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Bom fE E W R MR ® KB LB RME

Bl fF P OEb JE B 1B X ACATEY R 0 8 MW 4,

E R R BT AE
ARBRFBEZG
WHRFAERDY BEZ2ACATR R AABEHZWHNEAR
i & K& K%

T ERSRBOIR K, AEAEHEBEALRD

B 2BHEERYARL BRI (IR RZLEEY
BhEEYIBNIRARERDTBALEYDERBFIRRSY F,

R EMERARTRAARRIEREREARZIREEN.
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M. o EHW . RMNE MR,
ERNATRHAN I ENEZ., AOUFREDORT
AR, RBRRA(LHARIELADITERER ., HBER
VEAEBTREN: BREBEEN . BAEBRBERER S
M B e, BEERBESSHMEN: RER. B
BETHABN: BEDBNSRAOER M AT ES . &
FNEZ,
FBH>2EBERYTREORFRAEBORT
B P BB ERY IR TEMERRA2BE ., FRK,
BE ., ERATRE, BR—BIRIANIIFARZEADBERRA
1 B1~1000mg, BWIF &5~ 200meg 1~3KXR KB F,
B8 Wz - BRI )F R 2 ZACATH W A ZE
BKATHRZEBRAREB 2,
BER OB 1
ACATH % #5 M
EBMAINME®NS AR FIHS A RKE B
FEANMRUM, FHO.ISHR MM E®E (b 7.OBBER
BABB. MPEHRXRIBESBRARERBARZRETF Z A
BN . ACATHI B Bt > W E AMKJ.6.8 2 (J.Lipid
Res., 24, 1127-1134, 1983)zx F & X # ® 72 o 8 O,
2 H 14C-T B % -CoA(40u M, 60000dpn) R 4 m ¥ B &
B (2.4mg/ml1) 2 O.15MB% B & & B (pH 7.4)88¢u 19 M A &
MR —F EE W (DHSOZRBEAW2ul, RITTHBS
S8, RERTMAMEERIOL], RITCE TR ES

AT AL i ) B A2 A ((ONS ) AdALEs (210X 297 % )
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A7
B7

|

CHEE (0

S8 (PBA3 HWMIERMARYL/ FE(2/1)301K0.04N
E®MO.5nlB LR B, MAEE. SHERAGEBERAC
EEM, BETLCR (MR AANB) L, HEk : 28
ZBM(75:25: DEBM. AR BERB LY N 5 2 M
B % M FIBAS2000 (M t R R A AN B M E, B KA E N
DMSO2 B M 8 > B th 3 3 R % ICsof o & R W % 205 = .

£ 20
HEMLEY IEEEiEEE | N ICs0 (/i)
(BhedReR) . ICso(uM) [Gso(uM) /10so (IIEFRE

1 0. 024 0. 045 1. 9

2 0. 021 0. 045 2. 1

3 0. 011 0. 051 4. 6

5 0. 056 0. 13 2. 3

6 0. 11 0. 32 2.9

7 0. 019 0. 039 2. 1

10 0. 035 0. 039 1.1

25 0. 12 0. 21 1. 8

75 0. 038 0. 21 5. 5

78 0. 040 0. 21 5. 3

85 0. 012 0. 059 4. 9
HE(1) 0. 45 0. 87 1. 9
B HE(2) 0. 047 0. 13 2. 8
HE(3) 0. 034 0. 056 1. 7
g B (4) 0. 026 0. 037 1. 4
H B (5) 0. 004 0. 021 4. 8

B M2

BRJTT44 B8 R HepG24H B8 & 2 ACATHI B fF H (M B &K 6 fF A
)

B JTT7T44 B8 K HepG24H B 8 M R 24 W 2 &K £, J774
S M 4 B DMEM. HepGHli fft 5 /i MEMIZ % % (2 Bl & H 10%%F
B 52 m ¥ ), ZE37TC RS5% CO=F @ & P+ ¥ 24D K . & &

ARSI I B AR ( ONS ) AdBLE (210 < 29704 ) 51 39789
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T~ B ( 52)
10z g/ nl2 25-0HM B M R H M 2 & B R WO0.501% X
M EERISOE, BEB KR, APBSH P2 XB®MAL1.5
plz 2% : EAM (3: )N, REAEE., KXY HM
B & H0.2n1210% Triton X-100X R A M, 2 AMWEAE
ME BARAAX (MAABIRLAIANE), ERBEHE N
RA K (% M8 ITRAANBE)IEBBER (TOR WM
W B A (FC), H M B8 > ¥ I B & R 0.25nl2 2N NaOHZE 37
THE W30 WETHL, HBCAEAE 2 H A M (Pierce)
HEEAOR. HTCRFCZ 2R U SAEAIRERELY
> B, BHENBE XN E RS ICoollo BRWH21H

™ o

# 21
REBEEY |JTTAMMEE R |Hep(2HIREER ICs0 (HepG2)
(EH PR3 ) | I1Cso(uM) | ICso(uM) / 1050(J774)
1 0. 051 0. 067 5. 1
2 0. 20 2. 25 11. 3
3 0. 28 9. 19 32. 8
5 0. 10 1. 45 14. 5
10 0. 27 4. 9 18. 2
" 25 0. 1 >9. 6 96
i 75 0. 10 >10 >100
o 78 0. 014 0. 82 58. 6
i 8 5 0. 019 >1 >53
A HE (1) 0. 56 5. 3 9.5
i 5 E (2) 0. 58 1. 1 1. 9
o 5 ® (3) 0. 32 1. 3 4.1
h HHE 1) 0. 12 0. 75 6. 3
& B (5) | 0.007 0. 61 87. 1

|

MRELeRBE2HEHBLEAY, TATRZAESYHUH
)

A HIE RN b B 5424 (CNS ) AALAE ( 210X 297K
52 39789
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T B YISI ( 53)
Az h s ERB, &RFWE20R T 210 7,
BB LS W (1): 5-[2-(2-(4- M X E)Z %)-3-(1-8
! B o-TH-BF M -2-% )-2H-1-% 7 ot W -
6-% H K -2,2-—_ H % -N-(2,6-=
HAEEE)RMB.
(V092 09582F B = 2 16 & W)
BB AW (2): (+)-(s)-2-[5-(3,5-= 5 % i o -1-
X)X MM E]-4,5-- FERBE,
(B 9 W Al B 523041RMBm 2 EW)
HELAW(3): N-(2,2,5,5,-09 5 & -1,3-= 15 % -4
“EBE)-B -FBM2(S)-[N"-(2,2
o R A FE)-N-F B R E]-1(S)-
oM
(B o B A% 42144 1R BB 7 2 6 & %)
8 B i & W (4): [5-(4,5-= F % -1H-0F o -2-% R X%
)R OB ]-N-B B -2-% 05w B
(V093 23392 B =~z 1 & W)
B A W (5): 6- (K 318w -2-% B %)-N-(2,6-=
EAEERE)THE
(% B 9-886605 2 # X i 618 F M =
t&m)
B P 3
TR A
HRABRBZEAWENBLA M, %5 FEG K

AR R N B GARA ( ONS ) AdBLE (210 2974 % ) 53 39789
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o BB (Y
Fl B 3 2 5 B £ 0-88660 (M THSA)RKFHB ¥ OI-90146

R UTHEABIFIBR 24P REBRE X882 HMER
BH B, RBES2 AHREEZBKEL MK, F0.45
pnz BB B EBS, IEBBREFR IS BERARZ
B E, BHBEARBLcix1c. EEHBRE. B2 W
* 22 7 o
MR EELESY (5)~ (8), M LEEARBWHIBF
2 TRZMESE W,
BB AW (5): 6-(E 1w -2-%WHE)-N-(2,6-=
EREXEE)TMB
(AZEKWM8 PHBR2ZEAEAYD)
BB & W (6): 6-(% 3 v m -2-% K %)-N-(2,6-=
EREXE)CBE
(AZ2EWAS5PHBRr2EEYD)
BB AW (7): 6-[5-(N,N-= F BE % 5 X )% 7 15 m
S2-E R EI-N-(2,6-— RFAEEE)
oM B
" (B2 EWBAITFHBRZIESY)
i W B iAW (8): 6-[5-(N,N-= B B¢ % )% 3 1% ¢ -2-

i ERE]-N-(2,6-—EAEXER)S
&)

B B B

il

X (BzEWBMISHTH B R 2LEY)

AR LI I BB S A8 (ONS ) AR (210X 2974 ) 54 397389
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A7
B7
R = 55
I~ RRSURR ( )
% 22
BBILEY P iz R pH
_ —
ﬁliﬁﬂl_ 14 mg/ml

B & Bl 6 35 mg./m]
| B M 6113 7. 4mg/m]l
EmWmH24 |17 mg/ml
H®(5))|0. 05pg/ml .
H#®B(6B) [0, 05nug/ml
B B (7)  |360~400ug/m
B (8) 170~180ux g /m 1

e el et R Y T
NN DN

B O A
MWT, B8Pz FARIHER, X5 HLE
AHEHRBRRELANEHA,
BOHR B 1
2-[4-[2-(FE H 1B ok -2-% K % )Z % Jug & -1-% ]-N-(2,6-
—TEREBEXRE)ZEEZINGE
ZE1-(2-B Z % )Wk % (2.21g, 17mmol) B 2-#8 -N-(2,6
SZCREREXRE)ZMEE (KB B FI-1587T43R B E &1 1
PR OB R Z A EAK)(5.07g, 17mmol) Z DMF(30ml) & &

q o N B M % (2.35g, 17mmol), ZEBSOCHE2 MK . K

i EEA KRR, BAZRZBER. AAMKXA K, K
§ DRE KBS, IEARERNERBR =AM,

% oM E > R R EE % (B 100, BMEM:
! B R B=1:20N, FESZEEAAE-

DR BEES, NAEBERZN-(2,6-— RAEREE)-2-(

L
AR B N BB 54250 ((ONS ) AdALEE ( 210X 2974 ) 99 39789
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B7

ﬂ_ N

KA ( 56)
4-(2-B Z % )W % -1-% 12 B B 4.72g (B ¥ 80%) ,

£ &% Z B8 (300mg, 0.86mmol) 2 THF (5nl)B & + I A
= Z B (172mg, 1.7mmol) R 4-= % B¢ % ot ¢ (10mg, 0.09
mmol), ZE Uk % M#¥ FTH F ¥ BB H (115ng, 1.0mnol),
MEIODE ., BEBEMAZZ B (1720, 1.7am0l), % %
MW B TR M P MM K (1150e, 1.0mmol), 209 & .
REBERAARM, HZHMZEBXR, sRBRXAK. B
MEW K, BHREKED, IRARBNEHRBE =8
M., K ME 2 RE S R OMF (Tal), WA 2-% X £ H ¥
M (130mg, 0.86mmol). & M & (180mg, 1.3mmol) R 18-
i B -6(21ng, 0.08mmol), ZBOT MM 1 AW, X XK
AHM, BRZBZEEN, sRE KX A K. A& &
K ®, ARARBMAERER ZEM, HME 2R E N
B E N % (W40, BEMAEM: S8 A =5 1~10
PN, FEBAZERAAN-CREERE . NANE
SR B ZEB S W326ns (K E 79%),

mEs  : 161 - 163°C

IR (KBr) cn-': 3318, 3200, 2961, 1664, 1495.

LH-NMR (CDCls) & :

1.21 (12H, d, J=7.1 Hz), 2.57-2.80 (8H, m), 2.84 (2H, t, J=7.1 Hz),
3.02 (2H, t#., J=7.1 Hz), 3.22 (2H, s), 3.49 (2H, t, J=7.1 Hz),
7.18 (1H, d, J=8.3 Hz), 7.19 (1H, d, J=6.8 Hz),

7.21-7.33 (34, m), 7.43 (1H, m), 7.59 (1H, m), 8.61 (1H, br s).
EIMS m/z ( #8 % 3% & ) 480 (M*), 97 (100).

TERAMM : CarHaeN402S

StE @ C, 67.47; H, 7.55; N, 11.66; S, 6.67.

W C, 67.47; H, 7.52; N, 11.58; S, 6.65

L
AUR O 0 BB K AR (CONS ) AdBLEE (210X 2970 % ) 56 39789
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A7
B7

g/

HH ( 57)
BB 2
2-[4-[2- (X H X m -2-E K ¥ )Z & Juk g -1-%)-N-(2,6-
—TEWAE X E)ZEHEZNE:

M2-BEZFHE RA2-KE X HoEr, ¥ HEHEEHR
1 HEAZRE - BB, B8 EBYREZZENLEED.

pEs  : 170 - 171°C

IR (KBr) cm™': 3435, 3311, 3281, 2961, 1666, 1500.

IH-NMR (de-DMSO) 6 :

1.14 (12K, d, J=7.1 Hz), 2.58-2.66 (8H, m), 2.77-2.82 (2H, m),
3.06 (2H, t£% , J=7.1 Hz), 3.12 (2H, s), 3.50 (2H, t, J=T.0 Hz),
7.11 (1H, d, J=8.5 Hz), 7.11 (1H, d, J=6.6 Hz),

7.21 (1H, dd, J=8.5, 6.6 Hz), 7.31 (1H, td, J=7.3, 1.2 Hz),
7.42 (1H, td, J=7.3, 1.2 Hz), 7.80 (1H, ddd, J=7.3, 1.2, 0.7 Hz),
7.90 (1H, ddd, J=7.3, 1.2, 0.7 Hz), 8.74 (1H, br s).

EIMS n/z ( 403 & ) : 496 (M), 111 (100).
FTEAH : C21HsaN4O S

sPEME : C, 65.29; H, 7.30; N, 11.28; S, 13.04.

EHE : C, 65.28; H, 7.42; N, 11.13; S, 12.91

5 X
2-[4-[2-(E kot -2- B K E)Z X R % -1-%]-N-(2,6-
SHRAEERE)ZEB ZNE |

Po-BEFXHBERR2-BREXHEr, 28KEHA
1 HE2RE - -BE, BAEBHREAZBENLEY,

UL N R R FATA ( CNS ) AdBLAE (210 X 297K ) 57 39789
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A7
B7

T~ BB ( 53)

BE, @ 207°C(d)
IR (KBr) cm™': 3432, 3282, 2961, 1662, 1500.
IH-NMR ((de-DMSO) & :

1.14 (12H, d, J=6.8 Hz), 2.57-2.65 (8H, m), 2.73-2.78 (2H, n),

3.05 (2H, £¥ , J=6.8 Hz), 3.12 (2H, s), 3.40 (2H, t, J=7.0 Hz),
7.07 (2H, dd, J=5.9, 3.2 Hz), 7.11 (1H, d, J=8.6 Hz),

7.11 (1H, d, J=6.6 Hz), 7.31 (1H, dd, J=8.6, 6.6 Hz),

7.40 (2H, dd, J=5.9, 3.2 Hz), 8.74 (1H, br s).

EIMS m/z ( 0 % & & ) ¢ 479 (M*), 316 (100).
TTHELSH ¢ C22Hs1NsOS

strEME : C, 67.61; H, 7.77; N, 14.60; S, 6.68.

Zmg : C, 67.46; H, 7.91; N, 14.39; S, 6.62.

Vo — s — e s e e e e s et

@

(o PrIRE B m e B N B s B ok )
——————

® 4
2-[4-[2-(T-F A ERE R HF IS W -2-X RE)Z % IR ¥ -1
CE]-N-(2,6-—EAEXRE)ZEBE NS

P2-BE -7-F B BB E KM N R 2-W K E

7 W, BEEEHALEEIRKE - RE, BAKEBLERZEH
3 »

) W& W,

5 BB 159 - 161°C

K

1 IR (KBr) cm™': 3436, 3291, 2959, 1729, 1657,

i

¥ IH-NMR (CDCls) 6 :

ﬁ_ 1.21 (12K, d, J=6.8 Hz), 2.63-2.76 (8H, m), 2.86 (2H, t, J=6.8 Hz),
£p

¥ 3.00 (2H, t%¥ , J=6.8 Hz), 3.21 (2H, s), 3.51 (2H, t, J=6.8 Hz),

.__ o\,
. — — —— —— — — — — — — — — — — —_————

AR UL N B GARA (ONS ) AdKLEE (210X 2974 % ) 58 39789
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R L TR T

B s =

e

~ BEEASERA ( 59)

4.00 (3H, s), 7.18 (1H, d, J=8.3 Hz), 7.18 (1H, d, J=7.1 Hz),
7.29 (1H, dd, J=8.3, 7.1 Hz), 7.35 (1H, t, J=7.8 Hz),

7.77 (lH,)' dd, J=7.8, 1.2 Hz), 7.88 (1H, dd, J=7.8, 1.2 Hz),
8.60 (1H, br s).

EIMS m/z (  # # & E ) 538 (M"), 317 (100).
RSN ¢ C2eHssNsOsS

HEME: C, 64.66; H, 7.11; N, 10.40; 's, 5.95.

EWE . Cc, 64.65; H, 7.12; N, 10.27; S, 5.95.

-
2-[4-[2-(4-F W E B E X H o5 -2- B E)Z X ]JR B -1
-EJ-N-(2,6-— RAEXE )ZEHEBEZIRE :

R2-BR B -4-F E EPREEHF B MR 2-KR B X 5 15
g, SEREEHMIERZIRE  RBE, BEARGEHmZHE
Wi esw.

a2k . 173 - 175°C

IR (KBr) cm™': 3428, 3278, 2960, 1710, 1663.

1H-NMR (CDCls) & :

1.21 (12H, d, J=6.8 Hz), 2.63-2.76 (8H, m), 2.86 (2H, t, J=6.8 Hz),
3.00 (2H, t% , J=6.8 Hz), 3.22 (2H, s,), 3.58 (2H, t, J=6.8 Hz),
3.99 (34, s,), 7.18 (1H, d, J=8.1 Hz), 7.18 (1H, d, J=6.8 Hz),
7.29 (1H, dd, J=8.1, 6.8 Hz), 7.30 (1H, t, J=8.1 Hz),

7.62 (1H, dd, J=8.1, 1.0 Hz), 7.94 (lH, dd, J=8.1, 1.0 Hz),

8.61 (LH, br s).

EIMS m/z ( MO E ) : 538 (M), 317 (100).

L .
A HER O 38 N o B AR (ONS ) A4S (210X 2972 % )

59 39789
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FTHEAH : C20HssN4O4S
st : C, 64.66; H, 7.11; N, 10.40; S, 5.95.
EHE: C, 64.63; H, 7.24; N, 10.34; S, 5.91.
!

BHMAE
2-[4-[2-(v5 o H [4,5-b]0Mt 0 -2-X R X )Z B ]k & -1-%
]-N—(2,6—:§W§X§)Z‘ﬁf§2!€iﬁ

BP2-B ZEwm i (4,5-b]bog MR 2-M B X 3 B uw,
BREBEHMA1IERIRE  REE, BEAFKGHRE 2B

miEE&w .
FEE ;153 - 154°C

IR (KBr) cm™': 3433, 3318, 3293, 2961, 1667.

IH-NMR (CDCla) & : |

L.21 (12H, d, J=6.9 Hz), 2.64-2.77 (8H, m), 2.87 (2H, t, J=6.8 Hz),
3.00 (2H, t%, J=6.9 Hz), 3.22 (2H, s), 3.56 (2H, t, J=6.8 Hz),
7.18 (1H, d, J=8.6 Hz), 7.18 (1H, d, J=6. Hz),

7.18 (1H, dd, J=8.1, 4.9 Hz), 7.29 (1H, dd, J=8.6, 6.6 Hz),

7.70 (1H, dd, J=8.1, 1.5 Hz), 8.45 (IH, dd, J=4.9, 1.5 Hz),
8.60 (1H, br s).

BIMS n/z ( # ® % B ) . 48 (M*), 126 (100).
ﬁ%ﬁ‘*ﬁ' . CzaHastOzS
sPHE :oc, 64.84; H, 7.32; N, 14.54; S, 6.66.

|
Y

ZHE :C, 64.84; H, 7.42; N, 14.33; S, 6.65.

