)5—G—R6
@
630 o pcHs 2 2 1 - g ~cl:w§c—©—N(cH3>2
. CH(CHa),
%
640 Ci——@-CHz- 2 2 1 - H —ClJH-ECQOCHg
CH(CHa)a
? |
641 Cr—@—CHz- 2 2 1 - H —<‘3Hr§c—<;>—cogm3
CH(CHa)y'
0~ 9
642 c»—@—cm- 2 2 1 - H —clwgrc—©—c
CH(CH3),
- 0
643 C)—@—CHZ- 2 2 1 - H —CfH—EC—@—CFa
: © CH(CHa),
9
644 Cl—@—CHz- 2 2 1 - H —(|:H_§C_©_C(CH3)3
CH(CHg), '
0 v
45 o pcr- 2 2 1 - H *?HﬁC‘@—NHz
CH(CHa),
, o :
646 o{ por 2 2 1 - o —cwﬁc;@—cmorq
' CH(CHy),
% %
647 o O 2 2 1 - H ~GHeNC C-CHy
CH(CHa)a
@
648 Ct—@—CHZ- 2 2 1 - H —?HEC—Q—CH(CH:,)Z
CH(CHz)e :
_ 0 |
649 c»—@—cm- .2 2 1 - H -?H—ﬁC—@-OCH(CH;)z

CH(CHa)a
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Table 1.60
R* ¢
Compd. CHam & n chiralit R - ri H,)e-G-R®
No. R2>_( 2)] m y R (CH2DR5 (C 2)&' R
R
)
850 ¢l CHr 2 2 1 - H et
_O 2 c:—;—:—c
CH(CHa3)2
N
CHCH3
651 o pomr 2 2 1 - H ey
CH(TH3)2
, ?
652 cn—@—caz- 2 2 1 - H ‘_?H_HN—C—O_NOZ
CH(CH3)» i
653 cr-—@—CHz- 2 2 1 - H _?'*'HN'C‘QO(G%MCH:*
G—*(CHS)Z
o \\C-CH:,
- 2 1 - H M
654  c )-orr 2 - e
’ CH(CHa)2
_ ﬁ)HZN CF3
655 CI—Q—CHQ- 2 2 1 - H —?H—g-c—@
CH(CHa)
9 4
656 o pcHr 2 2 1 - H —grre
_ CH(CHa),
_ ' P,
657 Ci—©—CH2- 2 2 1 - H —wgc{j
CH(CHaj)2
: f
658 CF—@-CHZ‘ 2 2 1 - H — H_ﬁ-c o
CH(CH,),
? v
658 o{ pcmr 2 2 1 - H e
CH(CHa)y - °
660 Cl—Q-CHz— 2 2 1 - H ~?%M§€\/©
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PCT/JP00/05260

9]

I

D
!

1
Compd. R (
No. R2>.

n chirality

- .
R —(CHQ#p - (CHp)7 G-R®
R

661

Q
@)
I

MI

9]

N

O
X
™y

663

664  cr{_)-CHr
665 cr—@—Cle-
666  cr{_)-CHr
667  c{_)-CHr
668 c1—-®— CHr
669 o )-CHr
670 o _)-CHr
671 o_)-Crr

H —?H—r\»c &

CH(CHg); OCH,

H - H—N—C~&

CH(CHg

H —H—N——&

.- wc&

CH(CH:;
Qs ~.CH3

H —?H-L»&&

CH(CH 3).

" - H—N—C~<\:]

CH(CHa)2 CH,

H —(‘TH‘Q}‘C"QB‘_

CH(CHj),
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Table 1.62
A 4
Compd. >(CH ) k m n chiralit R ~(CH %—T—CH G-R®
No. R 2Jj 4 ( 2pR5( o
i %
672 o pCH- 2 2 1 - H —fH“H"“C‘/N\J
CH(CHj); H
‘ A 0 ,
673 Cf_O_CHz‘ 2 2 1 - Ho "?H—?im@
“C(CH3)y -
Hg
T
674 o powr 2 2 1 - H ~Grpo4 ]
CH(CHa),
i %
675 o pcHm 2 2 1 - H _?WQ*C‘/;LCH
C(CH3)2 ’
676 o )cHr 2 2 1 - H “‘f“‘ﬁ”c‘/g@
CH(CHg), H
- H—Mg 4
677 Cl—@-CHz- 2 2 1 - H ?H ‘(N\’©
CH(CHa)2 CH,
. H3
'
678 ca—-@—cm— 2 2 - H *?H-HN-C |
CH(CHg)2
? 7
679 cr—@-c:Hz— 2 2 1 - H _?H—HMC‘(;Q
CH(CH3),
9/
680 Cl—-@-CHz‘ 2 2 1 - H -_&HMC-Q\B,
' CH(CHa)a v
9 o
681 cn——@—cm- 2 2 1 - H - HHMC‘Q(CH
CH(CH3) ?
i %
682 c»—@—cm- 2 2 1 - H —ﬁH-HN-C_(C;[LC(CHg)g
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Table 1.63
Compd R! . Fﬁ4
NO;:.) ) R2>—(CH2)J— m n chirality R® _(CHz)pRS (CHz)q—G—HG
c 2 H S scw
CH(CHa),
684 — )-CHr 2 1 - H B &Mg_@’?
c » H 5~ CH(CHa)s
CH(CH), I
<:> , 2 1 - H - WME‘@’P
685 c CHy H S-CHj
' CH(CHy),  §
| ?
686  cr{_)-CHr 2 1 - : TR
CHZCH(CH3)2
687 CI—Q—CHa' 2 1 - H —CHNC
0 &
688  c—{ )-CHr 2 1 - H —CHMQ
U &,
o O
689 o )-CHr 2. 1 - H “ch C
9 Br
690 Cl—{ )~CHp~ 2 1 - H 'E)MCO
0 NCHs)2
691 cv—< )~ CHa~ 2 1 - H "®C@
o  OCH;
692 o~ )-Crr 2 1 - H *@CO
. (? GJ
693 i )-CHr 2 1 - H "@C :
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Table 1.64
H1 . 4
Compd. CHa)~ n chiralit R —(CH )—T}—CH G-R6
o R2>—( 2); m ity R ( 2sz5( 5
0 OCH,CH4
694 CI—OCHQ- 2 1 - _UC
0 €0 ,CHj
695 Cl—@—CHz— 2 1 - _UC.O
o OCFy
696 CI—@—CHQ' 2 1 - —@c@
697 cx-—@—cm— 2 1 - —@PC-O—CN
9 .
698 C'—@—CHz- 2 1 - _®C‘©—N(CH3)Z
' 0
699 Ci—@—CHZ— 2 1 - —if)&c@—ocm
9
700 cr——C>—CHz~ 2 1 - —£+)N-c—<;>-cozcm3
¢ ?
701 o )-CHr 2 1 - -@c—@—c-cm
o
702 cn—@—cm— 2 1 - —@c@—ca
?
703 c:—@—cr«z- 2 1 - ~®c CH(CH3),
Q
704 cn—@—cr«z— 2 1 - —CH-N-C@—NOZ
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Table 1.65
Compd. R;>(CH2)j— k m n chirality R® —(CH )—i(w 5-RS
No. 3 ZDAS ZEGAR

705 c CHy-

9 O
)

¢ CH,
CHy 2 2 1 - H ‘@ ‘@

706 ¢©
. 0 CFs

|

707 oK )pCHs 2 2 1 - K —E;jé;
. ICP Br
708 cn-@-—cx—if 2 2 1 - H ~®c—@
? SCHj

709 CI—@—CHZ- 2 2 1 - H —@c Q

;

‘ %
710 CHn 2 2 1 - H —©*C©
Br

— - CH- P oy
711 c CHr 2 2 1 - H —CHN-CQ
: CHy
P
712 Ct—@-CHZ- 2 2 - H —EHNCTN

e}

é é
z ©
=
ro
N
xI
|
0
T
T
&=
8

. : %
713 CHr 2 2 1 - H _®C@
714

715

o]

. o
CHy 2 2 1 . H ‘@C‘@
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Table 1.66
Compd. R’ : R
No. R2>‘(CH2)1— k m n chirality R —"(CHZFE(C%E’G‘RG
. o )
716 o )CHy 2 2 1 ] H —@cw
H
I(P 0. NO2
717 CI—Q—CHZ— 2 2 1 - H —wc‘g.
v %
718 Ct——@—CHz— 2 2 1 . H —@c
H
. 0
719 c&-@—cm— 2 2 1 - H ‘CH'N'C“)\\.j
9 Br
720 o _poHr 2 2 1 - H —C*N’C@f
P~
721 o o 2 2 1 - H ~grn-c~( ]
' CH,
9 "
722 cr—@-criz— 2 2 1 - H —CH—N—C—@—QHZOH
P
723 Cl—@—CHZ— 2 2 1 - H -®C‘Q—NH2
P
724 o pcHr 2 2 1 - H —@cgcmg)a
P P
725 cr@—cm— 2 2 1 H —@c—@—c@
. P 7
726 cr—@—cm— 2 2 1 - H “@C—@—ﬁ-C-CHJ
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Table 167

Compd R! - '

. — - _ -R6

o F?2>-(CH2), k m n chirality R (CHQ)ipRS(CHQ)-q—G R
ff

727 cx—-@—cm— 2 2 1 - H *@c@—c:
1]

728 CI-@—CHZ‘ 2 2 1 - H ~®c~©
o N0
it

729 ce—@—cm— 2 2 1 - H ~®rc

. ’ l? |

730 Ct—OCHZ“ 2 2 1 - H —<H~)N~C ‘

q
o CHs

731 o pors 2 2 1 - H -@ﬁd
0 CF,
| .

732 o )CHs 2 2 1 - H ~crnc~ VF

‘_@' CH- g
733 ¢ CH- 2 2 1 - H - Q
0HO CH(CHa)2
0 &
. I .
734 cn—@—CHZ- 2 2 1 - H —@cQ
: F
oR_ s
l
735 Ci—@-CHZ- 2 2 - H —@c
- P

736 o o 2 2 1 - H —p C‘Q
HoN  CFg
0 &
f

737 cn—<i>—c:H2 2 2 1 - H —@»c@

F
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Tabie 1.68

1
Compd. R (
No. RZ>—

O
I
S

4
™ k m n chirality R? —(CHQ);is'(CHZ)a-G"RG
R

P CHa
738 o powr 2 2 1 - H —@C@/
HaC
?
739 o o 2 2 1 - H _wc af
¢ NO,
740 CI—Q—CHZ— 2 2 1 - H —@c‘g
. HaC
. Q NO,
741 cv—-@-cm— 2 2 1 - H "CH"N'C‘@
? H
: I
742 Cr—@—CHg- 2 2 1 - H ~CHN-C_&
e
743 o pomr 2 2 1 - H —CHN-C_
_ ’ 0 CH;
. . |
744 o pcHr 2 2 1 - H —@c
. : 9 0--C{CH3)3
745 Cr—@-CHz— 2 2 1 - H “@C \
Q CHy
—CHN-C
746 ¢ CHe 2 2 1 - H SN
9 CHaq
747 o )pomr 2 2 1 - H —CHN-C 0
F3C
’ el
748 o pomr 2 2 1 - H —chc S
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Table 1.69
R! @—4
Compd. " >~(CHpJ~ k m n chiralty R  —(CHpgT—(CHpgG~R®
No. R RS
o}
749 o pcHr 2 2 1 - H —CC)N-E—%\SNVQ
K
750 o o 2 2 1 - Ho Nl C@
HaC
9 CH,
751 o o 2 2 1 - : —?H-HMC—Q
: CH,OH
p
752 o _)pcHs 2 2 1 - T H BN
! CHQOH CFJ
| CN
753 o _pcH- 2 2 1 - H TR
_ : CH,OH
9 Cl -
754 o )-cHm 2 2 1 - H R C
_ CH,OH ;
. P QOCH;
755 o _)cH- 2 2 1 - H ~?H-£fc—< §
CH,OH
0 NO,
756 CI-O—CHz‘ 2 2 1 - H BN S
CH,OH
? OCH,CH3
757 Cl‘@‘CHz‘ 2 2 A - H "'?H"HN_C‘O
‘ CH,OH
| 0 CO,CHg
758 cr—@—CHz‘ 2 2 1 - H TETHe
CH,0H
OCF5

759 cy—-@- CHy,~ 2 2 1 - H —?H—h}-g*@

CH,OH
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Table 1.70
Compd. R' '
Dm . —_— 0 - : .
mp R?>(CH2), k m n chirality R —(CHz)FyZ?(CHz)q-G—RS
CFy
760 o pcHs 2 2 1 - H —Cre-C
CH,OH F
0 CF,
761 c¢—®‘cm2— 2 2 1 - H —?wﬁ—c—@—F
CH,OH
| CF,
762 Ct—@-CHg- 2 2 1 - H —CH-N-C
CH,OH
763 o pomr 2 2 1 - H —CHN-C
CH,OH
FHs P
764 Cr—@—CHZ- 2 2 1 - . H —?‘fj‘c
CHa,
CH,
¢Ha @
765 ¢ CHy 2 2 1 - H —c
CHg
CFs
CHa @ :
76 Ct CHa~ 2 2 1 - H —C—
6 —@— 2 N-C
CHa
767 cx—OCH— > 2 1 H s 9 (0
2 - G- o
CH3
Br
PHs
768 Cl CHyp~ 2 2 1 - —C—
_Q_ . H NG
CH,
OCF,
: PHa
769 C CH,- 2 2 1 - H —C— "
CHs
CFs
fHa @
770 o pcHr 2 2 - H —c—
2 e
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Table 1.71
= 4
Com d- > — H 1 r J— )_i_ —
Noé o (CHy); chirality R? (CHQDRS (CHp)eG-R®
CF
Hsy 3
771 cx—-@—cm— - H —;—f:{r@ F
CHs
PHa P
772 Cl——@—CHz— - H - —}&C‘@*CH
CHy ‘
GHs
773 m——@-cr«z— - H -?—';fc‘(olc -
CH3 ( 3)3
_ _?faw g y
774 o )-CHe- - H N _@l\sw
CH
Ha
s
- e /
775 C"@‘CHz H et )
CHa (CHa)a
® el
776 ¢ CH,- - H TTH =
2 cH:l
Fa
fHa @
777 oG - H —relL,
CHj 3
NO,
fHa 9
778 m—O—CHz- - H —C=N-C cl
CHj
' o
. ¢Ha Q
CHa- . —m
779 o= )-c, H NG
CH,
NO,
fHa P
H - - — -
780 CI—@—C 2 H N-C
CHj,
GHs p
781 c»—-@—cm- - H —?—FI\J{—C‘(;Q
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Table 1.72
R! : yii
CONI'T(’)Pd- R2>—(CH2),—- k m n chirality R "(CHszs (CH2)Q—G_R6
oHy OCH,4
782 cv—@—CHz‘ 2 2 1 ; H e
CH,
oy OCH,CH,
|
783 o _pcw 2 2 1 - ; B
T CH3
| . ?Hg ?? CF5y
784 Cr—@-CHz‘ 2 2 1 - H —f—HMC-CH"‘@
| CHs
| ?Ha ﬁ) OCHg3
785 o e 2 2 1 - i TR
CH3 OCH3
i
786 ok pCHm 2 2 1 - H AN
HZC—CHQ
0 CHa
)
i —C—N-C
787 o pch- 2 2 1 : S
Hzc—CHz
0 CFs
|
) i —G—N-C
788 (;;—-<}—CH2 2 2 1 H /C\ N
H2C—CH2
‘ 9 q“CH3
) i e}
789 o )CH- 2 2 i ‘/C\”?f:d
Hp C— CH2
? Cl
- | yinia®,
790 o p-cHr 2 2 1 H AN
HZC—CHZ
NO»
791 C)——-O_CHz— 2 2 1 - H - —!”\_‘}—C
HzC_CHg
ﬁ) OCF,
] ) —G—N-C
792 o )Chr 2 2 1 H N

Hzo—CHz
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Table 1.73
Compd. R>(CH2);- k m n chirality R
No. R
793 cn—@—cm- 2 2 1 - H
794 m—@—cm- 2 2 1 - H
795 cn—@—cm- 2 2 1 - H
796 CT‘—@_CHQ’ 2 2 1 - H
797 cr—-@—CHz- 2 2 1 - H
798 o poHr 2 2 1 - H
. (P Fa
. I
- 2 1 - H —G—N-C<
799 C'_<3_cHZ 2 /C\ H CHs
H2C_CH2
o NO».
. . !
800 or{ pcHr 2 2 1 - H DAL YA
HQC_CHZ
N—@ 4
801 Cl—-< )CHr 2 2 1 - H I\ H —Qij
Hv)C_CH2 H
0 OCH3
802 o pom 2 2 1 - H “/C\"S"CO
Hzc_CHz
0 OCH,CHs
803 o porr 2 2 1 - H RN

HgC"'CHa
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Table 1.74
Compd. R’ ‘ ' fi
NO;? } R2>_(CH2)‘.— k m n chirality R® “‘(CHszs (CHZ)CTG_RS
804 o )pomr 2 2 1 - " _/C\—HM_CHZG
HzC—CHg
’ OCH,4
805 o o 2 2 1 - i AN
HaC—CH, OCHj
? Br
i
806 o )oHr 2 2 1 - : AL
H2C——CH2
|
807 ¢ CHr 2 2 1 - H AL,
__@ 2 | (CH)r g-NHy
e
?' CHa
~CH-N-C—( ,>
808 C CHy 2 2 1 - 4 o
—_)-cHe (O) 7 G-y
. ‘ o]
? Cl
—CH-N-C~{ />
c CH 2 2 1 - H
809 ,_-©' 2 (":Hz;;g'NHz
o]
o G
i /~0
810 ¢ CHr 2 2.1 - H- TR
"'@‘ 2 (CHa)o~ G-NH2 @
' (8]
Hgs
—CH-N-C NO
c CHr 2 2 1 - H 2
811 —_)-cH: Gre-tes,
(e}
—-?H—N—g—@
812 ¢ CHr 2 2 1 - H §
’_Q 2 . : {CH o) G~NH, St
(o]
. —er-t\rg—@—CF
813 ¢ CHe 2 2 1 - H “ 3
@ 2 (CH2)-G-NH,
(o]
QOCF;
9 d
814 C*‘OCHz- 2 2 1 H T

(CHa) 7 G- NH,
e}




WO 01/10439 PCT/JP00/05260

94
Table 1.75
Compd R1 ; | )__id 6
Nor?- F{)—(c:Hz)j— k m n chirality R —(CH,epRS (CHa)g G—R
CFy
—~CH-N-C
Ct CHyp- 2 2 1 - H H
815 O ? (CrC-NH, F
o]
' CFs
O O
—CH-N-C:
c CH 2 2 1 - H H
816 : (é’*z)z’%‘ NH,
o
CFa
e
~CH-N-C F
. CHyp- 2 2 1 - H
o Oren
@]
9 Br
~CH-N-C—( ,>
ct CHe 2 2 1 - H H
a1s o= )-on Eire-si,
Q
CF3
—CH-N-C:
CH,~ 2 2 1 - H H
819 ¢ C ’ . (CrrG-NH, CFs
(o] .
—CH-N-C NO,
_ - H
820 c»—@—mz 2 2 1 H Py
o]
o NO,
|
821 u—@—cm— 2 2 1 - H — H——HN—C Cl
A CH,OCH,
’ , O 5 SCHs
822 o )pcHs 2 2 1 - H —?H—,&C—Q\J/
v CH,0CH4
. o 4
823 o o 2 2 1 - H —?H—Hmm
CH,OCH;
o 1
|
- . —cH-N-btl
824 cn—@—cm 2 2 H HoN
CH,0CH;4
P
- /0
825 CHy 2 2 1 - H e

OE
O
I
o
()
(9]
T
o
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Table 1.76
R! !
Compd. (CH,)— irali R — -6
2 n chiralit R CH (CH, ) G—R
No. R2>_ ] Y ( 2P es 2l
P
|
826 cr——< >—CH— 1 - H —CH-N-C—¢
2 H CHs
CH,OCH, ,
—?I—F—N-éi) 7/
827 c CHy~ 1 - H H
o RS
0 OCF,
1
828 cx——@—cm— 1 - H —CH-N-C
CH,OCH;
0 CF4
829 c»—@—CHz" 1 - H —GHNC )
CH,OCH;  F
4 9 CFs
830 Ci—@-CHZ— 1 - H —-(]“,H—HN-C‘Q—F
CH,OCH;
? Br
|
831 cr—-@—cx—iz— 1 - H —CHN-C
CH,OCH,
0 o
832 cr—@-criz- 1 - H —GH-N-C
CH,OCH,
0 NO,
833 cr—@—cx—iz— 1 - H - H—r;{}—c‘@
CH,OCH3
9{ >— F
834 CQ—@-CHZ— 1 - H —GH-N-C CFa
CHoOCH;4
835 Ct—O—CHz‘ 1 - H —qHC
_ CH,0CHj
0 CHg
- - - H-N—C-®
836 o )-cHy 1 H ;
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Table 1.77
R! )
Compd. (CHo)— n chiralit R —(CH ),-T— CH,)-G-RS
No. R>— o) y ( szS( )T
o
|
837 Ct—@‘CHQ‘ 1 - H —CHN-C
CH,OCH3
0 OCH,CH;
|
838 m-@—cm- 1 . H —(fi—i—-‘HN-C
CH,OCH;
' OCHj
I
839 cr—@-cm— 1 - H - H—-ﬁ—C OCHjy
CH,OCH; - OCHj
840 C)—Q'CHZ— 1 - H —(CHz)a—E':
841 CI—Q—CHZ— 1 - H ~(CHg)~C
o ,
842 CP‘@‘CHZ‘ 1 - H _(CH2)2—C_©_C]
o CHa
843 Cl—@*CHz- ' 1 - H ~(CHp)=C
. HaC
%
844 o )-CHr 1 - H ~a)-c—{ Ycry
% 0
845 C CH,~ 1 - H =(CHy)p-C < > S-CHy
. '_O‘ 2 5
0 .
846 o—@—cm— 1 - H —(CHQ)Z-C—Q—O‘Q
o F
847 cq—@—caz- 1 - H -((:}42)2-'6C§-oc:r13
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Table 1.78
Compd R (
No. R2>—

' : Q
848 ' 2 2 1 ; H —<CH2>2—C—{ -cH

O
I
(.
~l
~
3
o

4
chirality R3 —(CH2)—T'p : (CHo)7 G-R®
& .

cr——@—CHz-
H3C
0 OCHg
849 cr—@—CHg- 2 2 1 - H =(CHg)2=C
HyCO
| 0
850 C|—-< >—CH- 2 2 1 - H —CH2—§—< >—CH3
? 0
o CF3
851 C"’@‘CHT 2 2 1 - H ——CHZ—N—C-@
- 0
852 C)—O_CHZ‘ 2 2 1 - H _.CHZ_.HNC_HN_QCF:‘
Q
853 o )om 2 2 1 - H ~ ey C-N )
o  CH4
e T S
854 Cr—Q-CHg CHg-N-C-N
0 _
855 cn—QCHZ— 2 2 1 - H —CHz—ﬁC-g—Q‘CHa
Q
C'CH3
Hp~ 2 2 1 - H %
856 CI_OC 2 —CHZ‘—L\{C-N—-O
o OCH,
857 cH{ JCHr 2 2 - H _CHZ_HNC_@
858 Ci

0
CHy~ 2 2 1 - H —CHZ—L\{C-Q—Q—OCHJ

- Q
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Table 1.79
R1 . 4
Compd. (CHy)—  «k chiralit 3 —(CH ¢ CH,)=G—R®
, o [of
859 cu—O—CHz— 2 - H —CHo—ﬁ&- S
CN
0
860 cr—@—(:Hg— 2 - H —CHz—w‘?‘
s
CH,- 2 - H — CHa=N-C-
861 cr—O- Ha CH, ﬁ-c HN—@
S
862 C)-@"CHQ“ - —CHf,—-H-C-l_t\i!—Q—CHg
s OCHs
863 Cr—@-CHz- 1 - _CHZ_M&‘:_N_@
H  H
S
864 cr—@—cm— 1 - —CHz—r;{}-C-Q—@—OCH;,
P
365 Cl—OCHz’ 1 - —CHg-uji‘@—CHa
o CF,
866 C'—@'CHg‘ 1 - "'CHZ_HN"§
' o CF,
- ~ CHa~N-
867 CI—QCHz 1 CHy~N ES')
CF,
%
868" cr—@-wz— 1 —~CHz"N-$ CH,CH,
. 0
869 cn—@—cr—iz-' 1 —CHz-irﬁ CH(CHa)2
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Table 1.80
R . )
Compd. (CHp)— k chiralit R —(CH ri— CH,)G—R®
o CHa
870 CP—lQ_CHZ' 2 - H —CHz-S_ES:)
?
871 C CHj- 2 - H —CHm NS (CHg)aCHy
- 5O
9
872 Cl—@'CHz- 2 - H —CHZ—&‘-(‘SS‘@
%
873 Ch@'CHf 2 - H —CHZ—HN-C-OCHf@
o Cl
874 cr—@—cm— 2 - H _(‘;HO-C-Q{_@
, CHy
| o CF5
875 @'CHz‘ 2 ; H -CHQ—N-("ZO
H
| o CF4
876 Bf—@—CHz' 2 - H *CH[‘N‘&‘@
H
o CF,
877 | NC‘@'CHZ‘ 2 - H —CHQ—EC‘@
o CFs
S o "
879 OOCHQ- 2 ; : —CHZ-Q;C-O
o™o . o CF
880 2 : H ~criepr e
H
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Table 1.81
R! )
Compd. — ol ' - )__T_ _n6
No? R2>"(ICH2), n chirality R (CHQQRS (CHo)gG-R
Br 9 CF3
881 CH,- 1 ) H —CHz—HC—@
@-O 1 y 9 CF;
882 e —-CH;EC*@
Cl o CFy
883 O—CHz' 1 - H -—CHZ—N-C‘O
0 1 ! 0 CF,
884 %C'C‘N‘@‘C}{z‘ - _CHz—ﬁC‘@
| CF
Q o °
885 H:,C-§—©'CH2‘ 1 - H —CHz—t{r&—@
o
. o CF,
886 F—@—CHZ- 1 - H _CHQ_,;F*(":O
| " o CF,
887 F3c-®— CHp- 1 - H — CHy~ ﬁ&@
o CF,
0 CF;
‘889 CHz- 1 - H fCHfﬁc-@
() 1 ' 0~
890 - —CH,- O
O CHy CH=NC
cl N CFy
891 T H O

- CHQ- NC
H
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Table 1.82
R! )
Compd. (CHo)— k n chirality R —(CH )—T—(CH )=G—-R®
2lp | 2
No. R2>_ } pRS q
H:,CO O ) CF3
892 OCHz' 2 1 ) H —CHZ_&FC‘O
. 02N o CF3
893 CHp- 2 1 - H —CHé—ﬁC‘@
HQ CH, o CF,
894  HC CHy 2 1 - H P O
CHa H
o CF3
895 () 2 1 - H ‘CHz“gléO
CN ‘ o CF3
896 C}VGHZ_ 2 1 - H "‘CHQ“HN'C‘@
HOzc ' (‘:‘) CF3
897 @_ CHz_ 2 1 - H - CHQ" ﬁ‘C‘O
o CF4
898 HOzc_Q'CHz‘ 2 1 - H —CHZ—N&‘Q
OCHs o CF3
2 1 - H PPN
899 CHy CH, ﬁC‘O
o [t
900  Hy00,c{ )-CHr 2 1 - H _CHZ_{\;&_@
CF
> e
901 2 1 - H —CHy=N-C
CH— H
02N o CF
902 CH,- 2 1 - H _CHZ_{:‘C'_O

O,N
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Table 1.83
R! ’
Compd. (CH5)— k m n chiralit R —(CH )—j}' CHo)sG—R®
e g (O y (CHer [+ (OHaly
H,CQ o CFs
903 CHy 2 2 1 - H el O
OCHyg . 4
‘ HO ‘ o CF,
904 @CHZ, 2 2 1 - H RS- O
N o CF,
305 b—CHZ- 2 2 1 - H _CHQ—S‘CO
CF,

