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' i A1

N-(4,6-— FF H -5-fg & -1-¢ E 0 R ok-7-%)-2,2-Z FHER
i i%

(1) # 4,6-— H 05 R 160 WHE E LB 800=ZFF » NMiukw
THEMELHM 138TR 1L/AEARASXRMA > FEET#
2N BREB®BMAKK SLF > BIIAZEKZBE
2L R 20CA TR EE K AKBEBRFPHNE » KB UKL
SEFD - DEEZBMZERE DLREMEZE  BETERZEZ
B Z B - WIS BEBRMRE 600 » MM AL B 135 % - ‘
MREBRTER LR BRFALDSE - BKEBERRERS
Btk BREBERNDG  KRXRLUEMERKRMNB®R - 8
BEEAkRER UREBHZR  BREEBRSED #H%&AHESHE
Ba @ 1-Z B E-4,6-7 F E 05 R WA E 208 T -

IR v (Nujol) em™ ; 1655, 1595. |

'{-NMR (CDC1,) & (ppm) ; 2.18 (6H, s), 2.30 (3H, s), 3.00 (2H, t,
J=8.5Hz), 4.03 (2H, t, J=8.5Hz), 6.66 (1H, 's), 7.89 (1H, s).

(2) B(Hh FABLEY 200 REELEK 4L RIK® TE A ‘
BOSSEF - ER THES 05 HE KR ESEMAKK 20L
o MARBEBER ST BHB300HE - KEDITESE
WIERMB 2LBERRUK B HE KK DI BEMNEZR
- BEBERBREN  BMABELAEBRAEREFERBEASG R

1-Z B % -5-& - 4,6-— B OE W R oWk E BAE R 185 % o

IR v (Nujol) cm‘, 1660. |
'"H-NMR (CDC1;) & (ppm) ;5 2.19 (3H, s), 2.27 (3H, s), 2.39 (3H,
s), 3.06 (2H, t, J=8.5Hz), 4.03 (2H, t, J=8.5Hz), 7.99 (IH, s).
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GB) RBEEMBBK 44 2T - 2% S00ZA K BHEE 500 F F
ZEBEBEF RN-5~0CTHQFBLEY 185 FTMK 1 /B K
TRMAR  RiK®e THEBINE - BKEBKMDA KK
6L F &k > WNMIWEER BHBEEBERN 3L % K

REAK ~EBMBEBEAKESR  DUHBMNESR  BREERKREH
B 1-Z B -S-98-4,6-= B -7-18 1 R WA & 209 % o

IR v (Nujol) em™ ; 1672, 1654.

'H-NMR (CDC1,) & (ppm) : 2.20 (3H, s), 2.35 (3H, s), 2.45 (3K,
s), 3.12 (2H, t, J=8.5Hz), 4.16 (2H, t, J=8.5Hz).

(4) BO)FFBLEY 1S B ERNG-FE1DE®R IL
o A 5%Pd-C 103 » A 40C R E BT » # 2 H B A
EHEE BN EZ 1I-Z8EE-7-E-4,6-2 B 206 ® k2 &
RBESE PI-CHEBE KHASEHBLUBNEBRBMNERKR
Rl LR 0.5 Y o BBAERBEBR CER  BERRE
BN ERBMBR PR LEH ILERN - £ & %12 &
e LM eBEKkER UEBMHER  BREXKRED
- KR BEBERFGI0EFH » MAHFXER 27.7 % -
R20CEL TR M=2 8 29.1 > E| THEER 1 B - MA
U IL RRL SHEBERBR  BEANARE@EKS 500 2 7
o LB R BBEAREN KBS ELERE
MALECS Kk 200 EF BB K BHR EH N-(1-Z B £ -4,6-
“HEB R -7-E)-22- " HERNERES 497 -

IR v (Nujol) em™ ; 1677, 1639. | |
'H-NMR (CDCl,y) & (ppm) ; 1.27 (9H, s), 2.17 (6H, s), 2.29 (3K,
s), 2.94 (2H, t, J=8.5Hz), 4.09 (2H, t, J=8.5Hz), 6.87 (I1H, s),
9.09 (1H, br-s). | |

(5) RMOFHBEHLEW 1IIRBELE 202H » RIK®B
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TN EMBER 041 Z2FF o R SOC T ## 4 /K & KX IE
BMAKKF - MINALEES  BHHAEEZBEERLN 300
EFF OERRLUDBUNEREKRMNER @BNREKEH %R L
MBMTRE  BREZEBREN BHRSERBUVEMRERERTM
/™ N-(1-Z B 5 -4,6-= B & -5-fig 05 MR ok -7-%)-2,2-Z H
EAMMK 22% -

IR v (Nujol) em™ ; 1670, 1641, 1583, 1528.

'H-NMR (CDCly) & (ppm) ; 1.27 (9H, s), 2.11 (3H, s), 2.15 (3H,

s), 2.32 (3H, s), 3.04 (2H, t, J=8.0Hz), 4.16 (2H, t, J=8.0Hz), ‘
9.07(1H, br-s) s

(6) B S)HFB ke 08 R A EFE 8EH » 1A 4M
FEAEMINKB®E 3EF » B 80C TEH 15758 - BE K
BB E % BB REBBRERN SOEFM o K RL K - BRI
BEHEKGEFR  LDURMEBNLZE BHHEBREUNYEBEEN

-~

M B N-(4,6-Z B £ -5-Fg 05 R ok-7-%)-2,2-Z FH KRN
B 0.68 35 o

IR » (Nujol) cm™ ; 1643, 1597, 1508. ‘
'H-NMR (CDCl,) & (ppm) ; 1.35 (9H, s), 2.14 (3H, s), 2.16 (3H,
s), 3.01 (2H, t, J=8.5Hz), 3.67 (2H, t, J=8.5Hz), 4.26 (IH, br),
7.03 (1H, br-s). |

(7) B )P mELEY 3.5 W BEE NN-Z F & F & 40
ZF  MRERKIKSES TS XRMA NaH(60%H & )576 2 7 -
ZEWETER I008ER > MAFTEBR26ZH > BRERE
THEB 1T /AE - MAK 100 ZF &L ZEB 300 % F EFE R
W ZBEMRARLIAK - R E KL SR DR R
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HHREREDWBREEBERMAL SEELEYWHE R 3.2 7 -
IR » (Nujol) cm™ ; 1649, 1597, 1560, 1516.

'H-NMR (CDC1,) & (ppm) ; 0.88 (3H, br-t), 1.08-1.51 (12H, m),
- 1.33 (9H, s), 2.03 (3H, s), 2.10 (3H, s), 2.86 (2H, t), 3.23 (2H,
br-t), 3.54 (2H, t, J=8.5Hz), 6.74 (IH, br-s).

AT )

N-(5-F hf B g B -4,6-Z B B -1-3¢ & 05 R o -7-%)-2,2-=
HE RN B

HEBA | FABhEYw 3.2 L EFE-HEG:1)EK

120 Z 7 » M A 50%Pd-C 0.48 % » R = & 2kgf/lem? F
U7 /N R IAE®ES - W PA-C BB RSB %
KA ERBEBERN 3002 > IR EKkEE - R
Mimiz R  BEBEREG KBS BEBEBREERIN 302 F
MA=ZZIE 332Z2F RNk THENEBEEBES 1.23 2 7
E|THEH 3INE-MARF 100 2 F » &K XKLL S%EE B
B K N BEEKESE > LR BEBINEERZ  BEXKEKR
g - BMEBERBELULWEBREENMMLAL BEELEYE &
3.0 7 o

IR v (Nujol) cm™ ; 3358, 1665, 1597, 1502.

'H-NMR (CDCl,) 6 (ppm) ; 0.88 (3H, br-t), 1.18-1.58 (I2H, m),
1.34 (9H, s), 2.10 (3H, s), 2.15 (3H, s), 2.86 (2H, t, J=8.3Hz),
2.97 (3K, s), 3.15 (2H, br-t), 3.24 (2H, t, J=8.3Hz), 6.10 (IH,
br), 6.85 (I1H, br-s). |

g i f o3

N-[5-(N-Z I B% 7 B 0% 55 )-4,6-Z FF £ -1-3¢ H 05 & 0 -7-5 ]
2,2-7 F OB R M %
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() RZBK 202 F » K THNESEBABBE 3.01
EfF MAECS X  ERFTFHER  BZ2HBEEERE S
5.31 3 -
(2) BEBEO | FAREBMLEY 3.0 WIEFEFE-B X 1)E
W 110 Z2F > 0 A S5%Pd-C 0.45 3 » A= B B 2kgf/em? F
R LT N RO B R - B PAd-Co BB E R BB %
TS REBEBERN J300ZF - LB EBE KL UL
MBMEZBRER BEEREN BHREBEBE (N-(5-IKE-4,6-
THE-I-FEN ROB-7-E)-2,2-Z FERNE K)2.67 B E
E&HG2TEF > R-10CTMAZZK 1.2 ZH Kk (1)F Fr
BE®w 2257 ERTEEL 3008 - KEKRMA S5%E
BRE®W  LIEI{ 100 ZF FEE - 5 &6 K X LM E B
BB R EBINREKER  UEEBREREZ  REER
& - BB BEEUWBMEBR ML - B REEENKEE
ﬂﬁ% mEBEEALEYHES 1.84 7 -

IR v (Nujol) em™ ; 3302, 1701, 1649, 1163.
'H-NMR (CDCly) & (ppm) ; 0.88 (3H, br-t), 1.00-1.70 (12H, m),
1.29 (9H, s), 1.93 (3H s), 1.97 (3H, s), 2.08 (3H, s), 2.77 (2H,
t, J=8.2Hz), 3.14 (2H, t, J=4.5Hz), 3.40. (2H, t, J=8.2Hz), 5.00
(1H, br-s), 6.80 (1H, br-s), 7.09 (1H, s).
" i 4
N-[5- (N-Eﬁ%ﬁﬂﬁﬁ%ﬁﬁﬂﬁ%)%ﬁ-:Eﬁ%-l-ﬁ?%ﬂé’l e o -7-
E]-22-"HERNE I

REE OCISEFMAZRFELK 2.6 ZF > KN-20C F A
ERABREMBEERE 029 ZF » R-20C ~10C T ## 20 % &
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e MR FEWR i A N-(S5-ff & -4,6- F K -1-3¢ 5 05 B 0 -7-
E)22-"RERNEHR I2ZERK=Z2/F 046 ZF » A -9C
THE®H® 0 E  MNREBRFMAZEFLE KR 10%E
BBREWR HNERBRMAEABREKBEBAORE KKP KB
W BER BEBER_EFIK BHEBEUWEBREEIN
MESRELEWHESE 601l 2% -

IR » (Nujol) cm™ ; 3300, 1736, 1655, 1597.

'H-NMR (CDC1,) & (ppm) ; 0,87 (3H, br-t), 1.00-1.60 (12H, m),
1.95 (3H, s), 2.10 (3H, s), 2.77 (20, t, J=8.0Hz), 3.15 (2H, br-

t), 3.42 (2H, t, J=8.0Hz), 3.78 (3H, s), 6.70 (1H, br-s), 7.03
(1H, br-s), 7.26 (1H, br-s).

B i S
N-[5-(N-% = T & ¥ IZ i BE i £ )-4,6-— B K -1-3% & 05 &
o -7-%1-2,2-Z F KW M K&

BE=ZTE S EABTE_GKFK 17TEFF » R-18CTF
MAEREEEEREE 0077ZH > B E T# B 3045 & 1%
» B AN N-(5-FF % -4,6-— B FE -1-3¢ Bo05 koo -7-F)-2,2-=
FERNERK 1.66 T R =28 1.24 2F » KR-5C T ## 30
S MAZERRK SOZ2A » KRR 10%E KB BER -
MERBRMNBEKR BTN REEKE S0ZFA KT > LR EWKE
B BEBER _GSFRK BAEBEBEUNWEBERE WML
BEELEYHES 197 -

IR v (Nujol) cm™ ; 3371, 3167, 1755, 1728, 1655, 1597.

'H-NMR (DMSO-d;) "~ &6 (ppm) ; 0.88 (3H, br-t), 1.05-1.80 (21H, m),
1.49 (9H, s), 1.98 (3H, s‘), 2.14 (3H, s), 2.78 (2H, br-t), 3.17'
(2H, br-t), 3.39 (2H, br-t), 6.69 (1H, br-s), 7.16 (2H, br-s).
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T
N-(4,6-= B HE -1-3F B -5-f% I BE fig & ml ook -7-%)-2,2-=
RO PY MR R R

KERA SHEBMLEY 1.86 RBEEFRK 7.5 Z2F » HiK
wWTFTMASSIMAGKE 2-RERBRR 1ISEFA REETH
20008 c MAZE S0OZEH > ENTEESBEEELS
WRE S 1.34 % -
IR v (Nujol) om™ ; 3200, 3225, 3059, 1676, 1508.
1-NMR (DMSO-d;) & (ppm) ; 0.84 (3H, br-t), 1.00-1.95 (21H, m), ‘
2.13 (3H, s), 2.30 (3H, s), 2.95-3.50 (4H, m), 3.81 (2H, br-t),
5.50-9.00 (3H, br), 855 (1, br-s), 9.37 (1H, br-s).
g i 7
N-(4,6-2 B FE -1-3% & -5-Jg 0 ® O -7-F)-2,2-Z H E R/
iz B8 R B

B N-(S-PF & -4,6-" FF B -1-% E 05 R ok-7-%)-2,2-Z H
EAMESO0ERBE _&F KL SO0ZF » R-60C T M
LA BEBEER OI4EF - ABEE THE® I /AER  MA ‘
6ME IR 045 27 » ZR THHB 30508 - REBEFMA
SOETF > L& 100 ZFAFEW - K& LTI & 8 K%k
UM BN EZBERZ  BEBEBRAQNH  BAAEESMERBEU
R -E2EFNRERBELEEELEYRKE 4072 = -
IR v (Nujol) cm™ ; 3510, 3364, 1701, 1672, 1654, 1516.
I-NMR (CDC1) & (ppm) ; 0.87 (3H, br-t), 1.00-1.60 (I2H, m),
1.41 (9H, s), 2.04 (3H, s), 2.16 (3H, s), 2.90-3.40 (4H, br),
3.60-4.10 (2H, br), 4.00-5.60 (3K, br), 7.10 (15, ), 9.35 (if,
br).
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" i B 8

N-(7-FF R B Bk B -4,6-— FF B 0 R O -5-%)-2,2-Z F K +
— Jx BE M4

(1) BEBH (HFFAELEY 110 REELZBK 55 27
 REBREEEMN S0C - BRSO ATMAREMRER 3.7 2
o RBETH®E“E 305 &% > IMWAZE 20027 > Kw T
B 2008 - BN HESERS |-CBE-46-ZF E-5-1

m WR W AE AL 10.7 3o

IR v (Nujol) cm™ ; 1663, 1520. ’ ‘
'H-NMR (CDCl,) & (ppm) ; 2.17 (3H, s), 2.24 (3H, s), 2.30 (3H,

s), 3.08 (2H, t, J=8.5Hz), 4.12 (2H, t, J=8.5Hz), 8.00 (1H, s).

(2) # 10%Pd-C 1.4 WEEHE 30027 > MA(H)F AT 7
L&MW 10335 » B 40C K 4kgfiem® F » £ 4 /N A A
EHE - -BINHEERBEERMGR WK PA-C- BB IRMEE
W BB EEMMUNEN S0EFA - RXLENMERKRBR:MNG
o125 A - BRI R E K 1002 E 0 UM EBRALZ R
B ARBREGS -2 8 E-5-8FHE-4,6-Z B & 15 R K & ‘

8.74 %1 o

IR v (Nujol) cm' ; 1626.

"H-NMR (CDC1,) & (ppm) ; 2.06 (3H, s), 2.16 (6H, s), 3.03 (2H, t,
J=8.5Hz), 3.42 (2H, br-s), 3.97 (2H, t, j=8.5Hz), 7.87 (1H, s).

) BB HEY SOTBERN SO - RiKm T I
AZZBE 44 EZEHAR222-ZRE+—H®A 64 EET
B 30N E - BREBMARPG S0ZET > KRXL S%EE
B 100 2F - A0 R E K SO = 7 ¥R @ 0 DL R B8R R IR
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WEAEBREHH N-(1-Z B & -4,6-= F & 05 R Wk -5-F )-

22-ZFE+ —GEEBRMmARY 107" - B/ @MARY 10.7
WWEZE SOZEFA K TMAHEREK 1.5 Z2fA % N
B TE®E 1/ - REKLTH  MWMAK250Z2FF > BB
30 4 8 - MET A BELSBERM 100 ZF 0 LA
FOE W BB 100 ZF - AR K S0Z T KE > DU
Bk BEERRENG KIASELREBREMNAEZEARAR
S0ZF > BIEE N-(1-Z B £ -4,6-Z B E -7-19 15 R 0 -5-
E)22-“HE+—HBRE&EH 873 % -

IR v (Nujol) em™ ; 1659, 1532.

'H-NMR (CcDC1l,) & (ppm) ; 0.81-0.93 (3H, m), 1.18-1.72 (22H, m),
2.08 (6H, s), 2.21 (3H, s), 3.04 (2H, t, J=8.0Hz), 4.14 (2H, t,
J=8.0Hz), 7.21 (1H, br-s).

(4) ¥ 10%Pd-C 1.2 WIEE FE 250 F > MA G E K
&% 8.73 % o A 40C R 4kgf/em® T - FE 24 /NEF A DA &
g - Bk PAd-C> B ERBKRFE B EBBEMUEN 50
EH 0 LBEMNEBBMNAER SO - BFNAREK S0E A
el U EMEgE BREERREF BRSEEERE
MAERREB 40ZF REN > B N-(1-Z M & -7-18 & -4,6-

T B ROk -S-E)-22-Z FE T - LEEEME&SE 749 3% -
IR v (Nujol) cm™ ; 1643, 1620, 1589, 1512.