-
2-[4-[3-(F F o8 m -2-% f X )W & /g -1-% ]-N-(2,6-
TEWRREFTE )ZHMB NG

; 397389
AR SN B R 5 AZA ((ONS ) AdLAE (210 X 29TA K ) 60
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. o o s
8 A r ol 3 WO IR SRS SN

g (81

H1-(3-F A & )k 18 (0.71g, 5.0mmol) B 2-® -N-(2,
6-— R A E X X )Z B B (1.49¢2, 5.0mmol) Z DMF(10m]) &
WP mA BB ® (0.76g, 5.5mmo0l), ZESOTC MB2 MK,
REBRMBKHER, BHZBMZEXNR, AREKXAK,
R RERKEF, AEAKREANERBREZEM,

FFEE:2BRBERARYDRERF X (DR300, BRHEEMN: &
A HE: B =1:200N, FEAIERBZIBIE
- B BER, BARKGBE RZ2-[4-(3-BAF X)W ®-1-
BI-N-(2,6-— R A B XX )Z B B1.13¢(t ¥63%),

7E B Z B (444ng, 1.22mmol) Z THF (10nl)BE & F W A
= Z B (185mg, 1.83mmol) R 4-=— W B HE it 5 (14mg, 0.06
mmol), ZE KA MBETHE MY M T (167ng, 1.46nmol),
M0, EEBFWMA=Z B (185, 1.83mmol), %
kAR BETHT P HEMEHE (167ng, 1.46mnol), W ¥ 305
@, REBH KRR, AZMZEBXNR., ARBEKXAK
. BRBEN K, BAREKES, AREKRBRMNERER
ZBEM, KA EB2BRAEMBRDINF(Tal)F, M A2-BR X
X F 5w (151mg, 1.0mmol). B M & (166ng, 1.2mmol) R
18- R B -6 (13mg, 0.05mmol), ZHESOT MBHBIIK.,. R &
RAABRE, AHZBZEBERR, ﬁﬁ\}@i&ikﬁiﬂ(\ L
REKES, AEKEBRINEBRBRREEMN,

BB 2BRAEAADRBRERE (DB, RHMBEER:
f c B =5:1~10: 3)M N, B IERAAERE-C
EER, BAKBEERZZBEMNLEW32lae (B X60X).

AU RN o B S AR (ONS ) AdBLEE ( 210X 29724 ) 61 30789
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7 A (°F)

ey 123 - 125°C
IR (KBr) tm™': 3317, 2959, 1663, 1499, 1129.

{H-NMR (CDCls) & :

1.21 (12H, d, J=6.’8 Hz), 2.04 (2H, x%E , J=6.8 Hz),

9.46-2.80 (8H, m), 2.54 (2H, t, J=6.8 Hz),

3.00 (2H, ‘t§ , J=6.8 Hz), 3.22 (2H, s), 3.37 (2H, t, J=6.8 Hz),
7.18 (1H, d, J=8.1 Hz), 7.18 (1H, d, J=6.8 Hz), 7.20-7.32 (3H, m),
7.43 (1H, m), 7.59 (1H, m), 8.62 (lH, br s).

EIMS m/z ( #H % & E ) i 494 (M*), 290 (100).

ﬁ‘;%'ﬁ‘*ﬁ . C28H3BN4OZS
g -0 67.98; H, 7.74; N, 11.33; S, 6.48.
ZWE : C, 67.84; H, 7.78; N, 11.22; S, 6.43

B8

9-[4-[3-(F H ® W -2-% R % )F % Ik v -1-% ]-N-(2,6-

—RFAERRE )ZEBZINE
No-BEXEHERBRR2-BEFHFEn, ERAEEH

“ 7ﬁlﬂ2ﬁ)§~ﬁi§.ﬁﬁ%@ﬁ?ﬁﬁ?sZEBﬁ%%%o
E s : 113 - 115°C
% IR (KBr) cm™': 3436, 3299, 2962, 1661, 1502.
"? {H-NMR (CDCls) O :
g .21 (12H, d, J=6.8 Hz), 2.03 (2H, EF , J=7.1 Hz),
o |
i 9 51-2.58 (6H, m), 2.73-2.77 (4H, m), 3.01 (2H, £% , J=6.8 Hz),
25 3.22 (2H, s,), 3.41 (2H, t, J=7.1 Hz), 7.18 (1H, d, J=8.3 Hz),

7.18 (1H, d, J=6.8 Hz), 7.29 (lH, dd, J=8.3, 6.8 Hz),

PG - -

o e e

(ot o 9350 0 B B B o b )
——

aul,
“—

@

AR BN R K AZA (ONS ) AR (210X 297204 ) 02 39789
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7.29 (1H, td, J=7.8, 1.2 Hz), 7.41 (1H, td, J=7.8, 1.2 Hz),
7.76 (lH, dd, J=7.8, 1.2 Hz), 7.85 (1H, dd, J=7.8, 1.2 Hz),
8.63 !(1H, br s).

EIMS n/z (48 % % & )+ 510 (M*), 139 (100).
RS : C:sHaaN,O S,

stHME : C, 65.85; H, 7.50; N, 10.97; S, 12.55.

E#ME - C, 65.76; H, 7.59; N, 10.78; S, 12.49.

BEHRHM O
2-[4-[3-(F 7 ok o -2-% 6K B )A & Ik % -1-% ]-N-(2,6-
—TRERREFXE IZCERBRINE

M- EZH B MARA2-REEXH B, EREEHN
THRZRE  ®R®E, BAEXBHRERZZBEHNLELEY.

gy : 123 - 125C |

IR (KBr) cm™': 3429, 3273, 2961, 1659, 1506.

IH-NMR (de-DMSO) & :

1.13 (12H, d, J=6.8 Hz), 1.90 (2H, ZE , J=6.8 Hz),

2.40-2.52 (6H, m), 2.61-2.65 (4H, m), 3.05 (2H, +% , J=6.8 Hz),

3.12 (2H, s), 3.29 (2H, t, J=6.8 Hz), 7.06-7.10 (2H, m),
7.12 (2H, d, J=7.6 Hz), 7.22 (iH, t, J=7.6 Hz), 7.38-7.42 (2H, m),
8.76 (LH, br s).

EIMS m/z ( #8 % 3% B ) : 493 (M%), 139 (100).

B 10
2-[4-[3-(7T-F & % B X E 5w -2-X R %) X JIR % -1
- ]-N-(2,6-— R A EXEXE ) )Z BB 2 NiE

MR KRR T B A A (CNS ) AL ( 210X 297K ) 63 S978%

S N B R )

(mbr2

-

o\
=
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2~ A ( 64)

W2-% % -7-F 5 %R E KB RR2-KE X 8
W, BHEEBA T EEIRE - RE, SAKBERZE
R I
g : 135 - 136°C
IR (XBr) cm”': 3429, 3340, 2961, 1720, 1663.

1H-NMR (CDCls) &:

.21 (12H, d, J=6.8 Hz), 2.07 (2H, H¥ , J=7.0 Hz),

0 59-2.57 (6H, m), 2.73-2.76 (4K, m), 3.01 (28, £% , J=6.8 Hz),
5.92 (2H, s,), 3.40 (2H, t, J=7.0 Hz), 4.00 (3, s),

7.18 (1H, d, J=8.3 Hz), 7.18 (1H, d, J=7.1 Hz),

7.29 (1H, dd, J=8.3, 7.1 Hz), 7.35 (1H, t, J=T7.8 Hz),

7.77 (1H, dd, J=7.8, 1.2 Hz), 7.88 (1H, dd, J=7.8, 1.2 Hz),
8.63 (LH, br s).

EIMS m/z ( # M % & ) . 552 (M*,100).

=AM : CaoHioN404S

sergg c C, 65.19; H, 7.29; N, 10.14; S, 5.80.

=@ ¢ C, 65.31; H, 7.57; N, 10.02; S, 5.78.

oA 11
2-[4-[3-(4-B E E B EXH B W -2- B R E)RA E JR % -1
-E]-N-(2, -2 EAERXTR )ZEB ZNE

Wo-B B -4-F H 2R EXHFERAR2-B B X IS
W, BEEXBEATHEAIRE - RE, BAXKERES S

2E®BMLEEY.

AR R 30 N 7 B 3R (ONS ) A4BLAE (210X 2970 % )

64 39789
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I A (85)

pEs 132 - 133°C

IR (KBr) cm™': 3422, 3239, 2958, 1717, 1660.

IH-NMR (CDCls) & :

1.21 (12H, d, J=6.8 Hz), 2.06 (2H, L & , J=7.0 Hz),
2.52-2.57 (6H, m), 2.74-2.77 (4H, n), 3.01 (2H, +%., J=6.8 Hz),
3.23 (2H, s,), 3.45 (2H, t, J=7.0 Hz), 4.00 (3H, s),

7.18 (1H, d, J=8.1 Hz), 7.19 (lH, d, J=6.8 Hz),

7.29 (1H, dd, J=8.1, 6.8 Hz), 7.30 (IH, t, J=7.8 Hz),

7.62 (1H, dd, J=7.8, 1.0 Hz), 7.94 (1H, dd, J=7.8, 1.0 Hz),
8.64 (1H, br s).

EIMS n/z ( .48 % 2% g ) : 552 (M*, 100).

FTTEDH : CsoHs4oN.O4S

$HEE: C, 65.19; H, 7.29; N, 10.14; S, 5.80.

W@ : C, 65.18; H, 7.39; N, 9.90; S, 5.84.

BOHEBA 12
9-[4-[3- (N8 m 7 [4,5-b]UL ng -2-X B % )A % JR % -1-%

1-N-(2,6-— R A B X E)ZHEB NG
Wo2-% X 0E0k  [4,5-bIt e R R2-F ¥ X FIEM,
EREEHMNTRARZIRKE - REE, EEARBHERESZE

i s

faRy @ 125 - 127°C
IR (KBr) cm™': 3431, 3241, 2959, 1664, 1496.

1H-NMR (CDClas) 6 :
1.21 (124, d, J=6.8 Hz), 2.09 (2H, £%¥ , J=7.2 Hz),
9.52-2.59 (6H, m), 2.73-2.77 (4H, m), 3.01 (2H, t#%, J=6.8 Hz),

O

)&M&R/ﬁii@ MBI 4424 (CONS ) AdHLAE (210X 297K ) 65

39789
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Lo~ BRHISARA ( 66)
3.92 (2H, s,), 3.44 (2H, t, J=7.2 Hz), 7.18 (1H, d, J=8.3 Hz),
7.18 (1H, d, J=6.6 Hz), 7.18 (1H, dd, J=8.1, 5.1 Hz),
7.29 (1H, dd, J=8.3, 6.6 Hz), 7.69 (1H, dd, J=8.1, 1.5 Hz),
8.45 (ElH, dd, J=5.1, 1.5 Hz), 8.63 (lH, br s).
EIMS m/z ( # # & E ) . 495 (M%), 302 (100).
FTRAH : C21H31NsO:S
sty ¢ C, 65.42; H, 7.52; N, 14.13; 8, 6.47.
@i : C, 65.57; H, 7.63; N, 13.84; S, 6.38

oM B 13
2-[4-[3-(F 8ok -2-K R X )R B I M ®-1-8]-N-(2,
b-— RAEXE)ZEBZRE :

ZE3-B A X -1-® Wk % (158, lmmol)Z Z W (5nl) &
Wk m AN BB (152neg, 1.1lmmol) W 2-R -N-(2,6-= B W
B X HE)Z M B (298ng, lmmol), ZEEZBMHE3 MK, K
EREB®RE, RBEHAZBZEEXR, AREKRXA K, B
MARBEKES, AXRKXKGFHEAERRRZBNFTAS 26
EywHEeR - Z2B-FAEHESERL, BARLBHRKE &
22-[4-(3-B A % )W K & -1-% ]-N-(2,6-Z R & X &)

; Z B Bt 327Tmg (Wt E 87%)

f %% Z M (130mg, 0.34mmol)2 = % B # (3al) % %
}) MmAZZE (52ng, 0.52mm0l) B 4-= M B % W % (Gus,

i 0.05mmol), BEE AL RE TR B AN T R EE (590,

}; 0.52mmol), AEZBMEINIBBERBEAAZBMZ B ¥ K

b  AMERXAA., A KRE KES, B ®KRKSN%M®
' BB EEM.

AR RN P BB EARA (CNS ) AGULE (210X 297K ) 66 39789
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2 s (87)
B ESRAEBMEBRINF2el)d, WA2-% ¥ X ¥

¥ ¥ (51mg, 0.34mmol). # M # (51meg, 0.37mmol) K 18-
K B -6(1lmg, 0.04mmol) , EBOTC M E2 MK, R BE®
AHAk#H®B, BRAZBZEEXER.,. ARERXABAK, BN K
B RKES, BEKEEPNERER BN, FESZZRA
AN E®EERFE (REAEN: CK : AR =1: 1)E N,
Aok - FEBER, BARBHRERZENLEYD

140mg (W ¥ 81%) o

pEs 109 - 111°C

IR (KBr) cm™': 3429, 3275, 1661, 1500, 1453.

1H-NMR (CDCla) & :

1.21 (12H, d, J=6.8 Hz), 1.89 (2H, ZH%¥ , J=5.8 Hz),

2.00 (2H, E%E , J=6.8 Hz), 2.67 (2H, t, J=6.8 Hz),

2.73-2.78 (4H, m), 2.91-2.96 (4H, m), 3.03 (2H, T#, J=6.8 Hz),
3.35 (2H, s), 3.37 (2H, t, J=6.8 Hz), 7.18 (2H, d, J=7.6 Hz),
7.21-7.31 (3H, m), 7.43 (1H, m), 7.58 (1H, m), 8.77 (1H, br s).
EIMS m/z ( #H % 5 B ) 508 (M", 100).

TESH ¢ C2oHeoN40:2S

sE g : C, 68.47; H, 7.92; N, 11.01; S, 6.30.

@ a4 : C, 68.19; H, 8.03; N, 10.79; S, 6.28.

BOERB 14
2-(4-[3-(T-FEEBRERXH IER -2-EHRE)AEIRER ®

{
)

-1-B]-N-(2,6-Z R A EFXE )ZE B 2NE:
Mo2-% B -7-9 & B B EE ol R2-K B X g
W, BREEHEMIGERZRE - BRE, BAXKBHRE S

AR R RN o B 5 AR (ONS ) A4BLAE (210X 2974 ) 67 39789
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7 ARt (88

ZE®BMEEEW,

e ;83 - 85%C

IR (KBr) cm™': 3425, 3250, 1735, 1719, 1660.

{H-NMR (CDCls) O :

1.21 (128, d, J=6.8 Hz), 1.89 (2H, Z#¥ , J=5.8 Hz),
2.02 (2H, #ZF , J=6.8 Hz), 2.68 (2H, t, J=6.8 Hz),
2.73 - 2.79 (4H, m), 2.91 - 2.96 (4H, n), 3.02 (2H, +%, J=6.8 Hz),
3.35 (2H, s), 3.40 (2H, t, J=6.8 Hz), 4.00 (3H, s),
7.18 (2H, d, J=7.6 Hz), 7.28 (1H, t, J=T.6 Hz),

7.34 (1H, t, J=7.8 Hz), 7.76 (1H, dd, J=7.8, 1.2 Hz),
7.87 (1H, dd, J=7.8, 1.2 Hz), 8.77 (1H, br s).

EIMS m/z (.M ¥ B & ) : 566 (M), 153 (100).
FEAH : CarHasN.O4S

SFHEME : C, 65.70; H, 7.47; N, 9.89; S, 5.66.

mgg : C, 65.81; H, 7.56; N, 9.79; S, 5.65.

BWOHRHl 15

2-[4-[3-(vg o [4,5-blolk Mg -2-E R B )FA X I I ® -1-%

1-N-(2,6-— ERAEX R )ZEB ZRE
BL2-B % 08 om 3 [4,5-bIok mE RO 2-B OB X G5 M,

B RERMIZERIRE - RE, BAEBHRKE RZH

M &w,

g5 T3 - T5°C \

IR (KBr) cm™': 3435, 3240, 1660, 1497, 1403.

IH-NMR (CDCls) & :

1.21 (12H, d, J=6.8 Hz), 1.87-1.95 (2H, m), 2.01-2.10 (2H, m),
2.67-2.73 (2H, m), 2.75-2.82 (4K, n), 2.92-2.96 (4H, n),

AUR RO i ) P B %458 ( ONS ) AdLAE (210X 29704 ) 68 397389
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I~ B ( g9)

3.03 (2H, % , J=6.8 Hz), 3.36 (2H, s), 3.43 (2H, t, J=6.8 Hz),
7.18 (1H, dd, J=8.0, 5.0 Hz), 7.18 (2H, d, J=7.6 Hz),

7.28 (1H, t, J=7.6 Hz), 7.69 (1H, dd, J=8.0, 1.5 Hz),
8.45 (1H, dd, J=5.0, 1.5 Hz), 8.78 (lH, br s).

EIMS m/z ( #8 H 3% B ) : 509 (M), 316 (100).
FTESH : C2sHaoNsO2S - 0.2H:0 | '
StH{E: C, 65.52; H, 7.74; N, 13.64; S$,6.25.

Bt :C, 65.52; H, 7.71; N, 13.44; S, 6.31.

s

(P s e BN B s B o3k )

% W B 16
N-2-[4-[2- (BB m -2-ERE)Z X | R®E-1-%12 % ]-
N'-(2,.6-—EAEEE)-N-REREZNBE

% I B BE (2.30g, 20mmol) 2 THF (20m1) % W & K % M
BT M mMZ B®(2.02g, 10mmol)Z THF(10ml)® & , #&#
CCREL MK, REBERETAE, ERET WA K,
MzBER, sMEBRXAK., WU REKES, 88K
RENERRREEM, NABKRY 2 H2-% -N-K %2
B B 2.36g (I X 99%),

§ % % M B (2.36g, 10mmol) R 1-(2-7 Z % )W % (1.30
;,3 €, 10mmol)Z Z M (40nl) B M+ W A B 8 % (1.52¢, 1ln

;;’, mol), EEBTHREIZAN , BRABEMAE, HZBMZHE
% XRRE. SRERXRAA. MAREKES, AEKR
% BAEREBREEMN, FRAZREADBEEN % (BB

i

#p

75g, M MEM; AMEAHPFPH: K=1:20MN, HHB

e @
=

EEamRY 2ZN-B8 X -2-[4-(2-BZ % )ik -1-% ]2 B B
AUCGR R N P B AR (ONS ) A4S (210X 29704 )

L

69 39789
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Lo~ AR (70)
2.39g (I ¥ 83%),

W 3 B B (1.69g, 5.92mmol)Z THF (40m1) & & & 2 &K
WHET'WA#ELS (380ng, 10mmol), H B Z & # ¥ 15
SEmEMBRER2 B, ERARBETEEDARDE®G
EAXEEREBEA®, WY AR AR, BHEAER
KB BRANERRBR AN, MBS 2RERADBEF G (
W T5¢, BEAM;: SEAQ P KRH=1:2088,

-

A EBHRY Z2-4-2-BHEZE )RR -1-X]Z 9

(DI Bom i B N B S B Ay )

694meg (W T 43%),

B B A (271ng, lomol)Z W5 (Bl )B &P W AR
W B 2,6-— R KW ¥ X8 (204ng, lmmol), MPH 155 8 . ¥
RE®RRE, BEAVREFE (DB 10e, REBEM;: &
PR B =3:9T)FN, FEBZESAHAAERE-C
EERE, BARBHRESZN-Q,6-ZRAREZXE)-
N-B B -N-[2-[4-(2-B Z %) )RR % -1-% ]Z B ]JR R 340me(
#oET1%),

7 % Z # (338mg, 0.7lamol) Z THF (5n )& W & W A

= Z B (93nmg, 0.92mmol) R 4-= B [t ¥ it B¢ (9mg, 0.07

S e

mmol), ZHE kA W BETHMM®P B M % (89mg, 0.78mmol),

el U

= sa

BRI M, BEEMWMAZSZ B (93ng, 0.92mmol), % %K

""‘)3‘13 e

~.
-
=

AW TRmMP AT (89mg, 0.78mmol), M #2045 8,

ok

FREHAKE®R, BZBMZERXNR., AaBEFEKRXA K. &
z:,{.
o BE N K. BN REAES . ABEKXKBEEMNERRBR ZSE
9

. @ _
‘_-‘

K
AU RIS M P BB AR AR ((ONS ) AdBLE (210X 2970 % )
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M EARBBEMBRINFSel)P, MA2-B X % 3
5 8 (91mg, O0.6mmol)., % B % (104ng, 0.75mmol) R 18-
iR B -6(16me, 0.06mmol), ZHEBOTC MBIl B, R EK
AAB®E, BZBMZBEEXR.,. 5MERXAKRK. RARE
KER, AXKBRBENERECRZAN ., SREAVEE
& (BBace, BRMBM;: 2% : AE =5: 1~10: 3)H
N, FRBIEAAFE-CRBER, BARBHRE
mZ BT A YW 2430 (K E57%),
BE o 110 - 111°C

IR (KBr) cn™': 3326, 2956, 1627, 1498, 1130.