: o}
906 @——(CHz)J‘ 2 2 1 . H —CHz-gHHS O

e "
807 2 2 1 - H ~CH2—N—E':-©
: H

CH(CHg)z~
0 CF,
” O
Oros H
CF,
9 0
09 OppilDrew 202 1 - ; ~orepr el
910 C@CHZ_ 2 2 1 - H "CHz‘ﬁ‘C‘@
cl 9 CF3
911 QCHZ_ 2 2 1 - H —CHZ-I;{}-C@
Br ' 0 CF,
912 OCHQ- 2 2 1 - H ‘CHf&*CO
. Br ‘ . :
CF,

. . 0O
913 meo{_p-chr 2 2 1 - H ._CHZ_&PEO
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Table 1.84
R 4 A
Compd. (CH)~ n chiralty R —(CH G-R®
S B i
CF3
914 oo )-cnr 1 - H — CHp-N-C
o o  [CFa
915 @—CHCHz— ! ) i ~CHgr 1t C
916 N, )~ CHp= 1 - H — CHp-N-C
o CFs
917 DCHQ- L : -CHrN"&@
_ H
918  Hcoc CHz—O- Hy- 1 - H —CHg~ N-C
CF3
919 mc—@- CHg- 1 - H —CHp-N-C
OCF, o
920 e 1 - H ~CHyN-C
: CF3
921 CHg— ! ’ ) = CHer -
o CFs
922 D> CHy- 1 ) 3 ‘C““”‘"’O
¥ H
© CF3
923 1 - H —CHp-N-C
CI—.Q—CH_ 2
ye o R
924 L H ‘CHF*C‘G
H
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Table 1.85
R' )
Compd. (CH,)— hirali ‘"3 — ),__T_ —R6
2 m n chiralit R CH (CH,y 7GR
No. R2>. : Y ( 2pRs 2/q
0 CF,
925  H,NC CH,— 2 1 - H —CHrHN-EO
: 0 CF,
926 @—CH CHam 2 1 - H _CHz_ﬁ_CO
FsC 0 CF,
%27 b 2 " —CrrC
0 CF,
928 FC CHy~ 2 1 - H _ '_@'
3 O_Q_ 2 CHZ‘S‘C
0 CF,
1 - H -
N ' 0 CF,
- H
931 b‘CHz‘ 2 1 —CHZ—}:}-C‘@
N02 P CFS
932 . CHy 2 1 - H —CHN-C
cHy 0 CF,
933 CH— 2 1 - H —CHyN-C
CF,
N
934 \ / CHQ"‘ 2 1 - H *CHrﬁ'?CP
o, 0 CF,
935 b,CHz_ 2 1 - H —CHZ—HN—CG
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Table 1.86
R! :
Compd. (CHo)— K irali "R3 — G-R8
2 m n chirality R (CH (CHo)
No. R2>_ ! | 2Pgs e
NOZ 9 CFJ
936 GCHz— 2 2 1 - H —CHQ—HN-CO
0 CFy
937 (HJC)QN—Q—OHQ- 2 2 1 - H __CHZ_E}_'CO
? CF,
938 C@CHZ_ 2 2 1 - H orrrt @
02 ’(P CF3
939 o o 2 2 1 - H | ~CHZ_HM_®
OH ﬁ) CF3
, F3 , ﬁ) CFZI
- 941 c 2:> cHe 2 2 1 - H ——QHZ—HN—C—@
CF,
942 cr—@-cm— 2 2 1 - H —?H-r;{rc
CH(CHg),  CFs
‘ CF,
: i} ' |
943 cr—@—on 1 4 0 | H ~OH -G
0 CHj
- |
944 Cr—O—CHz‘ 14 0 H —CHZ—HN-CO
0 NO,
945 cr—@—CHz— t 4 0 H —CHzN-C
P
946 CI—O-CHZ- 1 4 0 - H -(CHQ)z—ﬁ—(:—<—=->—No2
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Table 1.87
R i
Compd. (CHp) chirality R —(CHo)gT—(CHa)g G-R®
No. Rz RS
o OCH,
947 C CHy™ ) H —(CHz)z—ﬁ-CO-OCHg
o Cl
948 cr{_)~CHr . H —(CH2>3—C—HN—C>
%
949 c:—@—cw— - H -(CHz)g—c-ﬁ—cm@
950 Ct—'@—CHz" - H —CHZ—HME;
951 cn—OCH~ R H cH N—ﬁC)—Q—O-'g-CH
2 - Z—H . 3
® 7 .
952" cr—@—cm— R H —CHg—ﬁi—CAQ—N(CHg)g
| P
953  cr{_)-CHr R H ~(CHart-0~{_H-NCHa)e
| CH N—E
954 o )—CHa R H Y
: HaC-NH
7
HaC-NH
@_ (CHy) N—E
956 C CH,~ R H B @
HO
OH
957 c.—@-cHz- 'R H —-CHZ—H-E
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Table 1.88
C R' :
ompd. H ool : — )_i. Y
o R2>-(C o) k n chirality R (cHszs (CHo)gG-R
OH
958 Cl‘—Q‘CHz' 1 0 R H -—(CHZ)Q——N—E—@
H
959 cr—@—cm— 1 0 R H —CHZ—-N-E—QN—E—CH:,
H H
960 Cf—@‘“z’ 1 0 R H —(CHz)ft}(‘(‘: ﬁ-&—cm
7
961 CF‘@'CHZ' 1 0 R H —CHZ—t{"_C‘Q—ﬁ_CHa
%
962 Cl CHy~ 1 0 R H -
O- 2 (CHZ')Z—S—C—Q—&}-CH;}
P
963 Ct—-@-CHZ- 1 0 R H —(CHz)z—ﬁ—CfQOH
964 Cl—@—CHZ- 1 0 R H —CHrHN—ﬁC)—Q—COZCHs
. 0 :
965 cv—@—cm— 1 0 R H —(CHz)Z—-ﬁ-C—QCDZCHa
966 Ct——@-CHZ' 1 0 R H —CHZ—N—E—Q—E—CH;;
H
67 - o R AN
9 cx—@?—cH2 H —(CHz)g—HN—C—{D—C—CH3
968 ¢ CHy 1 0 R H _ 9.{;@«
f‘@‘ 2 CH;-L\{J-C
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Table 1.89
R' !
Compd. " >~(CHpj- k m n chirality R —(CHz)p—T—(CHg)q—G—RG
No. R RS
969 CP‘@‘CHZ" 1 2 0 R H —(CHZ)Z—N_EACQIH
H
° N(CH3)2
970 cr—Q—CHz- 12 0 R H -—CHZ—HN»-E‘Q
0 N({CH3),
971 o pom- 1 2 0 R H _(CHZ)Z_HM&@-
?P ' NHZ
(P NH2
973 o~ )pcws 1 2 0 R H G
f
974 CI—Q‘CHZ- 1 2 0 R H ~CHgN- NH,
» f
a75 CP—-@*CHz— 1 2 0 R H ‘(CHz)Z“{j‘C‘@‘NHz
>CH N—@
976 c>—©—0H2- i 2 0 R H I 9
) . . o NH
I
9077 o~ - 1 2 0 R H ~(CHa)N
o NH
978 CP-O—CHZ— 1 2 0 R H —CHrﬁ_CO’NH
PN
979 C|—©‘CH2" 1 2 0 R H —(CHZ)Tﬁ'CGNH
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Table 1.90
Rl 4
Compd. (CH,)— n chiralit R —(CH )—i— -R®
" R2> 2) y R (@ s (CHo)gG-R
wlon
980 cr—-< >-CH- 0 R H o] ~CHa
? —cw—a—'&—d
HNLE;P cH
981 CI—Q‘CHz- 0 R H Q ’
"(O"z)z‘g‘
?
982 o )-cHr 0 R H —Cr-C
(H3C)eN
1
983 Ct——O‘CHz‘ 0 R H —(CHZ)Z—HN—C
(H3C)pN
%
984 C"‘@"CHz‘ 0 R H —CHZ-—}II{}—C—Q—CHZOH
%
985 cr—-@—cHz* 0 R H —(CHQ)Z—S—C—Q—CHZOH
Cl—@' H— (I) CF3
986 é o R H —CHpN-C
H
@— H-CHy 0 CFs
987 1 i H —CH —N—CO
2 H ‘
0 CFy
988 C@"CHz" O N H _CH2_ﬁ—CO
P
989 o )-oHr o - H —creprbocn ()
P
CHy~ 0 - H -
990 cr—@— 2 CHz—If:J{—C—O
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Table 1.91
. . 4 .
Compd. R>—(CH2)]— chirality R —(CHz)b—i‘(Cng—G-RS
No. R . . RS
%
991 cr—@- CHy~ - H —(CHz)g—C—Q
OCHs

992 cr{_)-CHr - H (CHy)-C ocH;
0 CH3
}

993 CI—Q—CHZ' - H ~(CHo)~C

?

994 Cf—@_ CHy~ - H —(CH,)5~C
%

995 C)—'@_CHz" - H —(CHZ)rC—@—OCH;;
0 CH;
|

996 _Cl-@‘CHz‘ - H ~(CH)C-N_/

()

997 Cr—O'CHz- - H f H

CH,CH(CHa)
CFa
' N—lccR
998 Ck—@-CHz‘ - H —¢HN
CH,CH(CHy)2
CHy
‘ N—g
999 cw—@—cm- - H —eH
' CH,CH(CHy)2
0 OCHa
. |
1000 Cr—-@-CHg- . H —OHN-C
CH,CHCHah
A 0 OCH,CH;
|
1001 Cl—-@"CHz— - H —GHN-C

CHCH(CHy)y
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Table 1.92
R 4
Compd. >(CH2)5— k m n chirality R —-(CHz)p—T—(CHZ)q—G—RG
No. R . Bs
0 OCF,
]
1002 o< pows 2 2 1 - H g
4 CH2CHCHa)
0 CH,CHy
It
1003 cr—Q-CHz— 2 2 1 - H —C{HFI\;L-C—@
CH,CH(CH),
OCHs
i
1004 cw@—cm— 2 2 1 - H - HLHN~c
CH,CHCHg) OCHs
OCH;
Il
1005 o< pcHr 2 2 1 ; H GG OCH,
CH,CH(CHy), CCHg
0 OCH,CHa
: §
1006 Cl—O—CH2~ 2 2 1 - H —TH—HN—C OCH,CH,
CH,CHCHa),
o OCH,CH3
. 1]
1007 o< JcHr 2 2 1 - H —CH-N-C OCH,CHy
’ CH,CHCH3), OCHCHa
?
- w-o-@
CH,~ 2 2 1 - H fH
1008  cr{ )-CH, o
o]
CCH
—-fH—N—E—C} 3
CHy~ 2 21 - H H
1009 or{ )-chs | fr
0]
o OCH,CH,4
f
—CH-N-C
— CHs 2 2 1 - H H ‘@
1010 Cr ) (in)ﬂ*NHz}
(¢]
0 CH,CHy
[
—CH-N-C
CH,- 2 2 1 - H H
1011 Cl—< >— 2 e
(e}
0 OCH
- C
1012 C|—O—CH2- 2 2 1 - H ok

(CHz)z-G-NH, OCHy
0
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Table 1.93
R' 4
Compd. - - .
Nn;? R>(0H2)| k m n chirality R —(CHz)_j(_pRS (CHa)5- GRS
o OCH,
1]
1013 4 >—CH- 2 2 1 - H e CCHs
2 (CHa)zG~NH, OCH,
o]
0 OCH, CH,
1014 Cl—< >-CH2- 2 2 1 - H —GEHN-C OCHCH3
(CHz) G- NH,
o]
o OCH,CH,3
]
1015 cn—< >—CH— 2 2 1 - H —EHN-C OCHaCHa
2 (CHa)zG~NHz OCH,CH,
o
: ' 0 CFy
1016 o _pom- 2 2 0 - H _CHZ_HM& G
| %
CHy~ 2 2 0 - H -
1017 cr—_@— , | CHTHN_C@
| 0 OCH,CHs
1018 o pcHr 2 2 1 - H —CHQ—HMC‘Q-CCHZCHa
‘ © OCH,CH3
1019 cn—@—caz— 2 2 1 - H —CHN-C OCH,CHs
OCH,CH3
: 0 OCH,C Hs
1020 o _povr 2 2 1 - H - L_<_/ o
1021 cr—@—cm— 2 2 1 - H —CHy=N-C
F,CCH,0
OCHs
© 9
- ; ~CH-N-
1022 cr—-@—cm 2 2 1 H TH—HC
CHs OCH,
- . —CH-N-C
1023 o p-CHr 2 2 1 H cre

CHj




WO 01/10439 PCT/JP00/05260

113
Table 1.94
Compd F‘1>. :
No?. g2 (CHal— k m n chirality R —(CHQ%(CH%—G-RS
OCHj
1024 o _pcHm 2 2 1 - H —(?H-ar@ OCH,
CHg OCH;
& 0 OCH,CHj4
1025 Cr—@-CHZ' 2 2 1 - H —?H—E‘-C OCH,CH;,
CHy
_ & 0 OCH,CH,
1026 CQ—Q—CHQ- 2 2 1 - H ‘ —?H—}I:IJ-C OCH,CHj,
CHs OCH,CH3
- 9 OCHzCHy
1027 cr—@-cm- 2 2 1 - H -—?H—HMC OCHyg
' CHy
© 0 CH,CF4
1028 c:——@—cm— 2 2 1 - H -—ClZH-HN-C
CHs OCH,CF,4
. & 9 OCH,CH3
1029 Cr—@-CHZ- 2 2 1 - H —?H-*_f\fc
CHs
& 9 OCF4
1030 o pour 2 2 1 - H ~GHG
CHg '
& 0 * OCHg
1031 m—@-c&az- 2 2 1 - H —TH—HN-C
CHs
@ 0 OCHg
1032 cr—@—cm- 2 2 1 - H —Cé;H—-ﬁ-C
CHj OCHj
w0 CH,CH,q
1033 Cr—O—CHz— 2 2 1 - H —CéZH-HN-C
CHj
A OCH,
1034 cv—@-cuz— 2 2 1 - H —?H—f}:{f-c OCHjy

CHy OCH,
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Table 1.95
Compd. R | )
ompd. ;>‘(CH i k m n chiralit R — )—T— -RS
No. R 2); y R (CHa ol (CHo)gG-R
A '([? OCH,CHg
1035 cn—@—cm— 2 2 1 - H —Cé)H—HN-C OCH,CHs
CHy
@ 0 OCH,CHj
1036 cr—@—c;-lz— 2 2 1 - H —(é:H—HN-C OCH,CHy
CHa OCH,CHy
OCH,CH
m P e
1037 e o 2 2 1 - H —GH OCH,
CH
QCH,CFy -
(R) ?P 2 3
1088 o powr 2 2 1 - H ~Gi e
CHa OCH,CF3
. OCH,CH
P 2
1039 o )om- 2 2 1 - H ~GH
CHs
OCF3
A R
1040 cu—@—cmz— 2 2 1 - H —cé;H—}r;rc
CH,
OCH3
@ R
1041 cr—@-cm— 2 2 1 - H —ci;H-ﬁ-c
CHs
Br
1042 cw—@—cm- 2 2 1 - H —CHzNC
HaN
0 of
1043 Cr—@—CHZ 2 2 1 - H —CH;—\-C
H,N
CHy
1044 c»—O-CHz— 2 2 1 - H ~CHa=N-C
HoN
0 OCHj -
1045 C'_@-CHQ— 2 2 1 - H .—CHz—t{}-C

HoN
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Table 1.96
C g R‘ 4
ompd. —_ T ) — -
e R2>—(CH2), k m n chirality R (CHg)—T'pRS (CHa)gG-R®
cl
1046 cr—@—cm— 2 2 1t - H —CHN-C
‘ H,N  Cl
| 0 CHy
1047 CV—Q‘CH?‘ 2 2 - H —CHz=N-C
HaN  CHj
.1048 CH@‘CHZ—~ 2 2 1 - H —CHz—ﬁ-C OCH;
HoN  OCH;
. 0 CHs
1049 o o 2 2 1 - H _CHZ_HMCQ |
HzN Br
OCHg
o 9
Ho~ 2 2 1 - -
1050 pr—@—cz H ?H—gc
CH,CH(CHg), OCHg
CH,CH
(9 ? 2 3
1051 Ch@-CHZ- 2 2 1 - H ~CHN-C
CH,CH(CHag)y
OCHj
. © 9
1052 ce—-@~cx-12— 2 2 1 - H —GHN-C OCH,
CH,CH(CHg); OCH,
' 0 OCH,CHg
1053 c»—OCHZ— 2 2 1 - H -?H-{E{I-C—@'OCHQCHG
CH,CH(CHg),
1054 cr—@—wz- 2 2 1 - H - H-HN-C OCH,CHj
_ CH,CH(CHy); OCH,CHg
CH’ OCH,CH,
1055 cr—@—cm- 2 2 1 - H ’ —CH-N-C OCHj4
CH,CH(CHa),
CH,CF3
s P
1056 cr—< >—c:H2 2 2 1 - H —H-r;{rc

CH,CH(CH3); OCH,CF4




WO 01/10439 PCT/JP00/05260

116
Table 1.97
R1 . 4
1 — . . N _— _ 6
CON"(‘)‘.’d' R2>"(CH2), k m n chirality R (CHQ)—i—pRS (CHo)sG-R
OCH,CH
: AP e
- - : —CH-N-C
1057 CH@'CHZ 2 2 1 H oH
CHaCH(CHy)s
OCH
s 9 s
1058 cr—@—c:Hz- 2 2 1 - H —CHN-G
CH,CH(CHal
OCF
e ¢ y
1059 cr—@—cx—iz- 2 2 1 - H g
CH,CH(CHa)2
OCH,CH
@ 9 2CHs
1060 cr—@—cm— 2 2 1 - H —GHN G OCHs
CHoCH(CH3)»
CH,CE
_ | A
1061 o pom- 2 2 1 - H —GHC
CH,CH(CHa), OCH,CF3
, OCH,CH
(9 9 2 3
1062 cr——@—cm—» 2 2 1 - H | —GHNC
o CH,CH(CHa)
OCH
w P °
1063 Cr—@-CHz— 2 2 1 - H —?H-ETC
CH,CH(CHa),
OCF
P ?
1064 o o 2 2 1 - H —GHNG
CH,CH(CHa)z
OCH
" P 3
1065 o poHr 2 2 1 - H ~GHG
CH,CH(CHjy), OCH3
: CH,CH
w9 Zee
1066 c.——@—cm— 2 2 1 - H —C;H-K\HJ-C
CH,CH(CHa),
" OCH
R P .
1067 Cr—@-CHz— 2 2 - H —(EZH-HN-C OCH,

CH,CH(CH2); OCHy

s
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Table 1.98
Compd. R’ )
ompad. CH,)— . . . _ )_i' _ 6
E Rz>—( 2); k m n chirality R (CHQPRS(CHQ)EI—G R
w0 OCH,CHg
1068 cu—@-CHz— 2 2 1 - H —QH—Hr\}-c—C§—OCHZCH3
CH,CH(CHa),
. @ 0 OCH,CHs
10689 Cr—@*CHz— 2 2 1 - H —gH—E-c OCH,CH;4
CH,CH(CHg)p OCH,CH3
% SCHs
1070 o o 2 2 1 - H ‘T*ﬁ”@
CH20CH2@
H
]
1071 o pom- 2 2 1 - H B
CHZOCHZ-@_
?CH3
— /0
1072 o< ponr 2 2 1. - H Twﬁfc@cpm
mzocm@4
CH,
—CH-N'@ 79
1073 X )roms 2 2 1 - H R
' G-IZOCHz@
?CFz
I
— 4 .
1074 o por 2 2 1 - H T*ﬁm&mg
c-lzoCHz—Q'
9‘ OCF,
I}
1075 o poHr 2 2 1 - H T
CHZOCHz—@
0 NO,
]
1076 c»-@—cm— > 2 1 - H i
CH_OCH2—®
't
~cr-nC—)-CF
1077 o o 2 2 1 - H H o
CHZOCH2—©
—H—N—E—@
1078 Cl—@-CHz‘ 2 2 1 - H i
CHZOCHQ—O
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Table 1.99
R 4
Cor\rll;pd. R;>-(CH2)i— chirality "R (CHZ)p—Z-;(CHQ)a-G_RG
0 CHy
~ —CHNC
1079 c CHg~ - H H
AWy booneO)
0 OCH, CH,
—CH—N-C—<| 5
1080 cz—< >-CH- - H :
? cxzocx—«z@
0 OCH,
—-CH-N-O—<l %OCH:,
1081 o )-Chr - H )
2 leOCHz@OCHs
- ' - H (?H-N-ﬁ)
1082 cn——OCHz- ~TN
CHy
- H @ ME .
1083 cr—@—CHz —¢
CHj
9 Cl
1084 cr<_)-CHr R H ~CHYC
NO 4
1085 cx—@-CHz' R H —CHC
H,N
CH-‘NﬁC)
1086  cr{ )-CHr R H Bt Q
2 ' ‘ H2N
- 0
1087 Cl—O’CHz‘ R H TR O A
H
1088 Cl—O—CHz‘ R H —CHzN-C &
| ', F
1089 o _)-CHr R H oo 1Y

H
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Table 1.100
Compd. R )
ompd. 1>-c:H ~ irali ' — ri ~R®
No R (CHp); n chirality R (CH2pRs (CHo)g GR
OCH,CHy
1090 ‘CF—O‘CHQ— 0 R H ~cre L
ct
1091 cr—@— CHyp~ 0 R H —CHZCHZ—HN-C
HyN
NO,
1092 c:—@— CHy~ 0 R H —CHoCHyN-C
HoN
7
1093 cn—@- CHy~ 0 R H —CHZCHZ—ﬁc‘Q
HoN
1084 C'—Q'CH - 0 R H —CHyCH —N—@—@@
2 Zve H
H
s
1095 Ct—@-CHZ 0 R H —CHzCHz-ﬁ‘C—g
', F
1096 cr—@—CHz— 0o R H “CH2CH2"}_"{'C"<\D
H
OCH,CHy
_ P
1097 o~ )-cHy o R H ST,
? Br
1098 cx—O—CHz— 0 R H *CHz*f;{*CO*CHa,
9 Br
1099 o )-cHr o R H "CHZ“L‘{*‘C-O_F
0 ol
1100 c—{_)-cHr 0 R H _CHZ_HM_@‘F
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Table 1.101
R '
Compd. (CH,)— n chirality R —(CHz)‘L(CHz)’_G"RS
q
No. R> ] PRs
0 |
1101 c@ CHy- 0 R H -CHz—HN-C—@’CHa
0 CHs
1102 cr—@— CHy~ 0 R H —CHz—ﬁ-C—@*NOz
' P Br
1103 ch—O—CHz— 0 R H —CHz—r;ikc-@—CHa
? Br
1104 H3C-©—CH2— ’ 0 R H -*CHz—ﬁ-C‘@*F
, 0 cl
1105 H;,C—@-CHZ— 0 R | H —CH NG O‘F
. 0 I
1106 H;,C—O'CHZ— 0 R H _CH2_§CGCH3
1107 H:,C’@"CH{' 0 R H -—CH?_—{;}—C NOa
H3 ? Br
1108 ) // CHy- 0 R H —CHZ_ECOCH:‘
CHs
Hs . ? Br
1109 S )G o R H —CHQ—ELCO—F
CHa :
CHy 0 Ci
1110 i}—CHr 0 R H —CHQ—f;{}-C*@‘F
CHs
CHga 9 !
1111 gi/}CHz‘ c R H —CHy~N-C —CHy

(9]
I
%}
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Table 1.102
R! 4
Compd. (CH)—  «k hiralfi R’ - Holg =R
) m n chirality R (CH, (CHa)g
No. R2>' ! " R® ;
CHy 0 CH,
CHy
? Br
9 ) Br.
1114 C}—@—CHZ— 2 2 1 - H —CHQ—HN-C F
0 Cl
, , ? :
0 CHa
1117 Cr—Q—CHz— 2 2 1 - H —CH N C‘O'NO’-
. 0 CFy
1118 w1 2 0 R : —CHZ“H“C‘@
| 0 CFs
1119 wes{_potr 1 2 0 R : ”CHZ"ﬁCO
H3C ‘ : 9 CF3
1120 CH~ 1 2 0 R H -CHZ—L\{-C‘@

OCH,

Hy 0 CFa

21 g @ e 1 2 0 R H "CHz—ﬁ‘C‘@
Ha | _ 0 CF3

1122 (H;C)zc»b-cr«r 1 2 0 R H “CHz—ﬁc‘O

CH(CH3)2
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Table 1.103
C R’ 4
ompd. 2>‘(CH2);— k m n chirality R? —(CHaz)g (CHp)7 G-R®
No. R R®
| . CF3
T e i
. Q g CHy N-C
o CF3
1124 '\U'CHY t 2 0 R i —CHNC
H
0 NO,
(
1125 o porr 2 2 1 - H B )
mzoCHZQ
0 NO,
1126 o )CHrm 2 2 1 - H _Icw”m ¥
o-tpcm@
- &
1127 C*‘@'CHz- 2 2 1 - : B
CHQOCHz'@
0 CF,
-—-CH—N-C—< ’Z
1128 ¢ CHr 2 2 1 - H "
@' . L“zoCHz_QF
CF.
9 53
1129 o< pcir 2 2 1 - : TR
CHZOCHZO
9 Br
' 1
1130 C"'@‘c:Hz— 2 2 1 - H —Twc
CHZOCHZ-@
? Cl
1131 o o 2 2 1 - H T
G'-izOCHZ-@
? CFy
I(j
1182 o< )ychr 2 2 1 - H T
O-l-‘,OCHz-@
e CF,
1133 cho—i >—CH2- 20 R " —CHZ_S-C—@
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Table 1.104
R! )
CON”;l?d- R2>—(CH2)j k m n chirality R? (CH2)D_Z?(CH2)E-G R
HSC ? CF3
1134  HC CHr 0 R H _CHZ_MC_@
H,CO 4
( ? CF3
1135 CHe ¢ R H —CHZ—N-CO
NO, H
¢ 0 CF3
1136 CHz™ 0 R H —CH~N-C
H3CO :
( CF3
1137 Obc*‘z" 0 R H -CHQ—N-E“@
Br H
0 CFa
1138 Q}CHQ_ 0 R H —t
0 CF3
1139 @‘(CHz)z_ 0 R H "CHfﬁfC‘@
02 (I? CF3
1140 ' CHy~ 0 R H —CH
O,N
O ? CF3
1141 °© R H ~CHz ‘@
O CHy CHy=N-C
: CFy
CHy- P
1142 O 2 0 R H . —CH— .@
CFsy
1143 Cron 0 R H —CHQ—M@—O
oo :
H,yC 0 CFj
1144 CHy~ 0 R H —CHZ—N-C‘—@
H

HaCO
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Table 1.105
R! '
CoNn;pd. RP_(CHQ)j— n chirality R —(Cng—T'p —(CH) G-R®
. R
HJC 9 CF3
1145 H;C CHa~ 0 R H —CH—N-C &
NO, " -
1146 om0 ponr ° R i “CHz‘H“"C@
1147 )-bc-c—l_r\r—@—mr 0 R H ‘CHz—HN‘C‘@
Yo ? A~
1148 a o R H —CHN-C
H
4 CH, 0 OCH,CHj
1149 o'\i/>' CHe ° A " “CHZ"N”C”O '
/CH3 ? CH,CHg
1150 Watys o R i —CHE'“*C'@ |
CHj3 "
H3 9 CF3
1151 1 / CHZ- 0 R H —CHz_N_C_CHQO
CHj "
Hj ? ' Fo
1152 ¥ S Chy- 0 R H o _CHZ’ﬁ*C@
CHs, "
Ha % ‘ Cl
1153 N —CHs- 0o R H *C“z‘&”@
CHa, "
Ha % CHs
1154 N )—CHy 0 R H ‘CHZ‘&”@
CH3 H
CHy f A~ CHa
1155 ¥ —che o R H _CHrrth-g
- FiC




WO 01/10439 PCT/JP00/05260
125
Table 1.106
R 4
Compd (CHo)— n chiralit R3 — G-R®
2 y R (CH (CHo)eG-R
No. R2>— ) QPRs q
CHs, ]
C(CH3)s
1156 Q’CHT 0 R H -—CHz—g-C—@/
CHs .
CH,
7 SCH3
1157 [ )CHr 0 R H oyt
CHs
CHs o]
1158 Z}—CHz— 0 R H —CHZ—HMC
CH3 H2N C’
CHa OCHj
1159 . p—CHy 0 R H —CHz—ff;}-C OCHj,
CH; HaN  OCHg
CHs CHy
1160 N/ CHa 0 R H —-CHZ—HN-C
CH3 HzN Br
OH 0 CFs
1161 HacoOCHz— 0. R H o O
CHs 0 CFs
' HaC H
1163 chob'CHg— 0 R H —CHz—ﬁ—c—@
Hy ‘ 0 CF, -
1164 Haco—b'cm— 0 R H _CHz_HC
0 CF,
1165 {’:@‘C”f 0 R H I
o} H
' 0 CF3
1166 0 R H PN _@
H




WO 01/10439

Table 1.107

PCT/JP00/05260

1
Compd. R CH,)—
No. R2>_ (EFa)

4
R —(CHz)—T—p - (CHp)sG-R®
R

1167 cr—@—%—

1168 N N'}—CH;,-

. H
Hy C~
1169 o

H
1170 @:“}_CHT
v N

1171 ¢

1172 c

1174 c

~-

avs
1178 or{_)-crr

aVs
1175 Ho

1177 HaC

.