'H-NMR (CDC1,) & (ppm) ; 0.81-0.93 (3H, m), 1.19-1.64 (22H, m),
2.00 (6H, s), 2.21 (3H, s), 2.92 (2H, t, J=8.0Hz), 4.03 (2H, t,
J=8.0Hz), 4.20-4.90 (2H, br), 6.93 (IH, br-s).

) B BLAY L6 RBE AR KR IOEF > KW T

48-
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MAZZE 03T EARPHER 02EH » ZBTHS |
NEE o MR RO B AF 20 EA 0 R K DL S%IE B B B W
0EFH EMABA 20 EFAEPHE  URBHZE - B
B R E N-(1-Z B -7-F BB MK -4.6- B R B
oS- )-2,2-Z B E+F —REEBK .16 &

IR v (Nujol) cm™ ; 1651, 1645, 1634, 1155.
'H-NMR (CDCl;) & (ppm) ; 0.81-0.93 (3H, m), 1.18-1.70 (22H, m),

2.08 (3H, s), 2.33 (6H, s), 2.79 (3H, s), 3.04 (2H, t, J=7.5Hz),
4.15 (2H, t, J=7.5Hz), 6.96 (IH, br-s), 8.77-8.92 (1H, br). ‘

(6) B BALEY 1LV4ARBEERE I0OEA - RE®RT
MARENLE 042 T 2 KBR 2.5ZH MRERTEIR 18
INEF e Al R AR EFE MAZBZIE S0OZFH 0 K XL
SHIEBEBREBWR SOEF - BBENEBRBNB K 50 -~ &
BEHEHKSOZFAER  LURBANCZRERZ BEREARIERZE
TS RBREMNMBBREZLBRZE 10Z2H % > IMAIEQCIKK
I0EHA R HRESE 1/ KTHESE  BINWEG&E
TEELEYRESE 76T 2R - '
IR » (Nujol) cm™ ; 1636, 1609, 1508, 1151.

'§-NMR (CDCl,) & (ppm) ; 0.81-0.94 (3H, m), 1.17-1.64 (22H, m),
o8 (3, s), 2.02 (3, ), 2.90-3.00 GH ), 3.45 (2H, t,
J=8.0Hz), 3.60-4.40 (1H, br), 6.99 (2H, br-s).

AT

N-(7-FF G B fig & -1,4,6-= FF K 0 R o) -5-K)-2,2-Z F & +
— k% B B%

(1) % N-(1-Z s 2 -7-f% & -4,6-_ F E 05 & 0 -5-K )-2,2-

-49-
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HE+—IEE SORBERF SOEHA > RE®RTMA
T B_FE=THESIE BEABETHERR 17 /K - BEX
BRRE > BRERBEUMEEBRMASE N-(1-Z28 & -7-% =
TE B E-4,6-Z F L0 Rok-5-5K£)-2,2-Z F &+ — £ EE
fe fp R 6.22 3 -

I{-NMR (CDCL,) & (ppm) ; 0.81-0.93 (3H, m), 1.07-1.77 (31H, m),
2.04 (3H s), 2.13 (3H s), 2.30 (3K, s), 3.00 (2, t, J=7.5Hz),
4.11 (2H, t, J=7.5Hz), 6.91 (1H, br-s), 8.20 (1H, br-s).

(2) B (DB &W 622 HH k& FE OZEA  E | TM

AGEMH 24T KBER ISEFA > RER THEHIR 1.5 /N

AR EBREE O BREBEMARN 1002 > KX
Ll S%iE BB ER S0ZF BB M EBMREIMNE K 302 7 - 68
MAEBEKIOZEFAFAKSE  LUHEEBMEZE BREBEEXBRANL - #&
e EERBRBEMAECK 30 EFEN - & N-(7-8 =T
S Pl B -4,6-Z FF K05 Rk -5-F)-2,2-= F K+ — fx B
W 4.81 1
IR v (Nujol) cm™ ; 1672, 1639, 1543, 1514.
'H-NMR (CDC1;) & (ppm) ; 0.81-0.94 (3H, m), 1.29-1.77 (31H, m),

1.95 (34, s), 2.01 (3H, s), 2.50-4.60 (1H, br), 2.96 (2H, t,
J=8.0Hz), 3.58 (2H, t, J=8.0Hz), 6.13 (1H, br-s), 6.88 (1H, br-s).

(3) BOFBHLAEY 203 R BERNE 20027 @ RARK
EW TMABRBSH 118 ERFEMR 0427 > AE XS
2NEE o MA SRIEBEBEA®R 102 > REZXBAE - &
FREEEMAZEZE SO KX SEEKK 202
FroE R AE®E Kk 202 A %S DRBRMECE  BEERSIS

-50-
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B ZBE - HHREBEBEUEBRMAESES N-(7T-FE=T &K KE
-1,4,6-= FF B ) R O -5-F)-2,2-Z B OB — k5 B X AS &
1.25 3 o

IR v (Nujol) cm™ ; 1672, 1639, 1603, 1520.

'H-NMR (CDC1,) & (ppm) ; 0.80-0.93 (3H, m), 1.28-1.64 (31H, m),
1.96 (3H, s), 1.98 (3H, s), 2.82 (2H, t, J=8.0Hz), 2.89 (3H, s),
3.33 (2H, t, J=8.0Hz), 5.96 (1H, br-s), 6.82 (IH, br-s).

() BOH)FBLEY 123 BEEFR 6 E#  RAR R K
W F A 8.5IMHCI/2-HEB®R 1.SEA » RERE
Ho1s A E - DM EBRBMWNBRFN  LEMG SOEFE
W DEEMAEBE K202 %F MREMGZER  BEBX
BREG B EBEUREEBRMA BHRE&EHEREN
AEC K EIRSE N-(7-f& & -1,4,6-= F FE 05 2 of-5-%)-2,2-
—_HEt+—HEEES TI3E R -

IR v (Nujol) em™ ; 1641, 1522. |

'H-NMR (CDC1,) & (ppm) ; 0.80-0.93 (3H, m), 1.17-1.66 (22H, m),
2.01 (6H, s), 2:75-2.99 (4H, m), 2.79 (3H, s), 3.37 (2H, t,
J=7.5Hz), 6.80 (1H, br-s).

0

(5) BAOFMBLEY TOZERBEE_RKF KR TEZ2HF RN
REKS THWMARBEBRRK 0ISEAR=ZZKE 1.0ZEHAH » K
AEE THEB 1008 - RERFTMARNS 3027 > KX
BL 5% B ER 302 (2H) REMREK 20 27 65
B UMBMRERE REBEAXREEH KAERBRENLNREEIN

Mt FREELEYHEL SI0Z X -
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IR v (Nujol) cm™ ; 1641, 1528, 1148.
'H-NMR (CDC1;) 6 (ppm) ; 0.81-0.94 (3H, m), 1.20-1.72 (22H, m),
2.01 (3H, s), 2.13 (3H, s), 2.82-3.03 (2H, m), 2.97 (3H, s), 3.02
(3H, s), 3.43 (2H, t, J=7.5Hz), 6.13 (IH, br-s), 6.80 (1H, br-s).
&' e 10

N-(5-FF hgf Mg fig BL -4,6-— FF B -1-3% E o ROK-7-%K)-2,2-Z
HOE AR L E R

(1) BEREH 1(HFFBLEY 100 R EERER S0E
CMA swmEHK 42 mE Rk 0Er  EARkE @
RBEHV SOC THE#B 2/  XEB®BRSMAKK 200 EF
LB ISOZEFERN 2K - FHEEKHEILLEMNERE KX
ISOZEFA LB UEBMZE BREBEBEAEBENBG & AT N-(1-
Z W -S5-F B R -4,6- FFOE RO -7-5)-2,2-Z F K KN K
B 10.0 W 74 N, N-Z B & F EE fZ S0 Z A > 0 A BK B 52 /%
6.7 > MEBRMBH 20/ - MAZKZE 700 2 #f
LLk 500 Z Ff » REBFMAEBK 300ZF B F - LK R T
Mo oW EE - M ESESE B8 N-(I-ZFE-4,6-Z F & ‘
-5-BK MG GHOBE PP om) MR M -7-%)-2,2- " R ERNEK 12.4 7 o
IR v (Nujol) em™ ; 1770, 1708, 1674, 1647.

'H-NMR (CDC1,) & (ppm) ; 1.25 (9H, s), 2.23 (3H, s), 2.28 (3H,
s), 2.36 (3H, s), 2.80-3.30 (2H, br), 3.00-4.30 (2H, br), 4.98
(2H, s), 7.50-7.90 (4H, m), 9.13 (1H, br-s).

(2) B BLEY 120 R B EHFE 10027 &M S50
Z2F 0 MAM-KkEW 2.1 % BR 3/ EEXKREH
BB B M A E RS 200 E A o fik R LLEEFDOE K BRI E
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w100 27 -~ BB M & Kk 100 2 7+ B8 1@ » DL Wi BR &k 52 B
B EBREN o BAE N-(I-Z 8 & -5-1F F & -4,6-Z B %
i5) W Wk -7-FKH-22- " HERNMBEREEERNG 100 =2 F > A
“HEBRIE=ZTE 60X RERTHE®BE 1 /K - LEN
REKIOOEAKEF  UMBRMEZE BHEEBREN - &
fieREBEUMHERMAL B N-(I-ZEE-S-BE=T & KK
HE-4,6-Z F EMGRMK-7-E)-22- " FERNERHRER 11.5

IR v (Nujol) em™ ; 1678, 1645, 1514.

'H-NMR (CDClQ 5 (ppm) ; 1.27 (9H, s), 1.44 (9H, s), 2.19 (3H,
s), 2.24 (3H s), 2.30 (3H s), 2.80-3.30 (2H, br), 3.90-4.30 (2H,
br), 4.36 (2H, s), 4.40 (I1H, br), 9.12 (1H, br-s). |

G)#HLQFBEED ST HEAERE 20027 1 A 2.42M
GERMFKEBER 60 ZF » ¥ S0C THE#H 15 /NE - B EE
BREER KRBREBERN 200FF > Blk 100 27 ~ E@F
BB K I00EZEADUKE  UREKRMNEZERE BREEZR&EDH -
KA N-(S-B =T & KK FE-4,6-Z F & n BRo-7-%)- '
22- " HEWNEHBEE NN-ZFEHERK SO=Z A F
EW 114 KRR 6.6 » 1Y 40C THEH 1S /AE - 1N
ANZBZE 300 A - KRLK 100 Z T80 & E /K 100
EAGRE  URBMWZR BEBEEBRIRZIE  #B#HER
BUREBERMML B N-C-FE=ZTEHKBKHFE-4,6-ZHF &
l-E RN RO -7T-E)222-ZHERNEBRES 7.9 % -
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IR v (Nujol) cm™ ; 1695, 1674, 1649, 1541.
'H-NMR (cDCl,) & (ppm) ; 0.88 (3H, br-t), 1.10-1.90 (12H, m),
1.34 (9H, s), 1.44 (9H, s), 2.08 (3H, s), 2.16 (3H, s), 2.83 (2H,
t, J=8.5Hz), 3.13 (2H, t, J=T.1Hz), 3.42 (2H, t, J=8.5Hz), 4.26
(2H, s), 4.30 (1H, br-s), 6.80 (1H, br-s).

(4) BO)MBLEY 40T BERM 100 2 F 0 R IK w4l
TMASMHCI2-FERK I1ZEHA »r RER TEH®H 1 /N
K RUBEMEBHBNER 7027 - B R E K 70 2 7
e UBmBMEZERE BHREEAEBRMKSAETMARBEE ‘
R IVIZERR=ZZK 830ER R"EBTHEH 305 # - K
RLLSHIEBEBRBR T0ZHF BN R|EK 70ZFKEFE > KU
MBMmEZR BEBEBRANE BHAEBEEUEERML -
BRREERY 1.5 RBERKMHI30EA RiK® A TmMmA M
HCI/2-WEHE W 0483 27 - BEBEAKEL S EELEY
ok 1.2 % -

IR v Qujol) om ; 1666.

'{-NMR (CDC1,) § (ppm);' 0.79 (3H, br-t), 1.10-1.90 (12H, m), '

{

Y

1.34 (9H, s), 2.18 (SH. s), 2.29 (3H, s), 2.60-3.20 (4H, m), 2.89
(3H, s), 3.40-4.20 (3H, br), 4.29 (2H, s), 4.98 (1H, br-s), 9.34
(1H, br-s). |

ERA 1~10Z2FE TEREEO 11~452HEY -
g 11
N-(S-BF 1 B g 2L -4,6- " FF HE -1-T E ml R of-7-%)-2,2-=
R W %
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IR v (Nujol) em™ ; 3203, 1666, 1510.

'H-NMR (CDCl,) & <(ppm) ; 0.90 (3H, br-t), 1.10-1.80 (6H, m),
1.33 (9H, s), 2.10 (3H, s), 2.15 (3H, s), 2.83 (2H, t, J=8.4Hz),
2.97 (3H, s), 3.18 (2H, t, J=8.0Hz), 3.45 (2H, t, J=8.4Hz), 6.04
(1H, br-s), 6.83 (1H, br-s).

"Ml 12

N-(1-T B -5-FF 5 BE Pt & -4,6-Z B E mgl R O -7-5 )-2,2-=
HE RN E K

IR v (Nujol) cm™ ; 3124, 1652, 1506.

'H-NMR (CDCL;) & (ppm) ; 0.93 (3H, br-t), 1.10-1.70 (4H, m),
1.33 (9H, s), 2.10 (3H, s), 2.14 (3H, s), 2.83 (2H, t, J=8.4Hz),
2.97 (38H, s), 3.18 (2H, t, J=8.0Hz), 3.45 (2H, t, J=8.4Hz), 6.09
(1H, br-s), 6.84 (1H, br-s).

" i fl 13

N-[5-F W B fig & -4,6-— B E -1-(3-BF & T & ) R 0K -7-F ]
S22-Z” R ERNEZ

IR v (Nujol) em™ ; 3205, 1666, 1504. |
'H-NMR (CDCL;) & (ppm) 5 0.92 (6H, d, J=6.0Hz), 1.20-1.60 (3H,
m), 1.34 (9H, s), 2.09 (3H, s),‘ 2.14 (3H, s), 2.81 (2H, t,
J=8.3Hz), 2.96 (3H, s), 3.19 (2H, br-t), 3.43 (2H, t, J=8.3Hz),
6.15 (1H, br-s), 6.86 (1H, br-s).

" il 14

N-(5-FF R s fi £ -4,6-— B9 B -1-79 EL 03 B W -7-%)-2,2-=

HE RN K

-55-



1285196

IR » (Nujol) em™ ; 3205, 1662, 1506.

-NMR (CDCL,) & (opm) : 0.90 (3H, t, J=7.2Hz), 1.30-1.80 (2H,
m), -1.34 (9H, s), 2.07 (3H, s), 2.10 (3H, s),. 2.81 (2H, t,
7=8.4Hz), 2.95 (3H, s), 3.14 (2, t, J=7.2Hz), 3.44 (2H, ¢,
J=8.4Hz), 6.23 (1H, br-s), 6.88 (1H, brs).

g e Bl 15

N-[5-FF ffi B fZf B -4,6-— FF & -1-(2-FH E N & )05 &R O -7-F ]
-22- " HE RN KK

IR v (Nujol) cm™ ; 3260, 1658, 1596. ‘
IH-NMR (CDC1,) & (ppm) ; 0.93 (6H, &, J=6.4Hz), 1.20-1.60 (1K,
m), 1.34 (9, s), 2.06 (3H, s), 2.09 (3K, s), 2.82 (2, t,
J=8.4Hz), 2.96 (3H, s), 3.01 (2H, d, J=6.4Hz), 3.41 (2H, t,
J=8.4Hz), 6.27 (1H, br-s), 6.81 (1H, br-s).

g e B 16

N-(1-Z % -5-5F B B g & -4,6-Z B E 05 R o -7-%F)-2,2-=
O 7

IR v (Nujol) em™ ; 3197, 1664, 1506. '
'H-NMR (cDC1,) & (ppm) ; 0.94 (3H, t, J=7.0Hz), 1.21 (9H, s),

1.99 (3H, s), 2.11 (3H s), 2.77 (2H, br-t), 2.88 (3K, s), 3.19
(2H, br-t), 3.37 (2H, br-t), 8.52 (1H, br-s), 8.67 (1H, br-s).
"B 17

N-(4,6-— FF B -1-7N & -5-0% 8 B A% & 05l & 0k -7-%)-2,2-—
BHOE W OEE %R

IR v (Nujol) em™ ; 3448, 3336, 3240, 3163, 2501, 1674, 1340,

1180, 1163.
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'H-NMR (DMSO-d,) & (ppm) ; 0.86 (3H, t, J=7.4Hz), 1.30 (9H, s),
1.50-2.00 (2H, m), 2.14 (3H, 's), 2.30 (3H, s), 2.90-3.40 (4H, m),
3.60-4.00 (2H, br-t), 5.00-8.00 (3H, br), 8.53 (1§, br-s), 9.32
(1H, br-s).

"l 18

N-(4,6-= B K -1-0¢ & -5-0% b B fg B mgl R o -7-%)-2,2-=
RERNEGKS RS

IR v (Nujol) cm™ ; 3589, 3471, 3340, 3230, 3138, 2528, 1672,
1340, 1186, 1164. o | | ".'
'H-NMR (DMSO-d) & (ppm) ; 0.85 (3H, t, J=5.7Hz), 1.00-2.00 (6H,
m), 1.30 (9H, s), 2.14 (3H, s), 2.30 (3H, s), 2.90-3.40 (4H, m),

3.60-4.00 (2H, br-t), 5.00-8.00 (3H, br), 8.54 (1H, br-s), 9.32
(1H, br-s). ‘

gl 19

N-(1-T & -4,6-" B B -S-J& i B g 2 5l R o -7-%)-2,2-=
FENEEESRE

IR v (Nujol) cm™ ; 3456, 3340, 3244, 3136, 2732, 2522, 1674,

1627, 1377, 1338, 1180, 1163. "P
'H-NMR (DMSO-d,) & (ppm) ; 0.87 (3H, br-t), 0.90-2.00 (4H, m),

1.30 (9H, s), 2.14 (3H, s), 2.30 (3H, s), 2.90-3.40 (4H, m),

3.60-4.00 (2H, br-t), 4.20-8.20 (3H, br), 8.55 (1H, br-s), 9.33
(1H, br-s).