LH-NMR (CDCls) 6 |

(0.88 (3H, t, J=T.1 Hz), 1.14-1.36 (22H, m), 2.39-2.61 (8H, ),
2.63 (2H, t, J=5.1 Hz), 2.69 (2H, t, J=6.8 Hz),

3.16 (2H, +%:,J=7.1 Hz), 3.34 (2H, t, J=T.1 Hz),

3.39 (2H, t, J=6.8 Hz), 3.46 (2H, t, J=5.1 Hz),

713 (16, d, J=8.3 Hz), 7.13 (1H, d, J=T.1 Hz), 7.19-7.30 (3H, n),
7.41 (1H, dd, J=7.6, 1.4 Hz), 7.56 (1H, dd, J=7.6, 1.4 Hg),
8.10 (lH, br s).

EMS m/z (48 % 3 & ) : 607 (M), 254 (100).
FTEAH : CasHsaNsOaS

SHEME : C, 69.15; H, 8.79; N, 11.52; S, 5.27.

EAME : C, 69.27; H, 8.93; N, 11.29; S, 5.32.

WO OB 17
N'"-(2,6-= R A % X 8 )-N-5 % -N-[2-[4-[2-(7-50 & %
MEEHER -2-ERE)ZEIRE-1-2 12X ]RE 2N

FEFS RN T RATRA (CNS) AR (210X 297K ) 71 39789

u-.____.__-;3,9,______._____________._

i a
—_—_——————e—e—e—e—e—— — ———13
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e 1

o
S@

3 T a3 Hom S

A7
B7

I~ BB ( 79)
B o
MWT7-F 8 R E-2-5 % %3 8w RR2-B 8 X H 18
W, BEHEERMAICHEE XRE - BE, A KBE R 2ZH
W& W .

YeBE . 125 - 126°C

IR (KBr) cm™': 3425, 3304, 2957, 1725, '1628.

1H-NMR (CDCls) & :

0.88 (3H, t, J=6.7 Hz), 1.20 (12H, d, J=6.8 Hz), 1.25-1.33 (8H, m),
1.51-1.59 (2H, m), 2.43-2.51 (4H, m), 2.54-2.65 (6H, m),
2.71 (2H, t, J=6.8 Hz), 3.16 (2H, t%, J=6.8 Hz),

3.34 (2H, t, J=7.3 Hz), 3.40-3.47 (4H, m), 3.98 (3H, s),
7.13 (tH, d, J=8.8 Hz), 7.13 (1H, d, J=6.4 Hz),

7.23 (1H, dd, J=8.8, 6.4 Hz), 7.34 (1H, t, J=7.8 Hz),

7.74 (1H, dd, J=7.8, 1.2 Hz), 7.87 (1H, dd, J=7.8, 1.2 Hz),
8.10 (1H, br s). o

EIMS m/z ( 48 % % B ) : 665 (M), 265 (100).
FTEDHH : C31HssNsO«S

sFEE ¢ C, 66.73; H, 8.32; N, 10.52; S, 4.81,

BEHEME :C, 66.77; H, 8.24; N, 10.45; S,4.79.

B P18
N'-(2,6-= B 7 % % % )-N-5% % -N-[2-[4-[2- (5 ™ 3 [4,
-blM mE)-2-E R BIZEIRE-1-BIZEIRRZIRE

BL2-% M 0¥ 3 [4,5-blumk nE BR 2-% X X g,
EREEMAIcHEE X RE -2, BAKBE B ZBENE
Yo

AR R B E AR (ONS ) AdRLAG ( 210X 29T A )
A Bl BB AR ( ) AALAE (210X 297204 ) 79 39789

ey

(AP SRS IS B N BT B A )

e @
| .
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A7
B7

T~ BB ( 73)

pe ¢ 106 - 108°C

IR (KBr) cm™': 3420, 3331, 2958, 1628, 1495.

LH-NMR (CDCls) & :

0.88 (3H, t, J=6.9 Hz), 1.20 (12H, d, J=6.9 Hz), 1.26-1.33 (8H, n)
1.53-1.59 (2H, m), 2.43-2.51 (4H, m), 2.55-2.66 (GH, n)

2.73 (2H, t, J=6.7 Hz), 3.16 (2H, +% ; J=6.9 Hz),

3.34 (2H, t, J=7.3 Hz), 3.44-3.50 (4H, m), 7.13 (1H, d, J=8.5 Hz),
7.13 (1H, d, J=6.4 Hz), 7.17 (1H, dd, J=8.1, 4.9 Hz),

7.23 (1H, dd, J=8.5, 6.4 Hz), 7.68 (1H, dd, J=8.1, 1.5 Hz),

8.06 (1H, br s), 8.44 (1H, dd, J=4.9, 1.5 Hz).

EIMS m/z ( % 3 8 E [ ) : 608 (M*), 188 (100).

TR : CouHsaNoO,S

SHE : C, 67.07; H, 8.61; X, 13.80; S, 5.27.

e=am - C, 67.06; H, 8.52; N, 13.66; S, 5.27.

b

5 B N B  E2 )

el
b
—_————— W

(miprs

BB 19
N-[2-[4-[3-(X 1B g -2-B KR % )RF X ]Ik -1-% 12 & ]
-N-(2,6-Z B ARERER)-N-RER R ZNE ¢

# % KBS Bl 16K M S 2 2-M -N-5% & Z M B (3.30g, 15
i’ mmol) R 1-(3-B W B )Wk 8§ (2.16g, 15mmol)Z Z B (60ml)
% BB P M AWBE (2.49g, 18munol), ZH T @ T M ¥ 154

% B, BEREB BN, BEAZBRZERR. s REKR XA
% K. WA REKES, FEABBIERBRREBEN, F
h WA 2RERDERF: (WET5¢, BRMAM: KMAM

ol
— e —— —— — — — — — — — — — — — —_————

M E =120, S8 xamRY ZN-F B -2-[4-
G b B FAEA (CNS ) AdBLAE ( 210X 294K )

73 39789
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AT
B7

32 A g 3 WO 2SS D - N

AL (T

(3-B A B )Wk & -1-8 ]Z B Bt 4.38g (W EO7%),

W OB BB (1.50g, 5.0mmol)Z THF (50ml) & B & ¥ %
METWASHE (380ng, 10mmol), H 2 X & M # 15
SEENRBER2 MF, ERERETEEZEDABARL
AFXKEEZEREBREASR, HHYWRAEAEA®, BHHRX
KB EREREZEN, FERAIBRERADEENTZ (
BET5:, BHEMN;: S0P ®: KMH=1:200M%N,
R EBBRY Z3-4-Q2-BBREZE )R -1-B]FH
586meg (Mt ¥ 41%),

B B ® (586mg, 2.05mmol)Z W45 (5nl)B W F I A
BEWMM2,6-— 2 W ¥ X8 (408mg, 2nmol), M P 155 & .
R ERERE, BREAOVRBRBER X (WDR20e, R ®E M
R F®R: EH=3:97T)FN, FERBZEGHAENE -
CHRBEE R, BAXKBHRBERZN-(2,6-— RAEXE
)-N-B % -N-[2-[4-(3-B A &)k & -1-% ]2 B ] R & 340
mg (B F 71%),

EHZM (147Tng, 0.3mamol)Z THF(3nl) @B E ¥+ W A =
Z B (39mg, 0.39mmol) R 4-= W Bt E it m (3.7mg, 0.03
mmol), ZHE KA MBETH MNP HMEE (380g, 0.33mm01),
ME302 8@, BEAMWMA=Z B (39ng, 0.39mmol), # WK
N WM HE T R W W M % (38mg, 0.33mmol), W H3I0H &,
EEBERARR, AZBZEXR, FRBEIKXMHE K. &
BMEMNWK.,. BRHNAREAXES, AIXKRBAERBREZE
W, B 8B 2BABSMRBRINIFGBal)P, MA2-K EXH

AR R AN P B A28 (ONS ) Ad#LEE ( 210X 2970 % ) 74 39789

(oD Bom B N Bt sk B oAk )
anl, .
B e e Ty ———

@
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A7
B7

£/

HEAsm ( 79)
05 ¢ (45mg, 0.3mmol). W B # (62mg, 0.45mmo0l) R 18-

R B -6(8mg, 0.03mmol), ZEBOCHBEL A K. RE®KH

K&E®R, HZBMZEEXR, AREKXAHAK., 80 &K K
@, AEAXKBRBEANERRR 5N, BBRARAWREREW
& (B B25¢, RMEM:; S : WM =5: 1~5: 2) N,
m&@z%%mz&—lﬁ%ﬁgfa, ERARBESZEN
t & % 78me (W X 42%), |

W . 93 - 94C

IR (KBr) cm™': 3430, 3313, 2959, 2931, 1627, 1502,

IH-NMR (CDCls) & : ,
0.88 (3H, t, J=6.7 Hz), 1.20 (12H, d, J=6.8 Hz), 1.25-1.35 (84, m),
1.53-1.59 (2H, m), 1.95 (2H, #HE , J=7.0 Hz), 2.34-2.42 (6H, n),
2.54-2.66 (6H, m), 3.16 (2H, +% , J=6.8 Hz),

3.31 (2H, t, J=7.0 Hz), 3.34 (2H, t, J=7.0 Hz),

3.46 (2H, t, J=5.0 Hz), 7.13 (1H, d, J=8.5 Hz),

7.13 (1H, d, J=6.8 Hz), 7.20-7.31 (3H, n), 7.42 (1H, m),

7.57 (1H, m), 8.17 (1H, br s).

EIMS n/z ( # % % = ) ¢ 621 (M*), 188 (100).

RS : CaeHssNsO,S

itE M@ C, 69.53; H, 8.91; N, 11.26.

BE@w : o, 69.51; H, 9.02; N, 11.12,

BB 20

N'-(2,6-= R A & X B )-N-B8 B -N-[2-[4-[3-(7-% & %
BMEZXHFER -2-BRE )AEIRBZE-1-EIZEIREZN
B

R RN T BB FAA (NS ) AGHLE ( 210X 297K ) 75 39789
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A7
B7

o gm0
RT-FEEBRE-2-BEEXHERA2-B X H 15

W, BEERMIIOGEEIRE - BRE, BAKBER2H
R R

WE . 97 - 99°C

IR (KBr) cm™': 3428, 3318, 2958, 1728, 1628.

IH-NMR (CDCls) & : .

0.88 (3H, t, J=6.7 Hz), 1.20 (12H, d, J=6.8 Hz), 1.25-1.34 (8H, n),
1.54-1.59 (2H, m), 1.97 (2H, %%, J=7.1 Hz), 2.35-2.43 (6H, 1),
2.55-2.66 (6H, m), 3.16 (2H, t%, J=6.8 Hz),

.33 (2H, t, J=7.1 Hz),3.34 (2H, t, J=7.1 Hz),

.34 (2H, t, J=4.9 Hz), 3.99 (3H, s), 7.13 (1H, d, J=8.8 Hz),
.13 (1H, d, J=6.6 Hz), 7.23 (1H, dd, J=8.8, 6.6 Hz),

.14 (1H, t, J=7.8 Hz),7.75 (1H, dd, J=7.8, 1.2 Hz),

7.87 (1H, dd, J=7.8, 1.2 Hz), 8.17 (lH, br s).

EIMS n/z ( 1 % % E ) ¢ 476 (M - 203), 97 (100).
TESN ¢ CasHs'NsO4S '

stEME : C, 67.12; H, 8.45; N, 10.30.

E@E o C, 66.90; H, 8.48; N, 10.12.

[9%)

= 9w

BER B2
N'-(2,6-= B A ¥ % % )-N-8 % -N-[2-[4-(3-(v§ v 3 [4,
5—b]"&ﬁ)-2-%ﬂﬁ§)ﬁ_i]ﬁﬂi-l-i]\\Z%]ﬁ?2!35

PL2-% B 0B oo 3 [4,5-b]mbmE BUR2-% B X 5 M,
EEHEBEMIOER ZRE - R, BAKBEEZENEL
o

s S o B B 2 )

el
<

(o
\\a__________%

R EH UL b R AR (NS ) AL ( 210X 297K ) 76 397890
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A7
B7

B/

BAATLEA ( 77)

e ¢ 90 - 92°C

IR (KBr) cm™': 3434, 3310, 2958, 1626, 1515.
IH-NMR (CDCls) O :
0.

1

0 I N wWw wW

|
|

88 (3H, t, J=6.8 Hz), 1.20 (12H, d, J=6.8 Hz), 1.25-1.34 (8H, n),

.54-1.59 (2H, m), 1.98 (2H, H&, J=T.1 Hz), 2.34-2.42 (6H, m),
.55-2.66 (6H, m), 3.16 (2H, +% , J=6.8 Hz), |

.34 (2H, t, J=T.1 Hz), 3.37 (2H, t, J=7.1 Hz),

(46 (28, t, J=4.9 Hz), 7.13 (1H, d, J=8.8 Hz),

13 (18, d, J=6.6 Hz), 7.17 (1H, dd, J=8.3, 5.1 Hz),

.23 (1H, dd, J=8.8, 6.6 Hz), 7.68 (1H, dd, J=8.3, 1.5 Hz),

.16 (1H, br s), 8.46 (1H, dd, J=5.1, 1.5 Hz).

EIMS m/z ( # H 3% & ) 622 (M*), 98 (100).
TCRAGH : CasHsaN4O-S

st : C, 67.49; H, 8.74; N, 13.49.

= a g ¢ C, 67.36; H, 8.76; N, 13.25.

W22
3-[4-[2-(E H1Emw -2-XKE)Z X IR ¥E-1-%]-N-(2,6-
—RAEREE )OAEBBR ZRE
W 1-(2-7 Z % )0k % (2.6, 20mmol) 2z = & B &% (50
p ) B B EXRSE THA KB =-%=-T7%8% (5.2g, 24nmnol
), ME3 MK, BERERRE, FEA2RBEADREN
W (WRT75¢, BBEM: B PE=20: 1)K, N
ARBH RERZI-B=-TEERE-4-(2-BZ X )R®
5.5g (Mt 3 100%),
E1-B=Z-TEEME-4-2-BZ )R % (1.158, 5

AR RGN P BB 4AARR (ONS) ARAE (210X 297K )

17 39789

.

e @
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A7
B7

A BRI (1)

mmol)Z THF (20m )& & P WM A = Z Bt (607mg, 6mmol). 4-

BOBE B Mt B (73ng, O0.6mmol), BEHFLEKKL THERBRED

[

B M % (687mg, 6mmol), MHE30H & . WK EBE BB,

H

XZZHBREBE. BRBBERE

»

EF BB 2 BRAEZINFGOa)BE RS W A2-0 B X

W (756mg, Smmol)., B M # (760mg, 5.5mmol) R 18-

=
qug

B -6(132mg, 0.5mmol), ZESOTHMBH2 s BH. REBEAH
mE, AzBMZEENR. AREKXAK, B REK
B, IEABRBACRRERBREZEN. SRAAVBEEHN
(WR765¢, BRHMAM; Sk : AHA=8: DHR, Fi M

ryE RACR-ZRBELER, BAXKBHRERZ1I-B
STE BB E -4-[2-(XH BN -2-ERE)ZEIRRK

{1

1.02g (Wt ¥ 56%),

EEB=-THE B %M (364ng, lamol) P M A = K
Z B (1.8nl), MBS 2@, BREBRE, AZBRE R
b, BB I1-[2-(EH1Emw-2-EHRE)ZEIR®E - 2= K Z
B 1 492meg (B E 100%) o

ZE2,6-— B E EB (1.77g, 10mmol) 2 | 4 (30nl)
BB B WASZ B (1.11g, 1lamol), EEE KL T B &
# 0 P9 M & (905mg, 10mmol), MEI MFK ., KK EH&K
B, AAERE, AZBMZEEXR, ARERKXAREMR
. mEBBEMN K., kK., EARE KRS, AR KRBRMN
EHMEBR AN, FEBIERACK -ZRALE R, B
AEBHRERZN-(2,6-Z BN EXE)FA W MBI 9

AU R B P R 4428 ((ONS ) ALK (210X 2970 % )

78 39789

S A B R )

S
<
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A7
B7

o B (79

W OE 82%)

EhR A ME 2 1-[2-(EHEW -2-B K %)Z % IR
% - 25 M Z M & (344mg, 0.7nmol) 2 Z B (10ul) & W
mA=2 B (142ng, 1.4mmol), ﬁﬂﬂAN-(Z,B-:ﬁﬁgw
% 3% )V % M B (162ng, 0.7mmo0l), MM E&KS K. B K
ERERE, AAKRE, FZRZEXR. ARER XA ®
MEMNK. K. BAREASS, ARARBENERBR
EBM., RERAOBEERE (WE25:, BMBM: 2
B =5:1~1: AN, FABzIEEACH -2 8 -
AEHBE R, BB XGBHRER2ZEMES YW 165ae (W X

48%) o

mEs . 125 - 127°C

IR (KBr) cm™': 3433, 3253, 1647, 1500, 1455,

IH-NMR (de-DMSO) & : o

1.12 (12H, d, J=6.8 Hz), 2.40 - 2.55 (10H, m),

2.65 (2H, t, J=6.8 Hz), 2.76 (2H, t, J=6.8 Hz),

3.13 (2H, sept, J=6.8 Hz), 3.46 (2H, t, J=6.8 Hz),

7.10 (2H, d, J=7.8 Hz), 7.20 (1H, t, J=7.8 Hz),

7.25 - 7.32 (2H, m), 7.54 - 7.59 (2H, m), 8.88 (1H, br s).
EIMS m/z ( # ¥ & & ) 494 (M*), 344 (100).
TESW : C2eH:sN4O0:S

EHEME : C, 67.98; H, 7.74; N, 11.33; S, 6.48.

EWME : C, 68.05; H, 7.69; N, 11.23; S, 6.45.

®OHR 23

AUE PR3 P BB AR (ONS ) AL (21029704 ) 79 39789

Vo o e o — — — S S S s et et St

B R T B B2 )

D)
<

(mtar
——————

anl.
— e —— — — — — —— — — — — — —— — —— —_———
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A7
B7

4 g (%0
3-[4-[3-(F 5o -2-F K2 )F B Jfkmk-1-%]-N-(2,6-

—TRAEXE )AEB ZNRE
MI1-3-BAE )RBEBRR1I-(2-BZ & )R K, & AR

BH 22 E 2 R E - B E, ﬁ?@ﬂéﬁﬁ%%ZEB‘J{hé
L/
EE: ¢ 93 - 95°C

IR (KBr) cmn™': 3418, 3229, 1645, 1504, 1454,
IH-NMR (de-DMSQ) ¢ :

.12 (12H, d, J=6.8 Hz), 1.95 (2H, F%E , J=6.8 Hz),

2.40 - 2.51 (12H, m), 2.67 (2H, t, J=6.8 Hz),

3.13 (2H, %, J=6.8 Hz), 3.36 (2H, t, J=6.8 Hz),

7.10 (2H, d, J=7.6 Hz), 7.20 (1H, t, J=7.6 Hz),

7.25 - 7.33 (2H, m), 7.54 - 7.59 (2H, m), 8.90 (1H, br s).
EIMS m/z ( # ¥ % E ) . 508 (M*, 100).
TESW : C2oH4oN4O,S

st B : C, 68.47; H, 7.92; N, 11.01; S, 6.30.
BEXE :c, 68.51; H, 7.90; N, 10.85; S, 6.30.