-
1176 HoX_)—Chr

CHz‘

126

n chirality
1 -
0 R
0 R
0 R
0 R
0 R
0 R
0o R
0 R
0 R
0 R

L0
—CHz—ﬁ-c

ad

0 CFs

—CHZ-N-CO
H

0 CFs
H

0 CF3

-—CH;—N—C—@
H

CH,

! C/<
—CH;—N-C Br
H
9 OH
R it el

H

9 OCHj
—CHa—N-C‘@/
H g
" —CH7N-C Br
H

? OCH,




WO 01/10439 PCT/JP00/05260
127
Table 1.108
R' )
Compd. — ieali ‘m3 - @_ -R6
NO;? R2>—(CH2), chirality R (CHZDRS (CHp)eG-R
?
1178 H3C—©—CH2— R H —CHmN-C
NO,
1179 Hac‘Q_CHZ— R H —-CHZ—}I:{}-C
. 0 )
1180 MG )—Crr R H ORI C‘(g@
: H
CHj 0 CH,
1181 ?i/}CHz‘ R H —CHZ—-{:{}-CGB"
CHy
CH 0 / OH
1182 Q-CHz— R H —CHZ—{:{}“C‘@/
CH; H '
CH,4 _ ? / OCH3
1183 Y —CHr R H —-CHz—l_r\i‘-C-(N\/©/
CHs H
Hj | B E
1184 \ )—Chz R H —CHrlY
CHj . HoN
Hy NO,
1185 g/?’CHz‘ R H —CHZ—H-C
CH, ' H,oN
H3 ? /
1186 L )—CHe R H *CHz“LTC‘(N\/Q
CH, "
0 CHa
1187 C'—Q—CHz‘ - H -—CHz—u-CO-Br
: % y OH
1188 C*—Q—CHr - H ‘CHz"p*C@

H
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Table 1.1089
c 4 R1 . 4
ompd. — o .
NoF.) R?>_(CH2)’ chirality R® —(CHZ)E%(CHz)a—G-RS
? y OCHj
cr—{ >_CH_ - —CH,—N-C
1189 2 H 4 @
H
7
1 1 90 C"_@'CHZ— - H _CHZ_.E_C
HoN
CHa 0 CF,
1191 : Q‘CHT R H —CHg‘“HN'C’Q
CHa F
CH
3 0 CFs
. CHy
1192 ek R H -—CH2—N-C—©'F
CHg H
CHa
0 OCF4
1193 e R H —CHZ—MCG
CH3 H
CHy o CF3
1194 \ )—CHy R H "CHz—ﬁ'C‘Q
CH3 FSC
Ha ? Br
1195 N/ CHz R H —CHg—Mc«@
CHj, A
CHg 0 NO,
1196 @'CHZ‘ R H —CHZ—N-C—@
CHs ' :
CH3 ? CF3
1197 ,// CHy R H —CHrﬁ-C*Q
CHg, F
CHy 0 cl
1198 ) CHz R H -—-CHQ—N-C‘@
CH3 :
Ha 0 CHa
1199 ~ CHy- R H —CHz—ﬁ_CO
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Table 1.110
R 4
Compd >CH2 k m n chirality R ——(CHQ¢p S(CHQ)E;G-RS
R
CHy 0 ol
1200 " )—CHy~ 1 2 0 R H —CHz—HN-C-Q
CH, cl
CHs
1201 Q—CHQ- 1 2 0 R H _CHZ_M@’ d _
CH, H
L . oR R
1202 Y )CHe 1 2 0 R H ~crd
CHy
0 OCF3
1203 Hac—Q—CHg— i 2 0 R H —CHz“f:CO
CF4
1204 H3COCH2_ i 2 0 R H —CHZ—HN-C
FsC
Br
1205 H3C—®—CH2— 1 2 0 R H —CHN-C
: H
0 NO,
1206 Mo JcHr 1 2 0 R H S~ _@
0 CF3
1207 H:@—@-CHZ- 1 2 0 R H —CHz—g-c-Q

Ci

1208 H3C—-®—CH2" 1 2 0 R H _.CHZ—ETE—O

CH34

1 209 HJCO—CHz- 1 2 O R H —CHQ—N'E‘@
: H
Cl
?
CH 1 2 0 R : H —CHz—}r\fc

Ct

.

1210 H3C
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Table 1.111
A 4
Compd. >(CH )= chiralit R —(CH )—i‘(CH }=—G—-R®
No. R 2 y 2 RS 2
1211 H:;C‘@'CHT R H ’CHz‘ﬁg‘dF
? CF,
1212 H3C'©_CH2_ R H —CHg—t{PC‘b
CFs
1213 C*_Q;CHz‘ - H —-CHZ-;:C
e
? CFj3
1214 C)—@—CHZ— - H -CHz—hb-C
' ' F
P " Cl
1215 CP—©—CH2* - H -—CHQ—-HN-C
Cl
1216 C*—Q—CHz‘ - H —CHZ—S-EdF
CF3
1217 Q_—O—CHZ— R H —CHz—&}-C
Cl
? CHs
1218 o{_)CHr R H —CHZ—HC‘Q
F
. ? CHg
1219 C?—Q—CHT R H —CH NG { /> Ci
|
1220 Cf—@_c“z' R H —CHNC
HoN
f
1221 o )-Chr R H —CHy=N-C F
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Table 1.112
Rl 4
Compd. (CH,)— K hirali Q3 — G-R6
2 m n chirality R (CH (CHo )
No. R2>’ : 2DR5 q
% CHj
1222 o )cvr 1 2 0O R H i
H
L %0
CHy 1 2 0 R . H
1223 or{_)-cHa _CHZ_}TE :j
NO,
1224 CH@-CHQ— 1 2 0 R H —CHZ—L\{-C
HO
: o _&F
1 225 H3C—®—CH2- 1 2 0 R H _CHz_s_c
' ol
0 CHsy
1226 wo{ poHr 1 2 0 R H ‘CHZ"E*CQ
F
o s
1227 HJC‘@-CHZ— i 2 0 R H —CHz—HN-C‘@CI
9 ]
1228 mo{ por 1 2 0 R H —GHC
' HoN
i
1229 Hac@—CH'f 1 2 0 R H ~CH-C =
H,N
. y CHj,
1230 H30—®—CH2- 1 2 0 R H —cH ]
H
| O
H,C CH 1 2 0 R H >
1231 20~ )CHe -
NO,
1232 He{ o 1 2 0 R H —CHNC
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Table 1.113
. R1 :
CoNrr;;?d. R)—(CHZ)i— k m n chirality R? "(CHz)p_Ss‘(Cszz'G—RS
CH, _ CFs
1233 N )—CHr i 2 0 R H ~CHyN-C
Ch ci
CHs ‘ (’? CH3
1234 Q’CHZ‘ 2o R *CHZ—?«PC‘Q
" CHy F
CH;3 " CHj
1235 sty t 2 0 R : ‘CHz‘tf@GC'
CHg4
CHy 1% |
1236 A 1 2 0 R : —CHQ_WQ
CHs N
- 9
1237 S 1 2 0 R : _CHZ_ﬁcdiF
CHy HoN
CHs 0 CH,
1238 ¥ >cH- 1 2 0 R H ‘CHT?TC'(/J
‘ CHj; "
Hy ]
1239 Y )—Chr 1 2 0 R H ? GS—Q
(. ~CHzN-C
e 0 NO,
1240 S e 12 0 R i _CHZ_HW@
b, HO
0 CFs .
1241 o{ pcrr 2 2 1 - H ~CRye
Cl
9 CH;y-
1242 o pCHr 2 2 1 - H ~CHIC
”
' CH,
1243 o~ pcHr 2 2 1 - : ‘CHZ‘&*@O'C'
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Table 1.114
1 4
Compd. i (CHa)~ k m n chirality =8 ‘”(CHZ)——T"(CHQ)——'G~R6
No. R2>— 2 pRS Q
_ ) 1
1244 c»—O—CHZ— 2 2 1 - H —CHQ—-HN-C
' H,N
7
1245 c»—@—wz— 2 2 - H —CHy HN_C =
| HoN _
' A / CHg
1246  C CHr 2 2 1 - H —CHz—Mc_(J/
~- H
' o
- - H
1247 Cf—@—CHg 2 2 1 —CHZ—HN—?CP
' NO,
1248 C)——@*CHQ—, 2 2 1 - H —CHZ—-&}-C
HO
1249 Cl—@-CHz— i 2 0 R H —CHC < *//\ cl
0 NO,
1250 o< JycHs 1 2 0 R H S~ C N
1251 L )CHr 1 2 0 R H oy /—\_/—< o
CH;,
_ ' |
1252 C»—-@-CHZ— i 2 0 R H ——CHZ——{;}-C-—@-CH(CHﬁg

?
1253 H;,C—@-CHz— 1 2 0 R H “CHZ_ﬁ'C_O—CH(CHJ)E

N
(9]
T

]
-
n
o
By
I

-—c:Hg—r\HH:—<;>—CH(cH3)2

1254

O
T
<
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chirality

4
R —(CHQ)-i—pRs (CHp)eG—R®

Table 1.115
Compd R' )
. (CH)—
No. R2>- 2
1255 o )-Chr
1256 Hac—Q—CHf
CH,
1257 f/}CHf
CHa
1258 HgC—O_'CHg_
CHgy
1259 -g’f/}cm—
CHj
1260 H3C—©_CH2"
1261 c{_)-CHr
1262 H0—{_)—CHr
Hs
1263 @Z/gcm-
CHs
1264 CH{_)CHr
1265  Hio{_)-Chr

Br

?

H —CH,—N-C
H
? Br
H -—CHZ—N-C‘Q
H
HaN
? 8r
H _CHZ_N”CAQ
H
. HaN
?P Cl
H —CH;—N-C
H
HaN
Cli

8’
H —CH;=N-C

HoN
OCH,CHj
H

C(CHs)a

H3C

R~ C(Cha

H3C
0 C(CHa)s
H —CHZ_S'C‘Q
’ HBC
P~
H =CH -G
HaC

H _ - ? _—

HaC
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Table 1.116
1 4
C d. R —_— irali ‘n3 — ),i G—Rs
ol\rlr;p? R2>(CH2)' k n chirality R (CHQDRs (CHo)g
Ha o
1266 g%cm— 1 0 R H ~oret+ e
CH, HC
% ; OCF,4
1267 or{_)-CH- 1 0o R H —CHZ—E—C—(N\/O
H
cl
1268 co-Q—CHr 1 0 R H —CHy NG
HaCO
? Br
1269 c»——@—CHZ— 1 0 R H —~CHy— I—ITCQ
: HO
cl
1270 C@CHa_ 1 0 R H —CHZ—HN'C
: RO
0 'NO,
1271 C"‘@"CHT 1 0 R H —CHZ—-ﬁ-CAG—F
> y OCF,4
—CH—N-C
1272 H4C CHy 1 0 R H CHZﬁ_(N\/C(
on H
0 o]
1273 H3C-©_CH2’ 1 0 R H —on—gc
HaCO
Br
1274 Ho{_)-Crr 1 o R H ~CHy= NG
' HO
0 o]
1275 H3c—©—-CH2- 1 0 R H ~CHz=N-C
HO .
0 NO,
1276 HgC—Q-CHg- 1 0 R H "CHz—HN'C‘.O'F
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Table 1.117
Compd. R’ *
NoF.) : R2>'(CH2)1" k m n chirality R - —(CHQ%(CHQ)’EG_RG

i 1% OCF,
1277 Y )—CHzr 1 2 0 R H —CHZ—HN-C—@/

CHa H

CHa ‘ o o
1278 N/ CHa™ 1 2 0 R H —CHZ—HN—C

CHy HyCO

CHs e
1279 Q—CHQ— 1 2 0o R H _CHZ_,:@@

CHy HO

ptis | ol
1280 L p—CHz- 1 2 0 R H _CHZ"Q‘E

CHs HO

CHy

NO,

1281 Y )CH= 1 2 0 R H _CHz_ﬁﬁg d _

? OCF;
1282 CH@‘CHT 2 2 1 - H —CHg—f;i}'C‘@/
H
| ? Cl
1283 C’—@_CHQ‘ 2 2 1 - H _CHz_ﬁ_CAQ
H3CO
’ ) ? Br
1 284 CF—@—CHz— 2 2 1 - H —CHz—HN—CG
HO -
9 . Cl
1285 cr——@—cm— 2 2 1 - H —CHzIC
HO
HaG ? CFy
1286 wepe{pow 12 0 R H e~

N02 CFJ

1287 OZN_O_%_ 1 2 0 R H _CHz_”@O
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Table 1.118
. 4
Compd. >_ — irali ‘"3 — J_ —Q6
No? 2 (CHy); chirality R (CHZpRs (CH g G-R
H 0 CFa
1288 Haco—z}CHz- R H —~CHN-C /
CH, OCH3;
1289 Q’CHT R H —CHN-C
CH; HyN
CH, CHgs
1290 r )~ CHs R H ——CHz—ﬁ-C
CHs HoN  CHj
? y CHy
1291 HgC@—CHz' R H “CHz‘ij‘(NtQ/
H
CHg
1292 HSCOCHZ— R H —-CH2—HN-C
HZN Br
0 CFa
1283 HgC—Q—CHg- R H —CHz—ﬁ'C‘Q
F
: 0 CFs
1294 H3COCH2— R H —CHZ—S‘CGF
: ‘ , 9 C{CHa3)3
1295 H;CO‘CHQ“ P\ H —CHZ—EC‘@/
' 9 SCH,
1296 HJCOCHa— R H —CHZ—E}-CU
R~ CHs
1297 Hi—{_)—CHr R H B W
F1C
HJC ? . CFJ
1298  HiC CHy R H —CHz—r;irc-@
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Tabie 1.119 -
4
Compd.” R (CHg)~ k m n chirality R —(CHa)s L(CHJEG_RS
No. R R®
HaC 0 CFy
1299 HsC CH- 1 2 O R H —CHzN-C
H,CO
OCHs ? CF3
1300 4 co< />—CH2~ t 2 0 R ; —CHe
OCH3 . 9 CF3
1301 HaC()—Q-CHg" 1 2 0 R H —CHZ"‘HN'C‘O
H,CO
e O 0 CF4
RS M I RS
HyC 0 CF4
1303  HiC chy 1 2 0 R H —CHZ—?{I-C‘@
Br '
g . 0 CF3
1304 szc;b-CHr,‘ 2 0 R A —CHZ“WO
- O ' Q CFs
1 2 0 R i —CHg~ '@
1305 HyCO ‘ e ' CHz {\jc
. ' CFa
HaCCH3 ?
1306 e §:> CHz 1 2 0 R H —C‘Hg—t{f‘C“@
HaG 0 CF4
1307 Hye cHe 1 2 0 R i —CHZ’ECO
HO
0 CF,
HyC 0 CF,
1309 HC chm 12 0 R : “CHZ‘Q*CO
|
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Table 1.120
4
1
Compd. R (cH,)— n chiralit R —(CH )——T- CH,)=G-R®
No. R2>-( 2 irahity R (CHy -pRS (CHo)g
H4C 0 CF4
1310 HOb’CHz' 0 R H —-CHZ—I_rTCO
~o 0 CFs
1311 e 0 R H ~CH
| ? CF3
Br ([? CF3
1313 @.CHZ_ 0 R H —CHQ—&H:‘@
CF
o) 3
1314 zb—CHa- 0 R H —CHQ—HN—@—@
CF5
Hs
1315 C\II/\C/}-_CHZ— 0 R H —CHQ—HN-ETP‘@
3 o
1316 waz_ © R H —CHZ—-HN-C‘-@
0y 0 CF,
CFs
? CF3 :
0 CFy
1320 4 © R H —CHa—N-C—O
H




WO 01/10439 PCT/JP00/05260

140
Table 1.121
R 5
Compd. (CHo)— k m n chiralit R —(CH )—T'CH G-RS
No. _R2>_ “ ’ (Crieh g5 (Ol
Br
1321 C)—QCHz- 12 0 R H —CHZ—M@GCI
H
9 Cl
1322 C'—O—CHz— t 2 0 R H —c:Hz—N-c~<—____§-cr—{3
H
|
1323 C"'O—CHZ" 1t 2 0 R H -CHZ—N-@ ci
H
1324 C)—-@'CHZ— 1 2 0 R H ~CHzN-C
HO
1325 c;——@—cnz- 1 2 0 R H —CHZ—M@—Q—E
H
I
1326 o4 )CHr 1 2 0 R H —CH=N-C
HO
, CHs
1327 oK _pcHr 1 2 0 R H ~CHz NG
H,N
? Br
1328 mo< )pcHr 1 2 0 R H _CHZ—MC—{}C:'
H
? Cl
1329 H3C‘©_CH2‘ 12 0 R H —CHz—MC‘QCHa
H
9 |
1330 o< )cHr 1 2 0 R H —CHZ—-N-C—QCI
H
CHs
1831 o< )pC- 1 2 0 R H —CHamN C

HO
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Table 1.122
c R1 4
ompd. CHa) m n chiralit R —(CH )—T—CH G-R®
P I
C CHr 1 2 0 R H —CH—
1332 Hio{_)-CHo e~ H-c<) j
|
1333 Mo )chr 0 R H ~crgyrt
HO
0 CHa
1334 Ho<_)Crr o R Ho ~CH N C
' H,oN
& 9 Br
1399 QCHZ‘ ° A H ~crene— H-c
CH,
[ ? Cl
1336 ~ /) CHz~ 0 R H _CHZ_HN_C C CH,
CHs
CH, |
1337 Q*CHZ- o R H _ CHZ_ﬁ@_Om
CHj
Hs 0 CHa
1338 N )—CHs 0 R H —CHQ—}_h:-C*Q
CH, . HO
) 0 8
Y )—CHy _ o
1339 /) CHz 0 R H CHg HN-C—@—C_
CHs :
Ha ? |
1340 L ) CHe 0 R H —CHz—HN-C
CH, HO
1341 h. ) CHr 0 R H ~CHz~C
' CHa HaN
? Br
1342 Ck—@—CHZ— 1 - H ~onpd C ol
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Table 1.123
R ’
Compd. (CHg)— chirality R —(CHg)'-i‘(CHz)—G'Rs
No. R>— ! -
0 of
1343 g )-Crr - H ‘CHe‘ECOCHﬂ
_ 0 l
1344 cr—@—CHa- - H -'CHz—f;{}-C‘G’C'
CHs,
1345 c—{_)-CHr - H T
HO
|
1346 c:ﬁ—@—criz— - H —CHN-C
HO
? CH4
1347 C'—O‘CHz— R H —CHg—ﬁ-C—g ,
% CHsy
1348 ch—O—CHz— R H —CH 2"?}"0_@/
Ha ? CH
1349 Ny CHz R H —CHz—ﬁ‘C—g
' CHa
1% CHs
1350 c—{_)~ChHr - H —CHz—g*Cg
- R H :
1351 %@-Cm L
(o]
S
—opm
CHy~ R H
1352 HJC“@" 2 H;;:-O—ig
[e]
Ha ? '
~oury
1353 gi/g—CHg— R H o
CHj &
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Table 1.124
C R :
ompd. (CH—  k m n chiralit R - )—i— -R®
o R2>— 2); y R (CHals T (CHolg GR
1354 CP_@_CHT‘ 2 2 1 - H T HN
2
o]
. CN
1355 o )cr 1 2 0 R H ~CHz-C
HoN
o o
1356 Mo p-cvr 1 2 0 R H | —CHZ—}:‘J-CAQ
HyN
CH; 9 CN
1357 :ONi>~CH2— 1 2 0 R H —CHZ—-HN-C—Q
CHj, HoN
CN
1358 CF—®-CH2— 2 2 1 - H —-CHZ—HN-C
HoN
CHa ﬁ)
) CHo— 1 2 0 R H —CHo—
1359 ON{%' 2 | CHz HN-C-@
CHs
Hj Ha
cH 2 0 R o b s
1360 / Z 1 H T H CH,
CHg CHS
' ' ' f
1361 oK )-chr 1 2 0 R H —CHz—l_r\{—C—O—OCHa
Ha 0 CHs
1362 by 1 2 0 R H —CHz—Mc‘O
CHj H
Q CHs
1363 ; / CHZ— 1 2 0 R H —CHZ_{E{-C
CH3 CH3
CH,
1364  HC{_)-CH- 1 2 0 R H ~oreir
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Table 1.125
R! : ¢
Compd. )—(CHg),— chirality R® —(CHQEL(CHQ)E-G—RS
No. =R RS
Ha
1365 L ) CHa R H —CHN-C
CH, H,C
CHy o
1366 Q—CHZ- R H _CHZ._S_C—O.CHS
CHg
%
1367  HiG—{_)~CHr R H ~ G )=CHs
0 CF4
_ OCH,CF;
1369 cr—@-cm— R H —CHz—HNC‘
F3CCHL0
. A ? © Br
0
- C CHy R H -.
1371 )~ ‘CHz‘NgOf
1372 c CH; R H P
~)- -y
_ 0 CFs
1378 Ho—_)~Crr R H e t~C)c
OCH,CF4
1 374 HJC_O_CHz— R H “'CHZ‘"S‘C
F3CCHL0
' W Br
1375 e )-Crr R H —CHz—ﬁ-C‘g
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Compd.
No.

m\?‘
(e
I
2
~

chirality

4
R —%CHﬁ;EﬁcHggG—RG
. R

1376

1377

1378

1379

1380

. 1381

1382

1383

1384

1385

1386

CHz"

54

T
w
O
0O
X
™

(@)
X
[*)

i%ﬁ\
o
T
i

N0 OO ONYVO O
X I T T T I
O w w O w w O w w
T s T
™ ™ ™~

[¢]
X
(&)

N
T
O w
T
™

CH,

O:
o)
T
™

CH

(@]

54 ¢

»n

2

CHQ"’

)
, H

Lo

-
YN Sy

0 CF,
H .
OCH,CF,
—CH,—N-C
H
F,CCH,0

% - Br
H

>0
b

(P :
)
CF,

:
—CHN-C—4 />—-C|
H .

- Br

—1
0
—one by
D

oS
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Table 1.127
Compd R’ )
. — iea i : — b
o R2>(CH2), n chirality R® (CHZ)——T—pRS (CHp)gG—R
CH,
1387 Wai's 0O R —CHz—N-E—ﬂA
CH, &
CHs ' 0 C(CHa)a
1388 K/}CHZ‘ o R —orm o=
CHs c':H3
CH;, ?
1389 )—CHp 0 R —CHZ-N-C—QN
H o
- CH, N
HyG  CHa CEs
1390 H,C CHy o R —CHz_Hf\H@‘@

X
[

Ha ' 0 CF3
1391 cb—cm— 2 0 R H ' —CHz—HN-C
1392 H:@*@‘CHZ— 1.2 0 R H —CHZ—HN-C‘@
“CF,

L0
H
1394 Hacb'CHf 1 2 0 R H —cneyd _@

1393 H;,CCHZ—@—CHf 1 2 0 R H

CF
_ ¥ ’
.1395 Hzc.-.CH-@—CHz 1 2 0 R H —CH N
) - 0 "
1396 1 2 0 H
HyC O CHy _CHZ—HN'C‘@
Br ? CF3
1397 B_@_CHQ_ 1 2 0o R H “CHz"h“C‘@
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Table 1.128
C R' i
Ofocl)f?d- R2>—(CHQ)j— k m n chirality R —(CHZ%(CHZ);G—RS
, c . CF
fra ’
1398 c»—@—cx—f— t 2 0 R H ,—CHz—ﬁ-g‘@
CHs 0 CF4
1399 C*-Q—CH' t 2 0 R H —CHZ—HN-CO

T

CHy 0 CFa
1400 cl——@—CH— 12 0 R —CHZ—HN—c-@

% o]
CHm 1 2 O R —cm—&c—@/

1401 o)~ ’
H
QCHgj
1402 HSC—@—CHZ- 1 2 0 R H —CH,—N-C OCH,
' 4 HoN  OCHs
1403 H3C—©—CH2— 1 2 0 R H —CHy—N-C \—N
N
1405  Ho{ )-cHr 1 2 0 R H ~CH O 4
HiCS
CHs
1406 H:,C‘O-CHZ- 1t 2 0 R H _CHZ_M@_<{
H
1407 H3C—©—CH2- 1 2 0 R H ORI
HaCCH,S
1408 Mo p-chr 1 2 0 R H _CHZ*MC_Q
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Table 1.129
C R! ’
Or\zrc‘fd- R)-(CHg)i— chirality R —(CHQ);;Z?(CHZ);G-RG
CHa
1409 'Hac—@—cm— R —CHz—}l\fC
CHy
1] ol ?
3
a
1411 ¢ CHr R TR
@ z Hagg—NH
N O -
Cl
1412 HyC CHa R Tee
3 O_ H32-<"3—NH
o
CH3 ? c
1413 QCHZ— R TeRe
HyC-C—NH
CHj; @]
a
—CH,—N-C
1414 c CHy - 2
'—O_ z H:,g-%-NH
o]
0 SCN
1415 c»—@—CHz- R ‘C“Z“W@
. H2N .
0 SCN
1416 H3C—®—CH2~ R —CHz"ﬁ‘C
’ HoN
H; SCN
1417 g\j/fcw— R ~CH -G
' CHy HoN
0 SCN
1418 Cl——@—CHg— - —CHZ—&}-C‘O
SH
1419 o )-CHr R ~CHg= -G

HaN
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Table 1.130
Compd. R ’
ompd. — o :
No? F{2>-(CHQ), n chirality R’ —(CHQ%(CHQQ—G—RS
SH ‘
1420 Hac—Q—CHr 0 R H —CHz—g-c
CHj SH
1421 ﬁcm— 0 R H —CHN-C
‘ CH, » HoN
SH
1422 o< )-crr 1 - H ~Ch-C
HoN
c%c
1423 cH4 >—CH2' 0 R H ?
H
| - ) b
—CHQ'—E—@—Q
CHg Q\
© 1425 -gj}caz— 0o R H 9 =L
CH3 —CHZ_ﬁ-C—@
Q\c
1426 cr——< >—CH— 1 - H
* -—CHZ—N-E—@
H
- 9 Br
1427 Cb—@—CHz— 1 - H _CHE_HN_C_O
H3C-NH
: 9 Br
1428 o< )-Crr ' H —CHZ‘HN‘C‘Q
(HaC)2N
cl
1429 I-bCCHzo—O—CHz‘ 1 - H —CHz—fg}-C
HoN
cl
CHz- 1 - —CHz~N-C
1430 C‘Q‘ H o