BB 20
N-[1-(3-F & T & )-4,6-= B & -5-J% i B Mk 5 15 &R O -7-5 ]
2 2-" HE NN E B W
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IR v (Nujol) cm™ ; 3233, 3105, 2472, 2362, 1672, 1629, 1165.
'H-NMR (DMSO-dy) & (ppm) ; 0.85 (6H, d, J=5.0Hz), 1.30 (9H, =),
1.30-1.80 (3H, m), 2.14 (3H, s), 2.30 (3H, s), 2.90-3.40 (4, m), |
3.60-4.00 (2H, br), 5.00-8.50 (3H, br), 8.54 (1H, br-s), 9.30 (1H,
br-s). | : |

" i 21

N-[1-(2-8 E R E)-4,6-Z F & -5-1% i B ik 2 05 R W -7-5 ]
-2,2- " HOE NN LR

IR v (Nujol) cm ; 3608, 3446, 3342, 3249, 3141, 2720, 2567,
2526, 1668, 1627, 1377, 1338, 1180, 1163.

'H-NMR (DMSO-d;) & (ppm) ; 0.98 (6H, d, J=5.0Hz), 1.29 (9H, s),
1.80-2.50 (I1H, m), 2.12 (3H, s), 2.29 (3H, s), 2.80-3.40 (4H, m),
3.60-3.90 (2H, br), 5.00-8.00 (3H, br), 8.48 (1H, br-s), 9.27 (iH,
br-s). |

" 5Bl 22

N-(1-C % -5-9 7 Bf 0% & -4,6- 2 FF 2 05 B W -7-%)-2,2-=
RN M

IR v (Nujol) em™ ; 3360, 1665. -
'H-NMR (CDC1,) & (ppm) ; 0.88 (3H, br-t), 1.16-1.69 (8H, m),
1.33 (9H, s), 2.10 (3H, s), 2.14 (3H, s), 2.73-3.55 (6H, m), 2.97
(3H, s), 6.09 (1H, br-s), 6.83 (1H, br-s).

"M e 23

N-[4,6-Z F B -7-(2-7 0 Bf ik &£ )m W o -5-%]1-2,2-Z F &
ok Bk R BE R EE |

IR v (Nujol) cm™ ; 1647, 1142.

'"H-NMR (DMSO-dg) & (ppm) ; 0.80-0.95 (3H, m), 1.00-1.80 (28H, m),
2.03 (3H, s), 2.14 (3H, s), 3.00-3.80 (5H, m), 3.50-7.50 (2H, br),
8.95 (1H, br-s), 9.29 (1H, br-s).
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g B 24
N-[4,6-" B E -7-(2-77 % Bf g & )05 MR o -5-F ]-2,2-Z H &
+ — Bt B B

IR q,'(Nujol) cm™t ; 1643; 1620.

'"H-NMR (CDC1ly) & (ppm) ; 0.80-0.95 (3H, m), 1.00-1.80 (16H, m),
1.40 (6H, d, J=7.0Hz), 1.97 (3H, s); 2.00 (3H, s), 2.60-3.80 (6H,
m), 6.70-7.10 (1H, br), 6.98 (1H, br-s).

" i Bl 25

N-[4,6-7 B E -7 (B RO BB K0 B oS- 0-2,2-— @y
BE -+ — ik K

IR v (Nujol) em™ ; 1639, 1165.

'H-NMR (CDC1,) 8 (ppm) ; 0.81-0.94 (3H, m), 1.20-1.80 (22H, m),

1.46 (3H s), 1.94 (3H s), 2.38 (3K, s), 2.60-4.20 (2H, br),
2.88 (2H, t, J=8.0Hz), 3.34 (2H, t, J=8.0Hz), 6.86 (1H, br-s),
7.21 (2H, d, J=8.0Hz), 7.64 (2H, d, J=8.OHz). |

H e Bl 26

N-(4,6-Z FF B -7-f% 5 B B X 03 %R ok -5-%)-2,2-Z B & +
— bt B % B Bk EE '
IR v (Nujol) cm . 1645, 1159,

'H-NMR (DMSO-dy) & (ppm) ; 0.80-0.95 (3H, m), 1.10-1.80 (22H, m),
2.03 (3H, s), 2.15 (3H, s), 3.00-3.20 (2H, m), 3.20-7.80 (4H, bx),
3.60-3.80 (2H, m), 8.80-9.00 (2H, br-s).

g 27

N-(4,6-Z FF F -7-fg 05 B Wf -5-%)-2,2-Z B & + — f B I

IR v (Nujol) cm™ : 1670, 1638.
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'H-NMR (CDC1;) & (ppm) ; 0.80-0.95 (3H, m), 1.10-1.80 (22H, m),
1.72 (3H, s), 1.88 (3H, s), 2.80-3.80 (5H, m), 5.06 (2H, br-s),
6.70-6.90 (1H, br), 7.35 (1H, br-s).

T el 28

N-[4,6-2 B H -7-(2-77 B B Bk 2 )05 R of -5-F R C % B K
IR v (Nujol) cm™ ; 3330, 3204, 1649, 1512, 1377, 1145, 1136.
'H-NMR - (cb013) & (ppm) ; 1.20-2.50 (l11H, m), . -1.40 (6H, d,
J=6.8Hz), 1.96 (6H, s), 2.91 (2H, t, J=8.2Hz), 3; 25 (1H, septet,
J=6.8Hz), 3.49 (2H, t, J=8.2Hz), 4.74 (1H, br), 6.64 (1H, br),
7.26 (1H, br). - ‘
" e 29

N-[4,6-2 FF % -7-(1-3¢ B B Bg 2 )05 B ok -5-%1-2,2-Z F &
A B %

IRIV ‘(Nujol) cm™' ; 3327, 3165, 1632, 1607, 1510.

I-NMR  (CDC1,) & (ppm) ; 0.87 (3H, br-t), 1.10-1.60 (12H, m),
1.36 (9H, s), 1.96 (3H, s), 2.03 (3H, s), 2.70-3.20 (4H, m), 38.43
(2H, t, J=8.1Hz), 4.80 (1H, br), 6.83 (1H, br), 7.00 (1H, br).

B Al 30 '
N-[4,6-Z B & -7-(2-7 Ff B A5 £ )l R ok -S-% ]-°F B A%

IR v (Nujol) cm™ ; 1645, 1528, 1138.

'H-NMR (DMSO-d;) & (ppm) ; 1.31 (6H, d, J=6.5Hz), 1.98 (3H, s),
2.10 (3H, s), 2.80-3.70 (5H, m), 4.80-5.20 (1H, br), 7.40-7.70
(3H, m), 7.80-8.10 (2H, m), 8.42 (1H, br-s), 9.53 (1H, br-s).

g e Bl 31
N-(S-FF R G i B -1,4,6-= FH E 0 Rok-7-%)-2,2-Z F ER

M R
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IR v (Nujol) em™ ; 3193, 1662, 1506.

'H-NMR (DMSO-dg) & (ppm) ; 1.20 (9H, s), 1.98 (3H, s), 2.12 (3H,
s), 2.60-3.00 (2H, m), 2.80 (8H, s), 2.87 (3H, s), 3,26 (2H, br-
t), 8.53 (1H, s), 8.67 (lH, s).

" fl 32

N-(1-T £ -5-F I Bf g & -4,6-— FF 05l iR o -7-%)-2,2-=
FEAHR KBRS

IR v (Nujol) cm™ ; 3184, 3099, 1690, 1510, 1329, 1180, 1155,
IH-NMR (cDCl,) & (ppm) ; 0.96 (3H, bi—t), 1.10-2.30 (5H, m), ‘
1.44 (9H, s), 2.18 (3H, s), 2.21 (3H, s), 2.90-3.40 (4H, m), 3.02
(3H, s), 3. 504, 20 (2H, m), 7.34 '(1H,‘ br-s), 9.59 (1H, br-s).

g i fl 33

N-[S-FF i Bt g & -4,6-— F B -1-(2-FF &£ W & )05 R o -7-% ]
R2-_HEFVEKERS

IR (Nujol) om™ ; 3236, 3032, 1692, 1506, 1321, 1175, 1155,
'H-NMR (CDC1,) & <(ppm) ; 0.95-1.35 (6H, m), 1.43 (9H, s), 1.60-
2.00 (1H, br), 2.10-2.55 (1H, m), 2.16 (3H, s), 2.19 (3H, s),

2.85-3.40 (4H, m), 3.01 (3H, s), 3.60-4.30 (2H, m), 7.50 (1H, br- '
s), 9.66 (1H, br-s).

" fl 34

N-(5-FF i B R & -4,6-Z F & -1-T7 E 05 BRok-7-%K)-2,2-=

R W R IR OB

IR v (Nujol) em™ ; 3211, 3148, 1670,’ 1508, 1325, 1157.

'H-NMR  (CDCl,) & (ppm) ; 0.91 (3H, br-t), 1.20-2.40 (7H, m),

1.44‘(9H; s), 2.18 (3H, s), 2.21 (3H, s), 2.90-3.40 (4H, m), 3.02
(3H, s), 3.60-4.20 (2H, m), 7.36 (1H, br-s), 9.58 (IH, br-s).
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g Bl 35

N-[5-FF fgf Bff i 2 -4,6-Z FF B -1-(3-F & T B )0 bR o -7-% ]
-2,2- " AWK E RS

IR v (Nujol) cu™ ; 3219, 3080, 1686, 1666, 1506, 1325, 1157.
'H-NMR (CDC1,) & (ppm) ; 0.94 (6H, d, J=5.7Hz), 1.20-2.40 (4H,
m), 1.43 (9H, s), 2.18 (3H, s), 2.26 (3H, s), 2.90-3.40 (4H, m),
3.03 (3H, s), 3.60-4.20 (2, m), 7.12 (1K, br-s), 9.52 (I, br-s).
g p 36

N-(1-T H -5-FF & B fZ & -4,6-— B & 05 R O -7-%)-2,2-=
BT R %

IR v (Nujol) cm™ ; 3360, 3202, 1661, 1504, 1377, 1321, 1151.
'H-NMR (CDC1,) & (ppm) ; 0.70-1.10 (6H, m), 1.10-1.90 (6H, m),
1.29 (6H, s), 2.11 (3H, s), 2.13 (3H, s), 2.84 (2H, t, J=8.4Hz),

2.96 (3H, s), 3.18 (2H, t, J=6.8Hz), 3.44 (2H, t, J=8.4Hz), 6.16
(1H, br-s), 6.85 (1H, br-s).

Tl 37

N-(1-T & -5-F Mg & -4,6-— FF B0 R ojk-7-F)-2-H F
W B B

IR v (Nujol) cm™ ; 3263, 1657, 1520, 1377, 1310, 1155, 1144.
'"H-NMR  (DMSO-d¢) & (ppm) ; 0.77-1.90 (7H, m), 1.10 (6H, d,
J=6.6Hz), 1.90-2.35 (1H, m), 2.00 (3H, s), 2.11 (3H, s), 2.40-
3.60 (6H, m), 2.89 (3H, s), 8.51 (IH, br-s), 8.93 (1H, br-s).

H i Bl 38
N-(1-B " & -5-F I g 5 -4,6-— B B 05 IR ok -7-%)-2,2-
T HERERK
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IR v (Nujol) cm™ ; 3176, 1656.

'H-NMR (CDC1y) & (ppm) ; 1.03 (6H, d, J=6.6Hz), 1.21 (9H, ),
2.00 (3H, s), 2.12 (3H, s), 2.76 (2H, br-t), 2.89 (3H, s), 3.37
(2H, br-t), 4.00-4.20 (1H, m), 8.53 (1H, br-s), 8.70 (1H, br-s).
"Bl 39

N-[1-(2,2-Z R ERWNE)-5-F i K E-4,6-2 F K 05 ;R w
-T-E]-22- " HERNMBGKE R B

IR v (Nujol) cm™ ; 3348, 2467, 2361, 1668, 1319, 1184, 1150.
'H-NMR (CDCis) 6'(ppm) ; 1.21 (9H, s), 1.48 (9H, s), 1.50-1. 70
(1§, br), 2.16 (3H s), 2.26 (3K s), 3.03 (5H, br-s), 3.10-3.40 ‘
(2H, m), 3.80-4.30 (2H, m), 7.27 (IH,‘ br-s), 9.50-7.70 (1H, br).
'l 40

N-(1-BB T &EF E-S-FEMMKE-4,6-Z F 0B Ro-7-%)-
2,2-Z_HE RN M %

IR v (Nujol) cm™ ; 3205, 1662.

'H-NMR (DMSO-ds) & (ppm) ; 1.21 (9H, s), 1.50-2.10 (7H, m), 1.99
(3H, s), 2.11 (3H, s), 2.75 (2H, br-t), 2.88 (3H, s), 3.10-3.60
(4H, m), 8.52 (14, br-s), 8.63 (IH, br-s). '
'l 41

N-(1-B k& -5-FF i B P & -4,6-— FF H mg| MR oo -7-% )-2,2-
RN R

IR v (Nujol) cm™ ; 3219, 1647.

'H-NMR (DMSO-d¢) & (ppm) ; 1.21 (9H, s), 1.30-1.80 (8H, m), 1.98
(3H, s), 2.10 (3K, ‘s), 2.70 (2H, br-t), 2.77 (3H, é), 3.37 (2H,
br-t), 4.20-4.60 (l1H, m), 8.51 (IH, br-s), 8.68 (1H, br-s).
Bl 42

N-(1-B W E H E-5-F fig B i & -4,6-— FF & 09l R m -7-% )-
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2,2-Z“ R E WK K

IR v (Nujol) em™ ; 3258, 1655. |

E-NMR (DMSO-d;) & (ppm) 5 0.10-1.10 (5H, m), 1.21 (9H, ), 1.99
(31, s), 2.10 (3H, s), 2.78 (2H, t, J=8.1Hz), 2.78 (3H, s), 3.48
(2, d, J=6.5Hz), 3.07 (2H, t, J=8.1Hz), 8.52 (1H, br-s), 8.68

(1H, br-s).

g it fl 43

N-(l;fﬁ KOE-4,6-Z F OB -S-f% fE BR MK R W RO -7-K)-2,2-
—HRERAEKERE ‘

IR v (Nujol) om™ ; 3200, 2480, 1705, 1665, 1502, 1335, 1151.
'H-NMR iDMSO—dQ § (ppm) ; 1.28 (9H, s), 1.37-1.85 (8H, m), 2.13
(3H, ), 2.27 (3H, s), 3.00-4.00 (3% br), 3.11 (2, br-t), 3.78
(2H, br-t), 6.70-7.00 (1H, br), 8.50 (1H, br-s), 9.23 (1H, br-s).
" i pl 44

N-[5-(N-Z B g ff I fif 5L )-4,6-Z FF & -1-79 £ 05 &R 0 -7-% ]

-2,2-— B E R B IE
IR v (Nujol) cm~! ; 3350, 3080, 1699, 1639, 1514, 1344, 1231,

1159. . ‘

'H-NMR (DMSO-d,) & (ppm) ; 0.82 (3H, t, J=7.1Hz), 1.21 (9H, s),
1.92 (6H, s), 1.46 (2H, sextet, J=8.1Hz), 2.04 (3H, s), 2.77 (2,

t, J=8.3Kz), 3.08 (2H, t, J=8.3Hz), 3.28-3.30 (2K, ), 8.67 (1K,
br-s), 9.26 (lH; br-s), 11.29 (1H, br-s). |
g i Bl 45

N-[S-FF i B M 26 -4,6-— FF EL -1-(3-FF & -2-T /& 2 )M BR Of

-7-E)-22-Z R E WK K
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IR v (Nujol) cm™ ; 31310, 1641, 1600.

IH-NMR (DMSO-dy) & (ppm) ; 1.19 (9H, s), 1.61 (3H, s), 1.65 (3H,
s), 2.00 (3H, s), 2.10 (3H, s), 2.74 (2H, br-t), 2.89 (3H, s),
3.34 (2H, br-t), 3.78 (2H, d, J=6.3Hz), 5.00-5.30 (1H, m), 8.53
(1H, br-s), 8.60 (1H, br-s). |

" Bl 46

N-[1-(2-Z & Z £ )-4,6-= B £ -5-% & B B% & 03l R 0 -7-% ]

RR2-_HERNERKERE

(1) # N-(4,6-— F % -5-18 | IR U?PF-7-%)-2,2-: AN KK

0EE WA NN-Z FEHERK SOEA > AR T > I

“TERNEZK 093EF R ZEB 0.62EF 0 N 100C T

B 16/ RERTMAZEBEZE 100 ZH7 » K RXFERL

DL S%iEEBB®K ~ K N RE KL 50= A - DLW KR

R BMEERBREBEUWBREBNMMML  F N-[1-(2-Z & &

B )-4,6-" FF OB -S-mE 0 Rom-7-FK)-2,2- - FEREKG &

820 Z 7 o

IR v (Nujol) cm™; 3279, 1651, 1593, 1512,

H-NMR (CDCl,) & (ppm) ; 1.16 (3H, t, J=6.8Hz), 1.31 (9H, s),

2.01 (3H, s), 2.10 (3H, s), 2.70-3.00 (2H, m), 3.40-3.70 (8H, m),
7.97 (1H, br-s).