WO Bl 24
2-[4-[2-(K 5o -2-B K % )Z % g -1-%]-N-[2,4-
o (P HRE)-6-H % -3-t % ]Z B BKzZNIE:

EN-[2,4-% (PR E)-6-8 R -3-%]2-RZEHE
(fk B = B W A5,583, 4TRPF B RZHBES R)(130me,
0.40mmol) Z DMF(2.5ml) B & P 0 A 1-[2-(E 5w -2-%
RE)ZEIRB - 2= M Z ®E (199mg, 0.40mmol). W #

% (224mg, 1.62mmol)R 18-7& #R B -6(53mg, 0.20mmol),

AU RS N BB R AEAR (CNS ) AdBLEE (210X 2974 ) 80 39789
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A7
B7

ooty (8
HB3OTUMBL M, RE®MAKH =, HZ8ZEB XK,

AFREARKES, AIRXKBEBRBEERRE ZBM, 38 A
HENBRREEFE (REASM: B FBE=20: BN,
BRI ERAZBZE-CRESS, BAEG MK
e Z BB IS W 169me (K % 83%),

wmEE 140 - 141°C _
IR (KBr) cm™': 3440, 3308, 2824, 1695, 1480.
{H-NMR (de-DMSO) & :

2.34 (3H, s), 2.36 (3H, s), 2.38 (3H, s),
2.50 - 2.58 (8H, m), 2.72 (2H, t, J=6.8 Ha),

3.00 (2H, s), 3.40 (2H, t, J=6.8 Hz), 6.80 (lH, s),

7.19 - 7.26 (2H, m), 7.46 - 7.54 (2H, m), 8.66 (1H, br s).
EIMS mw/z ( #0 ¥ 3% g ) : 504 (M"), 179 (100).
FRM : CasHaoNsO2Ss

BE @ : C, 54.85; H, 5.80; N, 13.90.

EW®ME :C, 54.92; H, 5.83; N, 13.64.

BOME OB 25

N-[2,4-% (B R % )-6-9 % -3-0f oz % 1-2-[4-[2- (08 o [

4,5-bJM B -2-H R X )Z B IR B -1-8 12 8 B> N
Wo1-[2-(v5 m 3 [4,5-b]uk o -2-% 0K % )Z % )0k 5 -

ZEﬂZ,&iﬁﬂxﬁ1-[2-(%#"%%-2—%@%)2E]WR"& .

2EMZIBE, BRREEREAAERIRE - BB HAKBG

FRABZENMLEEY,

B R P BB 54258 (ONS ) AdBLIE (210X 29704 ) 81 39789

e

B BN BT B oy )

<
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A7
B7

I R (°F)

IR (KBr) cm™': 3448, 3274, 2816, 1699, 1493.
LH-NMR (da-DHSO) O : |

2.47 (3K, 5), 2.49 (3H, s), 2.50 (3H, s), 2.64 - 2.72 (8K, n),
2.87 (2H, t, J=6.7 Hz), 3.13 (2H, s), 3.58 (2H, t, J=6.7 Hz),
6.93 (1H, s), 7.34 (1H, dt, J=8.1 , 4.9 Hz),

8.01 (1H, dt, J=8.1 , 1.5 Hz), 8.46 (1H, dt, J=4.9 , 1.5 Hz),
8.81 (1H, br s). |

EIMS m/z (48 % % K. ) @ 503 (M), 97 (100).
FTRMM : CoaH2aNo02So

5tEME : C, 52.36; H, 5.59; N, 16.65.

E@ME : C, 52.34; H, 5.73; N, 16.39.

o 26
N-[2,4-% (B 6K % )-6-9 % -3-0f o % ]-2-[4-[2-(7-8B &
EBEEHER-2-ERE)ZEIRE-1-B]Z 8B 2R
- 2]
M1-[2-(7T-BE EREXH 5 -2-BRE)Z E]R
B 22 M ZBMERRI-[2-(XH1BEW-2-BERE)Z E]R
- 22MZME, EREBEAAEAZRE - BRE, B
BEBERZENLESE Y

Py . 125 - 127°C
IR (KBr) cm™': 3434, 3303, 1724, 1702, 1482.

LH-NMR (CDCls) &:
9.42 (3H, s), 2.50 (3H, s), 2.52 (3H, s), 2.63 - 2.85 (8H, m),

2.87 (2H, t, J=6.8 Hz), 3.20 (2H, s), 3.52 (2H, t, J=6.8 Hz),
4.00 (3H, s), 6.67 (1H, s), 7.35 (1H, t, J=7.8 Hz),

AR RN P B FARA (ONS) A4LAE (210X 297K ) 82 39789

i el R

5 B BT R )

)
_._._._._.._..______73

(AP

e e o e —— — —— — s — e — e — P 1\
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A7
B7

skt (2

7.77 (1H, dd, J=7.8, 1.2 Hz), 7.88 (1H, dd, J=7.8, 1.2 Hz),
8.55 (1H, br s).

EIMS m/z (. #8 % %% g ) : 561 (M), 334 (100).
fﬁﬁf#ﬁ : C2sHaiNsO4S s

st B 4 : C, 53.46; H, 5.56; N, 12.47.
BEHHE :c, 63.41; H, 5.49; N, 12.32.

W27 |
3-04-[2- (K F 18 0 -2-% 6 %)Z % 10U -1-% 1-N-(2,4-
W (P BRE)-6-F X -3-unE K MBI N

W3-B % -2,4-% (F B E)-6-% % i 0z It 2,6-= R
AEEH, SAEBM2BR2ZIRE - B8, BAKEY
KERZEMES Y,

s o 110 - 112°C |
IR (KBr) cm™': 3439, 3242, 2814, 1648, 1500.
LH-NMR (CDCls) & :

1.54 - 1.64 (2H, m), 2.40 (3H, s), 2.50 (3H, s), 2.51 (3H, s),
2.46 - 2.82 (12H, m), 3.47 (2H, t, J=6.8 Hz), 6.65 (1H, s),
7.21 - 7.30 (2H, m), 7.42 (1H, dd, J=7.6 , 1.0 Hz),

7.57 (1H, dd, J=7.0 , 0.8 Hz), 10.35 (1H, br s).

TR ¢ C2aH31NsO:Ss

st HME : C, 55.68; H, 6.04; N, 13.53.

BHME :C, 55.76; H, 5.99; N, 13.39.

B w28

2-[4-[3-(FX F v g -2-% R B )R B J0k i -1-8 1-N-[2,4-

W (PHRE)-6-9 % -3-Mp e B )2 BB N8 :
R1-[3-FH BB M -2-XERE)FNE KRR - 2= W Z B

AR KL b BB A AR ((ONS ) AdBLIE ( 210X 29T % ) 83 39789

___.__________________._________ :3‘________%;.____________________._
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I~ AR BABLEA (

8%

B RI-[2-(XH 1w -2-BRE)ZE]IRBKE - 2= 2 8

B, BREBEAAERAZIRE - BRE, BAKEBB XE &

zEMEE W,

160 - 161°C
IR (KBr) cm™': 3441, 3312, 2809, 1699, 1482.
1H-NMR (ds-DMSO) & : |

1.89 (2H, t, J=7.1 Hz), 2.33 (3H, s), 2.36 (3H, s),
2.38 (3H, s), 2.39 - 2.45 (6H, m), 2.54 - 2.60 (4H,
3.01 (2H, s), 3.29 (2H, t, J=7.1 Hz), 6.80 (lH, s),
7.19 - 7.25 (2H, m), 7.48 - 7.52 (2H, m), 8.67 (1H, br s).
TEAM : CoaHaiNsO:Ss |

SE : C, 55.68; H, 6.04; N, 13.53.

Zag : C, 55.83; H, 6.10; N,

1EE

m),

13.17.

B 29

N-[2,4-% (B 6R % )-6-9 & -3-0t mg & ]-2-[4-[3- (15 m¢ 3

[4,5-bJumb mg -2-% 6 & )R & Ik % -1-% ]2 8B 2 N E
PA1-[3-(v5 o 3 [4,5-b]mb mg -2-% 0K % )@AH X J0R % -

2EWMZBEBRRI-[2-(XHF1ER-2-RRE)Z E R ® -

ARG

2= M ZBE, RERXBEM24 A R E - B HE,

BERERZBHESE Y

79 - 82°C §
3433, 3291, 2818, 1701, 1493.

1H-NMR (CDCls) &
2.07 - 2.17 (2H, m), 2.42 (3H, s), 2.49 (3H, s), 2.52 (3H, br s),

po: 43
IR (KBr) cm™':

2.52 - 2.66 (8H, m), 2.72 - 2.87 (2H, m), 3.22 (2H, s),

AR R LA P BB 5 AR (CNS ) AdBLAE (210X 29704 )

84 39739

(D 29 St i B (N BT B oAk )
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3.44 (2H, t, J=T7.1 Hz),‘ 6.67 (1H, s),
7.18 (1H, dd, J=8.1 , 5.1 Hz), 7.69 (1H, dd, J=8.1 , 1.5 Hz),
8.46 (1H, ’dd, J=5.1, 1.5 Hz), 8.54 (1H, br s).

B KA 30
N-[2,4-% (H R % )-6-% % -3-ot g B ]-2-[4-[3-(7-H &
gﬁiﬁ#ﬂ%l&-2-§ﬁ§)W§]ﬁ"§-l-£]ZﬂHZ!3
B

R1-[3-(7T-F A BERBEXH BN -2-F K & )FA X K
R 22 ZBERMRNI-[2- (X H 1w -2-BKRE)Z &K
® - 2Z2MZEBE, EREEHAERIRZIRE - RE, B
AEREBRB RSB ZEBNLEEY.

g 76 - 79°C |

IR (KBr) cn-': 3430, 3305, 2819, 1725, 1694.

1H-NMR (de-DMSO) & :

1.97 - 2.04 (2H, m), 2.42 (3H, s), 2.44 (3H, s), 2.46 (3H, s),
9.48 - 2.53 (6H, m), 2.61 - 2.69 (4K, m), 3.06 - 3.1l (2H, m),
3.41 (2H, t, J=7.1 Hz), 3.95 (3H, s), 6.89 (1H, s),

7.43 (1H, t, J=7.8 Hz), 7.81 (iH, dd, J=7.8 , 1.2 Hz),
7.84 (1H, dd, J=7.8 , 1.2 Hz), 8.72 (1H, br s).
ﬁiﬁ'*ﬁ . CzaHastO4Ss

$EE :C, 54.24; H, 5.78; N, 12.16.
EH@ : C, 54.44; H, 6.01; N, 11.79. {

BOHR A 31
2-[4-[2- (X H Emw -2-E K B )Z B 0K g -1-% ]-N-[2,4-
% (PR E)-6-F X -3-ibm & J]Z8B2xNE:

AR RN P B 54258 ( ONS ) A4 (210X 2970 % ) 85 39789

(oD S B o ik B N B sk R ok 3 )

R SN N ]
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Ml-[2- (X X -2-X R B)ZEIJIR®E - 2= W 2 ¥

ERARI-[2-(EHER -2-BERE)ZEIRR - 22K Z 8
£, BEHEERMAAEE ZIRE - B, BAKEBHKXE R

2 E®BILEEW.

V5B . 136 - 139°C

IR (KBr) cm™': 3444, 2923, 1696, 1480, 1427.
'H-NMR (CDCls) & :

2.42 (3H, s), 2.50 (3H, s), 2.52 (3H, s), 2.60-2.96 (10H, m),
3.18-3.27 (2H, m), 3.48-3.65 (2H, m), 6.67 (1H, s), 7.30 (1H, m),

7.41 (1H, n), 7.75 (1H, d, J= 8.1 Hz), 7.84 (1H, d, J = 8.1 Hz),
8.53 (1H, br s).

EIMS w/z (41 % % B ): 519 (M%), 352 (100).
7?,??:5}#!: : CquzstOSr -

stEME :C, 53.15; H, 5.62; N, 13.47; S, 24.67.
CE@ME :C, 53.17; H, 5.67; N, 13.24; S, 24.52.

W32
2-[4-[2-(E ok -2-% 5K % )Z ¥ Jok & -1-% ]-N-[2,4-
W (PR E)-6-F % -3-M g X]ZMBE -28882NE:
1-[2-(E Bk -2-BRE)ZEIRKE - 2= W Z B
R ARLI-[2-(FE R -2-ERE)ZEIRR - 2=Z2H I W
B . %ﬁﬂhﬁﬂbﬂﬁrﬁlz&&°£i!,\%ﬂ5ﬁiﬁ1§22-[4-[
2- (% FH Bk -2-K K E)Z B IR MB-1-F]-N-[2,4-% (F
WE)-6-B K -3-M i X)ZEMBEAEFR2 EHE, HAKS
BEABEREZBEBLESE Y

RN P BB FARA (ONS ) AGBLEE ( 210X 2972 % ) 86 39789
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7 : 214 - 218°C
IR (KBr) cm™': 3240, 2923, 1679, 1485, 1438.

H-NMR (do-DMSO0) & :

2.40 (3H, s), 2.41 (3H, s), 2.45 (3H, s), 3.00-3.81 (15H, m),
6.93 (1H, s), 7.13-7.23 (2H, m), 7.46-7.57 (2H, mn),

9.65 (1H, br s). |

EIMS m/z ( #0 % % g ): 519 (M%), 352 (100).

® i B33
N-[2.4-% (B B E)-6-8 % -3-1 0 % )-3-[4-(3- (8 o 3%
(4, 5-bJM I -2-XERE)AE IR E-1-% | AMBE -2 58
LR

3B X% -2,4-% (F R % )-6-F X M 5 (500m8, 2.50
mnol)ZTHF(lOml)i@i‘ﬁ‘Fﬂﬂ)\EZﬁ(277m8, 2.75mmol),
B % & ks T M W MMM R (225ag, 2.50mmol)Z THF
BB BE, BBUUIE, SRERAAKHR, AZBZ
EER . S MEAREAES, AEARRNERER X
EM, FRBIERREG -ZRZBE-CRBELE, W
BRE R KB B 2 N-[2,4-% (PR E)-6-% % -3-1 & X
7 W BB B 276ns OHC% 44%)

2 1-(3- (08 m 3 [4,5-b)ok E -2-% W % )7A % 1R % -
o= W Z B & (109mg, 0.30mmol)2 Z B (10a1) % % % M A
= 7 B (T9mg, 0.78umol), B M A % M B M@ 2 N-[2,4-
W (5 B K )-6-% X -3-M vz % )7 M M B (100me, 0.39
pmol), MMEEL X, BREBME, AAMME, AZ

AR R BB SR (CONS ) AdBAE (210X 2974 ) 87 39789

)

35 0o B v BV B2
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o A (50
MZBEXN.,. sRERERBEBAREKES, AKX KKBENR

Rk AN, READREFE (RBABEMN: R : W
=20 AN, MAN-[2,4-% (P HE)-6-F & -3-1¢
mE M 1-3-(4-[3-(v8 v 3 [4,5-b]k mE -2-F K % )R & ] K
B -1-E A ME. KA MEA2ESNHR2 EHE, BO K
BB RKER2BERNIESY1I93ng (il XB1X),

B 224 - 227°C

IR (KBr) cm™': 3413, 2922, 2424, 1683, 1404,
'H-NMR (CDs0D) & - |

2.38 - 2.47 (2H, m), 2.57 (3H, s), 2.63 (3, s), 2.64 (3H
3.05 (2H, t, J'= 7.1 H), 3.42 (2H, t, J= 7.1 Hp),
3.47-3.74 (12H, m), 7.24 (1H, s), 7.40 (1H, dd, J

» 8),

= 8.2, 5.1 Hz),
8.04 (1K, dd, J= 8.2, 1.3 Haz), 8.44 (2H, dd, J = 5.1, 1.3 Hz).

EIMS /2 ( #1 % % g ): 532 (M*), 55 (100).

BOHR B34
2-[4-[2-(FE 1B -2-B 5 % )Z % Ik ¥ -1-%]-N-[2,4-
B (ZHK%E)-6-9 % -3-m BE]ZEBEZRE

4 # Z B W (1.27me, 25mmol) 2 Z B (50a1) % B % %k #
? TR MZ KM (1.55mg, 25mmol), M E 309 W . % W B %K
{ AT MWW M2, 4-= K -6-F % -3-BEME (2.1s, 10

}**] pnol) Z DHF (A0n VB B ., BE2 ABHREBEMEBESRAZ
% MZEER., ARBKXAE K. WA E k%S, FAKBRN
h EMBEBREAM, BAKBHRESE R 22,4-% (ZWE)-6

-F O -3-F4 Bk omE 2.45¢ (M ®O5%) . M B B E MM (T75me

(oADr SRR Sm N BT S o )
e ——-—-———-—"——————— = —

______ 9

e e e o
4—.\

@

L»im& RN BB 5 AZA (ONS ) AdBLEE (210X 297204 ) 88 397389
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8%
, 3amo ) MR Z M 30al)R ME® (1.521)2BA BN

B, HRBTFTESXDVE®MAS (4g, 60nnol), ¥ 105
HEREEBSsYAER, BRAEELHN KBRS A,

IMZBER. AMERXAA. WA REKES, AR
MR EREEMN, A EBBRY Z3-HE-2,4-% (
Z BROE)-6-F %M 0 590ng (UK T 86%) . 7 B B ¥ W B (590
mg, 2.6mmol)Z THF(10nl)E W W A = Z B (304me,3mmo
1), EFAHE KL THE®HMMRZ MK (606ng, 3amol), %
ZRTHAHEL MB. BEERAYASB, BRAGRRE
A REFE (WB60e, BHMEMN: Sk : M =10:1

5>5: AN, BARBEHREE L Z2--N-[2,4-%(Z
BB )-6-F X -3-M 0¥ K JZ BB 410me (K ¥ 45%) . & B M
B (105mg, O0.3mmol) R 1-[2-(E H 1B -2-X f %)2Z ¥ ]

Wk B - 2 S M ZBE (147ng, 0.3mmol) 2 Z W (8m1) & &

oM OA W B # (166mg, 1.2mmol), EEZ BB NI MB . K
EESYWRHZBZESXR, ARBMKXA K, ®OKEK
BB, IRBWNERRBREEN., RERADEEF & (W

B25g, BHAMN: CSK : M =3: 1>%1%H : 7 B8 =20
P )AN, A ZHEERAAE -—CREER., B8 K

B % %2 E M &% 140ne (I ¥ 88%),
wEE - 108 - 109°C |
IR (KBr) cm': 3433, 3304, 1697, 1500, 1482.

'H-NMR (CDCla) & :
1.32 (3H, t, J= 7.3 Hz), 1.35 (3H, t, J = 7.3 Hz), 2.47 (3H, s),

AR RR i T B SRR ((ONS ) A4BAE (210X 2974 ) 89 397389

(i Ph i m i B N B B ok )

———————— % 2:‘\-.____———7";______________._
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2.64-2.70 (4H, m), 2.74-2.81 (4H, m), 2.85 (2H, t, J = 6.8 Hz),
2.93 (2H, q, J= 7.3 Hz), 3.16 (2H, q, J= 7.3 Hz), 3.20 (2H, s),
3.49 (2H, t, J= 6.8 Ha), 6.70 (1H, s), 7.22-7.30 (2K, m),

7.44 (1H, m), 7.59 (1H, m), 8.53 (1H, br s).

EIMS m/z (M # 3 B ). 531 (M*), 381 (100).
THREAM 1 CosHssNs02Ss.

sHEME ¢ C, 56.47; H, 6.25; N, 13.17; S, 18.09.

g : Co 56.73; H, 6.23; N, 13.08; S, 18.20.

& WP 35
2-[4-[2-(7-F M E R E EH B -2-E K X)Z % i % -1
M )-N-[2,4-% (Z R E)-6-5 % -3-M o EIZ BB 2N
ﬁ:.
M1-[2-(7T-F A EREREH B ® -2-XERE)Z X IR
B - 2ZMZBERRI-(2-(XHIB W -2-ERE)Z B IR
% - 22 MZ Bk, SREBEMAER RN - BHE, W
BEBEBEZEMLEY.,

gy ¢ 118 - 119°C

IR (KBr) cm™': 3424, 3350, 1718, 1505.