HyN
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Table 1.131
Compd. R' : )
ONoF.) ' R2>‘(CH2)1— m n chirality R ~(CH2>B'ZS'(CH2)ETG—R6
Br
1431 HyCCH ZOO-CHz‘ 2 1 - H _CHZ_LTEO
HaN
Br
1432 O‘Q’CHZ‘ 2 1 - H —CHz—N-C
&O S HoN
o a
1433  HCCH: CHz 2 1 - H _CH’_?TIC“O'
v el y-oomcr
o ‘
1434 H3CCH26-®—CH2- 2 1 - H "C”’"ﬁcﬁ
CH{Q—OCHzCHq
. cl
1435 H;,CCHZ—Q-CHZ— _ 2 1 - H "CHZ“S‘E‘O
' HoN
cl
1436 (H:C)zCH—Q—CHr 2 1 - H _CHZ_HN.g
HoN
0 cl
1437 HCCH0~_)-Ctr 2 1 - H ~CHy=N-C
HoN
Br
1438 H_,CCHZ—@—CHz— 2 1 - H ~CHy G
HoN
Br
1439 (l—hC)ch—G-'CHr 2 1 - H ~CHy=N-C
' H,N
Br
1440 H;C(CHZ)ZO—G-CHz- 2 1 - H —CHZ-LTC
HaN
9 8r
1441 H3CS—®—CH2— 2 1 - H -CHr}ij
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Tabie 1.132
R! - !
Compd. CH,)— hiralit 3 — -t
e R2>—( 2 k m n chirality R (CHQ)—T—F,RS (CH,)gG-R

a

. ?‘O
1442 H;CCHZ—Q»CHZ_ o 2 i ’ S
Hy
' ’CHTQ—CHch,
et
1443 ()‘bC)zCH“@"CH-_;— > 2 9 } Y 3
~cH m‘%‘@
1444 x»gc<0H2)zo—®—o42_ 5 o 1 i y o
ol
—CHzN-C
1446 rmonen{_p-cir 2 2 1 - L -
1447 H,C(cm)zo—@—o-lz- 2 2 1 _ H —mz—HN-c;p
' . '-CH-;—N'C—Q
1448 HaCS—Q—CHz— 2 2 1 . N N g

1449 weoH < p-cHr 2 2 1 - H —CHZ—HME-@
1450  (wencr{_p-cir 2 2 - H -—CHZ—{:‘-@O

1451 (HacCHz)zN‘O‘CHz' 2 2 1 - H —CHz"'HN‘@ O

CFy

H - ‘ ?
1452 chO—bCHz— 2 2 1 - H _cHz—gucO
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Table 1.133
Compd R' | e ' F[ﬁ
2>—(CH2 k n chirality R? ~(CHo)p T (CHplg G-R°
R
CFa
C{CH,) - -
1453 HCCHARO{ -0t 2 1 H _CHZ_H&E_@
CFa
1454 %ccmo—@—cm- 2 | 1 - H _CHQ_E_@,@
HaC 0 CF,
1455 CHy 2 1 - H —CHZ—EC‘@
CFs
1456 °'§ > CHz 2 1 - H 9_@
&—o —CHN-C
Cl
1457 (CH3)2~—©~G~!2- 2 1 - H _—CHz—r:c
HoN
| e : Cl
1458 Hob'CHz* 2 1 - H —CHZ—HN~C
HaN
9‘ Br
1459 (H3C)2N—©—a-|2— 2 1 - H ;CHZ—HMC
HaN
HaC ? Br
1460 HObCHz‘ 2 1 R H —CHy—N-C
HoN
o |
o 2 1 oS
1 H CHy - H iy OCHy
: CH: OH
o Br
1462 e 2 1 eyt C}
H CHy - H ™ OCH,
CH1‘< />—0H
CF
| - : P °
1463 o )-CrHr 2 1 H —CHz—ﬁ-CO
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Table 1.134
Compd R;>_ | :
o 5 (CHp)— k m n chirality R? —(CHQ%(CHQQ—G-RS
OCF,
C CHs -
1464 r—@— He 21 H -—CHZ—{;}-E‘@
1465 o p~CHr 2 1 1 - H s
F53C
Br
1466 cx——@—CHz— 2 1 1 - H _CH2_HN_E_©
Cl
1467 o—@-CHz- 2 1 1 - H —CHZ—HME:?O
NO,
1468 o< - 2 1 1 - H _CHZ__Q}_@ O
4 ‘ o _£F
1469 C’—-@—‘CHZ" 2 1 1 - H —CHz_g‘CQ
F
) ? _ Cl
1470 o o 2 1 1 - H | —CHZ—-'.I\:-C‘@—CI
- ] i?
1471 o )-cHr 2 1 1 H RO -
H3 ? CFJ
1472 Y-one 1 2 0 R H —CHrHMc-@
1 473 UCHZ_ 1 2 0 R H _CHQ_Q.C
Qg o 5
1474 &CH? 1 2 0 R H - O

(9]
I
5
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Table 1.135
R ' )
Compd. —_— irali —_ )_i -0t
NoF.) R2>—(CH2)I n chirality R (CHa)g T (CHa)7G-R
c 0 CFsy
1475 : 0 R H ~CHy— G
| )—CHzr CHa P—f\fc
1 476 l}’CHT 0 R H —CH —N‘C‘@
B . ' ? H
Br ? CFB.
1477 0 R H ~CHz~ ‘@
%CH;— CHy I-r\(}-c
CFs
1478 8 3o 0 R H | ~CHNC
CH, CFa
1479 H3CQCH2— 0 R H _CHZ_N_E @
CH,4 "
CH3 9 CF3
1480 HacOCHz' 0 R H _CHZ—HN'C‘@
CHay . CF3
1481 HJC—Q»CHE— 0 R H _CHZ_M@O
H,yC "
5 0 CFs
1482 \[S—-CHz— 0 R H —CHZ—N-C‘O
S H
1483 | b CHy- 0 R H —CH~N-C
H,c” "0 H
0 CF,
1484 ([ S-on o R H _CHQ_{;&C‘Q
Yy
1485  HC~_)—CHr o R H _CHQ_HMC.(;Q’
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Table 1.136
Compd. R ' )
ompd. — -
NOF., R)—(CHQ), k m n chirality R3 _(CHZ%(CHz)E_G—RS
1486 ch—Q—CHZ—. 1 2 0 R H —CHy=N-C
H,N
cl
1487 ch—@'CHf 1 2 0 R H —CHQ—HN-C
HoN  CI

H
1488 H3C—©—CH2— 1 2 0 R H —CHZ—}&E‘%:‘

1489 H3C—©—CH2— i 2 0 R H 4CH2-§E—<>

CH3
_ . %
1490 H3C—®"CH2 1 2 0 R H —CHQ—E‘J-C‘G _
N
1491  H,C CH- 1 2 0 R H ?jzo
’ O : ~CHzN-C
NO,
1492 ‘H30—®'CH2‘ 1 2 0 R H —CH2~§E Q
Hy o o
el P
1493 N )—CHg 1 2 0 R H i}
CHs :
Hy 0
1494 Y)CHm 1 2 0 R H ‘CHz‘HN'C";%
CH, H
Cen H
3 o :rCHg
1495 L p—CHj- 1 2 0 R H ~CHN-C— N
CH, H,C
CH3 HJ
1496 Q’CHz‘ 1 2 0 R H —CHZ-MC%Q

(@]
€I
w
I
W
(@]
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Table 1.137
Compd. R' : i
ompd. — - _ {
No. ‘Rz>‘(CH2): n chirality R (CHz)b;f‘?(CHg)q—G~R6
CHy -
1497 N )~ CHom 0 R H —CHF{T&"""@-,
CH4 | HyC cHs CH,
CH,
/ o o
1498 o o A H —CHZ—N-C_CQ]
CH, H
CH,
H
! CH')_ ?’P 3
1499 )—CHa 0 R H _CHz_HM_?<]
CHy
CHy
CHz 0 R 'O
1500 / 2 H __CHz‘HN”C—<f
CHs
CHy
1 Ho— ?
1501 E/}c . o R H ~cre O
CHs
Hs 0 CF4
1502 5./ CH 0 R H —CHz—}:}-CAQVF
CHs ' .
" o  QCHF
1503 v )—CHg— 0 R H —CHrﬁ-&
CHs
CF,
1504 »12N—<j>—c++2~ 0 R H e _M@
2
H
Q_CH’. 0 CFs
1505 CHy~ 0 R H .
CH,0 H
Br
1506 c—_)-cHr 1 - " ~Grepr
H,N
B
1507 o )-CHr 1 - H ~CH i C
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Table 1.138
C d R'l 4
ompd. _ - ’
NoF.) R)‘(CHz), k m n chirality R —(CHZ)EZS—(CHQ)Q—G—RG
: ?
1508 o pomr 2 1 1 - H ~cre .
' H,N
1509 cr—@—CHz— 2 1 1 - H o
—Gr e )
I
1510 o )pomr 2 1 1 - H ~CH
HoN
: ? Br
1511 cr—( >—CH— 2 1 1 - H —CH— /
2 . CHy HN—C—(J
0 Cl
1512 C@—CHz- 2 1 1 - H —CHZ—E-C‘@
HoN
: | ng
1513 C)—< >—CH2- 2 1 1 - H o
—CH;—&(“:—@

el

‘ f
1514 (HJCCHZ)ZN—@-CH-‘,— 2 2 1 - H _CHZ_QLC_Q

. HoN
A H ' . ’ . 9 Cl
1515 |, . o 2 2 1 - H ~CH2—ﬁ~C—©
HoN
Br
1516 (oo -t 2 2 1 - H ~CHz N C
' HaN
HO | Br
1517 Haco—b'CHz‘ 2 2 1 - H —CHQ—E{I-C
HaN
. LAz
1518 HgCO‘bCHQ‘ 2 2 1 - H HH“( OH
CH OCHy
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Table 1.139
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Compd. R;> (CHy)—

o

4
'—CH)—i‘ H ~R6
( ZQRS(C Z)G‘GR

1519

1520

1521

1522

1523

1524

1525

1526

1527

1528

1529

H
ch CHQ"

m:
9]
T
™

HaC

I
[X]

O T

3 > (o]

S 2

T ~ (:?:

e}

I I

w

(—J gjﬁ
. O
I
™)

Q
T
™

HaC

o T Q

ro) O, 3
OE Q
I . ™ g
™~ ™

Hj

I T
(%3

io

O

I

™y

158
n chirality
1 -
0 R
0 R
0 R
0 R
0 R
0 R
0 R
0 R
0 R
0 R

]
—CHzNC
H oH
RN
CH ~0CH,
9 8r
ey
H
? Br
~otmpr o<
“H
? - Br
—cnmr e
H
9 Br
.
H

Br

e
H

0 OCF3
—CH —N-C—O
CI ;
ﬁ) QOCF3
-cm—w&{Z}
H
0 OCF,
H
0 OCF,4
e
H
OCF,

oy
H
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Table 1.140
= 4
CoNrrclfd R>—(CH2),-— n chirality R —(CHQ)E—Z;(CHQ)CTG—RS
: 0 CF4
1530 8 )—CHr 0o R ' —c»«rgch
F
0 CF3
1531 HBCO—O—CHZ— 0 R H —CHZ—HN-C‘Q
F
0 CFy
1532 E’Q‘CHZ‘ 0 R H ~CH2—EC‘Q
o F
HyC 0 CF3
1533 H;,CO—b»CHZ— 0 R H ~CH=N-C
F
HyC 0 CFy
1534 “0‘2}0“2‘ o R H —CHZ—HN—CQ
F
0 CFs
1535 B:—-@—CHZ— 0 R H ~CriC _@_F
0 CF3
1536 H3CO—©—CH2- 0 R H —cHg e -
0 CFa
1537 f@wr 6 R H —CHZ—N-C@—F
le) H
1538 co{ p-chr o R H ~CHt C~_)F
H3C 0 CF3
1539 Hob—cm— 0o R H _CHZ_HMCF
0 CFs
1540 Bu—Q—CHz— 0 R H —CHZ-FN{P-CQF
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Table 1.141
Compd. R;>‘(CH2),‘— k m n chirality R — )ji GRS
No. R (CHQpRS (CHo)gG-R

1541 HacO—Q—CHz— 1 2 0 R H ~CH,~ MCQF
1542 E’Q’CHZ— 12 0 R H —CHp— MCQ
1543 H;,CO—b‘C— t 2 0 R H Gt N—C-Q—
Ha
HsC o _fF
1544 H CHp 1 2 0 R H _CH,_)_HN_C‘QF
~t F

CF;

: C
1545 \E}CHz 1 2 0 R H —en _"Hﬁ;‘@
2
_ H

1546  H,C CH~ 1 2 0 R H e M%:’ O
—CHe
: H

F F
Br
CFk3
1547 H:,CO—Q—CHZ— 1 2 0o R H ? O
—CH,~N-C
Br H
N ) ? H3
1548 MoK )CHr 1 2 0 R H moreyenS
H3C CH,y 3
CH=C(CHa)

1549 - H;C~©—CH2~ 1 2 0 R H o —CHZ—&H:;-<CLCH3
Cl

1550 HacO—CHZ—' i 2 0 R H o ”“*g‘ﬁ‘c}oc“
"G*z—HN-/l::—O H3CO
1551 HJC—Q—CHZ— 1 2 0 R

o

? ~N(CH2CH20H)2
“CHz‘H‘C A

T
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Table 1.142
1 4
: L
Compd. 2>‘(CH2);_ k m n chirality R? _(CHz)Bis_(CHg)a‘G‘RS
No. R ] |
1552 WeX s 1 2 0 R H e _Mif_@
3 . N
~cgpc~< 9
1553 H3C CHy~ 1 2 0 R H =y N

Cl

Q9 9

1554 HiC

CH~ 1 2 0 R H —CHyp— N—C%

, "
CH 1 2 0 R H —CHZ—N-C%L(

1555 o< )~
?
1556 H;,C—@-CHZ— 1 2 0 R H —crpod g
: &n/CH3
_< - —CH—N-C
1557 HaC CH 1 2 O R H TN\ N
._< >_ | CH N—@—{\i '
1558 H,C CHr 1 2 0 R H —oRT N \b
) 3 v HaC CHs
C(CH3)3
1559  HC CHr 1 2 0 R H —CHg~ "*C_(\r
H30
?
1560 ch—@—CHf 1 2 0 R H | —CHZ—-HN-C—-Q%
N
9 o
H
1561 HJC—Q—CHQ- 1 2 0 R H —CHy— r\rc CHg
CHsy

R
—CH,—N-C
1562 o )»CHr 1 2 0 R H zH‘Q
3 0,N OCHs
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Table 1.143
R! o :
Compd. (CH)—  k m n chiralit R —(CH }—T—CH G-R®
No. R2>‘ 2)j y ( szS( 2T
9
—cu,—;rc=<’ >
1563 H3C—®—CH2- 1 2 0 R H o=

1564 H:,C—@-CHZ— 1 2 0 R H Hi
G:J
CHj
1565 N )—CH, 1 2 0 R H ~CHz~N-C ol
CH, H5CO
CH,
1566 NP 1 2 0 R H ~CHz
CHs 0,N OCH;
fHa .
1567 N >—CHr 1 2 0 R H m}}
N
CHy o
CH3 -—CHZ—H'SC?—Q
1568 g’j/}‘cw— 1 2 0 R H "
CHs Do,
Hj dl
1569 g}cm— 1 2 0 'R H ’
CHa 'CHW@
? Cl
1570 HSCS—@—CHZ— 2 2 1 - H —~CHz-C
H,N
("3 a
~CHr—N-C
1571 Hng—O—CHz" 2 2 1 - H ik p _
cr—v@—scw
0 9 CF,
1572 (O wr 2 2 1 : H —CHz—ngO
CF3
; 2 2 1 - H

1673 neo"H-ne o

—CHz=N-C
H
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Table 1.144
C d Rl . Fﬁd 6
ompa. CH,)— chiralit 3 —(CH CH, =GR
N R2>( o) k m n chirality R (CHu)p 15 (CHa)g
' CF4
1574wl uwel o 2 - 2 1 - H

H

CF3

(o]
1575 of pwilpor 2 2 1 - H ~CH2_M@ O
H

. CF3
1576 Cn}—g—@—cm- 2 2 1 - H ~CH2—§§
0 CFs
1577 HO(CHQ;&@—O—CH._,— 2 2 1 - H —CHZ_S_CO
HJC ) ? CF3
1578 H»E’,@_mz- 2 2 1 - H —Cr
o 0 CF3
1579 &~ )cne 2 2 1 ) H —CHy -G
5 0 CF3
1580 L\:-(":—@—CHZ— 2 2 1 - H : ~CHN-C
. ‘ Br
' | cH »E-O
—CHp
1581 o )-CHr 2 2 1 oA IS nd
(e} e]
8r
—CHrN-C
cr—{ >—CH— 2 2 1 - H o
1582 Z Mcé’%;,N:’s(cm
Qo0
CF4
1583 o~ )ov 1 2 0 R H —CH N C
H,N
_ OCF4
1584 cr——@-cm— 1 2 0 R H —CH2-HN-C

HaN
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‘Table 1.145
R! : )
Compd. " ~(CH~ k m n chirality R —(Cszip (CH,)e GRS
No. R RS>
? Br
1585 c»—-@—cm— 1 2 0 R H —H o
H N
? Cl
1586 c»—@—cm— 1 2 0 R H —cHNC—
H —_—
CHy~ 1 2 0 R H
1587 c»—@— 2 —CHz"HN'@O C
0 CHs
1588 cr——@—cx—qz— 1 2 0 R H fCHrHNC'&
9 CFa
1589  HCX{ p-CH~ 1 2 0 R H | —CHC
H,N
QOCF3
1590 H3C-©-CH2— 1 2 0 R H —CHZ—HN-C
HaoN
9 Br
1591 o pci- 1 2 0 R H P
. N
‘ 0 cl
1592 HgC—@-CHg— 1 2 0o R H ~one
o)
- 0o R H 1%
1593 H;C—@-CHz 1 2 R
CHg CFa
1594 g’?cm— 1 2 0 R H ~ChzC
CHs HoN
CH3 ? OCF3
1595 L )~ CHz i 2 0 R H —CHZ—EC—Q
CHy HaN
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Table 1.146
- 4
Conpd, >"(CH2)i— k m n chirality R® —(CHa) ls (CH)g G-R®
0. R : R
CHy ? Br
1596 i/} Ceot 2 0 F " _CHZ——HN_C@
CHJ . "
CHy ' o Cl
1597 L )—CHe t 2 0 R . —crne )
O
! CHQ" 1 2 O R H
1598 i/?‘ —CHQ—N-EO
CHs ;
CHg _ . 0 CHs
CH,
CF3
1600 o )CHr 2 2 1 - H I
v o0 OO
1601 o~y 2 2 1 - H -CHrHN"cQ
, HaN
. ' o ? Br
1602 o pcHr 2 2 1 - H —CHZ',:*C{\S
=N
| 0 ci
1603 o pomr 2 2 1 - H o)
- 2 2 1 - H 0
1604 Ci'—@"CHz ) —CHZ—HN-C’@ '
0 CHs
1605 C"@'CHT 2 2 1 - H —CHg—E-C—@
o SCF,
1606 o s 1 2 0 R R
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Table 1.147
R! - )_ii 6
Conpd‘ 2>‘(CH2)1"' K chirality R —(CHa)p S(CH?_)EFG—R
0. R R
0 SCF,
1607 H;@—@—CHQ— 1 R H _CHQ_Q}_C_@
CHy 0 SCF,
1608 L pCHe 1 R H —CHZ—MCO
CHj, "
0 SCF,
1609 C*—@—CHT c i H —CHZ—H—CO
CF3 0 5 H 9 CFs
1610 - - —CH—
610 Gy
. o CFs
(o] -
1611 o o 2 " Ik C‘@
| 0 CF,
1 61 2 H,CO(CH;):—':QC—O—CPE' 2 - H —_CHZ—E_CO
' v - CF,
1613 *OT:‘E‘O‘C*"‘ 2 } H —CH —N—@—O
by 8 2 H
0 CFs
1614 FJCS—O—CHz- 1 R H —CHZ—E-CO
0 CF4
1615 F3CS—-@"CH2‘ 2 - H —CHz—ﬁ'CO
cl
1616 FOSH_)-OHr 2 ' : ene
HoN
9 Br
1617 Fgcs—O—CHz- 2 - H “CHQ_ﬁC‘Q

H,N
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Table 1.148
R 4
Compd. — el ) — -6
NoF.) R?>‘(CH2), k m n chirality R (CH2>—T——pR5 (CH,)eG-R
H - 8
1618 Hacob—cm— 1 2 0 R H R
H A 0 OCF;
1619 ¢ e 120 R H R O
H CFs
1620 HgCo—(zD’CHQ— 1 2 0 R H — ot
F
H 0 CF3
1621 . e 120 R H oyl O’F
‘ H 9 CF3
1622 HaCObCHz— 1 2 0 R H —CHZ—E—c—Q-F
F
' 9 Br
1623 Ho{ p-chr 1 2 0 R H ot
_ 0 OCFs
1624 Ho—@—CHg— 1 2 0 R H *CHé—}f:il-C
CFa
1625 HO—@—CHQ— i 2 0 R H —CHZ—N-CQ
F
0 CFs
1626 Ho{ pomr 1 2 0 R H o O -
0 CFs
1627 Ho{ )-cir 1 2 0 R H ~cHprC -
| F
CFa
1628 H:,cs—O—CHz— 1 2 0 R | H —CHZ—HN-C_Q
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Table 1.149

PCT/JP00/05260

1

Compd. R (CHy)—
No. R> “

.RJ

4
—1CHEES%%CF@k;G—R5

1629 HOS{ )-CHr

Hj
1630 Cﬁf&-CHf
6]
1631 HNCH—{_)—CHr
1632 CF;;‘@‘CHQ“
N
HsC
1633 N
NC \ / CHg—

1634 (HOnucH_)—cHr

1635 Mo _)—Chr

1636 HJCOCHQ—
Ha

1637 N )—CHr
CHs
CHs3
1638 gj}—caf
CHs
CH,
1639 r )~ CHz~

168
n chirality
0 R
0 R
0 R
0 R
0 R
0 R
0 R
0 R
0 R
0 R
0 R

o _OFs
—CH;=hC ! N

CF,4
H
9 CF3
_CHZ_N'C
H
? CFj
ey
H
CFa
H
CFj3

8
—CHy—N-C
H

0 :
-CHg—HN-C‘<:>'C(CH3)3

HaG CHs

2t

H

?
“‘G"z_HN‘C_< >—(CH3)4CHs
?

—cH o~ _)-0cH)sory
P @
—CHz—H&Q—HC-OCHQCHJ

Ha N
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Table 1.1 50
R! ’ g
Compd 2>—(CH2 )— k m n chirality R? “(CHQE—T?(CHz)q—G_RG
R
CHj,
1640 g?’CHz‘ 1 2 0 R H —CHZ—HN-E—Q—HN'(CHQ:CHJ .
. CHy |
CH,
1641 Q_CHT 1 2 0 R H —CHZ-—H-E-@—OCFZCHCJF
CH3
CH, P/
1642 Q—cw 1 2 0 R H _CHfﬁi_\gN
0, A
CHj . )
& ‘ W,
1 ) CHy— 1 2 0 R H - — 9
643 )—CHz oo~
CHs A
CHs :
Cl 0 CFa
1645 YQCHZ— 1 2 0 R Ho “CHz"N‘CO
B H
g | 2~
1646 w—cm— 12 0 R H —CHE—N-C‘@
‘ H
: 0 CFa
1647 H,C(CHy) r@—CHz' 2 2 1 ) H —CHQ—N-C‘@
H
CF3

1648 HJC(CHZ)GO—CHE- 1 2 0 R H —CHQ_]»‘\{‘@@

CF3°

1649 HQC(mz)Z—Q—CHz— 2 2 1 - H —CH;—N-@ _@
' H

CFa

1650 meewg~{ )= 1 2 0 R H _CHQ_M@O
H
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1

Compd. R2>—(CH2)i—

No.

R

chirality

$4

—1CHQEE;%CFriG—R5

1651
1652
1653
1654
1655
1656
1657
1658

1659

1661

HyC(CHy) 3‘@“3“2'
H,C(CHy) r@—crcz-
HyC(CHy) Z—Q—CHz-
H,C(CH,) 2’@" CHy-

H,C{CHy) a‘@‘CHz‘

HyC(CH,) r@‘CHz‘

H4C(CH,) Z_QCHZ—

H,yC(CH,) Z—Q—CHQ"

9 r
-=CH
r:'C
HN
CH{@‘(Q“Z)JC Ha

Br

f :
—CH,—N-C
H :

HoN

0 r
—CHZNC
HN
CHZ‘@"(O*Z)ZCHE
- Br
—CH,—N-C
H
HoN

a

ot
—CHzrN-C
i)
HN
CH2-< >—(CHz):|C|'b

o
—CH;~N-C
H

HN, .
CHz'@_(O“lz)zc Ho
Cl
H
HoN

H
HoN  Cl
CF3
H
HyN
OCF4
H
HaN
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Table 1.152
Compd. R : s
oNrré;?. R2>"(CH2);— n  chirality R ._(CHZ)EZ?(CHQEG_RS
1662 B'—Q-CHz- 0 R H -—CHZ—HN-@dF
HeN
ol
1663  B—( )—CHr 0o R H —CHZ—S—E-Q
HaN
CFa
1664 H3C9—®_CH2“ 1 - H ~GHe O
. - H,N
OCF4
1665 HaC9—®—CHz- 1 - H —CHy=N-C
H,N
1666 H3C$-—©—CH2— 1 - H -CHrM@d-F
HHZN
; | . ﬁ) "Br
1667 H,-,CCHZ—Q—CHZ— 1 - H *CHZ—{TC‘QB
r
?
1668 HJCCHZ—O—CHz— 1 . H _CHZ_HMCdF
HaN
f
1669 HJCCHZ—-@—CHZ- 1 - H _CHZ_HMCd
HoN
)
1670 H;,CCHZ—-@-CHZ— 1 - H ' —CHzi-C
H,N
- OCFj
1671 FE,CCHZ—@-CHZ— 1 - H ~CH N C
HoN o
.CF4
1672 HCCH—{_)~CHe 1 ; Y e

H,N
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Table 1.153
R! )
Compd. — ' P : _ )_i_ —6
oNOr? F{2>—(CHQ), k m n chirality R (<3ngRS (CHa)gG-R

Br

1673 mocH—~ pcrr 2 2 1 - H _CHz—ﬁ'g‘Q—Cl

Br

%
1674 F—@—CHZ— 2 2 1 - H —CHE—HN-C‘@[
Br
1675 P )or 2 2 1 - H —CHy=N-G F
%
1676 F—@—CHZ— 2 2 1 - H —CHy=N-C Q
HoN
Br
1677 F—OCHZ— 2 2 1 - H —CHNC
HN
'? :1
1678 F—-@—CHQ- 2 2 1 - H —CHz—gc
ol
1679 P—@—‘CHZ— 2 2 A1 - H —CHz~N-C
HoN
0 OCF3
1680 F—-@—CHQ— 2 2 1 - H —CHZ—}I;}-CAQ
: HoN
0 CFy
1681 F—@—CHz— 2 2 1 - H —CHz—&rc
’ HoN
9 Br
1682 F—@—CHz— 2 2 1 - H —CHQ—-}_I\:-CO—CI
0 ?—(/\ Br
1683 Q_ﬁcrgguz- 2 2 1 . H ~CHyN-C OJ[Br
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Table 1.154
R! )
Compd. CHa)— k m n chiralit R —(CH >—-T—(CH G-R®
No. R2>-( 2 ;. Y ( 2/p F{s Z)CT

NN
n
—

1]
I

|
O
T

i
%

&

M

1684 @—ﬁ-g—Q—CHz-

1685 @—r:g-@—cm— 2 2 1 - H —CHQ—HN~C
. Br

?
1686 @—ﬁ(‘o?—@-u—iz— 2 2 1 - H —CHZ—QPC@

f
1687 O—-ﬁo—(? —cH 2 2 1 - H —CHzN-C

H,N
cl

N
\N]