2) B(OFFBLEY SWOWERBEEFE 6Z7 > M A
5%Pd-C 200 =Z & » & 35C & 3kgf/iem®> F » M A E @& 11
INEE - R PA-Co BMEBERBREBR  BRAEEHEEEEBENA
ZEE20ZF > BBEKBER BN B N-[S-FFE-1-(2-2 %
Z B )-4,6-— H 03 oMk -7-%1-2,2-Z F KN Z S &

570 & 3 o
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IR v (Nujol) em™ ; 3273, 1651, 1504, 148I.
'H-NMR (CDC1,) & (ppm) ; 1.16 (3H, t, J=7.0Hz), 1.34 (9H, s),
1.90 (3H, s), 2.03 (3H, s), 2.70-3.00 (2H, m), 3.00-3.70 (10H, m),

7.45 (1H, br-s).
(3) BEZTE OO EABE_LTLH 4 EFE - H-10T
THEMAESEBAEHBE 021 27 > REBRE THE#H 20
S o MARFEBELEY 4002 7w - = Z & 033 EF - B
HEETER ISHE  REBTFTMNAZERZE S0ZH
WRER SHIEEB B R S%EIK B HhF K @R E K
K SOZFH > I BMEZE BRERKREBEE ®HREEEU
WBEBWMML B N-[S-(N-FE=ZT &R E ) BEMNEKE
-1-(2-Z & Z E)-4,6-Z B OE RO -7-F]-2,2-Z FH E RN K
B 440 Z 3 -
IR v (Nujol) om™ : 3263, 3103, 1728, 1660, 1597.
'H—NMR (CDCl,) & (ppm) ; 1.13 (3H, t, J=7.0Hz), 1.31 (9H, s),
1.49 (9, ), 2.08 (3K, &), 2.15 (3 s), 2.70-3.00 (2, m),
3.30-3.70 (8H, m), 6.47 (IH, br-s), 6.50-8.40 (1H, br), 7.80 (1H,
br-s).
(4) ER G EBHEY 4208 5% » RE O 6 2 T HE TR
EELEYH & 235 2%
IR v (Nujol) cm™; 3543, 3226, 3115, 1676, 1657, 1630, 1504.
'{-NMR (DMSO-d;) & (ppm) ; 1.12 (3H, t, J=7.1Hz), 1.26 (9H, s),
2.11 (3H, s), 2.26 (3H, s), 3.05-3.15 (2H, m), 3.30-3.40 (2H, m),
3.44 (2H, q, J=7.1Hz), 3.50-5.00 (1H, br), 3.66 (2H, br-t), 3.78
(2H, br-t), 6.50-7.50 (2H, br), 8.46 (1H, br-s), 9.15 (1H, br-s).
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" i fl 47

N-[1-(2-FF & Z & )-4,6-" B & -5-f% 5f B f% & 050 W O -7-% ]
22-_HERNEKRERE

IR v (Nujol) em™! ; 3363, 3136, 1680, 1628, 1504, 1339, 1178,
1161, 1126 i | |

'H-NMR (DMSO-d;) & (ppm) ; 1.25 (9H, s), 2.10 (3K, s), 2.24 (3H,
s), 2.96-3.11 (26, m), 3.27 (3H, s), 3.20-4.40 (8H, m), 6.50~7.10
(1H, br), 8.30-8.50 (1H, br), 8.90-9.10 (1H, m).

" e pl 48

N-[1-(2-Z & Z & )-5-F G I & -4,6-— FF 05l R W -7-% ]
2,2-7 B KW E K |

IR v (Nujol) cm-' : 3350, 3200, 1663, 1506, 1317, 1180, 1151,
1123, 1109. " :

'H-NMR (CDCl,) & (ppm) ; 1.16 (3H, t, J=7.1Hz), 1.32 (9H, s),
2.10 (3H, s), 2.19 (3H s), 2.88 (2H, t, J=8.6Hz), 2.98 (3H, s),
3.49 (2H, q, J=7.1Hz), 3.50 (2H, t, J=8.6Hz), 3.47-3.60 (4H, m),
5.70~5.90 (1H, m), 7.87 (1H, br-s).

" e pl 49

N-[1-(2-BB & Z & )-5-F i B 0% & -4,6-— F HE g R W -7-% ]

-2,2-Z R E RN B %

IR v (Nujol) cm~™! ; 3360, 3200, 1662, 1600, 1505, 1318, 1190,

1151, 1114.
'H-NMR (CDC1) & (ppm) ; 1.31 (9H, s), 2.09 (3H, ), 2.17 (3K,

s), 2.88 (2M, t, J=8.8Hz), 2.98 (3H ), 3.36 (3H, s), 3.43-3.62
(6H, mw), 5.78-6.00 (1H, m), 7.73 (IH, br-s).
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i B S0

N-(2-FF & B £ -4,6-— B B -1-79 & -5-1% fd B i & 05 Bk O
-7-F)-2,2-Z B E NN %R

(1) ¥ 2-F B & -4,6-— FEB R 145 REELZBHE 145 ZEF

C Y 10C T ot AR S 116 REERTHEHS I
INEE - EIMAGEMLH 101 2K 400 ZFEH > NI R

Z W ILZEW - K RXW\®UK - BEBHMRE KK 5002 A > L
BNz - WEBEAKZIZBIZE & 2-BBFE-4,6-Z F &
oz R 13.8% c KA/ BMARYWEAERNG 138 2 F ‘
 RUKBATMAZE 222/ » Z 2K 326 Zf/ 0 RE
BTH#H®P 2K KREBKXFERNL SAEERB®R - K #
FMeEEKkE 20027 URKRMAEZE BREERREDH &
2-ZHE R E-I-ZEE-46-ZFEB RMZMBARY 18.3

e TS MR YA EFRE 200EF 0 RikKH Al TMA IM
fELEKRKBR EHA > NEE THEHE 3028 - L1 2M
M E pHe BEBEAREE - KASEEMAZER 10.0 '
EF o RKHmATHERIOS  BENFEHER & 1-28F

SR B OB -4,6- " FF EL IS R OOK 12.18 3 oo

IR v (Nujol) cm™ ; 3327, 1626, 1589.

'H—NMR (.CDCI,,) 5 (ppm) ; 1.50-2.20 (1H, br), 2.19 (3H, s), 2.31
(3H, s), 2.40 (3H, s), 2.30-2.80 (1H, m), 3.00-3.40 (1H, m), 3.65
(2H, d, J=6.4Hz), 4.50-5.20 (1H, br), 6.20-8.00 (1H, br), 6.70

(1H, s) »
(2) B (HFBLEY 8.34 REAH NN-Z B E H I i 83 =
o RERREKSA T2 MA NaH(60%H F)1.39 5@ - R
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—

E®TES 100 @R > MAFEMR I1.8ZHA > K 80C T

2K o MMAZEZE 500 F » KR EEL S%ERE
REW ~ 7Kk ~BEMEBEKE SO0 EFA » LA BMHEZE - K

BERZBZE  BAERABEULWEBEBRMAL  H 1-Z

=

Wi 2 -2-F AP E -4,6- BRI R MR Z KRS & 395 -

IR v (Nujol) cm™ ; 1660, 1597.

'H-NMR (CDC1;) & (ppm) ; 2.20 (8H, s), 2.31 (6H, s), 2.70-2.90
(1H, m), 3.00%3.20 (1H, m), 8.25-3.35 (1H, m), 3.34 (3H ),
3.40-3.65 (1H, m), 4.54, 4.98 (1H, br-s, br-s), 6.69 (1H s),
6.60-6.90, 7.70-7.90 (1H, br, br). |

(3) BQQFMBUEY 41T RBEERN 60 ZF > KK T
AR 1LLOZESFF > NEAEGETHE®S 2008 - REBFRKREKRE
L SR B EMK  SYERBMER - BN RHEKS
SO0 F > UM BMevez R - WEBEAKREN & -2 B & -5-

B -2-F K B OE -4,6-7 F E 0B R 5.21 5 -

IR v (Nujol) em™ ; 1662, 1585,

'H-NMR (CDC1,) & (ppm) ; 2.31 (6H, s), 2.40 (3H, s), 2.70-3.00
(1, m), 3.10-3.25 (1H, m), 3.25-3.35 (1, m), 3.34 (3H, s),
3.35-3.50 (IH, m), 4.50-4.60, 4.80-5.10 (1K, br, br), 6.70-7.00,
7.80-8.00 (1H, br, br). |

(4) BO)FR"RELEY S22l R BEZEK S22 7 » N IST T
MARRE 178 2 - BEMBEK L1I2ZF > REERETH®EH
2008 - RIEBWIEEKK 300 ZFF » BEHKHE - & A7
"RESZBERN 00 Z A RREEL SHE B BB K -
M REK DHBRMEZE BREEREKMG & 1-28F
SS-R -2-F R R E-46-Z FOE-T-IHEIRMAERE SR
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IR v (Nujol) cm™ ; 1672, 1537,

'H-NMR (cncis) § (ppm) ; 2.29 (3H, s),"2.3.7 (3H, s), 2.49 (3,
s), 2.82 (1H, d, J=16.1Hz), 3.30 (lH, dd, J=16.1, 8.6Hz), 3.35-
3.45 (1H, m), 3.39 (3H, s), 3.49 (1H, dd, J=9.8, 6.8Hz), 4.55-
4.65 (1H, m). | | | |

S) B BLEYSIRBREFEISSEFA A S5%Pd-C
1.78 3L » & 35C R 3kgf/em® F » 7€ 16 /B 0 A B @ & -

Bk PAd-C> WEBEAKREBR B EEEEBENAZERZ

BE SOZT BHEKEBEN & |-Z2HE-2-F &R E-4,6- ‘
“HENRMMERBEESELE 495 KRATERREBEEZ R
Hft SOZF > MARKER 194 =ZFA » Rukwal T
AZZBE A4 EHF  REBTHER LK KEBRRKRRXE

Vel SHEBERBREBER - /K BTN REKE SOEFHA » LLWRE
Wk BEBEEBR_-_EF K  BHFESBREUWEBRERENM

> B N-(1-Z Bf £ -2-5 & F & -4,6-— F £ 05 & Ok -7-5 )

- HEWNE R 4.87 % -

IR v (Nujol) em™ ; 3253, 1739, 1676, 1647, 1589. ' ‘
'H-NMR (CDC1,) & (ppm) ; 1.26 (9H, s), 2.17 (3H, s), 2.19 (3H,

s), 2.38 (3H, s), 2.54 (1H, d, J=15.6Hz), 3.18 (1H, dd, J=15.86,

8.0 Hz), 3.29 (3H, s), 3.30-3.37 (2H, m), 4.55-4.65 (1H, m), 6.88
(1H, s), 8.93 (1H, s). |

(6) W) BLEY | STEELZE 7527 > B 15T T
MABRBE 648 27 - R EMREK 0287 REER TR #
20 - REBREE KK ISOZEHA S » BEHEHE - B F

FREBREERXD SOZT > MRRIE KL S%E KR M &R
BMARBE KRS SOBZA UM EMNEZERE BEAXRANG &
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N-(1-Z B & -2-9 & B B -4,6-= F K -5-79 05 B of -7-%)-2,
2-“ W EAMBGSML 1.44 5 -

IR v (Nujol) cm™ ; 3253, 1684, 1649, 1585, 1520.
H-NMR (CDCl,) & (pﬁm) ; 1.26 (9H, s); 2.13 (3H, s), 2.16 (3H,

s), 2.41 (3H, s), 2.62 (1H, d, -J=16.1Hz), 3.26 (1H, dd, J=16.1;
8.3Hz); 3.30 (3H, s), 3.30-3.40 (2H, m), 4.65-4.70 (1H, m), 8.92

(1H, s). ' | |

(7) B (6)FMBILEYW 144 RBRELZE I44ZTF > WA 2M
REHAKBER 47 Z2F > N 60C T @S 1 /K - B EXK ‘
BREE % B ERBEBREZBEZIE SOZHA » &R RIE KL
SREHRBINEAR - BB R B KE SO » DU KM & &R
BB EBRZIEBZE BREESEBEMAEZERR 202

o oBBREEPREAR B N-Q-F&EFE-4,6-Z H E-5-18

mg| R oWk -7-E)-22-" R ERNEMEMES 1.26T -

IR » (Nujol) cm™ ; 3369, 3282, 1639, 1600, 1518.

'H-NMR (CDC1,) & (ppm) ; 1.35 (9H, s), 2.13 (3H, s), 2.15 (3H,

s), 2.74 (1H, dd, J=16.1, 6.4Hz), 3.12 (1H, dd, J=16.1, 9.5Hz),
3.35-3.45 (2H, m), 3.40 (3H, s), 4.10-4.20 (1H, m), 4.74 (1H, br- '
s), 6.99 (1H, s).

(8) B (M BLLEYW 1.25 T E NN-Z B E HEE L 6.25
ZEF O RERTWMAZ_EREZK 095 ZEHA - WEHM 0.73

EF 0 A 90C TH®B 14K -  REBRMAZEKRZE 502

Mﬂl

oo B RBEERL SIEERBRBE®R -k BENREKSE 50 =2
FoLBmBMZRE-ERAERBREUNYBREBRMMAE B N-(2-
B OB -4,6-2 F B -S5-F8 B -1-W E g BRmR-7-%)-2,2-=

AN BRI & 840 Z W -
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IR v (Nujol) cm™ ; 3279, 1647, 1591, 1508.

H-NMR (CDCL,) § (ppm) : 0.85 (3H, t, J=7.3Hz), 1.34 (SH, s),
1.40-1.60 (2H, m), 2.02 (3H, s), 2.10 (3H, s), 2.66 (1H, -dd,
J=16.6, 5.6Hz), 3.00-3.10 (1H, m), 3.12 (1H, dd, J=16.6, 10.0Hz),
3.35-3.45 (2H, m), 3.38 (3H, s), 3.47 (1H, dd, J=9.3, 5.1Hz),
3.85-3.90 (1H, m), 6.76 (IH, s). |

(9) )M BLEY 830 ZE B ERE 166 Z 7 » MA

5%Pd-C 170 Z 3 > & 30°C K& 3kgf/em? > 78 11 /N B fn A #
e - Bk PAd-C> BIEBEARBL BB EEMEREMA
“TERNB0ZEA > BHBURBHLBE B N-(5-IFE-2-F K
BHOE -4,6-Z FF OB -1-7F o Mook -7-F)-2,2-Z B KRN M KA
B 590 = 3 oo

IR v (Nujol) cm™ ; 3265, 1652, 1508.

'H-NMR (CDCl,) & (ppm) ; 0.83 (3H, t, J=7.4Hz), 1.34 (9H, s),
1.40-1.55 (2H, m), 1.91 (3H, s), 2.04 (3H, s), 2.62 (1H, dd,
J=16.1, 3.9Hz), 2.75-2.85 (1H, m), 2.90-3.00 (iH, m), 3.15-3.25
(2H, m), 3.32 (2H, br-s), 3.36 (3H s), 3.38-3.44 (1H, m), 3.55-
3.65 (1H, m), 6.94 (1H, s).

(10) WEBE=ZTE O2SEAFE_EFK 7T2E2FF > K-10T
THERMAZRABREBERESR 02724  REBRTHS 205
B - MAMFBLEY S0EBERZ _EFR T2EHHER
P MAZZB 043 EFA  MERTHESR ISo#E - KE®R
AN ZBZE SOEF  RREHEU SHEBERBE®R - 5%
EmBMEAR BTN AREKE S0EFA - DU BB - K
BERBE B EBBEUYBMERBERMA & N-[5-(N-

EZTEBE KEBRRE-2-FEFE-46-ZFE-1-WE

-72-



1285196

mgf MR O -7-%]-2,2-Z R B N EE % S60 2 %

IR v (Nujol) cm™ ; 3285, 1728, 1654, 1597.

'H-NMR (CDCl,) & (ppm) ; 0.83 (3H, d, J=7.4Hz), 1.33 (9H, s),
1.40-1.60 (2H, m), 1.50 (9H, s), 2.08 (3H, s), 2.17 (3H, s), 2.61
(1H, dd, J=16.3, 6.1Hz), 2.95-3.05 (1H, m), 3.13 (1, dd, J=16.i
10.2Hz), 3.25-3.30 (1H, m), 3.30-3.35 (1H, m), 3.37 (3H, s), 3.47
(1H, dd, J=9.5, 5.4Hz), 3.75-3.85 (I1H, m), 6.45 (1H, s), 6.84 (1A,
s), 7.52 (1H, br-s). |
(1) B(IOMBHLEY SSOERBEFE 22ZF » K®
TMA 8.7M HCI/2-WE®E® 038 2 F » MEA B T ##H 20
- MAZE BENAEGES SEELEYZEE 330
A

IR v (Nujol) cm™ ; 3321, 3204, 1649, 1527.

'H-NMR (DMSO-dg) .6 (ppm) ; 0.80 (3H, t, J=7.3Hz), 1.26 (9H, s),
1.40-1.70 (2H, m), 2.09 (8H, s), 2.20 (3H, s), 2.60-2.80 (1H, m),
2.95-3.05 (1H, m), 3.20-3.35 (2H, m), 3.30 (3H, s), 3.40-3.55 (2H,
m), 3.50-4.50 (4H, m), 8.20-8.50 (LH, br), 9.00-9.40 (IH, br).

WKERB SO HFEATERERA sl 2fEaW -

[ 51

&
=

"
N-(2-Z & F £ -4,6-Z B & -1-W & -5-1% 0 B I% & 05 R o
T-E)-22-ZHERNERKE RS

IR v (Nujol) cm™' ; 3322, 3197, 2789, 2716, 1652, 1532, 1323,
1218, 1197, 1155, 1123.