'"H-NMR (CDCls) & :
1.32 (34, t, J= 7.4 Hz), 1.36 (3H, t, J=T.4 Hz), 2.47 (3H, s),

2.66-2.70 (4, m), 2.74-2.78 (4H, m), 2.87 (2H, t, J = 6.8 Haz),
2.93 (2H, o, J = 7.4 Hz), 3.15 (2, @, J = 7.4 Hz), 3.19 (2H, s),
3.52 (2H, t, J = 6.8 Hz), 4.00 (3H, s), 6.70 (1H, s),

7.34 (1H, dd, J = 8.1, 7.8 Hz), 7.77 (1H, dd, J= 8.1, 1.2 Ha),
7.88 (1H, dd, J = 7.8, 1.2 Hz), 8.53 (1H, br s).

AMCH R b P BB 4ARR ((ONS ) AdBLAE (210X 297K )

90 39789
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EIMS m/z (  # % % E - ): 589 (M"), 380 (100).

TTELH : CarHasNs04Ss
e . C, 54.99; H, 5.98; N, 11.87; S, 16.31.

I

|

l

l

I

|

@ : C, 54.98; H, 5.96; N, 11.75; S, 16.26. % {

% s B 36 ;? l

2-(4-[2- (R HI5W -2-ERE)Z E IR K -1-%1-N-[2.4- |5 |

: z
WORAWRE)-6-FE-3- MBI ZEE -2 BREZN | l
F

: % @

. _ L

W B P BB (2.05g, 25mmol)Z 2-A M (50nl)B B E | L I

%% T B M 2-% B B (1.90g, 25mmol), WMH 30 @, & I

BB kS TRMBAET2,4-=— % -6- % -3-3 % it 05g (2.07¢ :
, 10mmol)Z DMF(40n]l) B & . M E2 N KB RKRERAS®
HZMZBEN, s RERXAK. BARE KES, A
REMWERBER AN, BB EEMRER22,4-9 (B
WK )-6-F X -3-55 X M 0E 2. 77 (Ml ¥ 07%), MM X

ot mE (1.08g, 3.77mmol ) M N Z 8 (35n]) R W IE B (1.6
)2 BREBWP, ERETEXDERNASN (2.96¢,

, 45.25mm0l1), BME1 AHEKREBAD SR, BHEA B
% BmEB KT, BEGER., AAMEKXA K. MU RE
% KEB, RRBANGHRRB AN, AUBZRER DB
Q WA (RMEM: 2% : ZBZB=30:1510: DA N
;? B KB WMRY 2 3-HE-2,4-% (RARE)-6-F % i
i B 774mg (I ¥ 80%) .

BB B WMo (774mg, 3.02mmol) Z THF(10m1)& B &+

Y N,
Dt

AN R FARA (ONS ) AGBLAE (210X 29704 ) 91 397389
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mAZ=2Z B (336ng, 3.32mmol), BEEEXKALETE®E M
R Z B | (732ng, 3.62mmol), MEITI VB, BREE &
%ﬁ%ﬂ!,. Hﬁﬁﬁ@%?ﬁﬁ?@&ﬁﬁ&(ﬁﬂﬂ@m; o %
P L BZBE=10: 1) N, BREGBB XS B 2N-[2,4-
!(ﬁﬁiﬁg)-6-$g-3-%!&&]-2—?&2&5&59%“'&*

52%),

KT, BUN-[2,4-% (R AR E)-6-5 % -3-0t oz & ]-2

—_e

CRZEBERARN-(2,4-% (m BROE)-6-8 % -3-uf i & ]-2-

(SmADr o S m BN BT B ok )

®RZHME, BREREBEM24B A 2 RE - B, BF WA 2-
[4—[2-(%#"5@-2-%%%)2&]U’Rﬂi-l-il-N-[Z,bQ
(RPABRE)-6-F % -3-M 02 %12 8B @ 2 BE#®E, M
REBaBXESzEMNLLY .

W5 . 159 - 164°C B

IR (KBr) cm™': 3421, 2965, 1695, 150é3'1454.

'H-NMR (ds-DMS0) & :

1.29-1.35 (12H, m), 2.46 (3H, s), 2.93-3.33 (12H, n),
3.52 (2H, t, J = 7.0 Hz), 3.61 (1H, m), 3.94 (1H, n),
7.00 (1H, m), 7.30-7.35 (2H, u), 7.57-7.63 (2H, 1), |

., | |
s 8.16 (1H, s). | |

i BIMS m/z (48 % % & ): 559 (M*), 125 (100).

ﬁ |

1 |

':J

f 2-[4-012-(E DM -2-%X R E)Z % JWR 0B -1-% ]-N-[2,4-
#

B R (RAARE)6-FE-3- MR EIZME NS

¥

o\,
I —————— —_——_—————

'K 228 %, W2-% % X - ok IR 2-% % % 3

AR B b R FAZA (ONS ) A4S (210X 2972 % ) 92 39789
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s, BE ES KB KRXE SZ1-[2-(XEH BN -2-BFKX)Z

B IRkw® «- 2= 28 8 .

E B8 Z1-[2-(XHFHKM-2-BRE)Z EJRK®E -2
=W Z8IE (160mg, 0.27mmol ) R N-[2,4-% (R A H & )-6
- OB -3-omE B ]-2-R Z BB (100meg, 0.27mmol) 2 Z BF (
5ml)i@iﬁi¢'bﬂ)\iﬁéﬁﬁ(l46mgt 1.08mmol), & Z @ M ¥ 3
PR REBERAKEE, HZBZEBEXN, a8 FAHRE

T e S —

B |

XK &, AR KEBRAECRBRBR AN, RERAOVRBRENR

(S P s o s B B O 2 )

E(RMEM: B : PE=20: 1)AN, FIlBzHER
HZB-CREGR, BAXBRXERZZBENLEED

104meg (Hz ¥ 70%),

BB . 186 - 188°C

'R (KBr) cm™': 3197, 2963, 2816, 1660, 1518, 1491.

IH-NMR (CDCls) & : L

1.35 (6H, d, J = 6.8 Hz), 1.36 (6H, d, J = 6.8 Hz), 2.47 (3H, s),
2.83-3.05 (8H, m), 3.07 (2H, t, J.= 5.4 Hz), 3.30 (2H, t, J= ‘5.4 Hz),
- 3.34 (2H, s), 3.51 (lH,v't%, J=6.8Hz), 4.04 (1H, +%, J= 6.8 Hz),
6.76 (1H, s), 7.19-7.23 (2H, mn), 7.51-7.56 (2H, m), 8.34 (1H, br s).
o | EIMS B/2 (48 % m g ): 558 (M°), 125 (100).

J
3

‘1'

%

i B s 5 38 |

/E;] 1

Bl 2-[a-[2-(Esrmm -2-% 5 %)Z % )0 E-1-%1-N-[2,4-
W -

i ® (EAHE)-6-5 % -3-Mm X 28K -2 G8E2N
fi

plow

R2-BREFXFHER RAN2-REX H e, FHEKEHA

N Y,
R “

AR R RN PR 5424 ( ONS ) AdLES ( 210X 207K ) 93 39789
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3.05-3.37 (10H, m), 3.46-3.52 (2H, n), 3.61 (1H—[3§ J = 6.6 Hz), !I

oA (%Y

3THEAZRE  -BRE, SAKBHBASESEZENLEEY.

W : 139 - 142°C

IR (KBr) czm“‘: 3424, 2962, 1690, 1456, 1428.
'"H-NMR (de-DMSO) & :

1.31 (6H, d, J = 6.6 Hz), 1.34 (6H, d, J= 6.6 Hz), 2.45 (3H, s),

[
I

374 (2H, t, J=1T.2 Hz), 3.93 (1H-{:§ J—66Hz),699 (1H, s),
7.37 (1H, n), 7.47 (1H, m), 7.86 (1H, d, J = 8.4 Hz),
7.96 (1H, d, J=17.8 Hz), 8.34 (1H, br s).

EIMS m/z (48 % % f= ): 575 (M*), 125 (100).

WOH B 39
N-[2,4-% (R 7 B %)-6-% % -3-0 0 %]-2-[4-[2-(7-
REREZEHA BN -2-EHRE)ZEIRE-1-2|ZHK 2
N |

WT-8 &% ®E-2-% E %5158 RR2-K X X HK

W, BEHEREAITERAZIRE - RE, BAEBIFE R Z

BRI E®

%% : 60 - 63°C |

IR (KBr) cn™': 3302, 2960, 1726, 1702, 1482.

'H-NMR (CDCls) & © |

1.35 (6H, d, J = 6.6 Hz), 1.36 (6H, d, 'J = 6.6 Hz), 2.46 (3H, s),
2.62-2.93 (10H, m), 3.14-3.24 (2H, m), 3.46-3.57 (24, m),
3.96-4.06 (2H, m), 4.00 (3H, s), 6.76 (1H, s), 7.35 (1H, mn),
7.76 (1H, d, J = 7.8 Hz), 7.88 (I1H, d, J = 7.5 Hz),

RUER KRR A1 b B G ARA ((ONS ) AAALE ( 210X 297K ) 94 39789
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B7

CRE o170 - 1720 o

EAND S E L N O

8.50 (1H, br s).
EIMS m/z (- #1 % 2% g~ ): 617 (M*), 334 (100).
BN 1 CooHaoNs0iSa

S HEM@ :C, 56.38; H, 6.36; N, 11.34; S, 15.57.

ZAE : C, 56.30; H, 6.25; N, 11.21; S, 15.50.
W W B 40
N-[2,4-% (B FH R % )-6-8 % -3-0 oz B ]-2-[4-[2- (1% o
#[4,5-bluMpng -2-B R E)DZ X IR B -1-% 1Z MK -2 &
BE 2 N

Wo2-% K 08 M 3 [4,5-bIoE B2 B IS 2-% X E JE BE ok
EREBMITEHEZRE - RE, BAREGR KL AR 2
BHWESW,

IR (KBr) cu™': 3416, 2967, 1699, 1615, 1496.

'H-NMR (de-DMSO) & - -

1.31 (6H, d, J= 6.7 Hz), 1.34 (6H, d, J = 6.7 Hz), 2.45 (3H, s),
3.00-3.38 (10H, m), 3.56-3.65 (3H, n), 3.74 (2H, t, J = 7.1 Ha),
3.94 (1H, t¥, J=6.7 Hz), 6.99 (1H, s),

7.33 (1, dd, J = 8.0, 4.9 Hz), 8.00 (1K, dd, J= 8.0, 1.4 Hz),

8.44 (1H, dd, J = 4.9, 1.4 Hz), 9.30 (1K, br ). '

BIMS m/z (40 % % & ): 560 (M), 277 (100).

B OBl 41
2-[4-[3-(E 18 m -2-F R % )N & Ik & -1-% ]-N-[2,4-

789
AR RUZ i) B FABAE ( ONS ) ABAE ( 210 X 29T ) 95 39

(oA InE IS RN B B A )
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A7
B7

L B ( )

R ((RARE)-6-F % -3-t g £ 1Z 8K -2 G8EN
B o

EL1-(3-(XFHER-2-BHRE)FAEIRSE - 2 =M/ Z
B iE (110mg, 0.22mmol) R N-[2,4-% (B AR X )-6-5 & -
3-of mF B ]-2-R Z B B (82mg, 0.22mmol)X Z ¥ (4ml) &
WP m A BRBEBH (120ng, 0.88mmol), ¥ 3 MK . RE
BAAKRE, AZBMZEXN, sREAREAES, H
RKXREIERERZEN, BAANEAEEFE (B
PHE M ®: PE=20: 1)8N, KB/ 22-[4-[3-
(F F 15w -2-B 6K 8 )R X JIRE-1-%]-N-[2,4-% (B R
WOE)-6-F % -3-Mt X ]ZHEMBENFR2 EHE, B8 KB
MRS RZENLSEM Tlne (K X51%)

pEs : 178 - 181°C

IR (KBr) cm™': 3424, 2964, 1691, 1499, 1454,

'H-NMR (do-DNSO) & : | | |
1.22 (6H, d, J = 6.6 Hz), 1.25 (6H, d, J = 6.6 Hz), 2.17-2.25 (2H, m), ;
2.37 (3H, s), 2.83-3.30 (12H, m), 3.38 (2H, t, J= 7.1 Hz),

3.50 (1H, +%, J= 6.6 Hz), 3.84 (1H, +%, J= 6.6 Hz),

%1 6.90 (1H, s), 7.21-7.28 (2H, m), 7.49-7.54 (2H, m), 8.94 (1H, br s).

ik EIMS m/z (. # % 3% E . ): 573 (M*),‘ 111 (100).

114 B o W 42

5

f 2-[4-(2- (K H MW -2- XK E)Z X )R K -1-%)-N-(2-F
f

i RE-3-MREE)ZME -2 RBE 2N :

€ 3-B B -2-(H 8K % )b i (248mg, 1.77mmol) Z THF (

_—_ e

S BB N B B o 3k )

<

(o

AUGER B AP BB EAZRE (CNS ) ALK (21029704 ) 96 39789
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B7

5 amst (0
Sal) B B P M A =2 B (197mg, 1.95mmo0l), ¥ F & K X

T W T Z M| (428mg, 2.12mmol) Z THF (1nD) & ¥,
MEITINE . BXERRBKER, AZBZEBEER. AR
EHAMmAAE KRGS, FEAXRBRMIERRREZEN, B
AAVREENE (RHAMN: CK : 28 ZBE=5: 1))AN
, A EBR RKE S ZIN-Q-FRE-3-k R)-2-RZHE
B 104me (W F 22%), |

-

El-[2- (X HER-2-ERE)ZEIRR - 2 =K I

( b bS5 o B N BT B 38 )

M i (190mg, 0.39mmol) R N-(2-H B % -3-M 0z ¥ )-2-&
Z M B (101mg, 0.39%9mmol) 2 Z W (5nl )& B % I A & 8 &
(214mg, 1.55mmol), MH¥E3 IABH . REBRHAKHE®E, H
ZMZERXR, AREARBNDRE XKER, A% KRB W
ﬁﬂ!i&l‘ﬁ#&ﬁmo BAANBAEEERFE (RRBREMS;: K
#h:B@=20:1)H%, e 2-[4-(2-(FHF 1w -2-8K
R)Z B IR S -1-% ]-N-(2-8 R % -3-w 0g & 12 B B 147
meg (lf ®74%), B MBI HEEFR2 EHE, MERS
BRERZENLEEY.

- fREE : 186 - 189°C
IR (KBr) cm~': 3424, 2926, 2553, 1702, 1504, 1453,

qj
3
g 'H-NMR (CDs0D) & :
Ry

W |. 2.65 (3H, s), 3.26-3.37 (5H, m), 3.60-3.80 (7H, m\), 3.79 (2H, s),
;:;s 7.31-7.38 (3H, m), 7.55 (1H, m), 7.61 (1H, m), 8.13 (IH, m),

: 8.38 (1H, m).

p EIMS m/z (%8 % 3 B ). 443 (M%), 125 (100).

Y N
c—*

L
AUGE RN PRI 5428 (ONS ) A4BLE (210X 2974 ) 97 397389
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A7
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T~ A3 ( g38)

WM Bl 43
P (4-[2-(E H IS0 -2-% K E)Z % IR -1-%1-N-(2-F
H-6-F R OE-3-t o E)Z BB NS

Wo3-B B -2-% % -6- (B B M )M oE R 3-B X -2- (F
RN, BREEmMLERZRE - BRE, BEEEE
BABRZEBNLE Y.

e : 116 - 117°C

IR (KBr) cm~': 3265, 2944, 1670, 1497, 1453.

}H—NMR (CDCls) & :

2.49 (3H, s), 2.54 (3H, s), 2.60-2.80 (8H, s), 2.82-2.95 (8H, n),
3.12-3.24 (2H, m), 3.43-3.57 (2H, m), 7.04 (1H, d, J = 8.6 Hz),
7.22-7.32 (2H, m), 7.44 (1H, d, J= 7.3 Hz), 7.58 (1H, d, J = 7.3 Hz),
8.30 (1H, d, J'= 8.6 Hz), 9.20 (lH, br's). |
EIMS m/z ( #0 % % B ): 457 (M*), 125 (100).

—
v

TTEASH . C2:H27Ns02Sz2 - 0.4H.0 . ..~
s+EME :C, 56.85; H, 6.03; N, 15.07; S, 13.80.
@ ¢ C, 56.94; H, 5.90; N, 14.94; S, 13.65.

w44
i 2-[4-[2-(EH MM -2-RRE)Z X IJRM-1-%]-N-(6-7
jf M oo2-F RE-3-W K Z BB - 2EME NS
151} B3-B % -6-F B -2- (F B K )M R R 3-B % -2- (F
2 WE M, BREBMAEEZRE  RE, BB ESG
2 BEBERZBENLS W,
8
fp

AR R L@ ) P BI R E A8 (ONS ) AL (210X 29704 ) 98 39789
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AT
B7

% gl (09

WEE ;200 - 203°C

IR (KBr) cm™': 3416, 2924, 1698, 1507, 1455.

|H-NHR (do-DHS0) & :

2.42 (3H, s), 2.49 (3H, s), 3.05-3.13 (4H, m), 3.22-3.30 (44, m),
3.38 (2H, t, J= 7.4 Hz), 3.49 (2H, s), 3.70 (2H, t, J= 7.4 Ha),
6.94 (1H, d, J= 7.9 Hz), 7.25-7.31 (2H, m), 7.52-7.60 (2H, m),
7.68 (1H, d, J= 7.9 Hz), 9.32 (1H, br s).

BINS m/z ( 48 % % . ): 457 (M%), 125 (100).

(i 220 S b B N BN B O3 )

2-[4-[2- (X 5 M -2-% 6 B )Z & Juk g -1-% ]-N-[2,4-
R E K -6-H B -3-tme E]ZBEBENE

PA3-M B -2,4-— B &K B -6-F B ot g AR 3I-B B -2-(
R E )RR, BEREmEMI2ERZIRE - BRE, B8 &
BB XEKRZEHNLEEY.

P 113 - 115°C

IR (KBr) cm™': 3326, 2944, 1698, 1600, 1504.

'H-NMR (CDCls) O :

2.42 (3H, s), 2.57-2.97 (10H, m), 3.13-3.22 (2H, m),

w 3.45-3.57 (2H, m), 3.84 (3H, s), 3.91 (3H, s), 6.42 (1H, s),
(= 7,22-7.31 (2H, m), 7.44 (1H, m), 7.58 (1H, m), 8.22 (1H, br s).
% Emus n/z (MM B OEL ) 471 (00), 307 (100).

5 STHEAM ¢ CoaHaoNs04S . |

T SHEME : C, 58.58; H, 6.20; N, 14.85; S, 6.80.

¥ EHME : C, 58.54; H, 6.24; N, 14.88; S, 6.79.

S YA . S —

L

AR N P B R F AR (ONS ) A4LEE (210X 297204 ) 99 39789
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EAN S RO
W OHE B 46

2-[4-[2-(KH 1B -2- B K E)Z X IR B -1-%1-N-[4,6-
W O(FOBR OB )-5- e R JZ BB N K4,6-% (B E)
-5-% B ol B (120mg, O0.7mmol)Z THF (2n])B B E ZE B W
AZZ B (78ng, 0.8mmol), B E M MMZ 8 | (141n¢,
0.7mmol), H#1 IBH. BEONAARRI=ZZHERNZ BN
, M1 AR, REBERAARR, AZBEN. 788K
XAK., MO RERKES, ARBESERRR M., B
BRAVOBEFRE (WB20e, BHMEMN; % : AW =5:1
VWM, BB E B R ZN-[4,6-% (F R E)-5-01 % X
~2- Z B B 78meg (B E 40%),
EL1-[2-(EH 15w -2-XERE)ZXEIRE - 2 = MZ
M (123meg, 0.25mm0l)Z Z 8 o) B B F KR X W A B 8
# (104me, 0.75mmol) R % i Fi M M 2 M B (782s, 0.25
mmol), ES50CHE]L ABK.,. REBIWHZBZEXR,
AFRERXAK,. BRREKES, ARBEHNEREBER X
AW, BERAMNAMEEFE (BREMBEN: B : 9 8=

5, 50: MM, BAREBHRKSEEZEMIES Y 0ne (K
i % 57%) ,

52 s : 171 - 172°C |

5 IR (KBr) cm™': 3441, 3280, 1699, 1528, 1412.

;L | 'H-NMR (CDCls) & :

i 2.54 (GH, s), 2.63 - 2.80 (8H, m), 2.86 (2H, t, J = 6.8 Hz),

b 3.21 (2H, 5), 3.49 (2H, t, J = 6.8 Hz), 7.22 - 7.32 (2H, m), |

A

7.44 (1H, m), 7.59 (1H, m), 8.67 (lH, s), 8.67 (1H, br s).