1688 @—g&@-%— 1 - H o TR O

HoN

‘ . 0 OCF3

1689 Gﬁg’OC*’Z‘ > 2 1 - H ~CHy I C
HoN

CF3

?
1690 @—rx&@—c&«,— 2 2 1 . - H —CHz—HN‘CO

H,N

1691 Q:‘Jg o 22 1 - H _CHz_&b@OCI

CH3 Br

692 2 0 R H —CH—N-C—
1 HQCOCH{' 1 _ CHy N C‘(O\/I[ Br

CHy

.
—CHN-C F
1693 HacO-CHz- 1 2 0 R H 2H—§§—
. HoN -
. CHjy ?
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Table 1.155
Compd. R’ : '
ompd. — irali ’
NoF.J R2>'-(CH2), k m n chirality R —(CHQ)D—Z?(CHz)q—G—RG
cHy Br
1695 ¢ Ocm— i 2 0 R H —CHg G
HoN
- CH, '
1696 H:,C—C}—CHz— 1 2 0 R H ~CHe NG
HoN
CHj ? !
1697 ¢ O . 1 2 0 R H —CHz—ﬁc‘Q‘
HoN
- OCF,
1698 ¢ _@_CHz_ 1 2 0 R Ho —~CHN-C
HoN
- CF3
1699 H30~©—CH2- 1 2 0 R H —Chz=N-C
HoN -
CHgj o ? Br
1700 chO'CHz— 12 0 R H —CH_2—§C—©~CI
_ 0 CFy
1701 Flch:Cl—l——O—CHz— 1 2 0 R H —CHZ-—EI*C
. HaN -
' ‘ 0 .CFa
1702 Haco—-@—CHz- 1 2 0 R H “CHz"ﬁC‘Q
| HaN
' , 0 .CF4
1708 E,Q—CHT 1 2 0 R H —CHZ—}:}-C@
o) : HaN
0 CF,
1704 HO—@—CHz— 1 2 0 R H _CH2—{$C‘©
HaN

o 0 CFs

1705 c»——C}—CHr i 2 0 R H . —CHz—ﬁ—cQ
HaN
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Table 1.156
Compd. R | fifd ’
ompd. — o . - -
No. R)‘(CHz), k m n chirality R (CHQDR"’ (CHp)g G-R®
CF5
1706 @CHZ" 0 R H —CHzN-C
HaN
CFs
1707 H305—®—~CH2— 0 R " ~CHp-C
HoN
o _FCFs
1708 mGCH~_)~Crr 0 R H —CHZ—HN-C‘Q
HaN
CFy
1709 (honoH<_)-cir o R H —CH
HoN
Ha 0 CF,
1710 8 CH- 0o R H _CHZ_MCO
HaC H
CH4 0 CFj
1711 6‘%_ o R H . _@
HaCCH> 9 CF,
S ORISR 9%
Ha ' ‘ 0 CFs
1713 H CHy 0 R H —CHZ—}’f\;—C
H ' 0 CFs
HO H
o _FF
1715 = 0 R H
/ CHZ_ _CHZ—S—C
- CF:) :
CHz' 9
1716 \{ 0 R H —CHZ-I;{}-C‘Q
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Table 1.157
R1 4
Compd. — - . _ 6
No. R2>‘(CH2), n chirality R (CHZ@‘DRS (CHp)7GR
OCH;, o
1717 Hyco~  )—Chyr 6 R ~CH2-I_I‘TC—< ,>
Qg o _£F
1718 o 0O R e
CHj H
CFs
- ?
1719 ﬁ:}—cm o R ~cred
HeCO p—— 0 CF4
1720 H’CQ_N—/}CHZ' 0 R P
CH3 H
o £
. | | g
| o _fF
1722 @‘%‘ 0. R _CHQ_HMCQ
=
o £
1723 @' CHz~ 0 R —CHZ—-}I’:‘-CQ
‘F
CH3 ﬁ) CFJ
1724 ch‘O'CHz— o R ‘CHz‘HN”CQ
F
CHs 0 CFy
1725 H;,C—Q—CHZ— o R —orpr
H3C F
o _OF
1726 HoCH{_)-CHr o R ~crp @ -
o _OF
1727 @CHT ° R —CHN-C />—F
H
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Table 1.158
Compd R : ¢
NoF.D. R2>‘(CH2)1_ ‘n chirality R ——(CHQ)E—E;(CHQEG—RS
1728 @‘C“f 1 0 R H P _dja
~CHN-C F
CHs CF3
1729 HacGCHZ— °c R H —CHZ—HN-@O—F
HaR@\r CFy
1730 N~2>_CH2- 0 R H ——CHE-}_r\f(ﬁZ)'Q
1731 Haoo\@[:?—%- 0o R H 0 "
A —CHZ—S-C*@
: CF;
1732 HOCHZ—Q—CH 0 R H _CHQ_{;H(@ _@
CH,~ f a3
1733 @‘ 2 0 R H —CHz—MCQF
_ | N g
o £
1734 Hacs—@—-CH 0 R H —CHz—'\FCQF
" F
o £
1735 H_;CCH2—®—CH 0 R H —CHQ-MCQF'
" F
CF,
1736 @'CW‘ 0 R H -—CH;—N—EQF
" F
CHa 0 CFy
S T T2 <
-
CHy 0 CF,
1738 H3C—©~CH 0 R H -CHQ_&*C‘Q.;
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Table 1.159
R . ] 4
Compd. >—CH — K hiralit a - H}—T—CH G-RS
No.  R? (CH,); m n chirality R (C 2pR5( )T |
0 CF,4
1739 (H:C)zCH—Q—CHz' 1t 2 0 R H -CHZ—{X—C‘Q‘F
F.‘

' CHy—
2ad @— r 1 2 0 R H —cm—gg—@
1741 H3C5——©—CH2— i 2 0 R H “CHZ"L‘{"EO
1742 wmee_p-ce 1 2 0 R H _CHZ_HME O

9 Br
CHg~
1743 @ 2 12 0 R H —CHZ—I_I\;‘-CO

CHj, ) ? Br
1744 HaCOCHz_ 1 2 0 R H . O
CH:; ? Br
1745 Hac—QCHg— 12 0 R H —CHrﬂ—C‘@
, HaC
' ﬁ) Br
1746 (}-hC)zCH—Q—CHr 1 2 0 R H _CHQ_HN_C_@
Br
. ?
1747 @‘CHZ 1 2 0 R H ~CHy NG
. HQN
Br
1748 H;,CCHZ-—Q-CHz— i 2 0 R H =G -C
HzN‘

. Br
CHj

P
1749 H3COCH2‘ 1 2 0 R H —-CHg—HN-C‘Q
' HyN
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Table 1.160
Compd R’ ﬁ{d
: CH,)— irali —
No. R2>'( 2} n chirality R’ (CHZ);—J—F%?(CHg);G—RS
oCF
1750 &C“f 0 R H —CHy=N-C 3
*H
OCF
1751 H3CS—©-CH2- 0 R H PO ’
*H
ocF
1752 H,CCHE‘—Q-CHz— 0 R. H —CH— NG ’
H
ocr
1753 @'GW o R H N G ’
, *H
. . CH4 ) OCF3
: CHa OCF3
1755 H3C —CHy- 0 R H —CH —-N-EO
HaC " H
ocF
1756 (woncH<_)-oHr 0 R H e CH—N ’
2
H
Br, Br CE
1757 Br——Q-CHz— 0 R H CH N—E:?—@ 3
—CHy
Br Br H
Br, Br CF
3
1758  HsC CHy~ 0 R H —CH _NEG
2
Br Br H
_Q,”-g-%
1759 mie_)—chr 0 R H °'=<<:>
‘O‘C;CH;
| 9
1760 HgC—Q—CHg— 0 R H menee Q ocrs
Q

CF,CHCIF
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Table 1.161
Compd R' il
NoF_) : R2>-(CH2)1— K n chirality R? _(CHz)pRS(CHﬁq—G—RG
Q
1761 HC CHy 1 0 R H e "
) @ T
CH4 . ?
. y —CHo—N"C—< >
1762 5./ CHz 1 0 R H o @
CH, o H
OCH,CHs
1 7‘63 @—CHZ— 2 0 - H —CHZ—HN“C
o OCH2CH3
1764 @-CH{ 2 0 - H —C HgCHz"H!\P“(HZ‘@
OCH,CH
1765 2 0 Sl -
cHa . H ~CH-N-C
< > 2 H
CH,CH(CHy),
OCH,CHs
G
CHy - - B
1766 { )-CHr 2 0 H e
CH,CH(CHa),
, OCH,CH,
) ) i
1767 CP—@—CHz 1 1 H -CHZ—HN-C‘@
B OCH2CHa
. ) ?
1768 o )-crr 1 1 H ~CracHr e
CHs
1769 i}' CHy 1 0 R H L o
ca—]CHCon
CH, F
CH,
HN-C—N—Q—CI
1770 N )CHr 0 R : Ly e
—CHz~NC cl
CH34 "
CHy
~CHNC
1771 " )—CHr 1 0 R H o
(H3CaC- GHN-G
CH HyC H %
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Table 1.162
C d R' R4
O&? ' R)‘(CHz)r‘ k m n chirality R —(CH2)B_i_S-(CH2)a_G_HG
’CHZ—NH‘C
1772 i}CHz— 1 2 0 R H H:b‘p
"%
CH:’ HsC

(@]

X
w
=0

—CH,~N-C
1773 @—CHZ— 1 2 0 R H e HHC\\
CHs . o
CHj
1774 ) CHz 1 2 0 R H ? ”*g‘@ma
—CH—N- HM3CO
CH,4
CF3
1775 HO‘QCH2’ 1 2 0 R H —CHp-C
H,CO HHzN
CF4
1776 H3°°‘QC’*2‘ 1 2 0 R H ~CH-C
HO ol
CFj
1777 CF‘QCHZ' 2 2 1 - H ~CHg—-C
cl ol
o ' 0 CFq
1778 H30—®—CH2— 2 2 1 ; H —CHrL\fC‘Q
HoN
’ ? CF3
1779 @‘CH? 2 2 1 - H —CHZ—HN-C-Q
HoN
? CF3
1780 B:——@—CHZ— 2 2 1 - H | _CHZ_HCQ
HoN
. ? CF5
1781 HQ—@—CHz— 2 2 1 ; H _CHQ_H,\LC@
HaN
CF4
1782 HocH{ p-cim 2 2 1 - H e

HaN
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Table 1.163
R! qe
Conpd. 2>‘(CH2)1"‘ n chirality ‘R —(CHZ)—{—«;HZ)—G—RS
oo R Pls q
CFq
1783 NC—@—CHZ— 1 H —CHz=N-C
Ha N
0 CF3
1784 C)-crr 1 M ~ong g
HaN
CFy
1785  CHy(CHI_)-Crrm 1 H _CHZ_HN.@Q
HoN
0 CFy
1786 @‘CH? 1 H —CHz~N-C
HaN
CFy
1787  CHy(CHy); CHy - 0 R H ~ChHz
HaN
CHg CF3
1788 HscOCHZ— 1 - H —CHyN-C
HoN
CFy
1789 HyCo{_)~CHr 1 - H ~or gy
HN
0 CFa
1790 CF—@"CHz— 0 S H ~CH2—L\{FC-©
HoN
0 OCF4
1791 c»——@—cm— 0 S H —CHz—HWID
HaN
CH3 0
1792 HgC—Q—CHQ— 1 - H —CHz—ﬁ-CdF
HN
cl Qd
1793 1 H —CHZ—}I\j-C F

CHy

2
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Table 1.164
Compd R' I
Nop. R2>'(CH2),'_ k m n chirality ‘R _(CHz)pls(CHz)ﬁ_G_Rs
1794

F

2 2 A . H —CH, wcé

a s

1795 fpc”f 2 2 1 - H | —CHy N—C
a ¥
~-

1796

1797 2 2 1 - H —CHy— N—C

2 2 1 - H —CHp~N- d

?
1798 WO )p-CHr 2 2 1 - H ~ Gz ;

1799 toocHL o= 2 2 1 - H —CHp N—C F

?
1801 C)-cre

n
n
—
1
T
| .
Q
I
"~
T
{;zi
il

HaN
CFy
1802 _HO‘QCHE‘ 1 2 0 R H ~CHrC
HaCCH,0 HHN
(R CF4
1803 HO‘QC”Z‘ 1 2 0 R H —CHQ—MC—Q
H
HyC HyN

f
1804  woeHi o= 2 2 1 - H —CHzN-C F
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Table 1.165
R‘ . R4 )
Compd. ™ >~(CH,)~ n chirality R? —(CH A —(CH,)=G-R®
No. R P s q
SCF,
1805 B'—Q‘CHf o R H —CHZ—N‘-@@
H
SCF;
1806 H:,CO—@—CHz— 0 R H ~CH2_M&®
H
H3C 0 SCF,
H ? SCF3
1808 cho—z__:}—cs-{z— 0 R H —-CHQ—HN'CO
SCF;,
1809  HO={_)-Crr 0 R H -.CHZ—N-@—@
H .
1810 @ 2 0 R H —CHz N C
, SCF,
1811 /:QCHZ‘ 0o R H o ‘”@O
. 2 H .
SCFy
1812 H3CS‘®—CH2— 0 R H _CHQ_ME
H
SCF,
1813 HGCH~_)-CHr 0 R H —CHz—wg
H
: SCF,
1814 CHz’ 0 R H —cm—w@
T H
CH, SCF,
1815 HJC_OCHZ_ 0 R H

WO
~CH~N-C
H
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Table 1.166
R! R
Compd. P> (G, n chirality R —(CHyls—(CHy)sG-RS
No. R P s
o _SCFs
1816 (CHaCH<_)-CHr 0 R Ho —CH;&#C—@
SCF,
1817 (CHJ):,C‘©—CH2- 0 R H —CHZ—HN-E‘@
OCHF.
_ 7 :
1818 a.—{i}—w2 0 R H iy
OCHF,
1819 H3co—@-0H2— 0 R H ~Ge
H,;C ’ OCHF,
1820 HObCHZ— 0 R H —CHNC
HQ o Lo
1821 HsC CHy 0 R H —CHz—HC
OCHF,
1822 Ho—O—CHz— 0 R H Gy C
OCHF,
CH
1823 ﬂ;@ 2 0 R H —CH NG
o _ QO
CHy
1824 @ 2 c R H ~CHyN-C
o Lok
1825 HgCS—Q—CHg— 0 R H —CHe
OCHF,
1826 HiCOH—{_)—Chr- 0 R H

—CHN-C
H
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Table 1.167 186
Compd R' T
mpd R2>—(CH2)j_ n chirality R? _(CHz)pR5 (CH)g G-R®
OCHF.
1827 @C”f 0 R H ~CHN-C 2
2
H
oy 0 OCHF,
1828 H3COCH2— o R : —CHIC
CH
3 OCHF,
1829 HyC CHy o R H —Crz NG _)
H,C "
QCHF.
1830  (CHaCHL_)—Chir 0 R H —CHNC 2
-
H
1831 8r_)~cre 0 R H —CHZ'“*@@/ o
H
. 9 C(CH3)
1832 HycoL_)-Cre 0 R i “onpreT
g
C(CHa)a
1833 Hoj >—CH s~ 0 R 4 —C-Hz_HN_C_@/
H
? C(CHs)s
1834 Haco—b-cm— 0 R H —CHz‘}I\i-C‘@/
i Q C(CHy)
1835 Ho—Q—CHz 0 R H —CHZ“L*C@ B
1836 E’QCW 0 R H I
) CHy HN—C‘U
o @ o ClCHy);
H
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Table 1.168
Rl R4
Compd 2>—(CH2)j— n chirality R —(CHO)——’—(CHQ)—G‘RS
No. R “PRs d
. C(CHa)
' (CH
1839 HacoH;—( )-cHe- 0o R H —GHg- N-C—&r »
CHy (CHa)s
1840 2 0 R H —CHy~ N*C~<Oj
CH4
? C(CHs);
1841 HBCOCHZ_ 0 R H ~CH2_S-C:4®/
- C(CH
1842 H:;C‘Q'CHT 0 R H —CHZ-Mg@/ Gk
HaC ;
C(CH
1843 (CHa)ZC”‘OCHT 0 R H —CH;N—@@( etk
(CHa)
1844 (CH3)3COCH2- 0 R H —CHy r\rc—&r ok
I —CHz-‘N'g r
1845 HgCCHz—O—CHZ— 0 R H an
CH2'< >’-CH2CH3
CHa SCF,
1846 ch—QCHg— 0 R H *CHQ—M@—@
H3C :
OCHF,
1847 (CH3)3C—©—CH2- 0 R H _CHZ'N'@‘O
: H
HaC
1848 Ho-bcm— 0 R H
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Table 1.169 188
Compd. R’ T
ompd. — el
No? R2>—(CH2)’ k m n chirality R’ —(CH, P (CHa)G-R®

1849 CHy~ 1 2 0 R H 0

]
0o
e

|
z

1850 HiCCH, CHy 1 2 0 R H | o]

CHy
1851 HCOCH_ 1 2 0 R H 0 -~
3 2 I
_CWCJ
1852 @-CHZ— 1 2 0 R y o O
—CHZ—}r:I-(C
O?é’@
1853 HObCHZ_ 1 2 0 R H .
—CHsN-C
. H
o9
1854 @'CW‘ 1 2 0 R H ¢ - O
' —CHz—HN-C‘@

Q)

0
(ku
1855 H-_,CCHZ—-@—CHZ— 1 2 0 R H . ‘ME_@S{ >
—CHy
H

xI
(o)
[$]

R v . g
_CHQ"'N'C
H

O

&u
1857 @CHZ— i 2 0 R H o ¥
—CHQ-N‘C‘@
H
Br
1 ) B CH 1 il
858 B )-cH; 2 0 R H CHy t{rc@
H,N
Br
1859 cho—O—CHz— 1 2 0 R H —CHg—HN-C
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Table 1.170
Compd R! i
No? ' R2>(CH2);— n chirality R3 —(CHZ)B—ig(CHﬁa-G—RG'
HyC Br
1860 Ho-z}cm— 0 R H —CHz—m-C
HyN
. H Br
1861 Haco—éj}cm— 0 R H e
HoN
Br
1862 HO—O—CHZ— 0 R H -CHZ-HN-(IZ
HyN
) ? Br
1863 B;Q‘CHZ_ 0 R H —CH2—§CO
HaN
? Br
1864 H3CS—®—CH2— 0 R H -—CHZ—HM&Q
: HyN
Br
1865 @‘C’*z‘ 0 R H —CHN-C
' H,N
A . CHa ? Br
1866 H3C‘OCH2— 0 R H —CHz—HN'C
HiC HyN
. ‘A ? Br
1867 (CHs)ecH"@‘CHr 0 R H ——CHZ—E{rc—Q
HyN.
Br
1868 (CH3)3C—©—CH2— 0 R H —CHQ"HN‘C
H,N ‘
0 [
1869 Br—Q—CHz- 0 R H —CHQ—HN'C‘Q
H,N
!
1870 HgCO—Q—CHz- 0 R H —CHZ—HN-C
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Table 1.171 9
R! R
Cor\rj';pd' R2>(CH2);— k m n chirality R —(CHZ)E—{?(CHQ)E]—G—RG
: : R
1871 Ho—b~CH2— 1 2 0 R H —CHz N C
HoN -
|
" 0 R ' ' i
1872 HyC CHy 1 2 H ~CH2—}_I\§-C
HaN
_ . |
1873 HO—@—CHZ— 1 2 0 R H —CHz—ﬁ-C‘Q
) ' HyN
. P I
1874 f@ CH 1 2 0 R H -—CH;}:I—C*Q
© HoN
[
1875 @%‘ 1 2 0 R H —CHN-C
H,N
? |
1876 HgCS—Q—CHz— 1 2 0 R H —CHg—HN‘C@
? ]
1877 H3CCH2—®—CH2— 1 2 0 R H —~‘CH2—HN—C—©
HoN
|
1878 @»CHZ— 1 2 0 R H —CH NG
H,N
CHy 0 I
1879 H3C-QCH2— 1 2 0 R H —CHz—g‘é
H3C HaN
? |
1880 (HacH{ )cH~ 1 2 0 R H —CHzNC
HyN
? |
1881 (CHa)y C—@—CH; 1 2 0 R H —CHZ—HN-C

HN
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Table 1172
Compd. R’ R*
No? ' R2>_(CH2)3— k m n chirality =~ R? _(CH2>;3—A_5—(CH2)5_G_R6
, : 0 NO,
1882 8'—@~CH2— 1 2 0 R H —CHZ—}_I\:-CQ
HyN
. ) ? NOZ
1883 cho—O—CH2~ 12 0 R H _CHZ_HMC,Q
HyN
H3C . (‘? NOZ
1884 H b CH 1 2 0 R H —CHZ—HN-C
HoN
H ? NO,
1885 wcob—cm- 1t 2 0 R H “CHz‘L\rC‘Q
' HoN
|
1886 HO’Q—CH{" 1 2 0] R H "CHz_HN'C
H,N
: N02
' CHy 9
1887 v 2 i 2 Q0 R H -‘CHZ—S"C
© ' H,N
NO,
1888 @' CH= 1 2 0 R H —CHz NG
HoN
NO,
1889 HacS—Q—CHZ— 1 2 0 R H —CHgN-C
HoN
: 0 NO,
1890 H;,CCHZ—®—CH2— 1 2 0 R H —-CHZ"{TC
HoN
0 NO,
1891 @*CHZ— t 2 0 R H —CHQ—HN'C‘Q
A HoN
CHs NO,
1892 HgCO‘CHg— 12 0 R H —CH

HaN
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Table 1.173 192
Compd R’ P flq4
No. R>(CH2)]— m n chirality R —(CHZ)E—FIE(CHz)a-G—RG
CHj NO,
1893 HJCOCHz‘ 12 0 R H *CHZ—E’-C
HyC HaN
NO,
1894 (CHyCHK_)-Chr 2 0 R H —CHrﬁ-@‘Q
HyN
NO,
1895 (CH3)3C—©—CH2— 2 0 R H —CHQ—HE
H,N
H _ OCF,
1896 H3C@CH2_ 2 0 R H —CHZ—{\{}-C
HoN
OCFs
1897 H3CS—©—CH2— 2 0 R H —CH N C
HoN
0 OCF;
1898 H3CCH2—®—CH2— 2 0 R H —CH2~HN-C
HoN
_ OCFs
1899 (CH3)2<:+®-CH2- 2 0 R H -—CHZ—HN’-C
HoN
HyC 0 OCF,
1900 Ho—b—cw— 2 0 R H —CHZ—HN—CO
HoN
0 OCF,
1901 ch<CH2>2—©—0H2— 2 0 R H --CHZ-‘HN-C
HoN
OCF,
1902 @‘C%‘ 2 0 R H —CHgN-C
"HoN
OCF;,
1903 <CH3)ZCH—©—CH1— 2 1 - H -CHZ-HN'C

HoN
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Tabie 1.174
comod. R 4
ompd. — L :
No“’ F:{2>(CH2), chirality R? —(CHQFE;(CHZ);G—RG
OCF,
1904 H3C(CH2)2—®-CH2— - H —‘CHZ—}:J‘C
 H,N
cl 0 OCF4
i
1905 C}—GCHZ— R H —CHzN-C
HoN
0 OCF,
1906 O’Q'CHZ_' R H ~CHy~N-C
L5 H
HoN
0 OCF,
1907 MO )-crir R ’ ol
HaN
OCF,
1908 Hapo—O—CHz— R H —CHr e
OCF,
1909 HZC‘;CH—OCHZ— R H ~CHzC
HaN
OCF,
1910 BP‘@‘CHz- - H _CHz..HN.C
_ HaN
ci 0 OCFy
1911 C@CHZ_ - H Gz
HoN
0 OCF,
. 1912 HO—OCHZ— - H _CH2_I§_C‘©
HoN
. CH,4 9 QOCF,y
1913 Hac‘OCHQ- - H "CHz'HN‘C‘Q
HaN
0 OCF,4
1914 HyC—_)~Chr- H —CHa‘HN'C‘Q

HaN
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Table 1175
Compd R R
T >—(CHy)— irali — -RS
No. RZ.>‘( 2); k m n chirality R? (CHZ)E—[L?(CHZ)Q—G R
H3CCHa , o OCF;
1915 Hob,%_ 1 2 0 R H “CHZ"H”C‘Q
HaN
H, _ 0 OCF;
1916 H‘}b%‘ it 2 0 R H _CHZ'ETCQ
HaN
HyCCHe o
1917 H‘fb%‘ 2 2 1 - H _CHE_&*C@
Ha N
1918 Ho—b*cm— 2 2 1 - H ~CHa N C
1919 C,__@»CHZ_ 2 2 1 - H —CHZ—HMC
HaN
, N3 0 F
1920 w@-cm— 2 2 1 - H —CHrECGF
HaN
NH, o oo
1921 c»——@-cm— 1t 2 0 R H —CHZ—FI\{*C—Q
_ HaN
N, : 0 OCF;
1922 C'—GCHr 2 2 1 - H -—CH;_.—HN-C
HN
SCF
_ . 7 ’
1923 Br—Q—CHg 2 2 1 H oz
v SCF
- ) f ’
1924 H:,Co—@—CHz 2 2 1 H *CHz—HN‘C‘@
SCF
- i ? ’
1925 F——Q—CHZ 2 2 1 H _CHZ—HN'CO
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Table 1.176
R1 R4
Compd. 2>(CH2),— k n chirality R —(cx-izy—‘f—(CHz)—G—x:i6
No. R P RS 4
0 SCF,
1926 F«dcm— 2 1 i H —CHz"HN‘C‘@
SCF
o ) % ’
1927 HO_@‘C"‘z 2 1 H —CHE—HN'CO
QQCH— ? oo
1928 @ ? 2 1 - H —CHz I C
) SCFj
CH
1929 @‘ 2 2 1 - H —CHZ—M@—@
H
SCFs
1930  wos{ )-crr 2 1 - H _CHz‘tf@O
v 0 SCF,
1931 H@CH:—O—CHy 2 ‘1 - H —CHz't'l'lC
i (l? SCF;
1932 @ 2 2 1 - H —~CH2—HN-CO
' CHa o SO
1933 Hsc—GCHz— 2 1 ) H —-CHy}_f\fé)
CHg ‘ 0 SCF,
1934 H3C\©/CH’_)- 2 1 - H —CHQ_N'CO
H,C H
SCF,
_ f
1935  0N{ )-CHr 2 1 - H ~CH2—HMc—®
SCF,
1936 Ho~{_)-CHr 2 1

5
—CHQ—EC
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Table 1.177
R! il
CoNrr(;pd- R2>‘(CH2)1— k m n chirality R —(CHQH?(CHQM’G‘RS
. R

SCF,

: ) 7
Chr 2 2 H —CHzN-C

1937  (CHaC

s

Br

_ - ‘ ‘ 7
1938 Br—@-CHz 2 2 1 H —CHZ—HC‘G'CHa
? Br
1939 H3CO—@7CH2— 2 2 1 - H "CHz_{j'C“QCHS
. ? Br
1940 — )CHr 2 2 1 - H _CHZ_HMCG%
F . ? Br
_1941 P—@CHQ— 2 2 1 ) H —cz—|2—§c~<—;&w3
(? Br
1942 HO—QCHZ— 2 2 1 - H "CHz'HN”é‘Q‘CHa
(f? Br
CHz~
1943 CL)’Q 2 2 2 1 - H —CHz—Mc—QCHa
o H
? Br
CHy ;
1944 I:g} sz 2 1 H —cm—;m—@cm
9 Br
1945 H3CSOCH2~ 2 2 1 - H —CHa‘L\fC‘@'CHa

Br

?
CHy~ 2 2 1 - H _CHZ_HN.C_QCHJ

Br

1946 HiCcHy

s

2

1947

O
XI
|
N
n
'
T
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Table 1.178 197
R! il
Compd. "*>(CHj~ « m n chiralty R  —(CHp—(CH)-G-R®
No. R Pre 1
CH, ? Br
1948 HgC‘C}"CHg— 2 2. 1 - A —CHgIC CHy
CH, Br
1949 HgC‘QCHZ- 2 2 1 - H —CH _N_@_QCH
H;C 2 H ’
3

Br

_ ] 9
1950 OszQ—CHz 2 2 1 H —CHZ—HN-C‘Q*CHa

Br

o i 7
1951 Hg<:{>—cr42 2 2 1 . H -CHz—L’_C‘Q'C}'b

Br

1952 e{ ponr 2 2 1 - H ~CH2~§@—QF
' ? Br

1953 mco{_p-oHr 2 2 1 - H —CHz‘{j{"C‘QF
? Br

1954 r—@—cm— 2 2 1 - H —CHz—HNC‘GF
9 Br

9 - Br

1956 WO p-oHr 2 2 1 - H - _QF
B

1957 E’Q CHr 2 2 1 . H 9@
o —CHaNC F

o ?