‘H-NMR (DMSO-dg) 6 (ppm) ; 0.82 (3H, t, J=7.1Hz), 1.14 (3H, t,
J=7.1Hz), 1.26 (9H, s), 1.45-1.65 (2H, m), 2.12 (3H, s), 2.21 (3H,
s), 2.63-2.78 (1H, m), 2.99 (0.5H, dd, J=10.3, 5.9Hz), 3.02 (0.5H,
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dd, J=10.3, 6.4Hz), 3.20-3.35 (2H, m), 3.50 (2H, d, J=7.1Hz),
3.50 (2H, q, J=7.1Hz), 3.50-4.60 (3H, br), 6.60-7.00 (1H, br),
8.20-8.45 (1H, br), 9.05-9.40 (1H, m).

g il 52

N-(1-T M £ -4,6-= F B -5-% fif Bf B 5 05 R O -7-% )-2,2-
“HERN K

(1) # N-(4,6-— F H -5-f8 0 &R O -7-%)-2,2-— F B N B I
LOXRBEERNBG I0OZEFA » Ruk®w TMA=ZZK 0.69 7 »
THS S22 RABTAR ssrm-xEremA @
LB ZEE 1002H » KRXREHEU SHEER B R - /K - 88 M
RHEH KL I00EFA »r I EMEZE  BRERXRRZIKZE
WHREBEELWBREEBNMMAL & N-(1-TEHEE-4,6-— F K
-5-fE hE MR R B TS R OMk-7-E)-22-"“HERBR G 0.94
% o

IR v (Nujol) cm™ ; 3194, 1670, 1645, 1583, 1529.

'H-NMR (CDCly) & (ppm) ; 1.03 (3H, t, J=7.2Hz), 1.27 (9H, s),

1.50-2.00 (2H, m), 2.10 (3H, s), 2.15 (3H, s), 2.52 (2H, t, J=7.7 ‘
Hz), 2.90-3.20 (2H, m), 4.16 (2H, br-t), 9.05 (1H, b-s).

() (R BLLEYW 09T EEFE 20 M A 5%Pd-C
200 3% 0 f 30C K 3kgf/em? £ 11 /NEE I A B & - 18
B Pd-C BB EBREE  BASEEMEBENAZ B 20
EF BB HREBFRAER B N-S-IKE-1-THH-4,6-_H

Ho RO-7-F)22-Z HERNBBKEL 079 °
IR v (Nujol) em™ ; 3356, 3192, 1676, 1626, 1593.
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'H-NMR (CDCl,) & (ppm) ; 1.02 (3H, t, J=7.3Hz), 1.28 (9H, s),
1.50-2.00 (2H, m), 1.97 (3H, s), 2.05 (3H, s), 2.48 (2H, t, J=6.8
Hz), 2.80-3.20 (2H, m), 3.57 (2H, br-s), 3.80-4.20 (2H, m), 9.37

(1H, br-s).
(3) B(OF B & 4002 % > KEFMEH 50(10) T & K&
HOoa & N-[S-(N-B=ZTE B E )KBERBKE-1-T B E-4.6-

=

OB R W MR oM -7-E)-22-Z REFNEKRES S48E R -
IR v (Nujol) em™ ; 3283, 3141, 1741, 1720, 1676, 1625, 1583.
lH;NMR (CDCIS) § (ppm) ; 1.02 (8H, t, J=7.6Hz), 1.26 (9H, s),
1.51(9H, s), 1.50-1.90 (26, m), 2.10 (3H s), 2.20 (3H, s), 2.45-
2.55 (2H, m), 2.70-2.90, 3.10-3.40 (2K, br, br), 3.95-4.10, 4.15-
4.30 (2H, br, br), 6.60 (1H, br-s), 7.50-7.80 (1H, s), 9.19 (1H,
s). |
(4) B O)FFBkadw 1.36 @ REHKEH 6 2 AERE > A
EEELEYES 618 2= -
IR v (Nujol) em™ ; 3315, 3217, 1666, 1627, 1583.
'H-NMR (DMSO-d,) & (ppm) ; 0.96 (3H, t, J=7.3Hz), 1.17 (9H, s),
1.55-1.70 (2H, m), 2.12 (3H, s), 2.24 (3H, s), 2.45-2.60 (2H, m),
5.75-3.20 (2H, br), 3.80-4.10, 4. 20-4. 40 (2H br, br), 6.72 (2K,
s), 8.36 (1H, br-s), 9.07 (1H, s).

S
»
(@)}
1l
i
Pt
A
Bt
&
S
=
=
25
i
Jgu
%
=
=
bl
©
v

(1) /A 2,4,6-Z F Z£ 03} 480 2% - REEH 1(1HZ S
oo

ull

EEE o WE I-ZHE-2,4,6-= F E B RHE& 520

IR v (Nujol) cm™ ; 1653, 1593.
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'H-NMR (CDC1,) & (ppm) ; 1.28 (3H, d, J=6.4Hz), 2.i9 (3H, s),
2.30 (6H, s), 2.40-3.40 (2H, m), 4.52 (1H, br), 6.83 (1H, s),
7.81 (1H, s). |

2) B(OHFFBSHEYW 8.3 % » IREBH S03)z H kR HE >
W& 1-Z B E-5-8-2,4,6-Z F B R B O10.85 5 -

IR v (Nujol) em™ ; 3651, 1655.

H — NMR (cDCl) & (ppm) ; 1.29 (3H, d, J=6.4Hz), 2.30 (6H, s),

2.41 (3H, s), 2.47-3.48 (2H, n), 4.54 (1H, ‘br), 7.95 (1H, s).

(3) B (2)FBHhEw 54025 » IRE BB 50(4) T & RBE .
B a8 1-Z B B-5-]-2,4,6-= FF K -7-78 05 R MR AS S5 440
-

IR v (Nujol) cm™ ; 1676, 1533.

'{-NMR (CDCl) & (ppm) ; 1.37 (3H, d, J=6.6Hz), 2.23 (3H, s),

2.36 (3H, s), 2.48 (3H, s), 2:48-3.54 (2H, m), 4.48-4.64 (1H, m).

(4) BO)FBLEW 1,03 REHH S0(5)z FH &k EE
B ON-(1-Z B % -2,4,6-= 5 5 03 R W -7-%)-2,2- F E A
B 951 % 3 - P

IR v (Nujol) em™ ; 3242, 1645.
'H-NMR (cDCl,) & (ppm) ; 1.27 (3H, d, J=6.6Hz), 1.27 (9H, s),

2.18 (6H, s), 2.30 (3H, s), 2.35-3.45 (2H, m), 4. 44-4.59 (IH, m),
6.88 (1H, s), 8.98 (1H, br).

(5) B MHFTBLEYW 694% » KREMBP 50(6) T EHEHE
» A 1§ N-(1-Z B 5 -2,4,6-= B £ -5-79 05 MR O -7-%)-2,2-
“HERNMBERASL 6.68 % ¢

(6) B S)FMBhLEaEw 3.0% - IKEEO S0(MHZHERE
Al & N-(2,4,6-= F E -5-f9 0 B 0 -7-%)-2,2-Z FH & WK K&
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2.56 & o

IR v (Nujol) em™ ; 3260, 1643, 1519.

'H-NMR (CDC1,) & (ppm) ; 1.29 (3H, d, J=6. SH2), 1.27 (9, ),

2.11 (3H, s), 2.12 GH s), 2.33 (3H, s), 2.40-3.40 (Z_H,I.m),

4.40-4.60 (1K, m), 4.58 (1H, s), 7.03 (1H, s), 8.97 (1H, s). |

(7) B (6O)FFBLEY 700E " » IRE BB 508) /7&K

W B N-(2,4,6-Z B B -S-f8 H -1 W R B -7-%)-2,2-

CHERERES 710 E R -

IR v (Nujol) om™ : 3274, 1651, 1593, 1512. - ®

'H - NMR (CDC13)‘ 5 (ppm) ; 0.88 (3H, t, J=7.3Hz), 1.26 (3H, 4,

J=6.1Hz), 1.34 (9H, s), 1.40-1.65 (2H, m), 2.03 (3H, s), 2.10 (3H,

$), 2.44 (1, dd, J=16.1, 7.1Hz), 2.95-3.05 (1K, m, 3.16 (1K, dd,

J=16.1, 9.5Hz), 3.35-3.45 (lH, m), 3.75-3.85 (lH, m), 6.73 (1H,

s). .

(8) B(NFBLam 656 EXHETH 15EH > MA 5%

Pd-C 170 Z % »  30C & 3kgf/em®> T » 7 11 /NBEF 0 A B

@ - Mk Pd-C> BB EAKRABE &  BHREEEEREDN

AZERBM200ZEHA BREFRBE B N-(5-K & -2,4,6- '

SHE-I-FERBRK-7-F)22- "R ERNEBEEKEGESE 513 2

ToME=ZTEOIISEABE_AHFIK 1.8 =27 75’\\‘-10°CT

WMABREBEBEERE 016 ZF » FRAB THER 20 75 #
s M AL Z M & SO0ER - =2 026 27 » RA® T

BH 1/, NXEBRMAZEZE S0ZHA » K XFE KU

5%@1"“%%?%?{?2 CSU%EMRBIMBR AN EBEKE S0ZF
LB R - BREBEREL KA EBAUNWYWEBMEE
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Bgi it o 18 N-[S-(N-B = T & 8 %)M 6 B 1% 5 -2,4,6-= §
H-1-WEB ®ROB-7-F£]-2,2-Z FERNEK 680 2 %
IR v (Nujol) cﬁﬂ ; 3283, 3233, 1726, 1651, 1514.
'‘H-NMR (DMSO-d;) & (ppm) ; 0.79 (3H, t, J=7.1Hz); 1.19 (3H, d,
J=6.4Hz), 1.22 (9H, s), 1.30-1.50 (2H, m), 1.43 (9H, s), 1.95 (34,
s), 2.05 (3H, s), 2.25-2.35 (1H, m), 2.85-2.95 (1H, m), 3.00-3.15
(1H, m), 3.20-3.40 (1H, m), 3.60-3.75 (1H, br), 8.65 (1H, s),
9.11 (1H, s), 10.77 (1H, br-s). | |
(9) B FIEHEY 6607 » (KRE MW 6 27 %KHE
AR BEELEYHEE 384 2R -
IR 11.(Nujol) cm™ ; 3204, 1666, 1504.
'"H-NMR (DMSO-ds) & (ppm) ; 0.83 (3H, -t, J=7.1Hz), 1.29 (9H, s),
1.39 (3H, d, J=6.1Hz), 1.50-1.90 (2H, m), 2.12 (3H, s), 2.26 (3H,
s), 2.65-2.80 (1H, m), 2.95-3.05 (1H, m), 3.20-3.30 (1H, m),
3.35-4.00 (2H,.m),'4.15—4.40 (1H, br), 6.50-7.50 (2H, br), 8.49
(1H, br-s), 9.30-9.70 (1H, br).
kERA S32FE A EMERB 54 kEEPA S5
a1 -
"l sS4
N-[1-(2-Z & 2 ¥ )-2,4,6-= B K -5-}% i# Bf i & 05 & O -7-
HI22-“_FERNEIZERSE
IR v (Nujol) em™! ; 3366, 3279, 1655, 1626, 1522, 1329, 1194,

1157,
'H-NMR (DMSO-d,) o (ppm) ; 1.12 (3H, t, J=7.1Hz), 1.26 (%H, s),
1.34 (3H, d, J=5.9Hz), 2.10 (3H, s), 2.22 (3H, s), 2.50-2.69 (IH,
m), 3.16-3.28 (1H, m), 3.28-3.72 (TH, m), 3.72-4.60 (2H, br),

6.40-7.20 (1H, br), 8.25-8.50 (1H, br),. 9.10-9.35 (1H, m).
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" Bl 5SS
N-[1-(2-F & Z & )-2,4,6-= F & -5-% f# B I & 05 W O -7-
E]22-"HENHEERY

IR v (Nujol) cm™! 3 3339, 3258, 3180, 3040, 1653, 1624, 1528,

[

1339, 1165.

‘H-NMR (DMSO-d;) & (ppm) ; 1.125 (9'H,' s), 1.34 (3H, d, J=6.1Hz),
2.10 (3H, s), 2.22 ($H, s), 2.50-2.69 (1H, m), 3.15-3. 70 (6H, m),
3.26 (3H, s), 3.40-4.70 (2H, br), 6.20-7.20 (1§, br), 8.25-8.50
(1H, br), 9.10-9. 35 (1H, m). |

' il 56

N-[3-(2-FF & Z £ )-4,6-— F & -1-W & -5-1% & B % & 15 R

Wh -7-%1-2,2- " F E W E K YK E

(1) #8 4,6-Z FEEE 1653 WAL 83ETF » 10T

THEMWMELH 107 s XRMA > AEBEETER LAE -
WMAGE ML 602K 2200EFABEKR  LZBKZBE IL
HEE - IRREHR UK - BRI REE KL 500 7 > LUK B A
B BMEBERRZBZE >/ 3-(2-8ZHE)-4,6-Z F K 0
MR AS & 16.34 T o B TR A A 1634 RIAAENE KM 160
2R O MAZHRE _F=TH 22.39%x » RER TE®H 2

N e BEBAKRMNAKE > BAESBEUYRBERE ML
18 1B S T B -3-(2-¥8 Z K )-4,6-" BB OB 05 IR oo 22.14
ﬁ o

IR v (Nujol) cm™ ; 3439, 1739, 1705, 1596.

fs)

'{—NMR (CDCl,) & (ppm) ; 1.56 (9H, s), 1.37 (lH, br-s), 1.65-
1.77 (14, m), 1.85-1.95 (1H, m), 2.25 (3H, s), -2.29 (3H, s),
3.30-3.40 (I1H, m), 3.70-3.80 (2H, m), 3.80-3.95 (2H, m), 6.60 (1K,
s), 7.10-7.70 (1H, br).
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(2) (OB HLED 22.1 % - FEH 9.47 E 7 £ N,N-

EFEHE II0EF » REk®H T4 RMA NaH(60%3 )
3.92% - ABEE TH#H 3058 MAZEZE 500 % F
WMRBBELL SHIEEREBER /K - BMAREKSE 500 2 F >
LmBmeak  BMERXBKRZIBZE # 1-E=ZT&HKE

S3-(2-H R Z E)-4,6-= B OE 0 R 22.8 7 o

IR v (Nujol) cm™ ; 1741, 1705.

‘H-NMR (CDC1,) & (ppm) ; 1.57 (9H, s), 1.60-1.70 (1H, m), 1.90-
2.00 (1H, m), 2.24 (3H, s), 2.29 (3H, s), 3.25-3.35 (1H, m), 3.34 ‘
(3H, s), 3.35-3.45 (20, m), 3.80-3.90 (2H, m), 6.60 (lH, s),
7.10-7.70 (1H, br). | |

(3) BQFBLEW 227 RHEERK 128 RKB T
MmA 87TM HCI/2-FHEBER 29ZHF HEE TEH 1558
CMAECH-BERAB(G:HER S00EH > HEEBRY - &
FidmmKmEEKRSOOZEF  LLEERM-UZHZE 500
EAEN KR ERUK - R AEASE 500 E A » UK
BN R c REARZBZE B 3-Q-FHZHE)-4,6-= ‘
FOE R ER Y 14.0% - BB BRDBEERG 155 2
o R K® THAZE 107TZH  ZZK 158 R=E
BT RS 1AE - FERKRBEL SHYEEBER - 5%
Bk MR BRI AE K 200 EFH o LLE KW EE
REZXBRAN BFRERBELUVBEBFML & 1-Z &
£-3-2-FEZE)46-HEERBBKY 19.7 1 -

IR v (Nujol) cm™ ; 1662, 1593,
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'H-NMR (CDCL,) & (ppm) ; 1.60-1.75 (1H, m), 1.85-2.00 (1H, m),
2.22 (3H, s), 2.25 (3H, 's), 2.31 (3H, s), 3.20-3.35 (1H, m), 3.32
(3H, s), 3.35-3.45 (2H, m), 3.85-3.95 (1H, m), 3.95-4.05 (lH, m),
6.68 (1H, s), 7.89 (1H, s). '

(4) BB LEw 196 % IREBH S03) HERH
W/ 1-Z M B -S5-R -3-(2-F R L E)-4,6-7 B OE 05 R B

26.7 3 o

IR v (Nujol) em™ ; 1645, 1581.

'H-NMR (CDCl,) & (ppm) ; 1.60-1.75 (1H, m), 1.85-1.95 (iH, m),

2.21 (3H, s), 2.33 (3H, s), 2.40 (3H, s), 3.32 (3H, s), 3.35-3.50 ‘
(3H, m), 3.90-4.10 (2H, m), 8.00 (1H, s). | |

(5) B (HFFBHLEY 2667w » KEMH S0(4) 77K HE
AR/ I-ZEE-S5-R-3-2-FRE L E)-4,6-Z FE-T-8H
RO RS S 19.4 T o

IR v (Nujol) em™ ; 1737, 1681, 1533.
'H-NMR (CDCI;) & (ppm) ; 1.65-1.75 (1H, m), 1.80-1.90 (1H, m),

2.23 (3H, s), 2.39 (3H, s), 2.48 (3H, s), 3.25-3.45 (3H, m), 3.30

(3H, s), 4.10-4.20 (2H, m). . | '
(6) BB HLEW 107 » KEHA 50(5) HERHE

A& N-[1-Z & -3-(2-BF & 2 £ )-4,6-_ F Z 05 R B -7-% ]
2,2-Z F B 9.09 % -

IR v (Nujol) em™ ; 3234, 1668, 1641, 1585.

'H-NMR (CDC1,) & (ppm) ; 1.27 (9H, s), 1.65-1.80 (1H, m), 1.85-

1.95 (1H, m), 2.18 (3H, s), 2.21 (3H, s), 2.28 (3H, s), 3.15-3.25

(1H, m), 3.29 (3H, s), 3.30-3.35 (IH, m), 3.35-3.45 (1H, n),

4.05-4.15 (2H, m), 6.88 (1H, s), 9.07 (1H, br-s).

(7) B(oO)ELEY 90% > KE RO S0(6OHZ FiEREHE
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AE N-[1-Z B & -3-(2-F & 2 £ )-4,6-_ B H -5-18 05 &

7% 1-2,2-Z B T B S & 10.96 % -

IR v (Nujol) cm™ ; 3219, 1683, 1649, 1583, 1529.

'"H-NMR (CDC1l,) 6 (ppm) ; 1.27 (9H, s), 1.70-1.80 (1H, m), 1.85-
1.95 (1H, m), 2.11 (8H, s), 2.22 (3H, s), 2.31 (3H, s), 3.20-3.35
(2H, m), 3.28 (3H, s), 3. 40-3. 45 (1H, m), 4.05-4.25 (2H, m), 9.09
(1H, br-s).