———___®

(oA ZE B SE R N Bt Emer 2k )
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AT
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oo O DD D

L~ AREABL (101

EIMS n/z (._ MHH M E ): 489 (M*-1), 339 (100).

ﬁiﬁ‘ﬁ' . Cz;HzeNeOzSa,
S : C, 51.41; H, 5.34; N, 17.13; S, 19.60.
TgE : C, 51.42; H, 5.45; N, 16.90; S, 19.41.

& X WA
2-(4-[2- (R 18 M -2- X 0 % )Z % IR B -1-% 1-N- (2,4,
6-= B X -3-UL 0 E)Z MB ZMNE

W3- % -2,4,6-Z B B M 0 R - X -2- (F K X)
o, EREEM2ER ZRE BB, BAKEH KL
RzZEWMEEY.

Y&% . 159 - 160°C

IR (KBr) cm™': 3262, 2943, 1666, 1500, 1453.

'H-NMR (CDCls) © :
.21 (3H, s), 2.46 (3H, s), 2.51 (3H, s), 2.65-2.80 (8H, mn),
.89 (2H, t, J= 6.9 Hz), 3.22 (2H, s), 3.51 (2H, t, J = 6.9 Ha),)

.94 (1H, s), 7.22-7.31 (2H, m), 7.44 (1H, m), 7.59 (1H, m),
.66 (1H, br s).

EIMS m/z (41 % % g ): 439 (M), 163 (100).
TREAH ¢ CosHaoNs0sS

SHM : C, 62.33; H, 6.69; N, 15.80; S, 7.24.
E@E : C, 62.26; H, 6.68; N, 15.62; S, 7.16.

AR SR iRy ,}"1'_1 PRI A AER (ONS ) AL (210X 29T A ) 101 39789
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Ak D47 IR
LA

=N

T AL
B o)

o>k

R
AETT -

A7
B7

£/

) (102
W Ml 48
2-[4-[2-(F 15w -2- X R E)Z % IR -1-%)-N-(2,4,
b-Z RAEE R )Z BB NS
£ 2,4,6-Z= R A B X B (219mg, 1.0mmol) 2 | i (3ml
)BE BE M A Z B (111eg, 1.lumol), BEEEZK A TR B
MM ZER (222mg, 1.lmmol), ME1 AB. KR EE
EYRG, BRERAZBMZERXR, sB-BERXAREER.
BBMEMNK. BARE KD, DRBENERRBEEEMN
c BREBRADRBREHFHFE (WR15¢, BHAM: Sk : AWM=
5: AN ACK -ZRELE S, BARKBHKE R 22
-#M -N-(2,4,6-=Z R E ¥ % )Z B B 275ng (I X 81%),
Bl-[2- (X HEM -2-ERE)ZEIRYE -2 =M 2
M (147ng, 0.3mn0ol) 2 Z W Ga BB PEEZEBER XM
A B B® (124ng, 0.9nno )R E M M M B 2 8 8 % B (102
ae, 0.3amol), MM 4 AK, REBEA AWM, BZ82
MR, sRMEEKXAKR. BAREARES, ARBNE
Mk xEN., READRBENE (WE12, BH B MW
ER:AE=5: DENBRACKR-AHBELSR, B8 X
B R BB ZE S W 750 (Ml X 48%),
e - 160 - 163°C
IR (KBr) cm™': 3433, 3239, 1666, 1498, 1455,
'H-NMR (CDCls) O :
1.21 (124, d, J = 6.8 Hz), 1.24 (6H, d, J = 6.0 Hz),

2.60 - 2.76 (8H, m), 2.84 (2H, t, J = 6.8 Hz), \
2.89 (1H, t%, J = 6.0 Hz), 2.98 (2H, t%, J = 6.8 Hz),

g’xi&ﬁ’f« RN P BB EAZR (ONS) ALK (210X 297204 ) 102 39789
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A7
B7

L

st (109

3.21 (2H, s), 3.49 (2H, t, J = 6.8 Hz), 7.03 (2H, s),
7.22 - 7.31 (24, w), 7.44 (1H, mn), 7.58 (1K, m), = |
8.67 (1H, br s). | |
BIMS n/z (M M % g ): 522 (M, 100).
ﬁ%ﬁm:c“mm&ﬁ

sbEm - C, 68.93; H, 8.10; N, 10.72; S, 6.13.
E@E : C, 68.89; H, 8.05; N, 10.64; S, 6.11.

S

2-[4-[2-(F H bk vk -2-% R B )Z % ]k o8 -1-8 ]-N-(2,4,
6-Z R A EXE)Z BB 2 NE
R2-BiBEEZEH R R R2-BREXH B, EREEH

A3 MR E  -BRE, S ERERZZENILEEY.
pEE 217 - 218 |

IR (KBr) cn-': 3440, 3292, 2059, 1670, 1498.

'H-NMR (CDCls) & :

1.22 (124, d, J= 7.1 Hz), 1.25 (6H, d, J = 7.1 Hz),

2.74-2.97 (11H, 1), 2.99 (2H, +%¥ ; J = 7.1 Hz),

3.24-3.27 (2H, m), 3.35 (2H, 5), 7.04 (2H, s), 7.19-7.24 (2H, m),
7.37 (1H, m), 7.65 (1H, m), 8.43 (lH, br s). J
EIMS m/z ( - 4 % %% g | ): 521 (M%), 372 (100).
FEAM ¢ CsoHesNsOS

S : C, 69.06; H, 8.31; N, 13.41; S, 6.14.
Zg: Co 69.18; H, 8.31; N, 13.16; S, 6.14,

w W B 50
2-[4-[2- (R H X -2-ERE)ZEIRS-1-%]-N-(2,4,
- A AEXEXE)Z BB 2 NE

AR R AN P B 4428 ( ONS ) ALK ( 210X 297K ) 103 39789
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A7
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7 a1

P2-% 2 X H X R 2-% % X 7 5,
A E ZRE - BRE, B8 EGERZBE N
M 1 117 - 118°C |
IR (KBr) cm~': 3435, 3263, 1683, 1668, 1493.
'H-NMR (CDCls) & :
‘1.21 (128, d, J= 7.1 Hz), 2.24 (6H, d, J = 7.1 Haz),
2.60-2.77 (8H, m), 2.83 (2H, t, J = 7.3 Hz),

B HEE KA
Ca /B

2.89 (1H, t¥ , J= 7.1 Hz), 2.98 (2H, +% , J= 7.1 Hz),

3.22 (2H, s); 3.54 (2H, t, J= 7.3 Hz), 7.03 (2H, s)

)

7.29 (1H, m), 7.41 (1H, m), 7.76 (1H, m), 7.85 (1H, n),

8.56 (1H, brs).

EIMS m/z (43 % % B ): 538 (M'), 359 (100).
TEMHT 1 CaoHeaN0S:

3+ : C, 66.88; H, 7.86; N, 10.40; S, 11.90.
@@ ¢ C 66.65; H, 7.79; N, 10.15; S, 11.79.

..

2-[4-[2-(7-50 & % B B ¥ 15 8 -2-F K ¥ )Z % J0R % -1
-E]-N-(2,4,6-Z B A EXB)ZEBBE NG :

WT-B & B 3% -2-REXHIEWRRN2-KEX HIIE

W, EHEmMGEHRE IR E - RE, B8 K

SRR N
fogh 153 - 155°C
IR (KBr) cn~': 3427, 3248, 1723, 1664, 1501.
'H-NMR (CDCls) & :
1.21 (12H, d, J = 6.8 Hz), 1.24 (6H, d, J = 6.8 Hz),

2.60-2.74 (8H, m), 2.85 (2H, t, J = 6.8 Hz), 2.86 (1H, +% , J = 6.8 Hz),“

2.98 (2H, t%, J=6.8 Hz ), 3.21 (2H, s), 3.51 (2H, t,

(=N A 2

J= 6.8 Hz),

|
\

R GR R N P B A% (ONS ) ALK (210X 297404 ) 104

39789
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4 ()

4.00 (3H, ), 7.03 (2H, s), 7.35 (1H, t, J = 7.8 Ha), |
© 77 (1H, dd, J= 7.8, 1.2 Hz), 7.88 (1, dd, J= 7.8, 1.2 o), |
8.56 '(mi br s). | - -
PIMS m/z (4B M % B ): 580 (M), 373 (100). i
=B A4 ¢ CasHeaNa04S | %
sim g : C, 66.18; H, 7.64; N, 9.65; S, 5.58. x

Zam : C, 66.27; H, 7.63; N, 9.46; é‘S, 5.52.
2-[4-[2- (M ok [4,5-bIob 0% -2- X R %)Z % IR -1-%8]- |1

N-(2,4,6-Z BRA EXE)ZEBE 2NE :
DL2-% 05 0 3 [4,5-b]wb e IR 2-% B X g w,
BEREWMBER IR E - BRE, EAERBHRE & ZH

=

s | 0 144 - 145°C R 1

IR (KBr) cn-': 3434, 3247, 2959, 1668, 1490.

'H-NMR (CDCls) & :
Lzlumnd,J=63HD,124km,d,J=&8Hw,

2.62-2.76 (8H, m), 2.84-2.94 (3H, m), 2.98 (2H, +%, J= 6.8 Hz),

g= 3.22 (2H, s), 3.56 (2H, t, J= 6.7 Hz), 7.03 (2H, s),

b 7.19 (1H, dd, J = 8.1, 4.9 Hz), 7.70 (1H, dd, J= 8.1, 1.5 Ha),
ﬁ 8.46 (1H, dd, J= 4.9, 1.5 Hz), 8.56 (1K, br s).

4 BINS /z ( H H % B ): 523 (), 372 (100).

% TR 1 CooHaiNs0:S

2 3@ : C, 66.51; H, 7.89; N, 13.37; S, 6.12.

EE ERE : C, 66.55; H, 7.94; N, 13.21; S, 6.13.

&

—_—— ey~
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® M P53
2 [4-[3-(E 1S 0 -2-% & %)% % IR E-1-%1-N-(2,4,
- RAREE)ZEEZNE

WOE N B 227 KM, b 1-(3-F 7 E )R ERR 1-(2-
BZEIRYE, SR 1-[3-(XF Bm)-2-BERE)AE IR
W2 SHMZME, EREXBMAHE ZRE - AE, M
AERBERzZEMLEEY.

fEE 125 - 127°C

IR (KBr) cn™': 3429, 3234, 2958, 1663, 1503.

'H-NMR (CDCls) & : | |

1.21 (12H, d, J = 6.8 Hz), 1.24 (6H, d, J = 6.8 Hz),
.04 (2H, z% , J=7.1Hz ), 2.51-2.56 (6H, n), -
.72-2.76 (4H, m), 2.89 (1H, +% , J= 6.8 Hz), .
.98 (2H, t% ., J= 6.8 Hz), 3.22 (2H, s),

.38 (2H, t, J= 7.1 Hz), 7.03 (2H, s), .

.21-7.32 (2H, m), 7.44 (1H, n), 7.59 (1H, n),

.58 (1H, br s).

O 3 W NN N O

EIMS m/z ( MM W OE  ): 536 (M*, 100).
i‘niﬁﬁ : CatHeaN40-S.
s stHE :C, 69.37; H, 8.26; N, 10.44; S, 5.97.

f'ﬁ HRME :C, 69.28; H, 8.28; N, 10.43; S, 5.98.
i B M Bl 54

i - [4-[3-(% 7 BE0E -2-2 66 )75 % 10k 1 -1-% 1-N-(2,4,
T

3 b-Z HEFEXE)ZBMB NG

i Wo2-B R K B MR R 2-B KK F N M, % K P

53 A TR E - B, BAKBERZENLELEW.

Vo e o s s e e e s et S e e e e

_______?\&

anl.
—— . ——— ——— ——— —— — — — — — — —— _———_—
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D~ BB ()

R : 229 - 231°C (d)
IR (KBr) cm™': 3433, 3261, 2961, 1654,
'H-NMR '(CDCls) & :
1.22 (12H, d, J = 6.8 Hz), 1.2 (6H, d, J= 6.8 Ha),
2.02 (2H, ¥, J=6.5Hz ), 2.58-2.68 (6K, m),
2.84-2.92 (SH, m), 2.99 (2H, 1%, J= 6.8 Ha),
3.31 (2H, t, J= 6.5 Hz), 3.32 (2H, &), 7.04 (2H, s),
7.17-7.24 (2H, n), 7.38 (1K, n). 7.65 (1H, n),
~ 8.50 (1H, br s). ‘
BINS /2 (48 H % g ): 535 (M), 139 (100).
TR+ CaiHasNsOS
SHEME : C, 69.49; H, 8.47; N, 13.07; S, 5.98.
HEME : C 69.415 H, 8.44; N, 12.82; S, 5.90.

| .
2-[4-[3- (X H Xt -2-BE R B )W B ok of -1-% ]-N-(2,4,
b-Z R AR EE)Z BB 2N -

R2-BE X H X RAR2-WEXHER, EFHEEHM
53 M zzRE - BRE, BARKRBESZZBENLEY.

Y& : 107 - 108°C

IR (KBr) cm™': 3436, 3227, 2956, 1669.

'"H-NMR (CDCls) & : , ‘

1.21 (12H, d, J = 6.8 Hz), 1.24 (6H, d‘, J = 6.8\HZ),
2.03 (2H, %%, J=17.1 Hz ), 2.50-2.55 (6H, m),
2.72-2.76 (4H, m), 2.89 (1H, +=% ,'J=<6.8 Hz),

2.99 (2H, t¥, J= 6.8 Hz), 3.22 (2H, s),

3.41 (2H, f, J=T.1 Hz), 7.03 (2H, s), 7.29 (1H, m),

” 39789
UG R AN T LR 544 (ONS ) AdILE ( 210 % 2014 ) 107

N B E k)
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7.41 (1H, m), 7.76 (1H, m), 7.85 (1H, m), 8.59 (IH, br s).
BIMS m/z (48 % % g ): 552 (M*), 385 (100).
FRAW : CouHeaN 08,

sHEE : C, 67.35; H, 8.02; N, 10.13; S, 11.60.

B : C, 67.20; H, 8.08; N, 10.01; S, 11.59.

B P56
2-(4-[3-(7T-F E E R E X H B W -2-BRE)NE R % -1
-E]-N-(2,4,6-Z RABEXR )ZEBE 2ZNE :
NT-FEEPRE-2-HEEHBERBRR2-BE X HFIS
W, BEEBMASIHE ZIRE - 2E, BEAERBHRE S

zB®LELEW

% 137 - 139°C

IR (KBr) cn™: 3433, 3260, 1727, 1661, 1505.
'H-NMR (CDCls) & :

1.21 (12H, d, J = 6.8 Hz), 1.24 (6H, d, J = 6.8 Hz),
2.06 (2H, EE., J=7.1Hz ), 2.562-2.57 (6H, m),
2.73-2.76 (4H, 1), 2.89 (1H, +% , J = 6.8 Hz),
2.99 (2H, % J=6.8 Hz), 3.22 (2H, s),
3.40 (2H, t, J= 7.1 Hz), 4.00 (3H, 's), 7.03 (2H, s),
7.35 (1H,t, J = 7.8 Hz), 7.77 (1K, dd, J = 7.8, 1.2 Hz),
7.88 (1H, dd, J= 7.8, 1.2 Hz), 8.58 (1H, br s).
EIMS m/z ( #0 % % B ): 594 ("), 348 (100).
TRAH ¢ CosHeoNa0oS |
SEME : C, 66.64; H, 7.79; N, 9.42; S, 5.39.
BRI : C, 66.49; H, 7.84; N, 9.12; S, §5.27.

F AR LR N P BN %A ( CNS ) AGILEs ( 210 2974 % ) 108 397389
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- A
2-[4-[3-(v% v¢ 3 [4,5-b]Mb m -2-% R & )W ¥ ] & -1-%
]—N-(2,34,6—EEW%%E)Z&&Z%%=

WM2-% &0 m 3 [4,5-b]lokk g MR 2-R B X 5 W,
BHRERASSHEE ZRE BB, B8 5B88822E01ML

aw.
gy : 156 - 157°C
IR (KBr) cm': 3433, 3248, 2958, 1662, 1496.
'H-¥MR (CDCls) O :
1.2L (12H, d, J= 7.1 Hz), 1.24 (6H, d, J = 7.1 Ha),
2.08 (2H, ZE , J= 7.1 Hz), 2.50-2.56 (6H, n),
2.72-2.76 (4H, m), 2.89 (IH, t% , J= 7.1 Hz),
2.99 (2H, £% , J= 7.1 Hz), 3.22 (2H, s),
3.43 (2H, t, J= 7.1 H), 7.03 (2H, s), -
7.18 (1K, dd, J = 8.1, 5.1 Hz), 7.69 (1H, dd, J= 8.1, 1.5 Ha),
8.45 (1H, dd, J= 5.1, 1.5 Hz), 8.59 (1H, br s).
BIMS m/z ( 41 B % FE  ): 537 (M), 139 (100).
FERAH ¢ Co0HusNs0:S
SEE : C, 67.01; H, 8.06; N, 13.02; S, 5.96.
w@E : C, 67.13; H, 8.12; N, 12.88; S, 6.02.

#
W B OHE B 58

i 2-[4-02- (8o -2-% K %)Z X IR % -1-%]-N-(2,86-
11; SRAE-I-BEFE)ZEEZNE

1" EK L TH2-M-N-(2,6-= B/ %% %)2Z 8 B (5.96
! g, 20mmol) i W BR B (100ml) % M, ¥ W & MK MKB (10

ml) 2 B M 8 (1.51g, 24mmol), MHB 102 & . REEN

S S N Bt sk )

———— e s

<

(e

KR R R i 0 P BB 5 ARA ((CNS ) AABLAE (210X 297 % ) 109 39789
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AR K, BRHAEY, BAZBZEXHR, AREKXEK
BN REKEF, ARBEMNERBER AN, BEAR
MROCRBER, BAXEGHRE L Z2-"-N-(2,6-= -

%

HAE-3-MEXE)Z M BO6.52¢ (% ¥ 95%), u
AT, R2-B-N-(2,6-— BEAE-3-BEZE)ZHB (é
MR 2-8-N-(2,6-— EFREXE)ZBEBE, B HEWH L ;%;
1A

AR E- - &1, BAEBEEIENLAY. .
. - o A
fREE o 143 145°C £

IR (KBr) cm™': 3432, 3293, 1663, 1527, 1496.

'H-NMR (CDCla) O :

1.21 (6H, d, J= 6.9 Hz), 1.33 (6H, d, J = 7.2 Hz),

2.63-2.70 (4H, m), 2.74-2.78 (4H, m), 2.85 (2H, t, J = 6.8 Hz),

2.99 (1, T¥ , J= 6.9 Hz), 3.23 (2H, s), 3.25 (1H, +% , J = 7.2 Ha),

3.49 (2H, t, J=6.8 Hz ), 7.22-7.31 (2H, m), 7.30 (1H, d, J = 8.5 Hz),
7.44 (1H, m) ,7.48 (1H, d, J = 8.5 Hz), 7.59 (1H, m), 8.81 (1H, br s).
EIMS m/z ( # H % & i 825 (M7), 375 (100).

TTESH ¢ CarHasNs04S

it HE: C, 61.69; H, 6.71; N, 13.32; S, 6.10.
E#®E : C, 61.62; H, 6.70; N, 13.15; S, 6.14.