1958 @ o2 2 ; H —CHQ—HMC—Q-F
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Table 1.179
Compd. R il
ompd. 2>—(CH2)j— n chirality —(CHZ)——l—(CHZ)——G—RG
No. R Pas q
8r
1959 H3CSOCH2— 1 —cH _NEGF
2
H
Br
1960 H3CCHZOCH2~ 1 ) —cH —N-EGF
2
H
8r
1961 @ oz T -CH-M@GF
v N
CHs o
1962 HgCOCHz" 1 - —CHz_ﬁ_C_GF .
CHs Br
1963 H3C~C>—CH2— 1 - —CHQ—N-@GF
HsC :
Br
1964 O?”‘@CHE' 1 - —CHZ—N-@ F
H
. Br
1965 H3C‘®‘CH2— 1 —CHZ_N‘@—Q'F
H
) ? Br
1966  (CHaCH-{_)-CHr 1 - —cnryt .
F
1967 B )-cHr 1 - —CHy NG
' HaN
?
1968 H3CO—®-—CH2— 1 - —CHz N-C
. HaN
?
1969 1 - —CHzprC

HoN
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Table 1.180
Compd. R >—(CH Y - i
NG, a2 i n chirality R? —(CH2)5—FI{?(CH2)5—G—R6
1970 E’@’CHT 1 H —CHa—N-E
o H
1971 @‘CHT 1 - H ~—CHg N-C‘d
0 F
|
1972  HCs CHy~ 1 —CHyN
3 —@- g H CH Hr\rc
1873 H3CCH2—®—CH2— 1 - H —CH— Mcd
CHy
1974 HSCOCHZ_‘ 1 H ~CH N-c
F
1976 H3C—©—CH2— 1 - H —CHyp N-C—d
1977 NoK_)-CHr 1 " ohe Md
0 F
1978 (HauoH{_)~Crr 1 H ~CHyfrC
HaN
_ ?
1979 @‘CHZ 1 H —CHy NG F
: HaN

HaN
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Tabie 1.181
R! R
Compd. " >(CHp— k m n chirality R —(CHg)—‘_(CHq)'_G_RS
No. R p s 2/q
1981 0N _p-CHm 2 2 1 - P
2 2 H 2 HN-C F
A HaN
1982 NC—@—CH - 2 2 1 - H | —CH _,\ﬁ
2 2 N C F
‘~ H2N
' _ : 0 F
1983 (CH3),C *"@‘CHT 2 2 1 - H _CHE‘ﬁC'Q‘F
' HoN
0 |
I
1984 Br—Q—CHZ— 2 2 1 - H _CHz_HN_CO
: HzN
0 [
i
1985 MO p-CHr 2 2 1 - H T
' HoN
: . 1
1986 HO—@—CHZ— 2 2' 1 - H —CHZ—}TC‘Q
HoN
|
CHy- 7
1987 2 2 2 1 - H —CHZ—&}-C
© HoN
|
1988 @‘CHZ" 2 2 1 - H —CHymN-C
|
1989 H3cs—©—CH2— 2 2 1 - H ~CHzNC
!
1990 'chCHz-—Q—CHz— 2 2 1 - H —CHyN-C
HaNo
|
1991 @}%‘ 2 2 1 . H —CHzN-C

HaN
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Table 1.182
Compd. R’ 7
ompd. CHy)— chiralit 3 —(CH H,)—G-R®
pd (O y R ( 2>—4—pR5(c o5
CH4 !
1992 HsCOCHr - -—CHZ—}_I'\;‘C
HaoN
(? |
|
1993 0;N{_)Crr : .
HoN
? {
1994  Ho{ )-CHr i ~crpyd
HoN
!
1995  No—{_)-Cr ey
HoN
|
1996 <CH3>QCH—®—CH2— - —CHzN-C
HoN
CH, 0 |
1 997 H3C‘®>CH2”. - —CHz"{:lj_C
HyC HoN
? Cl
. H
? Cl
1999 HaCO‘Q‘CHz‘ } —CH;~N-C
: H
: ? Cl
2000 R )-CHr : ——CHZ—N‘C‘O
H
9 Cl
" H
Cl
2002 E’QCHf —~CHN-C
(0] H
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9

Compd. R CH.,)—
No. R>( 2)

n chirality

R4
—(C Hgyp—i—(CHz)rq—G—Rs
RS

2003 @' CHa™
2004 chS‘Q‘CHZ—

.

2005 HaCCHy CH,-

CH4
2006 ch-O%Hz—
2007 0uN{_)-CHr
2008 - HgC—Q—CHz—
2009 NC—@—CHZ—
2010 (CHCHH_)-CHr

CHj
2011 Hac—O—CHZ—

H,C

2012 s )-cHr
2013 H;,CO—@—CHE—

ﬁ? Ct
H
Cl
]
""CHQ"'N'C
H
9 e
I
H
e Cl
_CHQ_N'CO
H
&? Cl
—CHp~N-C
H
ﬁ) Cl
ey L
) H
([? Cl
—CHZ—N—C—@
H
? Cl
et
H
? Cl
~CH,~N-C
®H
? Br
-'CHQ“N'C_Q’CI
H

Br

:
—-CHQ—N-C_< />—c1
H
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Table 1.184
Compd. R’ | 4
ompd. —_ eali — )_i_ -R6
e R2>—(cr-|2), n chirality RO (CHszS (CHo)7G-R
Br
2014 HO )-CHr T H _CHZ_ME d .
H
: Br
CHy ] 7
2015 E’OQ' : 1 H —-CHZ—N-_C-QCI
H
Br
2016 &CHZ— 1 - H —CH —N-@ cl
_ N
Br
2017 chS—QCHz— 1 . H —CHQ—ME‘QCI
H
Br
2018 HCCH L )—Crr- - H —m;w@@a
‘ H
Br
2019 @CHZ‘ 1 - H —CH —w@@-a
2y
CH3 9 Br
2020 H3C‘C>'CH2— 1 ) H —CHZ—HN-C—< (>—c1
? Br
2021 0N )-CHr U H —orewt Sa
H.
Br
2022 HsCOCHz‘ 1 - H —CHZ—N‘@ cl
H
) Br
2023 NCO—CHz' 1 B} H -—CHQ—N‘E‘QCI
H
Br
2024 (CHacHL_)-CHr 1 - H

?
—CHg"g‘C‘QCI
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Table 1.185 204
R! R4
Compd. _ >=CHJ= k'm0 chiralty R —(CHp{—(CHyG-RE
0. R Pls q
CHs B
2025 HacQCHZ— > 2 1 - H _CHQ_M@_O,U
H3C H
. Br
2026 L—dCHQ— 2 2 1 i H —CHZ—ng—O—C:
. ? B8r
2027 e _poir 2 2 1 - W —CHzﬁ}TC‘Q
HaN
Br
2028 WO )-CHr 2 2 1 - H ~CHg S
. HyN
Br
2029 HO—@-CHz— 2 2 1 - H ——CHZ—HN-C
HyN
? Br
2030 g’@‘c‘*f 2 2 1 - H —CHQ—L\{-CQ
© HyN
Br
2031 @‘ CHe 2 2 1 - H —CHyN-C
: HoN
' 9 Br
2032 @‘_CW‘ > 2 1 H —CHZ—HN-C‘Q
H,N
CHj ? Br
2033 _@CHZ_ 2 2 1 - H ~CHr G
HoN
Br
2034 ogu—@cm— 2 2 1 - H —CHZ—&rc
H,oN
ﬁ) Br
2035 HgC—Q—CHz— 2 2 1 - H —CHZ—HN~C

HaN
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Table 1.186 205
Compd R R
No. R2>‘(CH2);'" n chirality R? —(CH2)b—Ft—s-(CH2)-q—G-H5
? Br
2036 NC—@—CHZ' 1 - H —CHZ—HMC
H,N
CH Br
2037 H3C‘Q~CH2- 1 - H —CH NG
HSC H2N
F (lP Br
2038 "_GCHz‘ 1 - H ~ GHepy
2039 HCK_)-Crr T H ~CH2—M?—;<]
H  ¢N
0 o OH
2040 Hac—O-CHz 0 R H —CHyN-C-CH— ,>
TR
: CHs
2041  HsC CHz 0 R H B ?\)_Q
3 —@- 2 CHz=N-C c@
0 H3G_CHj
2042 H3C‘©—CH2— 0 R H —-CHZ—u-C‘?&
HaC _
CHy
2043 H:,C—@—CHZ- 0 R H —CHZ—HN-C-CHZ
CH4
CH,
2044 g’f%cm— 0 R H ok
CHy E}{C«Q_O_@
CH,
CHa 0
2045 N —CHs 0 R H ‘CHZ‘H“*CHNQ |
CH4 dc‘ﬁ_d
CHaq 0
2046 ¥ —cH 0 R H “CHZ';TC;P CHs
CHa &N
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Table 1.187
C d R R 6
O:\T;p R2>(CHQ)1— n chirality R? —(CHZE—#(CHQ)?G‘R
CHs —cu,—:(‘?
2047 Y )—CHg 0 R H ;g
CHjy CH,CH,
CH4 ' Q
gijH 0 R H Tenee /;
2048 N ) e .
oH HNOOCH2CH3
3 .
& "C“rx"z?} '
2049 et c R H H*Cg 3
CHy CHa
Hy 0 CF,
2050 CT\}%— c R H —CH2—§C4©
Hs ? CF3
2051 Ok 0 R H ~CHyN-G
Br ?
2052 CHa~ T H —CHz-C F
OCH,CHy H,oN
weg_ 1 H cﬁ N—E F
2053 CHgo—b’CHz' : IR
O »
1 CH N—Edf:
2054 ’ - H —CHz-
CHy H
FaCO O : HyN
ch ?
2055 CHz 1 - H —CH G F
OH H,N
B, 9
2056 QCHQ— 1 - H —CH G F
F HaoN
B ff
- —CHo—N-C F
2057 H;@O—@CHQ— 1 H N
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Table 1.188
c d R! ’ R* ,
ompd. — irali — -R6
No? R;>>1CFQL chirality R (CHgﬁiETCFkaG R

2058

2059

2060

2061

2062 -

2063

2064

2065

2066

2067

2068

H;C OCH3
o
o< Drone

H;C
ch CHZ_ '
OCHs

R CHg
Hsy
H
H

B C

CHZ_
=
H3C
3C CH e
3CO
CHo

H3CCH2
H3zCCH2
oC

(HL )QCHCHT—O—CHT

CHz
)
CHQ—

?{;j}
H "‘CHZ—L\:-C F

HyN

?

H “CHrﬁ-C F
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Table 1.1889
1 . R4
Compd. R — o
NOF'D R2>—(CHZ)I chirality R (CH2>_-;— CHQ)'—G -RS
Ha
2069 HaCO‘i S CH - H —CHZ—N—C
B
2070 CHy~ - H —CHZ—N-C~<_:_§
OCH;z
2071 "° e - H —CHZ—N—CA</ ;
OCH,
2072 HgC)gCHO—@—CHZ— - H _CHZ_N_Cd
2073 OCHZb - H —CHZ—N—CAd
CHy~
2074 o bCH' - H —CHg—r\»cd
HaC
2075 2}0}42— - H —CH;—N—C
F
F
C
2077 QCHT - H —CHZ—NLC
OH
HiCCH2Q  OH
2078 b’cHz— - H -—CHZ—N—C
2079 Q_CWC - H —CHZ—N-C~<;§
H, G CHy-
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Table 1.190
Compd. R ' R* .
e R2>(CH2)F chirality R —(CHZH—pRS (CHp)eG-R
- ' .95
CH2
- —CHyN-C F
2080 - _ 23 o H o
HaN
Cl o 0 ’
2081 H CHy - H ~Cr e )
HoN
OH 0
- —CHZN-C F
2082 Haco—GCHz— H 7N
HoN
HaC 0 CF4
2083 Ho—bcm— R H —CHg—ﬁ—C
B HoN
HyC CF3
2084 HDbCHZ— R H _CHZ_ﬁ'C
H,CO HoN
OH CFs
‘ ~CHgz~N-C
2085 HSCo—Q—CHZ— R H 7N
HoN
cl " CFa
—CH~N-C
2086 HQ—GCHZ— R H CHz~N *Q
HoN
CF4
2087 (H:,C)gN’@‘CHZ“ R H —ChHz-C
0 CF4
2088 oo S ey
HoN
CF
F CH N—'CcP 3
2089 F—GCHZ— R H N
HoN
0 CFq
2090 ()~ )-onr R H ~CH -0

HoN
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Table 1.191
R! R’
Compd. = >—(CH)- n chirality —(CHZ)D—#(CHQ)Q—G—RG

2091 C

5 ¢

2092 ¢
2093 o< )-
2094 o)
2005 o )~
2096 o )
2097 o< )-
2098 c»—@—
2098 o< )~

2100 )
2101 o< )-

@]
T
~,

[@)]
T
L

CH

o}
T
™

[@)]
X
o

CH

e}
X
™

CH

CH

CH

)

N

N

2

2

QOCH2CH3
« 9
—CHN-C
i H
S

OCH,;CH,
® 9 e
—CH-N-C
i H

éH1 §ENH

m P
—CH-N-C
i H

OCH,CHg

CHoCHoSCHy
OCH,CHs

T
—CH-N-C
H H
CHZ_(/J
)

OCH,CHy
@ 9
—CH-N-C
I H
C(CHg)y
OCH,CH;,

r 9Q
—CHNC
i H
)

: OCH,CH;,
@ 9
—CH-N-C
I H
CH,CH,CHjy
OCH,CH
(H 9 2 3
—CH-NC
I H
e
OCH,CH
(9 B
—CH-N-C
<}
OCH,CH
(Ff ? 2 3
—CHN
{H
CHEOOCHG
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Table 1.192
c d R1 . R4 i
om . — N - -
e R2>*(CH2)| chirality R (CHa T (CHp)sG-R
( 9 OCH2CH3
2102 o4 )-CHr - H TETRC
CH2CH2—8-OCH2~@
() ? QCH2CH3
2103 o )-cHr . H e
ch‘éHOCHg—Q R
()0 OCH,CH,
1]
2104 o4 )-CHr - H e e
: CHZCHTC—OCH3
H,CQ OH
. ~CHzN-C
2105 b%_ H N —é ;
HsG  OH
2106 ?:ﬁHCHf - H ~mh—wc
B
2107 [ D—CHy - H ~CHgp N-—C
S
CH,
2108 @CHz, . H —CHz—N-C
B
2109 \E}CHZ— . H —CHrM
HyCCH
5110 3 ?Tj}“CHz . H —CHT¢+C—§:§;
F
B
2112 HQCQ‘%\j}»CHT - H —CHZ—N-C

HaCO
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Table 1.193
Compd. R’ ' 7
ONﬂ;é- R2>_(CH2)j— n chirality R —(CHZ)F,—A—S—(CHz)ch‘RG
HaN : 9
2113 Hsco—@—CHg— 1 H —CHz—m-C F
HoN
HaN o [
2114 Hac‘OCHz— 1 H ~CH -G F
HyN
OCH,CHy
IR
2115 O—@—CHQ— 1 - H- —thg—'c
» CH(CHa),
OCH,CH,
(A
2116 G )-crr . H —g»Hw@
CH(CH3)CHoCHg
( ? QCH,CH3
2117 Cr—@—CHZ— 1 - H N
CHZ—@H
y CFq
2118 H()b‘CHz‘ 0 R H —CHz——g-C
HoN
on 0 CFy
‘ HoN
- CFs
2120 BOCHZ_ 0 R H —CHz -G
HoN
OCHj, CF3
2121 HO*O‘CHr 0 R H —CHZ——H—C
HyN
. 0 CFy
2122 C»—O»CHz— 0 R H —CHz—HN—CQ
HoN
CF
r P ’
2123 CHz 0 R- H —CHZ—HN-C
NO, HoN
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Table 1.194
R' ' )
Compd CH,)— chiralit 3 —(CH )—-RP CH,)=G-R®
No. R2>_( 2) Y R ( 2pR5< 2y
OaN CFa
2124 CI—OCHZ— "R H _CHz—ﬁ‘C
HoN
OaN 0 CFq
l
2125 HSCO_@;CHZ_ R H ~CH;-L\§—C
HoN
0uN CFq
2126 HscOCHz‘ R H —CHzN-C
CF4
r %?
2127 Ob—cw— R H ~CH -
NH, HoN
| N , 0 CFy
2128 HJCO_@,CHZ_ R H —cHr ¢
, HoN
HoN 9 CF4
2129 HacOCHe- R H —CHg—II:{l—C
HoN
_ . ff
2130 %cm— : H e
: HoN
CH .
’ ff
2131 L ) CHz - H —CHQ—HN—C F
CHs HoN
HoN CF4
2132 u@—cm— R H —CHZ—HN—C
- (H3C)2N o
2133 C,,@,CHZ_ R H ~CH N
. : HyN
1/ CFy
2134 Ob'CHz— R H —CHzN-C

HaN
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Table 1.195
o R] . R4
oNrrcl)pd- R2>‘(CH2)T k m n chirality R? —(CHa) ' ~(CHp)g G-R°
. RS
(H3C)2N | i &
2135 w0l S 1 2 0 R i | _CHZ_HMG
HoN
(H3C)2N &
2136 HeC CHy 1 2 0 R H —CHz—ﬁ‘C
H,N
. CF3
5137 C@_CHZ_ 1 2 0 R H —CHzN-C
. H2N
Qe et
2138 A.N;ng_ 1 2 0 R H _ —CHg—ﬁ-C
(. HaN
HBC\ C|. '? CF3
2139 VN CHy~ 1 2 0 R H _CHrm_C
CHS H2N
A F
g : 7
2140 CHy— 2 2 1 - H —CHZ_S_C r
" H,N
HaN v
2141 ol oy 2 21 " S F
‘HZN
HaN b
H,N
5 CH~ 9
2143 T2 2 1 - H ~CHz -0 F
HN-G-CHa H,N
. o 2
" o O
2144 HacO-OCHQ— 2 2 1 - H ~CH e Q
HoN

CF,

HaN -
2145 HO_@,CHE_ 2 2 1 - H —CHz—HN'C—Q

HoN
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Table 1.196
R! ' R
Compd. ™ ™>~(CH,)— n chirality R —(CHZ)—\L—(CHZ)Q—G—RS
No.  R? PRs
CF
( 3
2146 CHz 1 H —CHE—}_I\:-C
NH, HoN
HgC-g—NH P
2147 1 H —CHzN-C F
H3C CHZ_ H2N
o 2 ~
o148 C | - H —CHQ—HMQ»F
' H CH'7_
: H,N
02N CFB
2149 H@CHZ_ 0 R H —CH;—N-C
HoN
Cg NH &
2150 ' ° 0 R H ~CHzN-C
C»—OCHZ— HaN
( CFj
2151 CHr 0 R H ~CHz 1 C
HN'g’CHg HQN
Q . CFj3
o150 ¢ 0 R H —oH e
chCHz_ HZN
Q NH CF3
2153 ¢C 0 R H —CHzN-C
H3C CHQ_ HZN
Q - CF3
2154 °C7 - H —ene
H Cg NH 9 CF3
2155 1 H —cHz—h»cO
H CHQ" H2N
e | CF3
2156 Chz- 1 - H _—CHQ—}_t\]LC
HNgCHa HoN
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Table 1.197
C R‘ " . R4
ompd. 2>(CH2)1'" k m n chirality R —(CHz)—‘;“(cHz)_G"R6
No. R pR5 )
” o CF4
2157 HO_@CHZ_ 1 2 0 R H —CHQ—HNC~§ §
A HoN
HyC-NH " 4 &

2158 HO_OCHZ_ 1 2 0 R H —CH:_;—HN-C@
HaC-NH

2159 H:;CO"@'CHT 2 2 1 - H —CHer
H;C-NH |

2160 HO_OCHZ_ 2 2 1 - H —CHQ—N—C

HyC-NH
2161 c@mz— 2 2 1 - H —CHZ-N-C
H,C-NH ? CF3 .
2162 cho—G'CHZ— 2 2 1 i H —CHz—hFC‘Q
HyN
HaC-NH CF3
2163 H CHy 2 2 1 - H —CH2~HC
HaN
CHy ‘ CFy
2164 P 1 2 0 R H —CHQ—HN-C
HyN
y | CF,
2165 [/ CHp 1t 2 0 R H —CHQ—}IEI}-C
: N H,N
CFs4
2166 [ —cHr 12 0 R H —CHzN-C
" HoN

? CF3
2167 QH 1 2 0 R H —cH —N-CQ

HoN
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Table 1.198
R1 . R4
Co[\rjnpd. R?>(CH2)i_ k m n chirality R —(CHy)p !S(CH2)ETG—R6
0. R
QC—OCHJ &
2168 Ha%\i};cm- 1 N R : _CHQ—HN-C
HsC CHs nel
CH3 ? oo
2169 HacO?H— 1t 2 0 R : —CHZ_ﬁkC‘Q
3 CH3 : H2N
. CF 5
2170 \ 12 0 R H ~CHpe
E/)‘CHQ_ HZN
0 CFs
’ _
2171 " fMNeour 1 2 0 R H _CHZ_?TCQ

HoN

/ CHz
2172, C\Q 1 2 0 R H —CHZ'—'f:'}-C-Q
| C\©/ CH, o~

2173 k}—cm— 1 2 0 R H -CHZ—HMC-O
5—®—CH3 HoN

Hy CHy o [
2174 8 T —cH, 1t 2 0 R H —CHZ—HN-C
s HaN
OCHs _ Fs
2175 yco~« H—Chy 12 0 R H ~CH;~N-C
HaN
0 CF3
- —CHy—N-C
2176 %CHZ_ 12 0 R H CHzN —Q
HyC ‘ H,N
Ha OH ? CFq
2177 b‘CHQ‘ 12 0 R H ' —CHz—HNC‘Q
CH,0H HaN

CFj

P ?
H,CO-
2178 % 1 2 0 R H —CHZ—II:{}-C‘Q
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Table 1.199
R' ' R*
Compd. " >-(CH)—~ k m n chirality R® —(CHQH——(CHZ)E-G—RG
No. R2 . pRS
: CBJ 0 CFy
2179 )—CHs 1 2 0 R H —CHZ—MC‘Q
HyC-¢” H
S HoN
4 0 CFs
2180 o~ g 1 2 0 R H o
. HzN
? CFj
H4C
2181 3 Q@:N’S”CHT T2 0 R H —CHQ—L\J“-C—Q
" H,N
? CFj
H
2182 O o 1 2 0 R H —CHZ—HN-CQ
HoN
9 CFq
N , —CH.~
2183 @CHZ_ 1 2 0 R H CH; ch@
A "
3 . I
2184 %%— 2 2 1 - H -CHZ—HN—C—Q—F
HyN
ﬁ) CF,
$ i —CH.~
2185 @CHZ_ 2 2 1 | H CH; ETCQ
' HaN
H ? CF3
2186 Eb_ 2 2 1 - H —CHN-C
CHo H
HoN
H ? CF,
2
2187 Hob-mz— 1 2 0 R H —CHQ—S-C-Q
HoN
9 CF4
C oy —cH
2188 ob%_ 2 2 1 - H CH Hm—@
HoN
CFq
r —CH
2189 of%}%_ 1 2 0 R H GG

HoN
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Table 1.200
Compd. R' | H—R4
or\rjr;p . R2>-(CH2)j— k m n chirality R? —(CHy)g S(C"*z)q_G—Re
‘ R
H | %
I
2190 %/j o 2 . H —CHZ—N—CdF
CHQ_ .
] : ' CF3
%/ !
2191 C 2 2 1 - H —CHzmNC
CHZ_ i
HoN
) | ‘ CFq
Sﬁ/ g
2192 C 2 2 1 - H —CHzNC
CHZ_ 4
H,N
H 7
I
2193 Y Z: 2 2 1 - H ~CH e "
CHQ_ . ’
HoN
. 0 CF4
2194 HschHr 2 2 1 - H -—CHz—l_f\{-C—{ >
o, ) 0 CF,
2195 c CHy 2 2 1 - " Tt
"{ > HoN .
H3C-NH R —CH ——r\»g %
2196 HacOCHZ— 12 0 ; FH
HoN
H3C‘NH R — 9 CF3
2197 HaC CHy— 1 2 0. H CHz t}i-C
0{ > HoN
HsC’NH R _ H“'N‘@ CF3
2198 c"@‘cHz- e " T
HoN
Hy C-NH _ i &
2199 oo 2 2 1 - " AN
’ HQN
CF4

>
2200 c»-@cm— > 2 1 ; H —CHZ—HMCQ

HoN
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Table 1.201
Compd. R’ R
Aiiae 2>(CH2)1— n chirality R® _(CHz)“F(CHg)—G—RG
No. R pRS q
0201 - P
HyC CH~ 1 - H —CHZ—”—C F
HoN
N CF
? 3
2202 S\gbCH— 0 R H ~CH -
2 HoN
4 P
2203 gbCHz_ 1 - H “'CHZ—H—C F
HoN
CHy CF3
2204 C?—OCHQ—— 1 - H —CHz\-C
| H,N
CHg 0
2205 w@mz— 1 - H —CH -G F
HoN
CHj CF3
2206 HO <:§ CHp 1 - H —CHzN-C
HoN
CHg 0
2207 HO <:§ CH— 1 - H —CHZ—”-C F
HoN
HN-CH3 CF3
2208 O__@,CHZ_ 1 - H ~CH ¥ C
HoN
HN-CH3 0
2209 C'—QCHZ— 1 - H —CHg—HN—C F
HoN
CF,
CH, o
2210 E\IQ_ i 0 R H —CHz-HN-IC
) HoN
CF3
CHy~ 0
N H

HoN
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Table 1.202
Compd. R' 7
ompd.  ~ >~(CHy) chiralty R —(CHyI—(CH,)G-R®
No. R R®
CHy ?
2212 [ - H —CHzN-C F
N H
H H2N
HoN 0 CF,
2213 C’—G‘CHQ— - H —CHz‘—g‘ C
HoN
N 0 CFy
2214 H30~©—CH2— . H ~CHNC
HoN
H3C-HN 0o CFs
2215 c»—@»cm— R H _CHZ_”C‘Q
H,oN
H3 I(P CF3
2216 )L\ CHy~ . R H —CHzN-C
HeCCHE N HoN
H3cop o CFs
2217 ch ) CH2_ R H _CHZ_HC
CHj H2N
Yo%
I
2218 C>—©—CH2— R H ~CHr )
SO
. 0 CF3
]
_CHQ_N'
2219 o~ Honr R H H"‘HN@ <
OFH
o Mid
2220 C»—QCHZ— R H “H R
| C;c-g—@—cmcris)z
ol
I
2221 c@—CHg— R H T
Fide
CO,CH CF
Hse L5 f ’
2222 )~ CHz R H —CHzN-C
. H
HsC

Q
X
(]

HyN
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Table 1.203
Compd R' R4
NOF_)' R2>(CH2)1_ k m n chirality R? _(CH%—i?(CHQ)a’G‘RG
2 N N

QCFa
ey LY
2_H
Fa

2224 c

N

2225 ¢ CH 12 0 R " H o CF,
onry oLl
Ha G ¢ o CF3
2226 Q‘CHQ— 1 2 0 R H —CHZ_”C_Q
CH4 , o
0 Fa
]
2207 o »oir 1 2 0 R y CHTWQHN
‘ £
. o) CF3
1]
2008 o Yoir 1 2 0 R y CHTEO;Q
c\gi-HN-O—CFG
C o _OCFs
2229 i 1 2 0 R H ~onr i
. CHy o Ok
2230 HSCCHZ—C}CHz— 1 2 0 R H —or
H,N
CH3 P OCF3
2231 H3CO_©’CH2— 1 2 0 R H __CHZ_HN_C
' HaN
Hy 0 OCFy
HpN
Pz CFy
2233 @ 1 2 0 R y A
; HoN
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Table 1.204
Compd. R1>(CH -k hirali 2 —CH)—-FIK: H,)}—-G-R®
No. R? 2) m n chirality R ( QPRS(C 2
CHy~ CFg
2234 @;&% 1 2 0 R H —CHZ—*_I\{-E
H HoN
CHy~ 0 OCFg
2235 ©\/§ 1 2 0 R H ~CHz N C
H HoN
- CHy~ 0 OCF,
2236 ; 1 2 0 R H —CHrHC
H H,N
CH~ OCFs
2237 C\©j§ 1 2 0 R H —CHg—gE
N HoN
HoO CHo~ ? OCF,
2238 ; 1 2 0 R H —CHZ—HN'C
H HaN
CHz e OCFj
2239 \ 1 2 0 R H ‘CHT”C‘Q
CH4 HzN
CHz 0 OCF;4
2240 mCHS 1 2 0 R H ~CHzC
H HoN
CHo 0 OCFj
2241 m 1 2 0 R H —CHN-C
HsC N " HoN
CHy~ 0 OCF,
2242 @ t 2 0 R H —CHQ—HCQ
CHy 1 HoN
. OCFj
2243 (oL Jcir 1 2 0 R H —cr e
H,N