(8) M(T)FMBLEYW 93 % » IKEMB SO kR HE >
TEN-[3-Q-FRZE)46-ZFE-s-BERU-7-%]-2, @
- HERNEKRMES 6.08 T -

IR v (Nujol) cm™ ; 3420, 3282, 1647, 1610, 1595.

'H-NMR (CDCl;) § ‘(ppm) ; 1.35 (9H, s), 1.70-1.90 (2H, m), 2.14
(3H, s), 2. 22 (3H, s), 3.34 (3H, s), 3.35-3.50 (4H, m), 3.69 (1H,
d, J=9.5Hz), 4.49 (1H, br-s), 7.03 (1H, br-s). |

(9) BB LLEY 1.5% » IREMA 508) /FEREHE >
WA N-[3-(2-F & 2 &)-4,6-— F & -5-18 & -1-7 & 05 IR I
-T-E]-22- "R ERNMBEAES 144 o '
IR v (Nujol) cm™ ; 3271, 1651, 1591, 1514.

'H-NMR (CDCl,) & (ppm) ; 0.91 (3H, t, J=7.3Hz)‘, 1.34 (9H, s),
1.45-1.60 (2H, m), 1.65-1.75 (1H, m), 1.75-1.85 (iH; m), 2.03 (3H,
s), 2.17 (3H, s), 3.05-3.15 (1H, m), 3.25-3.50 (5H, m), 3.33 (3H,
s), 3.52- (1H, t, J=9.3Hz), 6.76 (1H, br-s).

(10) B (FTBLEw 1457 REBH S0 HTERE
o Al 1B N-[5-fk & -3-(2-F & Z E)-4,6-Z F K -1-77 & 05 &

i i

Wh-7-%1-2,2-Z B E RN K 1.3 % -
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SH-NMR (CDC1) & (ppm) ; 0.89 (3H, t, J=7.3Hz), 1.35 (9H, s),
1.45-1.60 (2, m), 1.50-2.00 (2H, m), 1.60-1.70 (IH m), 1.80-

1.90 (1H, m), 1.93 (3H, s), 2.10 (3H, s), 2.75-2.85 (1H, m),
3.10-3.20. (1H, m), 3.20-3.30 (2H, m), 3.35 (3H, s), 3.35-3.50 (3H,

m), 6.93 (1H, br-s). | -

(11) B (IO ELEaw 1.25 %  IREMBH 50(10)Z F & B

B, B N-[S-(N-E=ZTEHRE )KHEBEZE-3-Q-F& I

B )-4,6-" FF B -1-7" 0k owk-7-%]1-2,2-Z B E RN B K

1.77 % o ‘
IR v (Nujol) em™ ; 3204, 1728, 1655, 1595.

'H~NMR (CDCL,) & (ppm) ; 0.90 (3H, t, J=T.3Hz), 1.33 (%H, s),
1.40-1.80 (4H, m), 1.50 (9H, s), 2.09 (3H, s), 2.24 (3K, s),

2.95-3.05 (1H, m), 3.20-3.50 (6H, m), 3.33 (3H, s), 6.47 (1H, s),
6.87 (IH; s). . | |

(12) BOFBREY 1.7T7 KEBH 6 2 FEREE
AEEELEY KA 1.08 % -

IR v (Nujol) cm ; 3280, 3093, 1678.

'H-NMR (DMSO-d;) & (ppni) ; 0.87 (3H, t, J=7.3Hz), 1.27 (9H, s), | '
1.60-1.80 (3H, m), 1.90-2.00 (1H, m), 2.12 (3H, s), 2.31 (3H, s),
3.00-3.10 (1H, m), 3.20-3.30 (1H, m), 3.27 (3H, s), 3.30-3.80 (5H,
@), 6.50-7.50 (2H, m), 8.45 (1H, br-s), 9.16 (1H, br-s). |
" e ST

N-(4,6-Z B & -2-FH Fi B & -1-W & -5-1% 08 B ig & 05 R 0K
-T-E)-22- " RERNEEKERE

(1) ¥ 4,6- - B HE 2-BRBEHEBMR 145 TEELEK 145 2 7
A 10C T A M 116 o RMA > BEETRS I
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INEF oo AR A M 101 82K 400 ZEF B W » L2 K&
Z B8 VL ZEH - R EHELUAK BN HEKLZ 500Z2F > LU
B SNE R - REBEAR LB ZE & 2-KREE-4,6-— F &
ol R Wk AR Y 13.8 % - WAABWMAKYWBEERNG 138 2 7
Ko TMZE 22Z2ZH - Z 28 326 EF 0 HREBTHE
2R REBREKRBEBUEU SYEEBRBER - K- BN R HE
KE00ZF » UHBINEZR - -BEBEBEREN & 2-2 8
SEHRE-1-CHBE-46-_FEBRMBZMAY 18.3 7 -

'H-NMR (CDCly) & (ppm) ; 2.00 (3H, s), 2.19 (3H, s), 2.31 (3H,
s), 2.36 (3, s), 2.70 (1K, d, J=16.0Hz), 3.15 (16, dd, J=16.0,

8.6Hz), 3.80-4.30 (2H, m), 4.40-5.20 (1H, m), 6.69 (1H, s), 7.40-
8.00 (1H, br).

(2) B(OMBHKEY 743 % » KEEH S03) 7 & ke H
T H R 2-ZHEFE-1-Z8 & -5-1R -4,6-= F F 05 R K 9.46
5T o

IR v (Nujol) om™ ; 1747, 1660, 1651.

'H-NMR (CDCL;) & (ppm) 5 1.95 (0.9, br-s), 2.06 (2.1H, br-s), ‘
2.31 (3K, ), 2.35 (3H, s), 2.41 (3K, s), 2.70-2.90 (IH, m),
3.10-3.30 (1H, m), 3.90 (0.6H, br-s), 4.19 (1.4H, br-s), 4.62
(0. 7H, br-s), 4.90-5.20 (0.3H, br), 6.80-7.00 (0.3H, br), 7.91
(0. 7H, br-s).

(3) HQFMB/BLEY 9347w > IREEH 50() TR HE
W7 2-ZEEFE-I-ZHE-S-R-4,6-2 F K717 1 IR

MR AE & 104 3¢ e
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IR v (Nujol) cm™ ; 1744, 1672, 1537.
'H-NMR (CDCl;) & (ppm) ; 2.09 (3H, s), 2.31 (3H s), 2.38 (3H,

s), 2.50 (3H, s), 2.81 (1H, ¢, J=16.1Hz), 3.31° (1H, dd, J=16.1,
8.6Hz), 4.00 (1H, dd, J=11.5, 7.1Hz), 4,26 (1H, dd, J=I1.5,
6.8Hz), 4.70-4.80 (1H, m).

(4) MO/ HLEYW 10.03% » KEEBO S0(5) F & ke HE

W E N--ZBEARE-1-Z8 & -4,6-2Z F & 0 R O-7-F)
22-“HEREK 7.7 % -

IR v (Nujol) cm™; 3265, 1740, 1674, 1639, 1587. »

'H-NMR (CDC1l;) & (ppm) ; 1.26 (9H, s), 2.01 (3H, s), 2.18 (3H, ‘
s), 2.19 (3H, s), 2.38 (3H, s), 2.65 (1H, d, J=15.9Hz), 38.25 (1H,

dd, J=15.9, 8.3Hz), 4.00-4.15 (2H, m), 4.60-4.70 (I, m), 6.90

(1H, s), 8.84 (1H, br-s).

(5) BMHFBLEY 7.7% » KE B S0(6)z F ik HE >
A/ N-2-Z2 B8 FE-1-Z 8 & -4,6-— F & -5-18 15 BR
-T-E)-22-“HREREK 7.7 %

IR v (Nujol) cm™; 3284, 1735, 1685, 1639, 1585.
'H-NMR (CDCl,) & (ppm) ; 1.26 (9H, s), 1.99 (3H, s), 2.12 (3H, ‘

s), 2.18 (3H, s), 2.41 (3H, s), 2.65 (1H, d, J=15.9Hz), 3.34 (1H,
dd, J=15.9, 8.0Hz), 4.12 (2H, d, J=6.3Hz), 4.65-4.75 (1H, m),
3.82 (IH, b-s). | o -

(6) B (SYMBLEY T8TRBEEHFE 7927 » RuKkw T
mA IMEECEKRKB®R 29.1 2F  FIB T #E# 300 # -
K EW®R ST MARG 300 RAFEL 10%EERKR B K
M ERBINAR - BN REKSE 300 % F » DLW B K
B WEBARKRENH B N-(2-FH E -4,6-— F & -5-18 05
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Rk -7-F)-22-“ HEFAEKER 575 -

IR v (Nujol) em™ ; 3273, 1651, 1597, 1515. =

'H-NMR .(CDC1,) & (ppm) ; 1.36.(9H, s), 2.14 (3H, s), 2.15 (3H,
s), 2.40-2.50 (1H, m), 2.80 (1H, dd, J=16.1, 5.6Hz), 3.12 (1H, dd,
J=16.1, 9.5Hz), 3.50-3.60 (1H, m), 3.68 (1H, dt, J=11.2, 4.2Hz),
4.05-4.15 (I1H, m), 4.70 (1H, br-s), 7.12 (1H, br-s).

(7) BOFMBAEY S34 WHEE NN-Z B & H Iz 26 2
FOREBERTMAZEREZIE 8.48 2 F - W E M 6.48

B R 110C TH# 13/ REBRTMAZRKZE 200 ‘
EARA OBRKRBLELU SYEBEBE®R - kK > &8 KL 200
EA UM BRMESR - - BHRBRERZBZE > BFEBBEL
WBEBRMAL B N-Q-BFEFE-46- - HE-5-BE-1-F
Hm ROk -7-F)-22- - FEFREK 3.72 1 -

IR v (Nujol) cm™ ; 3307, 1739, 1651, 1591, 1506.

IH—NMR (CDC1;) 6 (ppm) ; 0.85 (3H, t‘, J=7.3Hz), 1.35 (9H, s),
1.40-1.55.(21-[, m), 2.07 (3H, s), 2.12 (3H, s), 2.76 (1H, dd,

J=16.1, 4.4Hz), 2.85-3.00 (2H, m), 3.10-3.30 (2H, m), 3.40-3.50 ‘
(1H, m), 3.70-3.90 (2H, m), 6.94 (I, b-s).

(8) B () BILAEYW 3.7 RBEERIH 37TEF > kd T A
FRHER 1.5STEHN 2K 284FF > FETHER 305
oo REW M RERL 0% EEBISK - BN E R % MG
W BRI EE RS SOEA  UHEBMNGE - BEXGR RS
KB BEURBREBRML B8 N-Q-FRES T E
4,6- T BB SR E 1N RO -7 )-2,2-" B E R
BHRY 1.82% - BHEABRYEE£ NN-Z B & B 5%
36 A  MATR Z B 80 942 55 » B 70C FTHE 1 /N -
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FRE®EDMAZEBZE 200 EH  RRFBHELUK  BEBHOR
Bk & 200 > LM BMAER WREERZIZBZIE &
N-(2-Z B B BF 2 -4,6-Z B & -5-F4 & -1-" & 05 ® W -7-5)
22-“HREREBMK 1.39% -

IR v (Nujol) cm™ ; 3319, 1695, 1651, 1593, 1512.

'H-NMR (CDCl,) & (ppm) ; 0.87 (3H, t, J=7.3Hz), 1.34 (9H, s),
1.40-1.60 (2H, m), 2.03 (34, s), 2.10 (3H, s), 2.37 (3H, s), 2.55
(1H, dd, J=16.4, 4.9Hz), 2.85 (1H, dd, J=13.7, 7.8Hz), 3.00-3.10

(14, m), 3.20 (1H, dd, J=16.4, 10.0Hz), 3.24 (1H, dd, J=13.7,
4.1Hz), 3.30-3.40 (1H, m), 3.80-3.90 (1H, m), 6.76 (1H, br-s).

(9) B ()R B L&Y 690 ZE L £ FE 207 ZF » kw P
MA IMEEHMKER 1L96ZF  HEBETER1NE -
K EW®REMAZEBZE 100ZF  ABEHLUK - BEBMNER
Bk 100 ZEF » U BRMEE -BREEKRZIRZE &
N-(2-% & B & -4,6-— B 2 -S-f & -1-7/ HE 0 &R O-7-%)-2,
2-Z W ERNEE STOER -

IR v (Nujol) em™ ; 3288, 1651, 1593, 1516.

'{-NMR (CDC1,) & (ppm) ; 0.86 (3H, t, J=7.3Hz), 1.34 (9H, s),
1.40-1.65 (2H, m), 1.50-1.80 (1H, br), 2.04 (3H, s), 2.12 (3H, s),
2.60-2.75 (2H, m), 2.79 (1H, dd, J=16.6, 5.2Hz), 2.90-3.00 (1K
m), 3.21 (1H, dd, J=16.6, 10.0Hz), 3.30-3.40 (1H, m), 3. 85-3. 95
(1H, m), 6.77 (1H;, br-s).

(10) B (B HE&Y SS0ZE R EE NN-Z B & F B I 5.5
EH4 RAERKTWMAZEREZK 03227 - B EH 0.12

EH 0 ORFTETHEBRIONE XEBTMAZEIE SO

B R FERMK CBAAREAKE SOEF IR BEML

-87-
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B WMERKZBZE B N-(4,6-ZF E-2-F i F &£ -5-
BB -1-79 B0 ROk -7-FE)-2,2-Z B ERE K 5302 %
IR v (Nujol) em™ ; 3304, 1651, 1593, 1514.
I{-NMR (CDC1,) & (ppm) ; 0.87 (3H, t, J=7.3Hz), 1.34 (9H, s),
1.40-1.60 (2H, m), 2.02 (3H, s), 2.12 (3H s), 2.16 (3H, s), 2.57
(1H, dd, J=12.7, 8.6Hz), 2.70-2.80 (2H, m), 2.95-3.05 (1H, m),
3.23 (1H, dd, J=16.4, 9.7Hz), 3.35-3.45 (1H m), 3.80-3.90 (I,
m), 6.77 (1H, br-s). |
(11) B(OFmEBELEY S20Z2 7 > KB S3(8)Z F i
EEaE N-[S-(N-FE=ZTEHE)VKHEERKRE -4,6-_ 8 & ‘
- R R E-1-AEB R -7-E]-22-Z FERNEK 430%
3% o
IR v (Nujol) cm™ ; 3242, 1728, 1651, 1597, 1514.
4-NMR (DMSO-d,) 6 (ppm) ; 0.85 (3H, t, j=7.3Hz), 1.33 (9H, s),
1.50 (9H, s), 1.70-1.90 (2H, m), 2.09 (3H, s), 2.16 (3H, s), 2.19
(3, s), 2.55 (14, dd, J=12.7, 8.8Hz), 2.69° (1, dd, J=16.4,
4.9Hz), 2.75 (IH, dd, J=12.7, 4.2Hz), 2.90-3.00 (1H, m), 3.20-
3.35 (2H, m), 3.70-3.80 (1M, m), 6.53 (1K, s), 6.89 (1K, s), '

7.85-8.15 (1H, br).
(12) B EBLED 4102 R > REBH 6 2 T HERKEHE

AR EELEYEE 327 2B R -

IR v (Nujol) em™ ; 3155, 1657, 1504, 1344, 1194, 1161.

'H-NMR ‘(DMSO-d,) & (ppm) ; 0.81 (3H, t, J=7.3Hz), 1.26 (9H, s),
1.42-1.70 (2H, m), 2.08 (3H, s), 2.14 (34, s), 2.21 (3K, $), 2.57
(1, dd, J=13.7, 8.8Hz), 2.73-2.87 (1H, m), 2.89-3.06 (2H, m),
3.20-4.40 (2H, br), 3.22-3.37 (2H, m), 4.00~4.15 (1K, m), 5.80-
7.40 (1H, m), 8.20-8.40 (1H, br), 9.00-9.20 (1H, br).
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g i Bl 58

N-[1-(6-¥8 C % )-4,6-= F £ -5-% 3 B B% & 050 & of -7-5 ]-
22-“HREAEZERE

(1) ¥ N-(4,6-" FF B -S-f 05 W O -7-%)-2,2-Z F & N B X
3.1 I E NN-ZHEFEHE 30Z/ > AR TMHAZ
ERNEZK 222 6-®-1-Ch 1727 K 100C T &
o4 /NEE REBRFTMAZERZE 2002 F# @ KX E KU
SHIEBEBEWR - Kk BN ARBE KRS 1002 - D EHE
B REBERZIEBZE - KA/ RBREUWBEREIRML
B N-[1-(6-¥8 T & )-4,6-= F & -5-5g 05 & W -7-% ]-2,2-—
FEWNEMKERE 1.6% -

‘H—N_MR (CDCL,) & (ppm) ; 1.25-1.45 (4H, m), 1.33 (9H, s), 1.45-
1.60 (4H, m), 2.02 (3H, s), 2.11 (3H, s), 2.90 (2H, t, J=9. OHz)',.
3.24 (2H, t, J=7.6Hz), 3.54 (2H, t, J=8.8Hz), 3.60-3.70 (2H, nm),
6.83 (1H, s). |
(2) BHFB/BLEY 1.STREBEENN-ZFEFEHEK 82
FooMmABRHE 600 E% - BEZT ZHWIHEKE 664 2% » ¥
ERTHESBL OSNAK  REBFTMAZEIE 200 275
i RE Ll k- A RE KRS 100 2 F 0 DL BRSH AR
B ERZBRZE - BRERELYBREEMML &
N-[1-(6-8 =T _ B Wi &C &E)-4,6-2 B & -5-15 05 & W -
7-E]-22-ZHEWNEMK 1.89 %

IR v (Nujol) em™ ; 3290, 1647, 1593, 15,.08.