BOAR B 59

2-[4-[2-(X H 8 ¢ -2-% 6 X )Z % Juk ¥ -1-% ]-N-(2,6-

—RERAE-3-_HEBEREE)ZEERNE
B2-[4-[2-(FEHFH B MW -2-F K £ )Z % 10k g -1-% ]-N

~e. 1 1 S - b g PR
prdin 3D OGRS e e ori R e SR

-(2,6-— R B -3-§ B ¥ X )Z B B (3.36g, 6.4mmol)

% e

————_—————-————-————’—-——————:‘3‘——————7«&!—-————————_———_—

Z 8 (35l ) BB M EKKL T A S (8.37¢, 128mmol), # E
$m%&&@ﬂ¢@@%ﬁ&(ﬂﬂ)M%%(Nm&ﬂ&%)

L

110 39789
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BTRESDE, BERERAZHEZERRR AAKE R
B, KBHBEH. BEAKHEL A RSB NALHE L0,
AR B RN, AREAMARE KRGS, AREBHK
BB EEN, FEAZHELEBRAAN -—CRELER, M
BEBHRE R Z2-[4-[2-(FH 1w -2-ERE)Z X IR
Bo-1-%]-N-(3-B % -2,6-- BEAEXE)Z B B2.90e(¥
® 91%),

W 3 Z M B (248mg, 0.5mmol)Z Z M (2nl)® B % %
W Hk X M A 37%F B K ¥ W (405mg, 5.0mmol) 2 Z W (1nml)
W% . WM B (126mg, 2.0mmol)Z Z W 2a)B WK
Z B (0.1nl), BMH1 MK, BRERRAHE, AKHEM,
HzMzEENR, sAERXAAK. BERREKES, A
RBAERRR AN, BAANEAERNE (RMS
W B FE=20: AN, FEBIHEERAAE -
ERERER, BARGHREBZEMLSP100ng (KX

38%) .

K= 159 - 161°C

IR (KBr) cn™': 3432, 3302, 2936, 1667, 1500.

‘H-NMR (CDCls) & :

1.18 (6H, d, J= 6.8 Ha), 1.30 (6H, d, J = 6.8 Hz), 2.61 (GH, s),
2.63-2.67 (4H, m), 2.74-2.78 (4H, m), 2.85 (2H, t, J= 6.8 Hz ),
2.92 (IH, %, J=6.8 Hz), 3.21 (2H, 5), 3.49 (2H, t, J = 6.8 Hz ),
3.77 (1H, ¥, J=6.8 Hz), 7.16 (2H, s), 7.21-7.30 (2H, ),

7.44 (1H, m), 7.59 (1H, n), 8.74 (1H, br s).

EIMS m/z ( #H8 B 3 B ): 523 (M*), 323 (100).

FARH R0 BRE AR (ONS) A4RLAS (210X 29704 ) 111 39789

(3o 2 0 B B (4 BT  R )

—— 9

N -t
«.—\



589308

A7
B7

5ooamste (MY

;ﬁiﬁ‘*ﬁ‘ . Cst41NstS
stgg ¢ C, 66.51; H, 7.89; N, 13.37; §, 6.12.
@ C, 66.28; H, 7.95; N, 13.35; §, 6.11.

Bk 60
2-[4-[2-(F H 1B -2-B K % )Z & ]k -1-%)-N-(2,6-
—TRERAE-3-(FRE)DXE)I]ZHEMBE2ZNBE :

BN-[3-BE % -2,6-— E A EEXXE]-2-[4-(2-BZ %)
W % -1-% )Z BB (500mg) 2 — B B R AW (10nl)&F &
ZEl1I0OCMBME TR E M EHBR XS (Inl), EH —
B ERMBE200 8, REBRARAHG ., FREAZBREHD
BEFE (BRE®: "4 : P®=20: 1))FN, B8N
2,6-— B B -3- (B R BE)F E)-2-[4-(2-B Z &)W % -1
-8 1Z B B 370mg (W E 68%) .

T, AN-[2,6-Z BRAE-3-(F W E)EE]-2-[4-(
2-MZ E )R E-1-X ] Z BB RRAN-(2,6-= R & X &B)-
2-[4-(2-B Z B2 )RR ¥ -1-B )z 8Kk, THREREHA 11BN
zZ R K -BRE, BAXEERK ERZEMNLEEW.
fEs : 148 - 150°C
IR (KBr) cm™': 3286, 2960, 2817, 1664, 1499, 1455.

'H-NMR (CDCls) & : |

1.12-1.27 (6H, m), 1.28-1.44 (6H, m), 2.43 (3H, s),

2.59-2.79 (9H, m), 2.81-2.88 (2H, m), 2.92 (1H, t%¥ , J= 6.8 Hz),
3.21 (2H, s), 3.49 (2H, t, J= 6.6 Hz), 7.16-7.30 (4H, m),

7.43 (H, d, J= 7.3 Hz), 7.58 (1H, d, J = 7.3 Hz),

AR SR 8 1 B 54 ((ONS ) AGLAE (210297 % ) 112 AR

GBS Ee )

W

e

< 39t o 4 ok
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8.73 (lH, br s).

BINS m/z ( # B % g ): 526 (M), 56 (100).
TESH : CesHssNe02S2 + 0.4H20

g C, 62.98; H, 7.32; N, 10.49.

=@ C, 62.79; H, 7.32; N, 10.76.

B il 61
2-[4-[2- (K H1Emw -2-R KR E)Z X IR -1-%]-N-(2,6-

—EFE-3-BEE )ZEBEZIRE

e o-[4-[2-(E HF 1B m -2-X K E)Z X IWR%E-1-%]-N
~(3-BE X -2,6-— R K ¥ ¥ )Z BB (198ng, 0.4mnol) A
6% M K (3.4nl) & W, EO%Z]JAEEBI&&!(%H. 0.5
nmol)Z K B ¥ (0.8nl), ZH — R EMBEI> &, BRXE
WM MR e SR 140°C In B M OB B R K (40ml). W
W EEBEERRS, ARBENTH, BRHER,
EREBRXAAK, BN REKES, ARKRBEECRE
BRExaM.,. BREANAAFEEFE (REAEN; RE : M
e R @M =20:1)HN, B8 BEMMLEY1T8neg (K X 89K)
, AZBROKBESR, BARBHKE &

Y525 1 96 - 98°C
IR (KBr) cn-': 3282, 2058, 1667, 1499, 1454.
"H-MMR (CDCls) 6 :

1.16 (6H, d, J = 7.1 Hz), 1.34 (6H, d, J = 7.1 Hz),
2.60-2.78 (8H, m), 2.84 (2H, t, J = 6.8 Hz),

AR R i A P BB 4 A2 ( ONS ) A4BLAE (21029704 ) 113 397389
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2.89 (2H, T¥ , J = 7.1 Hz), 3.14 (2H, t, J = 6.8 Hz),

3.20 (2H, s), 3.49 (2H, t, J = 6.8 Hz), 5.31 (IH, br s),

6.65 (1H, d, J = 8.3 Hz), 6.99 (IH, d, J = 8.3 Hz),

7.24 (1H, td, J = 8.5, 1.4 Hz), 7.28 (1H, td, J = 8.5, 1.4 Hz),

7.43 (1H, dd, J = 8.5, 1.4 Hz), 7.58 (1H, dd, J = 8.5, 1.4 Hz),
8.70 (1H, br s).

EIMS m/z ( HOH m o ): 496 (M), 125 (100).
ﬁ%ﬁﬁ . CziHaaanOzS.

sHHE : C, 65.29; H, 7.31; N, 11.28; §,6.4.
E®E - C, 64.65; H, 7.32; N, 11.16; S,6.36.
B M Bl 62
2-[4-[2-(F 5 v -2-H iR B )Z %X ok & -1-8 ]-N-(2,6-
SERE-3-RRMEEEE)ZME NS

M 2-[4-[2-(F H 15 g -2-K 6K % )Z % ok g -1-% ]-N
-(2,6-— RA R -3-BXHE)Z BB (149mg, 0.3mmol) X =
Z B (91mg, 0.9mmol ) Z THF (2 ) W E % &2 T A B W
B ® (103mg, 0.9mmol )M ¥ 302 @ . B M A= 2 Bt (46ng,
0.45mmol) R M W B ® (52mg, 0.45mmol), M H 205 & .
FEBEBABXKER, BHZBZEBEXR., ARMEKXAHK,
A REAKBER, ARBMNERERZEN, RBEAVRE
A (W B20e, RUMBEM: R : F8=20: 1B R,
MERHESESAAAERCKRBSES, IAKBERZE
Mit&®120neg (K X 708),

AR N P U B4R ( ONS ) AdBLES (210X 297K ) 114 39789

2R B BN BT B ok )
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5Bh : 164 - 166°C (M)

IR (KBr) cm™': 3433, 3273, 1668, 1450, 1455.

'H-NMR (CDCl.) & :

1.19 (6H, d, J= 6.8 Hz), 1.33 (6H, d, J = 7.3 Hz),

2.65-2.81 (8H, m), 2.86-2.90 (2H, m), 2.94 (1H, £ %, J= 6.8 Hz),
3.22 (5H, s), 3.34 (1H, © %, J= 7.3 Hz), 3.51 (2H, t, J= 6.7 Hz ),
7.21 (1H, d, J = 8.5 Hz), 7.23-7.31 (2H, m), 7.39 (1H, d, J = 8.5 Hz) ,
7.44 (1H, m), 7.58 (1H, m), 8.72 (1H, br s).

EIMS m/z ( M ® 3 & ): 574 (M*), 410 (100).

STHEAHM ¢ CosHasNa0sS2 -+ 0.2H:0

se : C, 58.15; H, 6.69; N, 9.69; S, 11.09.

=aE : C 58.18; H, 6.63; N, 9.74; S, 11.05.

W B M 63
2-[4-[2-(EH 1B W -2-%X K %X)Z % IR E -1-%]1-N-(2,6-
SRAE-3-ZMEEXEE)ZEB NS

E2-[4-(2- (X B0 -2-% K X )Z E 1R E-1-% ]-N
-(2,6-Z R R -3-BFX & )Z M B (176mg, 0.354mmol) 2
o (1ml)® WP A Z BB (201), & T8 B ¥ 005 & .
ERERABRBEN KP A, FZMZEYR, 588 KX
Ak, BAREKAES, IHBNEREREZAM, RE
B R E K (5B 20e, RM S M R H : BE=30: 15
20: DM N, FIMB 2 EBERAAMRCHBLE R, A
WM R B2 H M A W 140ne (K E 73%),

(oD Bom kB N RIS B Rk )

w.
— — — — — — reg e ——

ot
—
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s : 120 - 131C

IR (KBr) cn™': 3436, 3291, 1760, 1665, 1499.

'H-NMR (CDC1s) @ :

1.20 (6H, d, J= 6.8 Hz), 1.26 (6H, d, J= 7.1 Ha), 2.32 (3H, s),

2.64-2.81 (8, n), 2.86-2.92 (2H, n), 2.95 (IH, &% , J= 6.8 Ha),
L (I, £, J=T.01H), 3.2 (20, 5), 3.51 (28, t, J= 7.0 o),

6.98 (1H, d, J= 8.5 Hz), 7.18 (1§, d, J= 8.5 Hz), 7.23-7.33 (2H, n),

7.44 (1H, m), 7.59 (1H, m), 8.60 (lH, br s).

EINS m/z (H B B OB ): 538 (), 388 (100).

FERSH : CoolaeNa0:S - 0.4H:0

SEAE : C, 64.02; H, 7.15; N, 10.30; S, 5.89.

B iE : C, 63.64; H, 7.10; N, 10.23; S, 5.92.

WM oA 64
2-[4-[2- (K F 1o -2-% W E)Z % 10K % -1-% ]-N-(2,6-
SRAE-3-FAEEE)ZRM - 2HME 2 NS -
E2-[4-[2-(E 18 W -2-X B % )Z % 1R f -1-2% ]-N
“(2,6-= R WX -3-BEXE)Z M B (200ng, 0.40mmol) >
DMF(Zml)ﬁﬂE“PDﬂ)\ﬂﬂ:ﬂ’j(Zlmg. 0.48mmol), #& 40T W
102 @ % M A B ¥ % (68ng, 0.48mmol), M I 1 /4 B .
. REBERKBE, BZBZEXR., s M E AR E K& =
Ll o ARAKBRBBERRBR AN, READEE N S (B
I MEM: R : PE=50: DN, WB2-[4-[2-(%
Gl WM -2-B R E)ZE IR -1-K]-N-(2,6-= KKK -3-8
Tl REFEIZEBEATec (W X 23%), BB ZHMBENFM 26 &
BREBLE,. NARGRABRZEMNLL Y.

L

(b S B B R )

KR A 6 BB 5424 ( ONS ) AdLAS (210X 29724 )
AHGE R B P B R 5 A2 ( 1186 39789
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f%%ﬁ : 218 - 222°C
IR (KBr) cn™': 3432, 2963, 1669, 1506, 1454,
!
'H-NMR (CDs0D) ¢ :
1.17 (6H, d, J= 6.8 Hz), 1.29 (6H, d, J = 6.8 Hz),

2.96 (1H, + % J=6.8 Hz), 3.17 (1H, £t %, s=54.3 Hz),

3.47-3.64 (10H, m), 3.67-3.75 (2H, m), 3.81 (3H, s),

4.11 (2H, s), 6.97 (1H, d, J= 8.8 Hz), 7.17 (1H, d, J = 8.8 Hz),i
7.28-7.37 (2H, m), 7.53-7.63 (2H, m).

EIMS m/z ( 48 % % ® ): 510 (M*), 360 (100).
i‘.%ﬁ}*ﬁ . CzaHasN40332 - 2HCI - 0.6H-0

iEE : C, 56.58; H, 6.99; N, 9.43; Cl, 11.93.
@M C, 56.88; H, 6.94; N, 9.47; CI, 11.64.

e P65
2-[4-[2-(E # 18w -2-B R E)Z % Ik % -1-%1-N-[2,6-
CRAE3-(-ZEEZEE)EEIZEE 2 NE
FE2-[4-[2-(F 74 08 o -2-% B % )Z X J0R 85 -1-2 ]-N
-(2,6-= R A % -3-% %X %)Z M B (150me, 0.30mmol) 2
ZW Ga)BERFTMA2-MZEZB CaDREREH - &1

7 S W M8 R MM (40wt%, 225mg, 1.51mmol), # # 414 B,
;}JZ Bt RBsB A KER, AZBZBER.,. AHRE
j; FREKES, AEAXKGEMNERRBREZAN., BARAN
2 weEENRFZ(BRHMAEMN: Eif: St P R=20:1M9
%:’ N, EHE S HZBZE -CRAEER, BEARKGBBXRER
%’i’ 2 BMIES W 120meg (R F 70%) o

(o Provd Sk b N B E sk )

_‘ anl, '

AR N T R 5 A2 (CNS ) AL (210 2974
HUHE LR P B GARA (ONS ) AGRA (210297204 ) 117 39789
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7% 100 - 103°C
IR (KBr) cm™': 3282, 2960, 1661, 1498, 1454.
'H-NMR (CDCls) & :
1.17 (6H, d, J = 6.9 Hz), 1.23 (3H, t, J = 7.0 Ha),
1.32 (6H, d, J = 6.9 Hz), 2.62-2.79 (8H, m),
9.86 (2H, t, J= 6.2 Hz), 2.93 (1H, t ¥, J= 6.9 Hz),
3.19 (1H, £ %, J=6.9 Hz), 3.21 (2H, ), 3.50 (2H, t, J = 6.2 Hz),
3.59 (2H, g, J = 7.0 Hz), 3.81 (2H, t, J = 5.1 Ha),
4.09 (2H, t, J= 5.9 Hz), 6.83 (1H, d, J = 8.7 Hz),
7.09 (1H, d, J = 8.7 Hz), 7.22-7.30 (2H, m),
7.43 (1H, m), 7.58 (1H, m), 8.56 (1H, br s).
EIMS m/z (- # #® % & ): 568 (M"), 276 (100).

C TEAM :CaiHeaNi0sS
stE1MH® . c, 65.46; H, 7.80; N, 9.85; S, 5.64.

@ E : C, 65.16; H, 7.75; N, 9.81; S, 5.70.

Wi Bl66 |

2-[4-[2-(F 1w -2-B K X )Z & I/ ®-1-8]-N-(2,6-

TERE-3-BE-4A-HEXR)ZEBEZRIE
Mo-[4-[2-(E HHmw -2-E K E)Z X JR¥E-1-%]-K

,x; “(2,6-— B A E-3-B X% )Z BB (107ng, 0.22mm0l)2
}J ZW e )BEBEKS FTMABBRZ ME (1450g, 0.75

,;, amol), WH 109 8@, REEEKBE, A BB LN K
% FEMBBREARGER?2 X, B ABARE K& S,
7 AEAKRBNERER AN, RAEANBEEE & (
%j BMAM: B FEM=20: DEN, FHEAZEHE LA

Fif-—-Z2BMzZE-CRESL, KAXBRAERAZEN

5 S B B 2 )

B

(=i

<

e & ®
‘—4\ _———————————————— pw___'—"_"—'__—_—_——'_
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& ®Woé6ong (i T51%),

= ;139 - 141C

IR (KBr) cm™': 3256, 2962, 1690, 1480, 1454.

'H-NMR (CDCls) & :

1.21 (6H, d, J= 7.0 Hz), 1.38 (6H, d, J= 7.0 Hz),

2.63-2.73 (4H, m), 2.73-2.79 (4H, m), 2.87 (4H, t, J = 6.9 Hz),
2.92 (1H, %, J=17.0Hz), 3.20 (1H, t %, J= 7.0 Hz),

3.22 (2H, s), 3.50 (2H, t, J = 6.9 Hz), 7.23-7.32 (2H, m),

7.44 (1H, m), 7.58 (1H, m), 7.93 (1H, s), 8.83 (1H, br s),
11.10 (1H, br s).

BINS m/z (.48 % % g ): 541 (M*), 377 (100).
TTESH :C27HasNsOsS

StE : C, 59.87; H, 6.51; N, 12.93; S, 5.92.
Z@E : C, 59.81; H, 6.64; N, 12.94; S, 5.84.

WM B 67
2-[4-03- (% 2 B ok -2-% 0k %) % IR -1-%]-N-(2,6-
CEAE-3-MEXRE)ZEBE 2N
E1-[3-(EH 1w -2-ERE)AEIRSE - 2 = Z
B % (206mg, O.4lmmol) B N-(2,6-= 8 7 % -3-8 % % %)
2-#W Z B B (140me, 0.41lmmol)2 Z M (5ul)® B % M A
B B % (226mg, 1.63mmo0l), MH2 AW . RE®AKH
B, HZBMZEXR, ARMEARADREAES, AKX
RENEHRERZEM, FEAZALERARGTRZEMZ
B-CRBES, BAREBHREEZEMEEMW179s(
ity % 81%)

FHGH KL P R 5 A4 ((ONS ) AABLIE (210X 297 % ) 119 39789
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(120>

5% : 156 - 158°C

IR (KBr) cm™': 3277, 2936, 1665, 1499, 1455,

'H-NMR (CDCIs) & :

1.21 (6H, d, J = 6.9 Hz), 1.32 (6H, d, J = 6.9 Hz),
2.05 (2H, cE¥, J=6.9 Hz), 2.51-2.62 (4H, 1),

2.55 (2H, t, J = 6.9 Hz), 2.73-2.79 (4H, n),

2.99 (1H, £ %, J=6.9 Hz), 3.24 (2H, s),

3.25 (1, T #, J=6.9 Hz), 3.38 (2H, t, J= 6.9 Hz),
7.24-7.31 (2H, m), 7.30 (1H, d, J= 8.7 Hz), 7.43 (1, n),
7.47 (1H, d, J = 8.7 Hz), 7.58 (1H, m), 8.83 (1H, br s).
EIMS m/z (M 3 B ): 539 (M%), 193 (100).
FTEESH ¢ CosHsoNsO4sS

st EE : C, 62.31; H, 6.91; N, 12.98.

BHME : C, 62.23; H, 6.94; N, 12.85.

% M5 B 68
2-[4-[3-(E 15 M -2-% R %)W % J0R B -1-%1-K-(2,6-
—EFRE-3-(RRE)ERIZEBRZNE

AN-[3-B % -2,6-— RAEXEXE]-2-[4-(3-BA X&)
WROBE -1-% 1 Z BEBE A N-[3-BK % -2,6-= RA %% %]-2-
(4-(2-BZ E)RB-1-%1Z BB, ERKWAGOMMA 2
RE - B2, SAXRBECBRERZENLEY.

mEn : 126 - 127°C

IR (KBr) cm™': 3271, 2961, 1662, 1499, 1454.