OCF,

CHZ"‘ P
2244 m 1 2 0 R H —cya;wc@
: g N
H

HaN
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Table 1.205
C d R1 R4
Mo 2>(CH2>j_ k n chirality R3 —(CH2)_—I_(CH2)_'G_R6
No. R pR5 q
H 0 CF4
2245 HSCNY:/C o 0 R H —CH O
iz
' HoN
H CF3
2246  HeorY 1 o
CHo— O R H 2’"H C
HoN
H CFy
2247 (Hac)chN\Q —CHr- 1 0 R H —CHN-C
HyN
HaN 0 OCF;4
2248 c»—@—mz— 1 0 R H —CHsN-C
‘ H,N
504 HaN ' 0 OCF,
° H3CCH2‘ 1 0 R H —CHz -
H,N
H2N P OCF3
2250 HO <:> CHy 1 0 R H —CHZ—HN-C
HzN
HaN 0 OCF,4
2251 HacOCH2~ 1 0 R H ~CHsN-C
H,N
R CF4
2252 N\ 2 1 H —CHg—HN-C
N
i H,oN
R CH2_ CFS
2253 \ 5 , ’ ot
N
H H,N
Hz CF
H3C £ 2 3
2254 \ 2 1 H R
N
. H,N
PHz CF3
2255 @ 2 1 H —CHN-C
HsC u H

H,N
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Table 1.206
Compd. R' R
NOF_" R_;_.>(CH2),-— n chirality R —(CHZE—‘i?(Cth—G—RS
CHo™ CFy
2256 @ 1 - —CH ¥
CH, 1 HoN
CHZ_ CF3
2257 Hoea, S 1 - —CHZ—HME:
0 H HoN
cl
(S)
2258 o~ M-cnr 0o R —?H—HN-E o
CHs
cl
(S)
2259 H3CSO—CH2— 0 R —?H—Hl\r@ cl
CHs
c s 9
2260 C@CHQ_ 0 R —E:H»c-ﬁ@
3
s 9
2261 o~ H-crr 0o R —f%g(}g—@
CHj
s ¢
2262 chs—OCHZ— 0 R —?H—ch—m@
CH3
c © P~
2263 c CHy 0 S —“?H-HN-C cl
CH3
© 0 cl
2264 CF—QCHZ— 0 S —?w”c cl
CHj '
cl
(S)
2265 H3CS—OCH2— 0 S _f*{‘jg cl
CH,
5 9
2266 o Y-onr 0 S —GronL)

CHy
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Table 1.207
4
R o R
CONrT(]fd' R2>(CH2)j— k m n chirality R® —(CHZ)Bg?(CHz)a—G—RG
c ® 0 Cl
2267 c CHy 2 2 1 - H —?H—HN-C cl
CH,4
Cl
s 9
2268 c»—@—c;Hz— > 2 1 - H GO o
CHs
Cl
s 9
2269 H3CS—©—CH2— 2 2 1 - H —cl;wHMC cl
CH3
c | © 9
~CH-N-C-
2270 C_@CHQ_ 2 2 1 - H . lCHH g’-@
3
s 9
2271 o oy 2 2 1 - - H —f*HNC-g—@
CHg
s 9
2272 mos{ )-ovr 2 2 1 - H —fwﬁc-m—@
CH,
Cl
C s ¢
2273 . e 2 2 1 - H —GHNC c
CH(CH3)
Cl
’ s f
2274 mos{ p-oHr 2 2 1 - H —CHC o
CH(CH3),
C s 9
2275 c»—@—c}iz— 2 2 1 - H —fwﬁc"g—@
. CH(CHa3)»
© P
2276 c»—@-CHg- 2. 2 A1 - H ’?H'HC“,';’—O
CH(CH3)»
s 9
2277 Hﬁs—@—mz— 2 2 1 - H “?*“H"*C‘m*@

CH(CH3),
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Table 1.208
Compd. R’ ‘ R
e 2>(CH2)1_ k m n chirality R3 —(CHQH—(CH2)_G_R6
No. R pR5 q
C s P CF4
2278 o CH 12 0 R H —fH—HN-C
CHy H,N
CFsy
. s f
2279 o+ Yoy 1 2 0 R H —gh-C
CHg  HN
c 5 0 CF,4
2280 . o, 1 2 0 S H —CrC
CHz H,N
CF3
| s §
2281  Hos{ )G 1 2 0 S H T
CHz HyN
CFs
s f
2282 Cr—@—CHZ_ 2 2 1 _ H _ H'H‘C
CH3 H,N
CFy
(s ¢
.2283 H3CS—OCH2— 2 2 1 - H _fHHMc
CHz HoN
H.
¢ S P I~
2284 1o CH2_ 2 2 1 - H _fH_”_C
CH(CHs),  CFs
& p
2285 CF—Q'CHZ— o 2 ] H ~gHy
CH(CHs),  CF,
o p L
2286 HCS{ )-CH~ 2 2 1 - H ~gry

CH(CHy),  CFq

S ¥
2287 ~GH ()

CH(CH3),

O:
Q
T
Iy
i
N
N
—_
1
T

Cl
(s 9
Cim 2 2 1 - H ~ciC o

(CH,),CONH,

2288 HsC

s
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Table 1.209
Compd. R' o R* )
No. ' Rg>(CH2)j“ n chirality R3 ——(CHZ)p—-lL?(CHZ)a—G-R
¢ © 9
- ~CH-N-C-
2289 C@‘CHT 1 H Rt m@
(CH,),CONH
cl
¢ S P
2290 G CHy 1 - H —?H—HN-C o]
CH,OH
cl
(S) ?
2291 w@cw 1 . H ~CHNC ol
CH,OH
' Cl
e P
2292 H3CSOCH2— 1 - H —(EH-HN-C cl
CH,OH
c s 9
—CH-N-C-
Yy 2ot 0 O
CH,OH
s §
2294 %er 1 ) H _?WHC_DF@
CH,OH
s 9
2295 H3CS—©_CH2_ 1 _ H -—Cl;l-}-u-c—-l_y\:-_@
CH,OH
Cl
c s P
2296 c CHsr 0 R H —?H—Fr\:-c cl
(CH3),S0,CHs
Cl
s 9P
2297 H3CS‘©—CH2— 0 R H —?H-hkc cl
(CH2),S0,CHg '
C 5 9
—CH-N-C-
2298 C"%}CHT 0 R H T W@
(CH2),S0,CH3
s 9
2299 H3CSOCH2_ 0 R ’ _fH”HMC'?f‘@

(CH,)2S0,CHjy
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Table 1.210
Compd. R R4
NOF.)' R2>—(CH2);— k m n chirality R® _(CHZ)p_‘FL?(CHQ)a_G_RS
Cl
‘ s 9
2300 C'_Q_CHZ_ 2 0 S H QNG cl
(CH1),SO,CH;y
Cl
¢ S 9
2301 c . 1 2 0 S H ~GHC .
(CH2)2S0,CHg
: )
¢ (S) 2
2302 o CHyr 1 2 0 R H —CH-HN-
(CH,)»,S0,CHz CFy
o § L
2303 CF—@—CHQ— 1 2 0 R H -—CHHN—p—b
(CH2),S0,CH; CFg
CO
2304 HCS{ )-CH~ 1 2 0 R H —~Char
(CH2)2S0,CHg CFy
Ha
¢ © P
2305 C CHQ— 1 2 O S H _i:H.m_C
: (CH,)»,S0O,CHg CF3
s P e
2306 . HgCS—OCHz— 1 2 0 S H ~GHN-G
(CHp)2S0,CH;z CF,
' e 7
2307 :'Cr—Q—CHg— 1 2 0 R H —cl:wch-B_@
(CH,)2,S0,CHj4
S ¥
2308 Hscf@-CHz— 1 2 0 R H —?H-H-C—HN—Q
| ' (CH2)2S0,CH;y
C S 7
—CH-N-C-
2309 c»—%}cw; 1 2 0 S H GHIFeN )
) (CH»)2S0,CH;
' ‘ ' s 7
2310 C»—QCHZ— 1 2 0 S H —?H—HN—C—HN—Q

(CH2)2S0,CH;
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Table 1.211
c d Rl R*
ompd. " >~(CHp)- n chiralty R —(CHp)t—(CHp)g G-R®
No. R Phs q
T
2311 wes{_)-cr 0 S H —EHreN )
(CH2)280,CHy
o O
2312 H3CS-Q—CH2— 0 R H —(iH—H—'c
HoN
. 0 ci
2313 C@CHZ_ 0 'R H —(iTH—HN-C cl
it
2314 1os{_)-CHr 0o S H ’?*ﬁc’ﬁ_@
o _F
2315 C?—QCHQ— 1 H —-CH—HN-C cl
CH(CH3)2
H,
2316 o~ Your 0 S H —oHi
(CH,),S0,CH3 CFy
c ( e
2317 Cr—b»cw— 1 H —fHH'\L
CHoOH CF,
c ' T
2318 C,_@CHZ_ 0 R H NN
| (CH2)2S0,CHg
c I
—CH-N-C-
2319 c—b»cm- 1 H GrEI)
CH(CHg),
i
2320 c»—QCHz- 1 H _fH_”C_ﬁ"@
CH(CHg),
r
2321 Hacs—QCHz—. 1 - H —fﬁﬁc—ﬂ_@

CH(CH3),
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Tabie 1.212
Compd. R’ Fa
0 . _ o
NOF_) R2>—(CH2)1 k m n chirality R® —(CHQ)Ei?(CHZ)a_G_RG
© © 5,
—CH-N-C-
02 oLy PP " PO
CH(CH3),
s 7
2323 Hacs—QCHz— 2 2 1 - H —?w”c_”_@
CH(CH3),
c 9 0 CF3
2324 e 2 2 1 - H ~CHC
CHs HyN
c CHN
~CH-N-C-
CH,
S 7
2326 C@CHQ—. 1 2 0 R H —cl;H_HNC_”_@
| s 7
2327 HgCS—®—CH2— 1 2 0 R H “?*H’C‘H““@
CHg
— l.*_ i
2328 o—%}%— 1 2 0 S H CH-N H@
S P
- 2329 CI—@—CHZ— 1 2 0 S y _?*HC‘H"“@
S ¥
2330 Hacs—OCHg— 1 2 0 S H _fﬂ\fc'ﬁ_@
CHa
s ¢
2331 Ct—@»CHz— 1 2 0 S H _‘CHL\‘FC
CHy H,N
cl
s @

(CH,),S0,CHs
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Table 1.213

Compd R! R’

NO?' F{2>(CH2),— k m n chirality R ~(CH2)p—'i-5—(CH2)q—G—R6
s P

2333 o< Yo 1 2 0 R H ~GHroN )

(CH2)250,CHg

Cl
s f

2334 H305—©—CH2— 1 2 0 S H ~gH e cl
(CH2)2S0,CHg

c . ® P
—CH-N-C-
2335 C@%_ 1 2 0 s H Gt-c-(C)
(CH,)2SO,CHg
& P
2336 o< Yoy 1 2 0 S H oL )

(CH2)2,S0,CHj4

s P
2337 "f”"ﬁ"lc‘ﬁ‘@

(CH2)2S0,CHj3

T
(]
0
O
I
N,
]
Py
V)
o
w
I

o
2338 Hos{ )-oHr 2 2 1 - H ‘f*HNC-ﬁ—@
’ (CH2)2CONH,
© 1

I

2339 c»—QCHZ- 2 2 1 - H —-‘CH-HN-C
(CHp)2CONH, CF4
o p M

2340 HaCS—OCHZ— 2 2 1 - H —cwhrc

(CHp),CONH, CF,

Hy

s P

2341 cr——@—cm— 2 2 - H —GhrC
CH,OH CF,
Ha

s P

2342 Hos{ )cHr 2 2 1 - H ~Gi-C
CH,OH CFy

Cl
C s
2343 c CHr 2 2 1 - H —TH-hi—c cl

(CH,),CONH
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Table 1.214
COm d R1 R4
NOF_)' R2>—(CH2)J’_ k- m n chirality R —(CHZ)p_FL?(CHZ)q_G_Re
cl
S f
2344 o Yoy 2 2 1 - H —GH-N-C o
(CH2)2CONH,,
(s) @
2345 cr—O—CH2— 2 2 1 . H _?H_LTC_HN_Q
| (CH2),CONH;
= s P
2346 o 2 2 1 - H “Shed
: (CH,),CONH, CF3
¢ o 9
—CH-N-C-
C © 0 c
2348 CH 1 2 0 R H —CH-N-C cl
i H
(CH3)2S0,CHg
cl
& f
2349+~ Yoir 1 2 0 R H —grd o
(CH2)28020H3
c
) © 9
2350 FOCHZ_ 1 2 0 R y LAy
(CH2),S0,CHg
cl
O 9 9
2351 1 2 0 R H o 5
Q CHz H
(CH2)2S0,CHs
) @ 5
—CHN-G-
2352 C»—@CHQ— 2 2 1 H CH1-G-N al
| CH3
2353 ) 5> o 4 s 9 O
CH
C
© s P
2354 c CH- 1 2 0 R H —CHN-C cl

(CH2)2S0,CHy
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Table 1.215
C d R1 R4
i 2>(CH2)T k m n chirality R® ‘(CHQH*(CHZ)—G—RG
No. R pR5 q
c (S) 90 Cl
2355 . oo 1 2 0 R H ~giye
(CH2),SO,CHs
ci
© ® 9
2356 I CHQ_ 1 2 O R H -?H_H_C
(CH2),S0,CH, CI
¢ sy P
- a
H-N-C
(CH2)250,CH3
¢ . & 9
—CH-N-C C
2358 c»—@-mz— 1 2 0 R H G OHS
(CH2)2S0,CH;
c : © ¢
O
(CH»),S0,CHs
60 ° 1 2 R (S) (") O
e ; O
(CH5),SO,CH34
© s P
—CHN-C- cl
2361 w@»cm— i 2 0 R H GH-C{ )~
c (5 P @
~CHN-C- o
2362 c»-{\;y%- 1 2 0 R H FHoN CHy
(CH3)2S0,CH,
o
© s P
2363 C cHye 2 2 1 - H —(]:H-erbc cl
CHj
c. C
¢ s @
2364 C CH 2 2 1 - H -—i;H-HN-C
CH,
C () Cl
2365 C e 2 2 1 - H —er”-c

CHj cl
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Table 1.216
Compd R! R
med.>-CH K n chiralty R —(CHpl3—(CH)rG-R®
0. R RS
C s P
CHg
c (S) ,?/\
2367 e 2 1 H NS
CHs
c s P &
2368 C@CHT 2 1 H (N s
CHs
C s 9
2369 c»—b—cm— 2 o H =g e )-oo,
CH,
cl & 0 cl
CH,
c & 0 cl
2371 CHy- 2 1 - H —?H—L\fc cl
CH,4
cl & 0 cl
2372 : QCHz— 2 1 - H —<I:H-H:\rc cl
CHs
‘F ® P cl
2373 F_@»CHZ_ 2 1 H —gHNC cl
CHs
F © 0 Cl
2374 ' CHy 2 1 H —TH—HN'C cl
) CHg
© 0 Ci
2375 E CHy 2' 1 H —(EH—HN-C cl
CHj
. © P cl
2376 @_CHQ_ 2 1 H _TH_HC cl

CH,
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Table 1.217
. Compd R! R4
No R2>_(CH2)1_ k m n chirality R _(CH%—’L?(CthTG‘RG
cl
(S)
2377+ Voir 2 2 1 - H —?H-HN-@ N
CHj
cl
& CE
2378 2 2 1 - H —CH-N-C Cl
CHZ_ H
CHy
C (S) ﬁ) Br
2379 e 2 2 1 - H oy
CHy HaN-
2380 G NG 2 2 1 - ; Benb
CHy  HoN
¢ © P
2381 c cHe 2 2 1 - H “([‘H'”-C
CH; HO
c s P
2382 o»—@mg 2 2 1 H —wachOH
CHa
© s F
2383 C,_%}CHZ_ 2 2 1 - H —(‘:H-H-C-}_ITCHZ—@
' CH3
C Cl (S) ? Cl
2384 CHs 1 2 0 R H —?H_ﬁ_c cl
(CH2)2S0,CH;
Cl () ﬁ) Cl
2385 QOCHZ_ i 2 0 R H i o
(CH2)2S0O,CH;5
Cl (S) 9 Cl
2386 OCHQ— t 2 0 R H CTpHNC c
(CH2)2S0,CHg
R & P Cl

(CH2)pSO,CH;,
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Table 1.218
Compd R? ‘ R4
Nop. R2>—(CH2)1— k m n chirality [=E _(CHQH*(CHZ);G—RG
: e
F 9 0 Ci
2388 FGCW‘ 1 2 0 R H —Gid o
(CH2)2S0,CHg
F S 0 cl
2389 QCHZ_ 1 2 0 R H ~giew e -
(CH2)2S0,CHs
H
© s 9 13
2390 G- 1 2 0 R H ~ gy
(CH2)28020H3 Br
H
¢ s P 2
2391 N CHy 1 2 0 R H _fHﬂ_C
(CH2)2S0,CHs Cl
H
© o p P
2392 c CHy 1 2 0 R H —TH_H-C
(CH3),S0,CHg
c s §
S ]
(CH2)2S0,CH;
C CHR Cl
2394 c CHy~ 2 2 1 H —EHNGC Cl
(CH2)2SCH3
C R, cl
2395 o CHy 2 2 1 _ H _ H-HN-C o
CH,0OCH,Ph
Cl R cl
2396 C CHQ“ 2 2 1 - H _(‘:H_HC cl
(CH2)4sNH;
C o 9
2397 »_@i 2 2 1 H —ﬁH'HN'C I
c CHy~ - N ~
H
Ct
C (9) @
—CH-N- Cl
2398 C@CHE_ 2 2 1 ; H e S0

j OC(CHa3)a
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Table 1.219
Compd R! R’
NO?' R2>(CH2>,~— k m n chirality R® —((:szp—li—s-(cHz)q—ca—R6
c © cl
~CH-N-C Ct
2399 C,_%}CHZ_ 2 2 1 - H g
c\©\OCH2Ph
e 9 o Cl
]
2400 C@CH_ 2 2 1 - H e
2 H,C
.,
Cl
C . —(g)H-HwE Cl
2401 c e 2 2 1 - H Hzg@
Cl (S) 9 cl
2402 C@CHZ_ 2 2 1 - H ~grn{ -0
CH,0H
. C
R G, |
2403 CH 2 2 1 - H - H-HN-C Cl
CH,0H
R s 9
2404 CH 2 2 1 H —CH-N-C Cl
CH,0OH
C
) F s 9 '
405 FGCHQ_ 2 2 1 H —CHNC cl
CH,OH
Cl
R s f
2406 DCHr 2 2 1 H —']“/H-HN-C Cl
CH,OH
Cl
e .
2407 Q o 2 2 1 H - H—”-c Cl
: CH,OH
Cl
s)
2408  weso{ M-cH- 2 2 1 - H —gH NG cl
CH,OH
Cl
© ¢ ~
2409 Hscozc—Q—CHz— 2 2 1 - H —GHN-G c
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Table 1.220
Compd. R’ 7
ompd. " >—(CHy)- chirality R? —(CHzr—HCHg)—G—RG
No. R Pas q
C
2410 i o 9@
o CHy - —fH—H—C cl
. CH,OH
C Ci
2411 ) Ok
c CHy~ i f&HN'C
CH,OH
c s P
_ /Y
2412 C,__%}CHZ_ i fH-HN—C—Q
CH,0H
c o P
2413 cr——@—CHf _fHHM'H‘QOC“S
CH,OH
c s ¢ y
2414 cr—%}CHz— T\~
CH,OH
241 ’ Oyl -
S ¢ CHx TN
CH,
c S F
2416 cr—l<\ »—chz 7rie HO_OCH3
CHa
CH
c ® 7 ’
2417 oH TETe
CHg
c s 7P
2418 C}——GCHz— ‘fH‘”‘C“m_@"CHS
CHj
c & cl
2419 CHy ~GraCy
CHy
c & F
2420 c.—%}cm— - —fHHWC'H*( >—C'

CHj




WO 01/10439

PCT/JP00/05260

240
Table 1.221
Compd R , R4
No. ' R2>(CH2>J_ n chirality R3 _(CH2)p_i?(CH2)q_G*RG
© s §
2421 C CHz 1 - —fH‘H‘C—m—Q-F
CHa
2422 ° s § OCts
c CHy 0 R ~GHNCN
(CH2),S0,CHs
c S 3
(CH2)2S0,CHs
2424 ° S § Crts
(CH2),S0,CHs
c s $
wo Yy v ien x PO
{CH2)»S0,CH4
2426 ° S 7 “
Cl CHZ_ O R ——(‘:H-{E{I_C-H
(CH2)2S0O,CH3g
c s P
2427 C,_%}CHZ_ 0 R —fH-}l:i}—C—}r};—Q—g
(CH3),S0,CHs
c s P
2428 o Yo ° R gy o)

(CH2)2SO,CHj,
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ERFIIBNTIE, BIR7 I ALEMOEMNELHVWSNS, mhdEELT
C BIAVEERE, RACKER:, WiEE. ) B REACDEE LA B, T
B, U OB WEE. TYIVE. AYCRINEVE. B 7IVA O, i
EDEBENET SN,

S5, AERICBNTE, AAEIVEL - (4—-roaR>I)) —1 -2
Flh=4— [ {N= (3=PUTNAORAFIRIJAI) TUIN} FIJ)AF
W ERYDPZT LD D7, BIRT I ALBMDC |, — C o 7IVF AR S B
55, T, TIVFIEELTE, FIZIEAFI. TF)V. n—7OE)N. n
—TFN. n=RF), n—=~FU)N., n=~TF), n—=FZF), 170
B, 1V TFI, sec—TFI., ter t—TFI)I, A IRF). ZAR
Fle ter t=RTF. 2=AFNRCF), 1 —TFI)ITFIVENTFELE
EHELUTRETONDN, HFITFELWAIE LTI, AFIVE, TFIERRITS
N5, e, TOEZULGAF > ORMEA F > OFERERF E L TIE, 7 w1k
Y. B Rk, L3I TR EONTT A1 G5BT B2 &M
TZE 5,

FREAICBNTIE, LEE (1) TERINAEEYDO T EIEK, BLUARERT
NTORFEEEOHAND ZEMTES,

£&8H (1) TREINS{EEDE. BBEABEWO0O99256868/8>7L vy b
CREENTNEEIIT, TRITRTLWINAO—RINAEEEREEZEA NS Z &ick
DERFRETH 5,

(&K 1)
Taek (1D
. /(C H2)k\—
—(C Ha~N ) (CHy)y—NH (11)
R? (CHy) R’

[(xXff. R' R% OR3P j. ke my BEUnid. EER (1) khiFseneEn
DEBREFLTH B, ]
TRENS{LaW 18| L, Tl (1D
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Q R
Ho—c—«nbb~%—wcHg¢—G—R6 (1I)
R® -

[, R*. R® RS G. p. BXUWaid. k&R (1) KBTI ENFhOE
HEFRLTHD, ]

TRINDAIR B, TR TORBEFERDO0. 1 -1 0 4BEZEAET.
S REREE TR S5 T &0k 2S5,

EERX (1D TERINDANKRVED [EHFEE 2. pladE oy >
k¥, BREKRY). EEBREXYEEOERARIEESHIBNTEEFERINDR
INE DB NIV R R EEREEKRT B, '

MINBRINE, BEEDELFaT7——TREDBKE ; Dy ranFxiih
WRPAIR (DCC) . N=ZFN-—N — (3=YAF)NF7I /70N H
WRIAIK (EDCLEEREWSC) . HIVRZWVZA3I&Y—)L (CD 1)
N-EROFSH72 213K (HOSU) . N—EROFIRIVRYT/—))
(HOBt) . RV MUTFY=)b=1—A)FFTrUZ (FOyz/—)) 5k
ZARZ L AFFINAORATz—hk (PyBOP) . 2— (1H-~>k
J7V—=)—=1—=14)) =1, 1, 3, 3—=FhIAF)LIOIA AFHT
WAORAZ7xz—b (HBTU) . 2= (IH-X2>JMUTV—=)b—1—A)V)
-1, 1, 3, 3=FhIAFIIOZDLA FhST7NFaRL—k (TBTU
) . 2= (5=JNVERNFR>—2, 3=IHNRFLIIR) -1, 1, 3, 3—
FrRIAFNTOZUL FhITNFORL—K (TNTU) . O— (N—H7Z
YIZIVI) -1, 1, 3, 3-ThIAFIUOZUL FhITINAORL—
N(TSTU) . 7OERUR (EQUP /) RAKRZIUL AFHT)FADOKRA
7x—h (PyBroP) BREDHESH ; REEH ) T L, RKEENIVI D L, EKEEK
FFRUTLREOEMER, NIIFINTI, D4V TOENIFINT I,
EVD2EDTIVE, (EXRYZJAFII) RURFL, (BIKRY S AF
W) RUZFLY, (DAFIVT I AFII) RUXAFL 2. RY (4-FZ)E
VT2 BEOBDTIHEREREOHEELZBERA VD Z&ICLD. Lo EBICHE
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TEEDIENTES,
(HE#* 2)
TER AV

I (CH)—X (V)

(Fd. RY R% BLUj L &K (1) KBT2ENTNOERERLTH
0. XBENOTZVEREF. TIVFIINAINKRZIVAF O 237 ) =)L ZIVRZL
AFHERT, ]

TRINDTNFIMERE 1 SR E, TRR (V)

/“3H2h\L— o R4
HN (CHQ;—N—C—wcrbh—%—wcHﬂd—G—RG (V)
2/m

(X4, R% R* R°® RS G. k. m. n. p. BXLXrqix. kX (1) I
BB ENENOEREALTHS, ] |
TEINBLEH0. 1— 1 0UBEEEET. ELRBREETICREI €32
I X B ELERE.

MINDRRIE, FEAEE 1 CRAEOEEEETANS I SIcXD, KVABIK
ICETEEDIENTED., 0T, REEAEKIIBNWT, I3ukhUT L, I
EF NUDAREDIUMERESES T EICED, RSERETE 3B
3, | |

FERX V) BT, X@ENOT VEF. ZIVFINVZVEZ)IAF I, TU
—VZRE VA RERT, AMBNDFVEFELTIE. HERTF, BEE
T AUEEFNMEELSETSND, TILFINZIETILAE S E O B
FIELTIE. AFIVAIERZINNAFHE, MU TIAORAF VARV AF K



10

15

20

25

WO 01/10439 PCT/JP00/05260

244

BEMETSND, T NANKRIIFF P HEOFBERERFIE LTI, Fb
FFBERETDILNTES,
(% 3)

Tk oD

R1
>—(CHp).;—CHO (VI)
R2 .

[, R'BEUR?IE, EER (1) KBIZENFHOEELELTHD. j
1ELEZ2ZRT, ]
Eid, FaEEX (VID

R'=CHO (VID)

[Ref, RUZ. LR (1) KBHAR'OEZEEFALTHYD. 110 2ETHE
YT, ] |
T%éh%?»?tFl%%&,L%ﬁ(V)T%éﬂ%kA%O.1—10%%
b, BEET, SREABEETCRIGE €5 0 0L 38 Ak

PIBRISE, IR T X RS SN, BRatkE LTI, 85 Y
M. Bé. Suiib. OYYARESRES ORI S B BRKERINEG.
KELUFIATINIZI A, KEEATEF FUDL, 7 JKRLATES b
UL, R TEREVKERTEF B YAk EDEAKEINBEVES >
ERWBKELRG. EEEEMETRIGS EEANSIEMNTES,
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(BiEE4)
Tael (VIID

R /CH2) 0O R4
i ‘
—(CHay N >>(CH2)n"“f}J“C—(CHg)p+(CH2)q—NH (vi)
R? \CHam R® R R7
2 .