'H-NMR. (CDC1l,) & (p-pm) ; 0.05 (6H, s), 0.85 (9H, s), 1.10-1.70
(84, m), 1.29 (9H, s), 1.98 (3H, s), 2.06 (3H, é), 2.70-3.00 (2H,
m), 3.10-3.30 (2H, m), 3.30-3.70 (4H, m), 6.70 (1H, s). |
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3) B (M BHEYW 1.85TIHE FEAIAZEFF I A 5%Pd-C
370 R - R 35T K 3kegf/em® F o £ L1 /NEE N IO A B &
Hoo WK PI-Co BREEABKREBE  BREL&EEBEMAZ
B 20 ZF >  EHEPHRBEN B N-[S-BE-1-(6-E=T =
Rkt R T R )-4,6-7 F R R OGR-7-%1-2,2-2 B B WG
B i & 1.60 71 -

IR v (Nujol) cm™ ; 3284, 1657, 1506.'

'H-NMR (CDC1,) & (ppm) ; 0.05 (6H, s), 0.90 (9H, s), 1.10-1.70
(8H, m), 1.35 (9H, s), 1.93 (3H, s), 2.06 (3H, s), 2.l70—3..1'0'(4H,
m), 3.00-3.80 (2H, br), 3.20-3.50 (2H, m), 3.50-3.70 (2H, m),
6.92 (1H, s). .

(4) BB HLEYW 400 Z 5 » REBH S & HEEHE
AE N-[S-(N-BE=ZTEHBE )KBEBEERE-1-(6-E=T = H
BWolt 80 HE)-4,6-Z B E 5 Rok-7-%]-2,2-Z F & K MK

440 E 7 -
IR v (Nujol) cu™ ; 3371, 3184, 1755, 1657, 1512, |
I{-NMR (CDC1,) & (ppm) ; 0.04 (6H, s), 0.81 (9H, s), 1.20-1.45
(4H, m), 1.38 (9H, s); 1.40-1.70 (4K, m), 1.52 (9H, s), 2.06 (3,
$), 2.17 (3H s), 2.83 (24, t, J=8.3Hz), 3.16 (2H, t, J=7.6Hz),
3.40-3.50 (2K, m), 3.58 (2H, t, J=6.6Hz), 6.46 (IH, s), 6.92 (1K
s). 7.70-7.80 (1H, br).

(S) BB EY 1357 KEBERH 6 2 FERHE A

FRREELEDERE 6502 &= °

IR v (Nujol) ecm™ ; 3379, 3244, 3117, 1703, 1682, 1508.
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'f —NMR (DMSO-d;) & (ppm) ; 1.20-1.40 (4H, m), 1.28 (9H, s),
1.50-1.60 (26, m), 1.60-1.75 (2H, br), 2.13 (3H s), 2.28 (3H, s),
3.05-3.25 (4H, m), 3.30-4.30 (1H, br), 3.70-3.85 (2H, m), 4.06
(2H, 't, J=6.4Hz), 6.70-7.00 (2H, br), 8.19 (1H, s), 8.53 (1H s),
9.24 (1H, s). '

wWEBG 572 Hik AEBREBRA SIKLEYD -
" e fl 59
N-(2-Z Fi B % -4,6-Z FF K& -1-N & -5-f% 4 Bk & & 050 R mf -
T-E)-22- R EANHEKHE KRS
IR v (Nujol) cm™ ; 3146, 3063, 1651, 1504, 1339, 1192, 1159.
'H-NMR (DMSO-d;) & (ppm) : 0.81 (3H, t, J=7.2Hz), 1.20 (3H, t,
J=7.3Hz), 1.25 (9H, s), 1.40-1.70 (2K, m), 2.08 (3, s), 2.21 (3H,
s), 2.50-2.70 (IH,lm);'2.61 (0H, a, J=T.3Hz), 2.70-2.90 (1H, m),
2.90-3.10 (2H, m), 3.20-3.40. (2H, m), 3.40-4.40 (1H, br), 4.00-
4.20 (1H, m), 6.50-7.50 (2H, br), 8.30 (1H, br-s), 9.08 (lH, br-
s). |
H Bl 60
N-[1-(2-Z Wi & % )-4,6-= B B -5-f% & BE f% & ml R o -7-% ]
S22-Z B E N BRI RR
(1) BEBH 1(6OHFFBLLEY 80R ~2-RZE 5.82Z2f
i E M SO HFEKR®B » AlH N-[1-(2-BZ £)-4,6-=
BOEL -S-FE M Rok-7-FE]-22- " HERNEBERES 621 % -
IR v (Nujol) em™ ; 3348, 3233, 1641, 1587, 1506.
{-NMR (DMSO-d,) 6 (ppm) ; 1.21 (9H, s), 1.87 (3H, s), 2.04 (3H,
s), 2.89 (2H, t, J=8.8Hz), 3.30-3.40 (2H, m), 3.50-3.60 (2H, br),
4.65 (2H, t, J=8.8Hz), 4.79 (1H,vt, J=4.9Hz), 8.85 (1H, s).
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(2) B(HFBLE&w 6.21 %  KEMBHB S78)Z F & k& H
A& N-[1-(2-Z BE#i £ B )-4,6-— FF 2 -5-f 05 R O -7-% ]
22-“HERNEEKEA 653 %

IR v (Nujol) em™ ; 3267, 1703, 1645, 1589, 1506.

{H~NMR (CDC1y) & (ppm) ; 1.32 (9H, s), 2.05 (3H, s), 2.12 (3H,

s), 2.35 (3H, s), 2.94 (2H, t, J=9.0Hz), 2.97 (2H, t, J=7.8Hz),
3.35-3.45 (2H, m), 3.63 (2H, t, J=9.0Hz), 7.07 (1H s).

3) BB hkEYW 657  REBRH 57N FERHE
TEN(1-Q-ZRZE)46-—FE-s-murn-1-£1-2, @
Q- HERANEEESE 554

IR v (Nujol) em™ ; 3279, 1645, 1593, 1506. _

'H-NMR (CDCl) & (ppm) ; 1.36 (6H, s), 1.48 (1K, t, J=T.OHa),
2. 02 (3H, ‘s), 2.i1 (3H, s), 2.67 (2H, aq, J=7.0Hz), 2.94 (2H, t,
J=9.0Hz), 3.50 (2H, t, J=7.3Hz), 3.57 (2H, t, J=9.0Hz), 6.97 (IH,
s). | |

(4) BB LED 1.5% « ZEH 0.65ZF A » K& M
57(10)Z A& BRE » AT N-[1-(2-Z Wl & & )-4,6-= F &K -5-
B RO -7-E]-22-Z HERNEKSES 14K - '
IR v (Nujol) em™ ; 3277, 1645, 1591, 1510.

TH-NMR (CDC1,) & <(ppm) ; 1.25 (3H, t, J=7.4Hz), 1.36 (9H, s),
2.03 (3H, s), 2.11 .(?;H,"s),- 2.55 (2H, q, J=7.4Hz), 2.68 (2H, t,
J=7.3Hz), 2.93 (2H, t, J=9.0Hz), 3.51 (2H, t, J=7.3Hz), 3.60 (2H,
t, J=9.0 Hz), 7.00 (lH, s). |

(5) BAOHFBHLAEY 78027 - REEH 538) T EE
B A N[S-(N-BE=ZTEHE IVKBERE-1-(2-2K 2

E)-4,6-ZHE-7T-HE]-22- " FERNBERER 940 E X -
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IR v (Nujol) ecm™ ; 5346, 1732, 1653, 1518. |

'H-NMR (CDCl,) & (ppm) ; 1.24 (3H, t, J=7.3Hz), 1.35 (9H, s),
1.50 (9H, s), 2.06 (3H, s), 2.18 (3H, s), 2.54 (2H, q, J=7.3Hz),
2.65 (2H, t, J=7.6Hz), 2.87 (2H, +t, J=8.8Hz), 3.43 (2H, t,
J=7.6Hz), 3.52 (2H, t, J=8.8Hz), 6.56 (1H, s), 7.08 (l1H, br-s),
7.90-8.05 (1H, br).

(6) B(SFMBHEW 920 % » IREBEH 6 < HF &k H >
TREEELEDKERE 680 2% |
IR v (Nujol) cm™ ; 3558, 3483, 3246, 3163, 1665, 1630, 1504."
II-NMR (DMSO-d;) & (ppm) ; 1.16 (3H, t, J=7.3Hz), 1.27 (9H, s), ‘
2.0 (3H, s), 2.24 (3H, s), 2.53 (2H, a, J=7.3 Hz), 2.70-2.80 (2H,
m), 3.06 (2H, br-t), 3. 30-3. 40 (2H, m), 3.40-4.20 (2H, br), 3.70
(24, t, J=7.8Hz), 6.30-7.20 (1H, br), 8.39 (1H, s), 9.05 (1H, s).
T Bl 61

N-[4,6-2 B % -1-(2-F Fi £ £ )-5-0% 08 B i% & w6l & 0 -7-% |
DR2-_HEFAHRKBERS

(1) B EBAEF 603)FBMLEYW 1.5% ~ FEM 053 FF >
wE M S7T(10)2 AEERE » A/ N-[4,6-— F & -1-(2-H ‘
B Z B )-S-f m ok -7-E]-22-— R ERNMEMEESE 1.42 % -
IR v (Nujél) cm™ ; 3280, 1732, 1647, 1593, 1516.

'H-NMR (CDCl,) & (ppm) ; 1.36 (9H, s), 2. 03 (34, s), 2.11 (3H,
s), 2.13 (3H, s), 2.66 (2H, t, J=7.3Hz), 2.93 (2H, t, J=8.8Hz),
3.52 (2H, t, J=7.3Hz), 3.61 (2H, t, J=8.8Hz), 6.98 (1H, s).

(2) B(HFBLED 1.0% @ KRE RO 538) FEKEE
HE N-[5-(N-BE=ZTEHREIEHEMMKE-4,6-ZF F-1-(2-
R Z &) Rk -7-%]-2,2- " FRERNEMRKES 1.25% -
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IR v (Nujol) cm™ ; 3254, 1728, 1651, 1599, 1508. |

H-NMR (CDCL,) & (ppm) ; 1.35 (9H, s), 1.50 (9H, s), 2.05 (3,
), 2.11 (3K, s), 2.17 (3H, s), 2.62 (2H, t, J=7.6Hz), 2.86 (2H

t, J=8.6Hz), 3.44 (2H, t, J=7.6Hz), 3.51 (2H, t, J=8.6Hz), 6.60
(1H, s), 7.12 (1H, br-s), 7.90-8.15 (1H, br). |
3) B)FFBhEW 1227  KEBH 6 2 FAERE A

BEELEYHELE 9IS E X

wRERG S32AE WERERG 62 k H O 6321

il

% o

H i Bl 62

N-(2-T & -1,4,6-= F & -5-f% 5 BE Ak B gl &R Mk -7-% )-2,2-
“_HERNKMKERKRSE

IR v (Nujol) cm™ ; 3361, 3275, 3138, 1672.

‘H-NMR (CDC1,) & (ppm) ; 0.89 (3H, br-t), 1.26 (9H, s), L. 30~
1.40 (4H, m), 1.50-1.65 (1H, br), 1.8542700 (1H, br), 2.10 (3H,
s), 2.25 (3H, s), 2.70-2.90 (1H, m), 2.83 (3H, s), 3.40-4.00 (3H,
m), 3.27 (1H, dd, J=15.6, 7.1Hz), 6.40-7.20 (1H, br), 8.44 (1K,
br-s), 9.24 (1H, br-s).

" e pl 63

N-(2-T & -4,6-Z B K -5-f& i i iz & 0ol B ok -7-%)-2,2-=
BEA MR

IR v (Nujol) cm™ ; 3337, 3271, 1638.
'H-NMR (CDCly) & (ppm) ; 0.91 (8H, br-t), 1.35 (9H, s), 1.50-
1.70 (6H, m), 2.02 (3H, s), 2.06 (3H, s), 2.59 (IH, dd, J=15.4,
8.3Hz), 3.12 (1H, dd, J=15.6, 8.6Hz), 3.15-3.35 (2H, br), 3.75-
3.85 (1H, m), 3.90-4.30 (1, br), 7.07 (iH, br-s).
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BHMHEARHLAYWCERNEE M EW T ACAT
BIMEF - VBB THP-1 MM < E W M K8 sk s &l fE A - /)
HEFEES> WM ER FS®BH4 LDLBELHNHERAR
R0 4% B RS WG P oW -

EEE 1 FF ACAT i &l A

FRABE 2~2S AFHEEBEEAG R SHESEE RS
B(E R R 1% R EE > HARHE)O X HF 484
R B TRMmAENEFRE - BRI E L B 4T
B 10,000rpm TEEHL ISHE - WHRELBEBERMN 4C K ‘
41,000rpm T & M B0 60 5 8 » B MAKEE - R 0.15M B
BRERT MABEAZMEB SE K = F 5 B (DMSO)
REHBRUEYW L DMSOB W 3 MA  MAREZEER
[1-'"*C]-M B CoA  E fHEST 3008 F - 1 37C T & 20
NEEB O MARG -FEERDTERE -MAKKES K
ERUE BERABMNELREZ HEBWRESCK  UWE
WUEBERBN  WEWBR L2 HBEEBEESS UK ‘
BB TR - BBRLAW I ACAT # %1 5 % LU B 18
BB EE A R I I R (%) [HE W BEL g e EEEE R
Ml R)RER - BRIINE 1o
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% 1
WE A EY |FF ACATHI& X | % &Y | F ACAT I # =X
(%) (% & :10°°M) (%) (I & :10°°M)
T E 1 97.4 i Bl 22 97.9
=7 B 2 94.8 T 23 96.2
= e 3 89.3 T 24 95.7
T g 4 75.8 T Bl 25 94 .3
TG 6 97.4 T i 26 95.4
" e 7 95.7 ®w M B 27 78.6
= e 8 96.3 T HE Bl 29 79.5
=/ B 10 87.3 = i B 39 97.0
"R B 11 97.4 = il 40 97.8
"Bl 12 96.4 " f 41 97.3
7 e 13 96.9 T i Bl 43 90.9
=" i pl 14 90.6 T il 45 97.3
T Bl 15 96 .1 T e B 46 89.2
= M Bl 16 71.9 = Ml 50 86.2
= el 17 86 .4 T i fl 57 94.2
= e 18 §6.7 " i Bl 59 98.1
g5 19 93.4 g e fl 60 97.2
" MBI 20 95.7 = i Bl 61 95.4
' e 21 92.7
EhO 2: " E THP-1 M it B WK 41 f ¥ & (b 80 &1 /F A (IE

E B R R EFHMR)
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W THP-I(KRHAKZE)HREMNE 10%/ 04 R M&E (FBS)Z
RPMI-l640 55 B E PR  HHBAR 6~ 13K 2MKE -
L& FBS Z RPMI-1640 ¥ & X 8 5 4x10° /= F - & M
MBREFR IZ2ABFEE I2AMFIR - FREREE®MES KL
# & Kl pi & phorbol 12-+ MM B EE 13-Z B B (PMA)200nM -
AMAFZEREEESEOER(KHCR HABHZ2HY
EMWRAAMMBEBE R LpL A S Z Z B E LDL 400 ff & /Z
7t o B E H %% DMSO Z L& F FBS Z RPMI-1640 5 & &
RGBS RHERER - R COBRBEFHER 3H
kO RMEIEREGEEE R E R (PH7.60)%® » LEC K
/R RNEG:2)LEWAEE - L IM-NaOH A fE i ig » Il & &
HEE RFEXEFUEKRAGT FEHBEEREERERT A
Kunitomo 2 75 #& (1983)FK Wl & - # ¥ K M g o & & &= Dl #
BrtewiRIIEEBEEILK  WTEHEERBLEYIEEE
BEREMHEHE - ERRRE 2-
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% 2

B EY EERALIME R | HKBEAEY |1 KK HH K (%)

(B E:10°°M) (B FE:10°M)
T e 2 92.1 ' f 24 90.5
T i f 6 91.2 e 25 89.4
T i G 7 90.9 = i Bl 26 75.3
5 i 5l 8 89.2 B 39 78.7
T i f 9 70.9 BB 40 80.7
' A 11 95.2 B f 41 76.5 ‘
T i E 12 77.3 T 43 58.7
' fE A 13 95.5 BT il 45 86.2
T f 14 59.0 = i Bl 46 59.1
'R E 15 84.3 i S50 73.6
B i fl 18 93.0 =i R 86.0
T i f 19 73.3 ' e 53 70.0
A 74.7 " i fl 54 64.5 ‘
7 E 21 77.1 "Bl 57 79.9
T i g 22 87.7 BB 59 92.1
' Bl 23 90.5

BEROE 3/ BBEFEESWMWH FE M (Triton WR-1339 3%)

# A 5 BB 2 M SICICR/NEHEBE(HA SLOOREHX

(9:00~ 18:00)%5 66 » HMEHF | # -

HE B RKH®ME®

BEHEN HFEECTHRIREEREARABTMESE S 1/ 6
ECHREREREBELAEDHE EARAKEZEMAEMKBER BHR
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wm Ik EING S0 MMM BRI 300% > BFBREFER SWHE
N BARIHEBLHLEYU I0ER /AP CHERD K
B ff 8 300% WULHERBERHAKLZ Triton WR-1339
0 ZER /ZEABRUSEF/CFCHAEERFIRA KA -
Triton WR-1339 % 8 3 /N ® >  HIRGHIREKM - 5 AT
BRELIM W S B M4 TCH AMmE# &M HMZE)
HlE > B & Triton WR-1339 & B % 3 /KM F &k K Z # 14
CEREEEERES>WEE  BHHREEKRBRALCEDEZD
wEEMFILE  THEHBERBREEW I WM R - ‘
mERTRRKRE 3 -

% 3
HBREED e B B o W H R (%)I0 2 % /A T /H
" e Bl 2 39.0
e Bl 11 40.7
g pl 12 49.8
LIRE 53.9
" 14 41.7 '
IR 42.0
T Bl 16 40.9
TG 17 44 .4
B 6l 18 41.4
Bl 22 39.9
g e Bl 39 57.7
g el 41 58.5
" i gl 45 54.8
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BB Bl 4 5B 4L LDL M & fb i % fF A
RBEHIAFL KHCRENBIRR M - &% & 5 8
LDL: A LDL B ¥ B 0SS E R EHE/ZEFAF)0.5 EF dmA
DMSO B ¥ £ DMSO X M B bk & W ¥ ST 7 (R B E 107°M)
C AR B KB S MO (R E SuM) 0 A 37C T #E
L NBF o BB T 4% » A EDTA2Na ¥ I S B0 7 (18 2 &
ImM)» THBAB T ZBELEEEER/\KEEE - @
MR s BECEEURABRILLEZRESE  EFER
“MEHE O BHEBRLAYZE . UR A E Rk ‘
(W[EHBLEBEELS LA BT ERBEDHIRETR - &R

REE 4

#£ 4

wEkED LDL i & b # 1 K (%) (B E :107°M)
g B 2 81.9

"Bl 11 77.2

T Bl 12 68.5

gl 13 77.1

BBl 14 68.8 '
BBl 1S 69.5

"B 16 59.5

g il 22 79.0

AT B 33.8

B 5 ROKEEFR

% B8 B 200~250% Z SDRMEME KB B& K& O KB S%
M BRAREBRCHBAEY 102 /07 - &K E 0.5
13 S R S/ RNEMKETERLD  KEESEFR
fnmsE  MBFEFHEBRECEVIRELSEBRE ENMUEZE
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R EEEMSPRE  BRRNKE S

% 5
wEtkED FEEllhBREMTE/EN)
" p 11 1.98
"M p 12 3.05
B ol 13 1.36
"B 14 2.30
"B 1S 1.68
"Bl 16 2.90 ‘
" e Bl 22 1.12
" Bl 41 2.03
& Bl 53 1.31

E X EF M AR %

AZEHAEEW(OREBESFHFE  HEIAHTUWA - F
5\ RTFT RE -DBE - -EBEBEF) BEE ACAT
M EFAKEEESRCHFIFR > TES ACAT I & & X
FEEASRMECAHE THIUEGDRGBRDIRELKE - & ‘
MiE  "REXBRELERE  BROoKostmMERRB -

ABHBENRBDAHFZRE 2002-208878 AR B &
BEEEAREAE -

(B =0 fif 8 3R W) &

-101-



1285196

B~ P URABE
AEHABAEWMOTRAOZHRBELEYREBEF TS

p=it}

2

1\/\ RI Rz
S G
Vadi:
R4

0 (1)
(A FEHFCEBERRBEE PR IR EEZH R WK
CTEVMHREBEAFHEIBEEARY - A ETHLEWEE ‘
R ACATHIRIFRAEREE GBS M & fEH M {FB ACAT
oo OB B BE B B & b sl A -

e~ EXHAHE

An indoline compound of the formula (I)

2 R! y 12
XY R
R A/
%&ﬁ :
0 (1)

[wherein, each symbol is as defined in specification],

and the pharmaceutical composition containing the indoline compound or
the pharmaceutically acceptable salt thereof are provided. The comounds
of the present invention have an excellent ACAT inhibiting effect and a
lipid peroxification inhibiting effect, and useful as an ACAT inhibiting

agent and a lipid peroxification agent.
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A

|

i
/}“327 Al

~
N PR
1 "l T

EEEE c BEE T RERMBRERTFEIMEZ ACAT
B M R RS RS /b o WO LU M B BEEE R OB - ik FE M0 % B AR B b
ACAT R B ¥ I B R ls B & %k 10 #1 o

ERUEEE > ACATHI#HI B WA ENB P RERZ R
W EFBREBESR REBIKE P REROER T
MBEREEEDERSRELES E % EH -

LIAEBMK ACATHI#I % >  ERRPUMBERRENEY
(2 R J. Med. Chem., 29:1311(1986) > % B & 2-117651 5%
A BB 3-7250 % AW - BBIE 4-234839 B A W -
BB 4-327564 BE AR BB 5-32666 A WE ). H
HLEALSYHWA MR EE 2N RE R BT E®NE -
B MEMSWHEHE ACAT I &I A 2 Il %% b ik & B @
& 1F B3 R #0 &0 B AR B¢ ch i B RS R R E R EE R b 0 %0 By IR
WUECEBRRRES AP RER TS5 %R - A > U&E
ACATHI#I B 2 BB SERFEMSO R KEE » HRLOR
KHERFRUIEEHE LE HFRSHBSSIRREE - - B8
B M BRI ACAT I BI B N B R E BB R T/ -

S4B B ch LM RS EE W M BB A M I PO S
B EREA(ODLNBELESR LI EEEAG -1 H
EMNEBAEERES L EHRELCERKELBMDE R
CEONMEEROREETBEZHR -

Rk FBE R E ACAT #I %I 1F /A & IS B & & v 0 %l (F /B
e HBREPTREEENEMEERARERRE
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(2006 % 12 B 2 HEEIEE)

¥ FHREAED
L —BO TR OZFHEBRBACEDREEEFHE

| l2\/\ R R!?
S
gt A
' . R4
HI\>—_R5 ‘

0o (1) ‘

(RF RIERBHEMRFE > & B & Cr.e i E® Cios
fi & % > R* £ -NO, > -NHSO,R®[R B Ciao it & - B HE K
ZHEHK-NHRT(R" B & - -CORV (R’ B & 5 Ci.¢ 7 £ )K
Cr.¢ Be & # 5 )] - -NHCONH, 5 -NHSO,R°[R® B Ci.,0 £t
E X HEKZEHEK-NHR'(R" B & - -CORV(R B & H; Ci-s
R EIR Crle ME B E))IMRZ Cre bt E > R'B & - T H
REWARZ CraoktE - -CORPRVPBEA R Creht &)
Ciofi# ~ Craft & Creft B~ Creft B Cir bt % - Cis @
B E R Cr s BIEHE Cilafi®E > R°B Craokt # -~ Ciug
BEERXFEERZEE  RPBE  Cieft®E - Cislt &
Cie i HE B Cre kiR Cioo St H } -

D FEAEESE  HEZHFEBRWMACADREBER
FE o ERXMP R ERBHBERTEA B E - Cis
B EE Ciefi & & > RS -NO,~ -NHSO,R[R® B Ci.20
i FERZHK-NHR'R'B & - -CORPRV B &=

Cr.e JEE)R Cr.s i & $ )]~ -NHCONH; 5 -NHSO,R*[R®

-1-



1285196

B Ciraoki®E - FE K EHEK-NHR(R"B & - -COR'*(R!3
BER Cre ME)R CreMEBE)IMARZ Crehi & - R
BE - CilaoliE CsBREER C3BIixE Cisl
RPB CraohiE G BREXXEREHE R2B & -

B FEMNEESE BHIHFEBRHMLEYRE BB R
FFEE  H X (D - R*EB -NHSO,RP[R® B Cr.a0 kit B &
-NHRT(R"B &)] > R'B AT @ B EWM AR Z Croao b &
-CORV(RV B & B Croe i ) C3.6FHE -~ Ci6ff & Cis
JEE® Crle i CrefiZE > R°EB CraokiE  RPB & -
CioBiH ~ Cre i Cre ST E K Croe i B Cro6 St 2 -

AMHEFHANGEES 2HZFEB R B LS REBER
FrE o HRX(DH - R/ -NHSO,R®[R® £ Cy.0 £% #
-NHR7(R7 & & )]5 -NHCONH, -

SHMEFHANBEE 2EZFEBRHLEYREBEER
FrE o HA(DF - R -NHCOR® /£ B | Wk 2 5 £ #& & -
5l B RWZ 7S

6N BHFHEMNBEE SBZHEABRKLEYREBE S
rE o HA (D RPEBI BM 5 A4S > -NHCOR® £ B
AR A =

TN R FEFNEEE AEZHEBNRHLEYREBEER
o HAX(DHF o RPFEB RWE 5 &4 > -NHCOR® £ 1|
ROk 7RI RS -

S FHMEBEEE c HEZHEBRKLAYRAEE A
o HRA (D P RYB CrekiE Cre bt B Ci.o i B
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10.

11.

12.

13.

14.

15.

16.

17.

Cis & E " RI’B &= Ci.of & -

AR FEHEMNEEZE SHCHEBRKLEYRAEBEESR

rE o HRX(DF P R'ERE Creft & -
MEFENEESE c HZHFEABRKLEYREBEES
o ERA (P RV ZBIRW 2SS
MEFEMEESE 0 EZHFEABRMLE YR E B ®
AHHE > HA(HF > R'B CiaokiE > RPE Cieft &
Cis EER CreJE B Cio bt & -

MEFENEESE 1B HFEBRBLA YRR
HHE o HA (P R'ER B Creft & -
MEFENEESE THEHZHFEB R WAL S R B ER
FE HRX (P RIERE CreftE R E Ciraoft &

MEFEAEES 3EZFEBRKAL SR E B
A#H @ HA(DHF > R*HB-NHSOR[R°F Craoht ] -
M FEAEES 3EZFEBRHRLA YR EES
7@ HA(DF > R?HB-NHSO,R®[R® £ -NHR'(R" & & )] -
MEFHEAGEESE I3HEZFEGRKLS Y RE B R
A MW - H L)k » R*EB -NHCONH; -
MEFEANEEE 2EZH AR RAEES
FHE o HPR(DOELAYWBREOT()~ k& :
(1)N-(5-F i B Bk 2 -4,6-— B9 5 -1-79 5 B ] W -7-%)-2,
2-Z F OB W BRI

(2)N-[5-FF % B Bk 2 -4,6-Z B B -1-(2-F & 7 & )8l B W
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18.

19.

20.

-7T-E1-2,2- " W E WK

(3)N-(1-T = -5-5 f Bf I & -4,6-— B E Bl R W -7-%)-2,
2-Z R E W B %

(4)N-[5-F fem B i & -4,6-Z H B -1-(3-F & T & )B| B
-7-E1-22- "R EWE K

(SON-(5-5 oy Bt B 2 -4,6-2 B B -1-7 B 5] B¢ I -7-%)-2,
2-Z R EWHE MK -

MEFEMNGEESE 2HZIFTEABRHMELEYWHABEES
AFHE HfPAA(MDEWEREBE M T(H~2Q)EY
(I)N-(5-5 F Bt B & -4,6-2 B & -1-3 B B R W-7-8)-2,
2-Z HE W EE %

(2)N-(1-C & -5-H & Bf 0% & -4,6-= H H 05 g Wk -7-F)-2,
2-ZHE WK K -

MEFEMNGEESE 2HCNABDRKALEYRHEBEESR
FHE HPA(MMDkewWREEOT (O~ Q)LLEY
(IN-(1-Z B -5-9 fi B 0% B -4,6-Z B B 5 B Wk -7-%)-2,
2-Z HE W K

(2)N-(5-FF B Bk 2 -1,4,6-= H K B R W -7-%)-2,2-=
HEWNEZ -

M FEMNBEES 2ECFEBRMAEEDRNAEBEESR
HE HPAA(MEEREEEA T (D~ (6O)KEY
(1)N-(4,6-= B & -1-3 & -5-0% 55 Bf B B 1 R Wk -7-%)-2,
2-Z“ HE WM K
(2)N-(4,6-Z H E -1-WE-5-HEHEKEB RMK-7-%)-2,
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21.

2-Z HE W K
(3)N-(4,6-Z B & -1-7k & -5-f% B B f% & 05 @ Wk -7-%)-2,
2-“ HEWHE M -

(4)N-[4,6-Z FH & -1-(2-F B W & )-5-% & B & £ 0Bl i
-7-E]-2,2-Z B OE WM K

(5)N-(1-T E -4,6-Z B K -5-1% i Bf f% 2 m] R W -7-%)-2,
2-Z H E W O &

(6)N-[4,6-= B & -1-(3-H B T & )-5-}% i B fx & B R W
-T-E1-2,2-Z AW B K

MHEFENBEEE 2HZIHFELBIRHALAEYREBEER
FHE HPAMEERBEEAT (H~(MEEY
(1)N-(7-FF R B it & -1.,4,6-= B E | M m -5-%)-2,2-=
BOE+ — ke B R

(2)N-(7-9 ff B B% & -4,6-Z B & 5] B W -5-F)-2,2-— H
B — ke B %

(3)N-[7-(2- b& B i & )-4,6-— HF E 5 | W -5-HK ]-2,2-=
AR+ — b B %
(4)N-[7-(2- b5 B i & )-4,6-— H B 5 R W -5-F ]-2,2-=
R F R K

(5)N-[4,6-= B B -7-(¥ B K & )5 B Bk & 5] W Wk -5-% -
2,2-Z B A+ — 5 B

(6)N-(4,6-— F E -7-1% s B Bk B 5| g W -5-% )-2,2- 2= H
B+ — b B %

(7)N-(4,6-= B E -7-fk B g W -5-5)-2,2-= B & + — 7
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22.

23.

24.

25.

B R -

MEFEN@EE 2EHZFEBRBLEYREBES
FHEHFRAMEEAYEBREOL T (DO~ GC)LEew :
(1)N-(4,6-= F B -5-f8 % -1-3 5 B g W -7-%)-2,2-= &
2N %

(2)N-(5-F R B BE FF OB -4,6-2 B B -1-3 H B R W -7-%)-
2,2- " H BN BE K%

(3)N-(4,6-= B % -1-3 5 -5 B B W -7-%)-2,2-= B &
" OB R
(4)N-[5-(N-Z Bf ¥ 7% BE 0% 2 )-4,6-= B H -1-3 & B B W
-7-%1-2,2-2 B B W B iR

(S)N-[5-(N-FF & ¥ Bf 7 BE Bk 2 )-4,6-— 5 & -1-% & B R
Wh-7-%1-2,2-Z F OB KN OB -
MEFEM@EES IO I2EFTHE -~ H2HFAB RH LS
MBREEEANFE > HP R (DF > R B -NHSO,R (R 5
Cro20 k% %) -

MEFEANBESE IOFE 2ETFE -~ HZFABRKLS
MRHEBEEESHFE > HdH(DF > R*FB -NHSO,R[R* &
-NHR"(R" £ & )] -

MEFHEANBEE 2EZFEBRB LAY RE S B
FHEHHPRA(MEEWBEEETUT(H~6)EY
(I)N-(1-8 79 5 -5-F 5% Bl BE 5 -4,6-= B 5 B g W -7-%)-
2,2-_ R E W B R
(2)N-[1-(2,2-= B S &£ )-5-5F 6% B B &£ -4,6-— B % B
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26.

27.

W Wk -7-%1-2,2-= F K N OB K

(3)N-(1-8] T B B -5-F B fx & -4,6-— B H ) g W -7-
H)-2,2-Z H B W B

(4)N-(1-2% /K & -5-F9 I B Bk B -4,6-— B HE 5] MR Wk -7-%)
-2,2-— H OB W E KR

(5)N-(1-3% K £ -4,6-— B B -5-fF B B i & B R W -7-% )
-2,2-— OB W OB %

(6)N-(1-BR N B B & -5-F 6 B IF & -4,6-— F F B B W
-7-F)-2,2- " R E W B %

MEFHEANEES S3EHZIHNEABRKALEGEYRAEBEESR
wrE o HhA(MLEWR N-[S-FERKE-4,6-— F &
-1-(3-BRE-2-T M E)B RW-7-F]-2,2-Z F ERWNEK -
MEFHEAGEES 3HZIHNABRKALEYHAEBEER
e HPFRX(DHDEEEWEBEZEBEMNT ()~ (6)kEY
(1)N-[1-(2-Z & & % )-4,6-— B £ -5-}% 6 B iz & Bl R %
-T-E1-22-Z R EWNEK
(2)N-[1-(2-Z & Z & )-2,4,6-
h-7-F1-2,2-Z B E W B
(3)N-[1-(2-F & 2 £ )-4,6-— B & -5-% & B i & B R
-7-%1-2,2- " E RN E K

(H)N-[1-(2-F & Z ¥ )-2,4,6-= B £ -5-F% i B % & B ®
Wh-7-%1-2,2-= B OB W OB RO
(5)N-[1-(2-Z /W & & )-4,6-— F & -5-1% &5 B ik & B @ W
1T-EI22-—HERNEEBERE

[1]

B -5- hE BE B E Bl R
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28.

29.

30.

31

(6)N-[4,6-= B £ -1-(2-F F5 2 % )-5- 1 B B B 2 1] 1R W
T E]22 R ERBHERE -

M FEABES S B FEB R RSN RE B ES
Hm o HPR(DLEWBEENT ()~ ey
(1)N-(2-F 4 B % -4,6-= B % - 1-79 % -5- 1% i B 0% % 18]
B Wk -7-3)-2,2- = F B P9 OBE B

(2)N-(2-Z % B % -4,6-= B % -1-79 3 -5- 1 % B I% % )
B 73 )-2,2- F % 79 BE B

(3)N-(2-F0 B 3£ -4,6-— B 3£ -1-79 % -5- % B% B % % 18]
G W -7-%)-2,2-7 B % 7Y ME B

(4)N-(2-Z B B H -4,6-= B 5 - 1-79 % -5- 1% % B B % )
oWk -7-%)-2,2-7 F % 7T BE B -

ME AN EES SESFEB R LA N KB EA
GE o EPR(DLAWBEEN T (D~ QLAY
(DN-[1-(2-Z & Z % )-5-5 B B 0% % -4,6-— 5 % B R W
7 M ]-2,2-7 B M ORE B -

(2)N-[1-(2-5 & Z % )-5-5 G B % % -4,6-— 5 % B B W
7E1-2,2-T B OE N B -

 EEMEBDE AREEBESSHOMHA - R
YA GEE I ~20BRE— B2 HFEB RS YR
AW EATB -

—REEEBRBSLCMHEE RKREWHEFIEMNEEE 1~ 29

HHRE-—BHIHFEBRKALEYRAEBERERTFE -
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