(e, R'. R% R3 R* R® R7. j. k. m. n. p. BLWqld, k&
() TBITE2ENENOERLFAILCTH S, ]
TREINDEM1IEEL, Tk (10

HO—-A—-R? (IX)

[FA, ROl LT (1) KBIZROFZELFALUTHY. AHILELE
FRRANTFZNVEEERT, ]

TEINDNNBEUBEELEZNECE, £EEENsORBEFEER0. 11
0MB#%, \HMT. FERBEAFETCRASES S &L REAE,

EFER (I TEINBHNRCBELII IR EORSEREAR ST, fix
EENOY ALY, BEAY. RABEKNLED, SRABEDFTBICH
FENDRISHOE DAL VB E /LR B 2 BT 3,

NN DR, REREERE 1 SRBOBUKEL BEE. FdEEEEEAND

L&D, KOABICEFSEBIENTES,

(B 5)

EFERX (VI THRINBEAWILEE, Tk (X)

Z=C=N-R?® (X)
(XA, ROFLEEL (1) KBITBROOEREFALUTHD. ZREBERETEE

MEREFERYT. )
TRENZAV VT bEREFAVFALTH—H0. 1-1048%, EREE
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Titbiféﬁ%ﬁ&?‘:&ﬁﬁé’ﬁé ZEIC LB EERE,

(&% 6)

Tk XD

R1 /(CH2)k e) R4'
"

>_(CH2)j_N\ >—‘(CH2)n—IT1‘C_(CHZ)p‘*_(CHZ)q_A—OH (XI)
3 5 ,

R? (CHy)m R R®

(X4, R'. R% R3 R*% R® j. k. m, n. p. BLWqld. L&k (
1) TBIZ2ZNTNDEREFLCTHD., ARHINVERINVETFIZIANF)LE
EET. ]

TEENBILAY MBS, FRER ()

RS—NH, (X11)

[, RO ERER (1) KBPBRODEBEALTHS, ]
TEENBTIL0. 1-10%RE, BENT S GAREEFICRES €52
B K BBERIE, |

ABBRISE, LREEE | CRBOBKAL BEA, SrEEEEEANS
ZEITED, KOHBICETSERIENTES, _

ERBEE L - 60BN T, BRBICHT B REN —BICHBARILFICBN
TEESEHCBOTRIET 55, 55VRREICEVEERIET T EMNBEA SN
HEREEHTHHEITU. COFIE 2 EAOEY B REECRE L TREICH
L7eth, RRBEAIOFEZEF D THEET 580k D, BROLENERSD T L
MTED, | |

Ehiz, FRATALSNBLEME. FART LFIILRES. 7 IMERE,
BIERIERE D, —RICAMERIEEIC BN THEA S NBENOREER LT, £
FBISIEG T X DB ENALANO MKEITERO) BREE S 5 BHRT
BIETETHEBZIENTES,

ERBEEHRICBNT, RINBHEEL Ty 700x8 >, 700RVARED
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NOT ALEREKE, RoE, MVI DR EDHFEER(ILKE, PITFILI—F
V. TRIEROTSREDI—FTIVE, BBEIFNBEDIATIVE. JAF
WIRIVLT IR, DAFNANGFL R, TERZ MY NREDETD b AN
B, A5 /=), T ) =), 4V TOENTN A=V EDTIVI—)VERE
DRI TEER W 5N 5,

WTNOBESEI BN TS, REEE—78Ch5+150C, FELIE
0Ch5100COHPTH S, RISTE TR, BEOHEE., HEIRE ThhbbE
fE. A, HiH, BEAERE. BER. 7o NS00 —RkEERTHIZEICLD,
BHET 5 ERR (1) TRINBBRT I AWM EBMT L ENTES, £
Joo ENSIBEEOHEICLD., EENCHRISNBBMANMEKERLIZC,—C, 7
FIAMRICERT B ENTES,

371

AFPZLT, ERAFICEDNTHIATS, LALERS, ARHIRXIHhS0E
JEHNZIRE 315 B DT/, UTOEBHIZBNTELEMIAIhiLEy
FHIE, Tablel. 1—-1. 221 IZB0WTHEREMEHE L TETLED
it ENzea®ES (Compd. No. ) EMELTWS,

(Z#EH1] (R) —1— (4—roax>P)) —3— [ {N- (3, 4—>7
WAOXRJA)) FUTIv) 7371 EnUP s (LEMES69) DAK
AFEHOILAMIWO9925686F/5>7 Ly MicHOEERIZEDERL
s, B EAEmER6 9D (R) —1—- (4—2r7pax>P)) —3— [ {N
= (3, 4=27)AaxVJA)) U} 73] EOoUPUEUTOLS
2B L7z,

1) 3—=73/—-1— (4—poax22)) voyr - ik
4—r7paxR>PI)IVIZOYR (4. 15g., 25, 8mmol) &i—Pr,NE
t (6. 67g, 51. 6mmol) &, 3—{ (ter t—7krFIHIFRZN
) 7R/ EOUYY (4. 81g. 25. 8mmo 1) ®DMFHHK (50mL
) WAz, RINEGWZ 7 0CTT1 SRR HRL ., B ERETICHRELE, B
f&d (CH3CN, 50mL) KEDEMETS3 - { (ter t =7 AR
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=N) TI) —1— (4—72uaxuvyn) ol (6. 43¢, 80%)

RHEAGEKE LTHEL

'H-NMR (CDC1,, 300MHz) §

1.37 (s, 9H), 1.5-1.7 (br, 1 H), 2.1-2.4 (m, 2 H), 2.5-2.7 (m, 2 H), 2.83
(br, 1H), 3.57 (s, 2 H), 4.1-4.3 (br, 1 H), 4.9-5.1 (br, 1 H), 7.15-7.35 (
br, 4 H); MEIIRPLC/MSTR®DE (98%) ; ESI/MS m/ e

311. 0 M*+H, C,4H,,CI1N,0,)

3—((ter¢t=—7bXvINFE=N) T/} —1— A4—ZmaxXrIL
) ¥oYPr (6. 38¢g, 20. 5mmol) MCH,OH (80mL) WKIZ1
M HC1-Et,O0 (100mL) #Mx, 25CT1 5KfEHERLE, BEEME
ETBREL, BE+E, &% (CH;O0H/CH;CN=1:2, 130mL)
THRETAZLICEY, 3=73I/)-1— (4—2uuxrIJL) va)or .=
HEEtE (4. 939¢g, 85%) ZAGKKE LTHEX !

'H-NMR (d¢—DMSO, 300MHz) §
3.15 (br, 1 H), 3.3-3.75 (br-m, 4 H), 3.9 (br, 1 H), 4.05 (br, 1 H), 4.44 (
br, 1 H), 4.54 (br, 1 H), 7.5-7.7 (m, 4 H), 8.45 (br, 1 H), 8.60 (br, 1 H);

MEIEIRPLC/MSTRD (>99%) ; ESI/MS m/ e 211.
0 (M*+H, C,;;H,4C1N,)

WHFEEME (R) —3—73I/—-1— (4—2zuuxrIn) val vy .- i
He (S) —3-T3/—1— (4—rma~yoL) Eovvy - “HEEE.
ETNEFhAIST 2R EZHNT EROFEICE VAR Lz, £, ERE7 &3
FERIC'H-NMR %/ L7,

2) (R) =3—{(N—tert=7rXTHINAR=)) FJUIN]) TI/—1

— 4—JooxXUN) Eayvy

(R) —3—73I/~-1— (4—rnmaxrJN) v¥al) vy ZIEEE (4.
54g, 16. Ommol) ., 2M NaOH® (80mL) .| BLUEHETTF
v (80mL) ODEEWMERFL, ARELZSEEL. KEZE#K-FL (80mL
X 2) THith L7z, AHRELSDOE TEARRES b UL TR, R, BHETS
ZEEViEEED (R) —3—-T3I/—1— (4—7muxron) vnlvy (
3. 35g. 99%) 2",



10

15

20

25

30

WO 01/10439 PCT/JP00/05260
249

(R) =3=73/-1— (4=-ZooRyI)) B> (3. 35g. 1
6mmol) ®MCH,C1, (80mL) BHIZ, Et,N (2. 5mL. 17. 6m
mol)., N—tert—7rFIHIRZJNTUT> (2. 79g. 16. Om
mol). EDCI (3. 07g. 16. Ommo 1) BXUHOB¢t (12. 1
6g. 16mmol) ZMA/k. RINEEWMZ25CT1 6 MBI LIZE. 2M

NaOH®E® (80mL) ZMAk. AREZDEEL. KEZ>/0OXy T
L7z (100mLX3) . AREZEDOETK (100mLX2) ER/HEK (
100mL) THHEL., AL ) LATESR, EE, BELZ, h7L470
RXhTTT74— (Si0,. BEIFI) ik, BHETS (R) —3— {N— (
tert—=7r8FTHNKZIV) U} TR )—-1— (4—r7oax2I))
Eoyor (5. 40g. 92%) 2%k,

3) (R) —1— (4—rnopoRxI)) —3— (FUIIIVTI/) EOUI>D
=13

(R) =3—{N— (ter t—=7brFTANKRZN) FVIIN} 7R /)—-1—
(4—zpooNR>2))) EnUPy (5. 39g. 14. 7Tmmo 1) DAY /) —
Jb (6 0mL) WKz, 4M HC 1 2FFH>2 (38mL) BEEMAKL. 2D
BIRE R T 2 Rl L7, JONEEYMERHEL., 2M NaOHE®K (80m
L) #mArlz. B&#ZI/70onAs > (80mL X3) THiHL., wMliEz&bh
VTN U LATEE, BHELZ, hoL6707b757 40— (Si0,.
AcOEt/EtOH/Et;N=90/5/5) iz&h. (R) —3— (FUIII
7X/) —1— (4—roaxP)) EoUTr (3. 374g. 86%) 215
7z: 'H—-NMR (CDCl,, 270MHz) 6
177 (dd, T = 1.3BKN6.9 Hz, 1 H), 2.20-3.39 (m 2 H), 2.53 (dd, J = 3.3
BLU9.6 Hz, | H), 2.62 (dd, J = 6. 63B3K7%9.6 Hz, 1 H), 2.78-2.87 (m | H)
, 3.31 (s, 2H), 3.57(s, 2 H), 4.38-4.53 (br, 1 H, 7.18-7.32 (m 4 H, 7.3
9(br, s, 1 H ’

4) (R) —1— (4—rpoax22)) —3— [ {N— (3, 4—27)L40R
AN TV 7] KoYy (kEhES69)
3, 4—o7)AFAaxX>JI)N 700K (0. 06 0mmo 1) orZooafiibA
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B (0. 4mL) 2, (R) —1— (4—r7poxR>I)) —=3—= (FUIIN7
/) EOUY> (0. 050mmol) EMUITFITI (0. 070mmo
1) oroofibs (1. 0mL) BRICWAZ. ZORBESMZERRT2. 5
BEBHE L%, (73 AF)) RUZXFLIMIE (1. 04mmol/g. 5
Omg. 50mmo 1) ZMA, EE6®WZERT] 2KHEABRLEZ. KINEEHE
WiEL, BlEZ> on0A%> (0. 5mL) THELZ. BKEKKEZADE
¥ onAy L (4mL) #MA. BEZ2M NaOHKEK (0. 5mL)
WTHREL, BfiT2Z L&D, (R) —1— (4—2ooR>2)) —3~ [
{N— (3, 4=7)FOXJA)) UV} 72 7] EOUP Y (ke
#S569) 2/~ (7. 8mg. 38%) MEWPFIRPLC/MSTRDHE &9
9%) ;ESI/MS m/e 408. 0 (M*+H. C,,H,,C1F,N,0,)

[Ehigl 1] TAFF I ickERINSCCR IREMBOMBAAIL T L
RE RIS SHBRILEY DEEFREDRIE
CCR3LVETY—%2ZEFLTHHETSHKS 6 2HMilgZHNT, MBRANDILY
LRE LR ITHT HARRICL LM OEEFREROAHEICTREL 2,
CCR3FEHKSL6 2Mfigx10mM HEPESEHAHBS SEHERIZBEL /-
HOIZ1ImM Fural VEbFIAFINIATIV (ML) 2z, 3
TCIZT30MlA>Fan—brLlk, IN%E340nm&3 80 nmTHHEL.
340/380kZE=F—95Z&IC&D. MIENAN T LBEZRELE.
TAZARELTEPIZASZF2 2 (0. 5peg/ml) ZHN, HRILEHOHE
FHREIX LA H F 2 > THIMT 2 59RNICCCR 3FEI[MK 5 6 2 Ml 2R EYW T
WHE L7 EoMRANAI Y LMREZREL, Titoick0MifE (%) 2H
Hlrz,

Mz (%) = {1— (A-B) / (C—-B) } X100

(A RIS TUR L 2B IA Y F 2 O TRIB L2 EEOHIBN AL > ™ LR

B, B JRIMOEEOMBAAIL D LEBE. C: #R(tEHTUHETICTA
& X TR LTz & Z OMIN AV 2 LIBE)
ARHTHNSERT X VABROHEREZHEL LI A, HIZE, FiLoft
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BMid. 10 L MOBEBNT, ZhFN20-50%. 50%—80%. BLY
. >80 %DMEREERL .
10 uMOWBEIZBNT20%— 50 %DHEEERR LAY
ftemBS11. 156, 234, 330, 392, 424, 481, 523. 5
5 25,533,558, 567, 582, 602, 613, 630. 646. 64
9, 701, 738, 741, 754, 767, 814, 816. 833, 839
., 873,902, 909, 945, 1002, 1159, 1170. 1258,
1315, 1352, 1357, 1407, 1417, 1448, 1472, 15
04, 1508, 1531, 1558, 1562, 1569, 1661, 1670
10 . 1686, 1719, 1751, 1756, 1769, 1775, 1783, 1
797, 1802, 1803, 1815, 1834, 1841, 1846, 188
3, 1887, 1889, 1892, 1913, 1924, 1928, 1960.
2006, 2013, 2035, 2052, 2083, 2113. 2127, 21
36, 2189, 2320, 2321, 2323, 2327, 2330, 2334
15 . 2336, 2338, 2345, 2394, 2394, 2398, 2398, 2
400, 2400, 2406, 2406, 2407, 2407, 2409, 240
9, 2420, 2420, 2421, 2421 |
10 uMOBEIZBNTS 0% — 8 0%OMERESR LAY |
ftamEE83, 115, 146, 150, 216, 294, 297, 322, 4
20 05. 440, 459, 461, 466, 482, 484, 487, 490. 49
2,503, 526. 528, 550, 562, 570, 578, 620, 623
. 659, 685, 687, 703, 716, 730, 733, 755, 770,
850. 856, 867, 876, 998, 1015, 1024, 1223, 12
59, 1267, 1295, 1377, 1402, 1412, 1420, 1485
2% L, 1519, 1550, 1560, 1595, 1601, 1650, 1701, 1
725, 1754, 1836, 1856, 1870, 1912, 1923, 192
9, 2095, 2120, 2138, 2179, 2258, 2260, 2261,
2267, 2268, 2270, 2275, 2276, 2278, 2287, 22
90, 2291, 2294, 2297, 2300, 2301, 2302, 2307
30 . 2309, 2313, 2317, 2322, 2324, 2326, 2328, 2
329, 2333, 2335, 2343, 2344, 2346, 2347, 234



10

156

20

25

30

WO 01/10439 PCT/JP00/05260

252

329, 2333, 2335, 2343, 2344, 2346, 2347, 234
8., 2350, 2351, 2353, 2358, 2360, 2361, 2364,
2365, 2368, 2369, 2377, 2379, 2381, 2402, 24
03, 2404, 2405, 2408, 2410, 2411, 2416, 2417
. 2418
10 uMOBEIZBWT> 8 0%DRERL R LT-LEY -

vaw®ESE7, 32. 68, 169, 173, 203, 209, 215, 520,
544, 547, 851, 852, 855, 874, 910, 1003, 1012
.1032, 1038, 1042, 1043, 1046, 1114, 1190, 1
244, 1247, 1384, 1441, 1513, 1527, 1545, 158
2.1673, 1687, 1689, 1705, 1850, 1869, 1871,
1876, 1877, 1899, 2027, 2289, 2293, 2296, 22
98, 2315, 2318, 2319, 2325, 2332, 2349, 2352
. 2354, 2355, 2356, 2357, 2359, 2362, 2363, 2
366, 2367, 2370, 2371, 2372, 2373, 2374, 237
5. 2376, 2378, 2382, 2383, 2390, 2393, 2396,
2412, 2413, 2414, 2415, 2422, 2423, 2424, 24
25, 2426, 2427, 24238

[EMEFI 2] CCR IRBMIBER G~DTAEZ XL DA T2HEROAE
E FCCR3FBEKS 6 2L vl L -l E /3% 0. 5mg,/mLick
BEIT vEEA Ny 77— (25mM HEPES, pH7. 6, 1mM Ca
Cl,, 5mM MgCl,, 0. 5%BSA) I[Z/%H LIRESMERKE Lz, R
fe&a7 v eA Ny 77— CHERLEBREHEBASDERE Lz, [P°°1] i
e b=y (TworvbfH) 21 0Ci / mLIZRDZEIET vAN
v 7 7 —CHR LR AR o FEikE Lz, 0. 5%BSATHEBELREZI
6wl L— M, 1 V=BV ERICEWER2 5 0 L, BRY A
VR 2 5 u L, BRE/SEER S 0 v LOMEFIC o LERE (RUSEKR100
ul) . 25CTO90/MArFan—hLT,

FISHTH, SO0 L®H0. 5%RYV=F LA I VFRICT A NVF—ERIELE
96Uz TANEF—=TL—F (JVRTHE) CRISEET 4 NF—IBL, 74
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N —miERy 77— (TyvEA Ny 77—+0. 5M NaCl) 150uL
TABIGEE L7z (BEESy77—150u LEMXE, ) , 74V —%/
Bitk, MK o FL—F—%1UxH) 25 u LTOME, 7 4 V¥ — O
OBPERTDHEEER by T TV N (Ry h— RS WS TRIE LT,
WRAEAHORD Y ICHERE bxAFFL 100 n g2 /MLIEEEZDD Y
v M EHRROREL LTELS X, HRLEMEMLFMLANEEDOI TV |k
#100%& LT, & hoFZF L rDCCR IBEES~DREAIT T HHBRIA
Y OMERE R L,

[EZR (%) = {1— (A—B) / (C—B) } X100

(A : BRICEWRMEO S ¥ k. B : ML =4 %% 100 n g FM
BB b, C: [P251] Efe b A2 XL DRBIMLIZEEDI T |)
ARATAVBRIKRT IV BEAEOMERLZNE L s =5, AEMHICHIT 2
REMZRALEMORERIL. FEhiif) 1 TRO LN ERE L IZIERE TH -1,

PEFE ORI A T RENE

ARAORKT I ALEW. TOEFIHE SN DHBAINE, /X0
FICHFBESNDC, —Co T AFNANMELEYR T & T2FHA, L LIEICCR3
A5 HHEBOERES LI THEL, CCRIFEHAE LT, =& X
BREDCCR3DY H» FOFEMIIC T 2EREZMHIT 21426325, Lz
BoT, ZUHIFKEINGE., 7TVAX ARk, 7 he—tRER, N5, #
PR, BELOT LAX—ERBR R EOT LAF—PERE, 25 NCEBEKX
BRB LU o —Fi EOREVEGRER E, IR, HEEER, ST Ml
72 EDMBEA~DREPIRROELT, HERFFICEERERZE LTV AEREBICHT 511G
FEBLO/ E3THELE L TEHTHD, £/, CCR 3IFEHEMRIZESH
[ V—1DREERETDERICLY . =/ XOBFEEB LU/ EodibfiE e L
THLHEHTH D,
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Mmook 0 @ OH

1. T&ER (1) TRINALAY. FOEEMICHRINIBAME. 13
EDEENIHFEEINDC, —Co T NFMMIMEEEYNRS T3, CCR 3

AERERT HEA

[RXf, RUBTzZIVE, Cy—Cyo 707V FE, FREAFOEFELTE
REF. WMART, BLUV/DULRBBRETZ 1 - 3EETIHERERBLS
#L. LERNIBIT B 7oV EFRFEREREEIZ. ROV VE, A
TORFELTERRT. MEET. BLO/ D LREBREF21 -3BATS
AEEHEFRELHEE L THAREERL TV THELL, ISRLETRY BT Y
TIVE, Cy,—Cei/u7VFILE, FERERBE. FAIMAEL. £5E
ONOF VRF, EROF &, o7&, Zbo, ALRFINE, HINE
AIVE, C,—CoTVHNE, Co=CoilOTNFNE, C,—CoT oLk
‘cfw%7»:#9g,c;«%7w#w?ﬁ§,cfwh7w#v>£\cz
—C TONFLFFIE, C,—Cy7ANFLITHFIE, T, 72 /%
VE, TITAFAE ROUNE ROUNFELE XOUANTIIE C,
—Co7NAIANE, Co—C,PNIAFHINRINVE, C,—C,7INH/)AIF
FIE Co—CiTNAIANTI)E, Co—C, N=FIFIVHININEA I,
Ca=Co N= 707 NFINANWNEAINE, C,—Ce7AFNANFIIIE, C
3~ Cs (FNAFIHNKRIN) AFINE, N—=T7zZIAMNESILE, ERY
CIANKRZINVE, BIVEY 2ANEZINE, 1 -¥OUSoibhlEoLE, R
: =NH (C=0) O-T&&N3 2fift. K: ~NH (C=S) O-THZh?3
2, TI/HE E/ (C,—Co7FI) TI/H LY (C,~C,7
WFEI) TI/ETEBRINTOTHEL, Zhs507x2)VE, C,—CerO
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TOVFIE, HERERRE, FRAGEAROBREI. IS5 EEEONDY >
FBF. eROFHE, 737, MITNAOAFNE, C,—C7IFINHE. b
LLWEC, - CeZ7NaF L HICL>TEHBINTLTHEL W,

R2id, KFRF. C,—C7INFINE, C,—-C,7INAFThNRIIIE, b
ROFHE, FERBT7zZNVEERL, RUIBIAC, —C7NFNEEREIT
ZHEE EEBEoNOT VREF. e ROFIE, C,—C7IFNHE, LI
C,—Ce7 Ak ahicko TRBENTUTOLN, £EL, j =00 EEIR?
Ik FOFETIEARN,

JlR0—208BEEERT,

kid0— 2 DBEEXRT.,

mid2 — 4 DEEEERT,

nid0x&iZ12%k9,

RO, ARRT, £ (RhenA—fkidRio HEREONDY BT
EROFIE, C,—Ci7NFIE, BLKEC,—Ce7INaF L HITX> TEE
INTHTHLIN L FLEF 2RO 7z ZI)VE) KXo TEBINTHYTHENWC , —
Ce 7 VFNEEERT,

RABLURE, F—F&38 > T, KEFRF. B ROFIH, JxZ)VE,
FZEC,—Ce7IFINHEHEERL, RIBLURIZBIFBHC,— C 7 IFILEIZ,
FEEONOT VEF. B ROoFoE, 7 /8 o AVRFILE, H
IWNEANEE, ANAT R, F7=D /K, C,—Cgrrar)LF )V, Cl—C‘
¢ 7NV AFIHE, C,—Ce7NFNFAHE, (EFEBEONOY VETF, B ROFIH
L Ci=CeZIFNE, Ci~Ce7NaFIH, HLRRIVNAFIHICKS
TEBEINTNTHENWTZZNHE) | T /528, ROVNAFIH, XD
WAFIHNRZINE, C,—C,7INA/ANE C,—C,7INaAFI AR
B, Co,—C, 7NWh)ANFFIHE, C,—C,7NVH/ANVTI /) C,—C, N
—FIVFEIVAINEAINE, C —Ce7INFINIIVKRIIVE, 7I/#, £/ (C,
—Ce7NVFI) TIJH, 2 (C,—Cs7IFN) 7I /%, LT (NTOH
FELULTHEERT. MERTF. BLXO/BLRERETE 1 - 3EETHHEE
BEREFFIZONEVREOHERICLOHREINZHEEE) ICXDEBRIN
TWTHEL, HHWE. R*BEIURIF, Wo L xiZA->T3 — 6 BRIRKIEK

FEBELTHTHLRN,
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pIXOEZIZ1Z2XT,
Q0 EZE1 2%,
Gid, —CO—-, =S0O;;—, —CO-0—, = NR"-CO—-, —CO—NR"~—
. - NH-CO—-NH-, —-NH-CS—NH—-., =NR’"-S0O,—-. —S0O,—-N
R’—. =NH-CO-0-. £d—-0—-CO—-NH-T&XINBHEET., I

T R7E. KEEFELIZC, —Co7NFNEEETN, HB0IE, R7TIERS &
Vo L&IZIETC,—CsPNFL EHZRRL TR THLN,

Réi3, 7z, C,—Cyi 7 a7 FIEE, C,~Cod /a7 hrVi
LRIV, ERRATFOETELTEHERT. BEET. 3L/ bLizg
RKETZ1 -3MAEITLHHEEERREERL, LERICBIB 7 VE, R
DIVE, EREFBEHRERRREL. XOEVR, FREBATORTFELTRERT
 REEF. BLO/ B ULKEEBREFE 1 - 3BATHHERERBR GBS L
THREREMRL TV THEL, A5 EFERKBIB Tz oVE, C,—Ce ¥
O7NFENE, Cy—Cei a7 o)Vl ROV, BEREREL, £/
AR, FEEONDZ VBT, B ROFIE, ANAT L L7 B, =
hO¥, FAITFRE HVRFIVE, AWNEAVE, MU TLATRAFI
B, C—Co7IFNE. Cy—CyiZO7NFINE, C,~C TIToIiE, C
—CoTNaAFE, CymCoiZ T NFNAFIHE, C,—C TNFNFAL
L Ci—Ca7NFLoUFF IR, T, Tz /R R, T T
v NUIE, RN AIE Tz DIV AT 4 ZIVEE, T2 2V ARV,
3=TxzZIhILARE C,—C,7NVA/ANE, C,—C,7IhaxshIR=
WE, Co—C, 7B I ANAFRVE, Co—Co7NHIANTIIHE, C,—C,
N=TIWFIIINWINEAINE, C,—Ce7NFINZIINKRIIIVE, 7V HIIVNE
AN N, N=2 (C,—=Cs7IFN) ANT7EANE FI /R, £/ (C,
—Ce7NFIN) TIJHE P (C,—Ce7IFN) TIIHE RUVLTI I,
C,—C, (FNAFTHNRIN) 7I /%, C,—Cy (FIFNANFZI) 7
I8 5L, B2 (C,—Co7NFNANFDIN) 73/ ickniEah
TWTHEL, INBEOTZZIVEE, C,—Cei a7 NFIE, C,—Cyrn
TN ZOVEE, ROD)VEE, FRIEEFRE, RIHAROBIIEIT. 51T
BEONODYVEF, o7/, b ROFVE, T7I/HE, R TILADAFILE
L CL—Ce7IFIEE, C —Co7Iaxsdh, C,—C7hFNFALE £/ (
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Ci—Ce7IFN) TI)HE, LY (C—CTIFIN) 7I /HickoT
BN TINTHI, ]

2. LE&EX (1) ZBWTk=12DOm=2TH5, FHEREIZMOCCR3IH
FUERZH 9 2 5KH,

3. kiR (1) kB Tk=02Dm=3TH5, #HRE1THNOCCR 3
YUEHzHE 3 2 2EH.

4. EER (1) ZBWTk=1»2om=3TH5., ##HRH1ITHELDCCR 3
HitER 2 H 9 2 ZHL,

5. LK (I) B Tk=20DOm=2TdH5. @@RAIZLHLOCCR 3
PUER 28 3 2354,

6. LE&EX (1) TBWTk=11"DOm=4TH5. #HREIGCHEOCCR 3
PiER 267 2 %Al

7. kR (1) TREINZULEY. TOELNTHFE I NDEAINEK, £=1Z
ZOELHNTHEEINGC |, — Co T NFIAIMEZERRF &5, CCR 3N
BT HEDOREED L BT,

8. WREMNTLINF—MKETHLHRETRREOEHEED L I TR,

9. REMNRJEXME. TUINFAER T ME—MEER. SRS, BlE
R, K237 VIIVF—HRERATH 257 KE 8 LH DB S L IFFHE,

10. HKEPSREHGRETHSHRIE 7 LBOBEED L IETFRiZ,

11, KREAPIAXTHLHKEATIEHOBEEDS L IETHE.
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