'H-NMR (CDCla) G :

1.13-1.22 (6H, m), 1.30-1.39 (6H, m), 2.04 (2H, L% , J= 6.9 Hz),
9.43 (3H, s), 2.51-2.57 (4H, m), 2.54 (2H, t, J = 6.9 Hz),

AR 3N P B AR (ONS ) A4 (210X 297 % ) 120 39789
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9.79-2.80 (5H, m), 2.93 (1H, t% , J=6.9 Hz), 3.21 (2H, s),
3.38 (2H, t, J= 6.9 Hz), 7.16-7.31 (4H, m), 7.43 (1H, n),

7.59 (’lH, m), 8.76 (lH, br s).
EIMS n/z ( HoH R E ): 540 (M*), 70 (100).

i‘.%ﬁ*ﬁ . C29H40N40232 ‘

$HE : C, 64.41; H, 7.46; N, 10.36.
@i : C, 64.46; H, 7.48; N, 10.55.

B A 69
2-[4-[3-(FE H 1B mw -2-B K X)W B Ik ®-1-8)-N-(2,6-
—REFAE-3-BERE)ZEMBEZNE:
M2-[4-[3-(K#18m -2-B K E)RN X I ®-1-%]-N
-(2,6-— RAE-3-HEXE)ZBEBERMRAN2-[4-[2-(F#
o -2-K R OE)Z KX IR B -1-%]-N-(2,6-= RAE-3-W
EXE)ZEBE, BEHREEMOIERNZZRE - #B, B8
EEBRRKERIENLELEY.

%15 . 176 - 178C
IR (KBr) cmn™': 3263, 2960, 1665, 1496, 1454.

'H=NMR (CDCls) G : |
1.16 (6H, d, J = 6.9 Hz), 1.34 (6H, d, J = 6.9 Hz),

9.05 (2H, HZE , J=6.9 Hz), 2.51-2.60 (4H, m),

2.54 (2H, t, J = 6.9 Hz), 2.70-2.77 (4H, m),

9.91 (1H, £t% ., J= 6.9 Hz), 3.16 (1H, +% , J = 6.9 Hz),
3.1 (2H, s), 3.38 (2H, t, J= 6.9 Hz), 4.80 (1H, br s),
6.66 (14, d, J = 8.4 Hz), 7.01 (1H, d, J = 8.4 Hz),
7.22-7.30 (2H, m), 7.43 (1H, m), 7.59 (1H, m),

}\

MR B P F AR (CONS ) AddLEE (210X 29720 % ) 121 397389
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8.60 (1H, br s).
EIMS m/z ( # H % E y: 510 (M*), 70 (100).

E%ﬁ}*ff . CzsHasN40sS
SHHEHE: G 65.85; H, 7.50; N, 10.97.
ZElE C, 65.66; H, 7.52; N, 10.80.

B M 70
2-[4-[3-(E 1Bk -2-% K % )F % IR ®-1-%]-N-(2,6-
—RAE-3-FEEFEIZEBRZINE
B2-(4-[3-(EH 1w -2-XHRE)AEIRK-1-%]-K
“(2,6-— R A% -3-B X % )Z 8 B (150ng, 0.29mmol) A
BE(2nl)RZHM (3al)B M, MANN-Z B A X Z B, (227
mg, 1.76nno )R ZEH E AW R EER PR -C R & W
(2.0M, 0.88ml, 1.76mmol) M B 14IH . B X EEKRE,
MABBED KEEMRERBZBZEER. ARERKX
HAK., mAORE KRS, AXEAKRENCRBRE XEN
RERAYVBEFE (BRHEAM: SR : AM=7: 3N,
HEAsEERAZBZERCKRBE S, BARBH X

R ZE®BMGSY3lneg (K F20%),

4.

:ﬁ ygh ;105 - 107°C

i IR (KBr) cm': 3289, 2959, 1663, 1501, 1454.

‘;j 'H-NMR (CDCls) & \
" {17 (64, d, J= 6.9 Ha), 1.29 (6H, d, J = 6.9 Hz)
? 2 04 (2H, TE, J= 6.9 Hz), 2.51-2.59 (41, n)
%:' 2 54 (2H, t, J = 6.9 Hz), 2.71-2.78 (44, n),

S

9.92 (1H, t# , J= 6.9 Hz), 5.19 (14, t#., J= 6.9 Hz),

e e e '
— e T e e T D T e e e e e e e e e e e e —

@
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3.38 (2H, t, J=6.9 Hz), 3.80 (3H, s),

= 8.6 Hz), 7.12 ‘(1H, d, J= 8.6 Hz),
7.59 (1H, m), 8.60 (1H; br s).

s

3.21 (2H, s),
6.84 (1H, d, J
7.22-7.31 (2H, m), 7.43 (1H, m),
RIMS n/z (.M H B E y: 524 (M), 290 (100).

OB 71
2-[4-[3-(H 8w -2-% R %)/ % J0R % -1-%]-N-[2,6-
SRAE-3-Q-ZREZEE)EEIZEB NS

EN-(2,6-— R E-3-BFX)-2-[4-(3-BFH %)WK
B -1-% 1Z B B (180mg, 0.61mmol) Z DMF(3ml)&E B W A 2
- ZEZB (2al)R M - ® B RGN (40vey,
355mg, 2.39mmol), ES50T M ¥ 3 MK . KELN BB R
BEAAKRY, AZBZEEN. #AFABRDRE K%
B, AEARBMIEREREZEN. READEEF B (
BBAM;: B4 : F@=20: DAY, BAKEB XL SR
ZN-(2,6-- RAX-3-(2-ZHEZHEE)X%)-2-[4-(3-
AH %R E-1-% 12 8 B 90ne (I ¥ 42%),

WF, MN-(2,6-=RAE-3-Q-ZHEZHE)XE
)-2-[4-(3-BAE)RB-1-X 1 ZMBERRAN-(2,6-= BA
! EXE)-2-4-2-BZE)RB-1-BIZHE, ERERE
i MlIERAZRE - A8, SAKCHRBERAZANLEY

o

i 7 - 99 - 100°C

7 IR (KBr) cm~': 3267, 2962, 1664, 1501, 1455.
71

r 'H-NMR (CDCls) O :

1.17 (6H, d, J = 6.9 Hz), 1.23 (3H, t, J = 7.0 Hz),

(oD 2 0l B N B R 3 )

e e e e Q\\\._______-___,
— (THe S S e e e e e e e s e e

@
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1.32 (64, d, J = 6.9 Hz), 2.04 (2H, BE¥ , J=6.9 ),

5 51-2.59 (4H, m), 2.54 (2H, t, J= 6.9 Hz), 2.70-2.77 (4H, m),
291, (1H, t# , J=6.9 Hz), 3.16 (1H, t% , J=6.9 He),

3.91 (2H, s), 3.38 (2H, t, J= 7.0 Hz), 3.59 (2H, g, J = 7.0 Ha),
3.81 (2H, t, J= 5.1 Hz), 4.09 (2H, t, J=5.1 Hz),

'6.83 (1H, d, J = 8.8 Hz), 7.09 (1H, d, J = 8.8 Hz),

7 92-7.31 (28, m), 7.43 (1H, m),.7.59 (1H, m), 8.59 (1H, br s).

EIMS m/z ( % 3% K ): 582 (M*), 139 (100).

% W B 72
2 [4-(2-(E H IS0 -2-X R E)Z % 1R -1-% ]-N-(2,6-
SRAE-A-EEEIZEE NS

EWEM W (5lag, 0.5mmol) 2 K (1al)# B
o A B M B (1.67mg, 1.0mmol), MMB BB E KRB T
WA G @B (T3mg, 1.lamol), W I M & B (0.2501) @
NERE BB R,

% H W AW (212ng, 5.5mmol)Z K (1.2a1) & & &
A3, 5-— R EEE (1720, 1.0mnol), MM & W& & K
TR MM AN FEN 2B BE, EETETRE2 AW

ac; c HS0OCMAETRBENEEZERERZABABRHARSLL
“”
3 , ESOTMBEBL2 MK, RERAYHREEBRNFEY, &

E
P BETHRESR, B8 BRBHRE R Z4-BE-3,5-2 &

; X X B 107neg (B ¥ 58%),

4’4{ MT, MAa-B % -3,5-—BEREXBMRR2,4,6-=

AL

" AEERE, SRKEMACHE 2R E - BRE, B8 &6

MERZBBNLEEY.

|

(mAPrIpS Bos ik B N Bt Em sk )

e

o\,

o—i

@

AR R B8 N P BUB 544 (ONS ) AdBLAE (210X 297204 )
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pEs 162 - 164°C

IR (KBr) cn™': 3307, 2961, 1665, 1499, 1455.

'H-NMR (CDCs) 6 : |

1.17 (12H, d, J = 6.8 Hz), 2.60 - 2.76 (8H, m), 2.85 (2H, t, J = 6.8 Hz),
2.93 (2H, t#, J = 6.8 Hz), 3.20 (2H, s), 3.49 (2H, t, J = 6.8 Hz),
5.59 (1H, brs), 6.62 (2H, S), 7.22 - 7.31 (2H, n), 7.44 (1H, ),

7.58 (1H, m), 8.47 (1H, br s).

EIMS m/z ( #0 # 3& B ): 496 (M), 97 (100).
TR : Co1HseNa0aS ’
sTHE . C, 65.29.; Hv,b 7.31; N, 11.28; S, 6.46.
BEIE . ¢, 65.35; H, 7.42; N, 11.12; S, 6.41.

BB 73
2-[4-[2-(X #F w w -2-E % £ )Z X Ik ¥ -1-%]1-N-(4-2Z
BEE-2,6-- RAEXE)Z BB NB :
B2-[4-[2-(EHF 1B W -2-BHX)Z B I BE-1-%]-N
-(2,6-— R W ¥ -4-% X X )Z B B (149ng, 0.3mmol) 2 M
W (I1ml)ZE K% T W M Z ®E (20l), EEZEREI DB,
REBERABAOBRBEENKPHN, BZBZBEXR., 5@
BERXAAK,. BRREXKER, IRENERBR M
c REBARAVWRBEFE (RM BN EH : F8B=20: 18N
, ﬁﬁﬂéﬁﬂﬁ%ﬁZEB‘J%%%l%mg\(‘&*loo%)o

fEE . 126 - 129°C

IR (KBr) cm™': 3440, 3275, 1762, 1664, 1498,

'H-NMR (CDCls) O :

1.20 (12H, d, J = 6.8 Hz), 2.30 (3H, s), 2.60 - 2.78 (8H, m),

9.86 (2H, t, J = 6.8 Hz), 2.99 (2H, t% , J = 6.8 Hz), 3.22 (2H, s),

M R i 0 P B 5424 (CONS ) A4S ( 210X 297 % ) 125 39789

\
W

k)

2 R e B v BTk =

(=93

® e
——— e



589308

A7
B7

Z a2

3.49 (2H, t, J = 6.8 Hz), 6.89 (2H, s), 7.22 - 7.31 (24, n),
7.44 (1H, m), 7.59 (1H, m), 8.60 (1H, br s).

EIMS m/z ( #0 % 3 & ): 538 (M%), 276 (100).
SREAHT ¢ CooHssNe0sS - 0.2Hs0 ' |
SHHME : C, 64.23; H, 7.14; N, 10.33. )
EHEME : C, 64.22; H, 7.08; N, 10.27.

WO P74
2-[4-[2-(E 5 g -2-B K B )Z B ]k vg -1-% ]-N-(2,6-
“TEAERE-A-FHEBEEXRE )ZEBEZIRE
T2-[4-[2-(EH B -2-BKE)Z X JoRvg-1-%]-N
-(2,6-—_ R A B -4-B X B )Z M B (50mg, 0.1mmol) Z THF
(lnl)BEBEFP WMA=Z2Z B (30mg, 0.3mmol), BFE KR T
#omEP MM E (34meg, 0.3mmol), EE @ MBE2 MK, K
BEHREHAKE®R, AZBMZBXR.. ARERXA K. ®
MARBEXKEF, IERBRIEREREEN. BERARAS
HE W (RBMEM: H49: FE=19: 1)FN, B8 &K

B MRS ZHEMLSW4Tne (L E 82%),
% . 115 - 117°C

IR (KBr) cm™': 3436, 3222, 1666, 1497, 1367.

'{-NMR (CDCls) O:
1.21 (124, d, J =

2.85 (2H, t, J =
3.14 (34, s), 3.22 (2H, s), 3.49

6.8 Hz), 2.60 - 2.77 (8H, m),

6.8 Hz), 3.00 (2H, t% , J = 6.8 Hz),
(2H, t, J = 6.8 Hz), 7.08 (2H, s),

S Tag S ag
S HOm S NE S NE

ﬁ 7.99 - 7.31 (2, m), 7.44 (1H, n), 7.59 (1, m),
Al
i 8.63 (1H, br ).

EIMS m/z ( M % iﬁ i1 ). 574 (M*), 125 (100).

(A DrE o o B N BT Ak )

e @ ®
Paiiy —_—————— T —————— —— — —— ————
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126
ﬁ%ﬁ}*ﬁ' : C28H3sN40sS2 - 0.3H:0
s H{g :C, 57.97; H, 6.71; N, 9.66.

=gE: C, 58.06; H, 6.63; N, 9.56.

EAN S e

W P75

2-[4-[2-(X A5 -2-H R E)ZE JIR®E-1-% ]-N-(2,6-
—TREWE-A-FEEXE)ZEBZRE:

E2-[4-[2- (KB H-2-BRE)ZE]JR%-1-%]-N
-(2,6-Z R AR -4-B X B )Z M B (99mg, 0.2mmol) Z DMF
al)BFERFP W AE LN (Tng, 0.3mmo0l), 60T M & 10
S @t EERMMME K (43ng, 0.3mmol), MHE3I05 &
c REBR AKERE, HZBMZEBER, AREIKXAK,
R AREKRKER, IRBEIANEREBREN., RAARMA
mEERE (RMEM: CK : AE=5:3)HN, B8 8
BHRERHZBEBOLES YW 44ng (B T 43%),

B2 . 116 - 117°C

IR (KBr) cm":_3432, 3238, 1662, 1500, 1455,
'H-NMR (CDCls) & :

1.20 (12H, d, J = 6.8 Hz), 2.60 - 2.78 (8H, m),
2.86 (2H, t, J = 6.8 Hz),

2.97 (2H, t% , J = 6.8 Hz), 3.21 (2H, s), 3.50 (2H, t, J = 6.8 Hz),
3.81 (3H, s), 6.71 (2H, s), 7.22 - 7.31 (2H, m), 7.44 (1H, m),

7.58 (1H, m), 8.45 (1H, br s). “

EIMS m/z ( #H % 3% B ): 510 (M"), 276 (100).

TEAM 1 CoalssNi0sS

sHEME : C, 65.85; H, 7.50; N, 10.97; S, 6.28.

TRMIE : C, 65.80; H, 7.63; N, 10.71; S, 6.05.

AR 0 N D B 5 AZA (NS ) A4S ( 210X 29704 ) 127 39789
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L g (129
BOHE 6176
2-[4-[2-(F H 1B -2-BE R B )Z B JW % -1-% ]-N-(4-=
ZEAEREBEERE)-2,6-_ RAEXE )ZEBE2ZIRE :
UZZEREBERRARPI R, EREHEATSHE Z X

B - B2, BAEBHREZFZEBNLES Y

pEE ;108 - 109°C
IR (KBr) cm™': 3440, 3276, 1673, 1497, 1455.

'H-NMR (CDCls) G :
1.19 (124, d, J = 6.8 Hz), 1.36 (6H, m), 2.60 - 2.78 (8H, m),

9.85 (2H, t, J = 6.8 Hz), 2.97 (2H, t% , J = 6.8 Hz),
3.91 (2H, s), 3.49 (2H, t, J = 6.8 Hz), 4.22 (4H, m),
702 (2H, s), 7.22 - 7.31 (2H, m), 7.44 (1H, D),

7.58 (1H, m), 8.53 (lH, br s).

EINS n/z (48 % % & )i 632 (M), 482 (100).
THEAH : CsiHisNe0oPS - ‘
SEE o C, 58.84; H, 7.17; N, 8.85.

@ : C, 59.00; H, 7.22; N, 8.79.

BB 7T7

2-[4-[2-(F F B -2- B R B )Z X0/ % -1-% ]-N-(-2,6

SZERAE 4-ZEEREREREXE )ZEB ZINE
PN ZBZERRRAF K, EREXBEMNI5HE 2 X B

- R, BARKEBHRERZBENILESEY.

vk . 118 - 120°C
IR (KBr) cm™': 3330, 2939, 1766, 1662, 1499.
'H-NMR (CDCls) O :

1.18 (124, d, J = 6.8 Hz), 1.32 (3H, t, J = 7.2 Hz),

AR 8 N P BUR 4AE A (ONS ) AdBLAE (210X 2972 K ) 128 30789
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2.60 - 2.78 (8H, m), 2.84 (2H, t, J = 6.8 Hz),
2.97 (2H, t#%, J = 6.8 Hz), 3.20 (2H, s),
3.49 (2H, t, J = 6.8 Hz), 4.29 (2H, q, J = 7.2 Hz),
461 (2H, s), 6.73 (2H, s), 7.22 - 7.31 (2H, m),
7.44 (1H, m), 7.58 (1H, m), 8.48 (1H, br s).
EIMS m/z ( 40 % % E -): 582 (M), 363 (100).
THEAM ¢ CaiHaaNaOsS ‘
stmE ¢ C, 63.89; H, 7.26; N, 9.61; S, 5.50.
=g : C, 63.94; H, 7.33; N, 9.57; §, 5.54.

BOHE B 78

SFZERAE-4-(2-ZEEZER)EXFE(ZHEBE N

- RE, BAEEBUHRELEAZENLES D
er 2 92 - 95°C
IR (KBr) cm™': 3429, 3296, 1664, 1501, 1455.
'"H-NMR (CDCls) O :

1.18 (12H, d, J = 6.8 Hz), 1.25 (3H, t, J = 7.0 Hz),
2.60 - 2.78 (8H, m), 2.85 (2H, t, J = 6.8 Hz),

3.61 (2H, q, J = 7.0 Hz), 3.79 (2H, t, J = 5.5 Hz),

4,13 (2H, t, J = 5.5 Hz), 6.74 (2H, s), 7.22 - 7.31 (2H, m),
7.44 (1H, m), 7.58 (1H, m), 8.46 (1H, br s). \\

EIMS m/z ( M ¥ % E ): 568 (M*), 405 (100).
TTHRDH ¢ CarHauNa0sS

fHMHE : C, 65.46; H, 7.80; N, 9.85; S, 5.64.

=@ : C, 65.42; H, 7.75; N, 9.73; S, 5.68.

Wi 79

2-[4-[2-(F H 1B -2-K R % )Z & ok & -1-% ]-N-[-2,6

B

MR ZEZBRBRARAPF R, EREEMN58F 2 RE

2.96 (2H, £% , J = 6.8 Hz), 3.20 (2H, s), 3.49 (2H, t, J = 6.8 Hz),

MM& KO b ) P B 4 AR —( CNS ) AdL#E (210X 29724 ) 129

39789
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T~ AR (130)

N-[2-[4-[2-(E H1Ew -2-ERE)ZEIRB-1-%)12 %]
“N'-(2,6-= RAEEREIRR ZNE

1-(2-8 Z % )Wk ¥ (2.60g, 20mmol)Z Z B (35ml)
BB P W OA B B #H (3.04mg, 20mmol), EX XL THEMEZ
B (1.51g, 20mmol), Z# T @ M H 309 8@ % % 45C B ¥ 30
S8 . BEREBADRSE, BBEERETAN, RAAD
BOE W % (B B100e, BRMEMW;: R4 : K @EA0FH=20
1210 PN, BEAA-CRK P E)R%-1-Z 8 3.208 (K
% 95%) o

B W fb $% 88 THF® # (20ml, 20mmol)ZE & X R T #
BT mMA4-(R P %)RME-1-Z 8 (1.69g, 10mmol) Z THF(
0p )W B, EEBEAMBSH>ERNRE RIS H, BER
BB BEAREXKATRHZEH®E, MAL NG B LW KE
B, EEZERBISH>E, AERAEASE, BRERKETR
W, BEB4-(BWEIRE-1-Z 8,

A-(B P E)RBE-1-ZBZEH QDB BRPEEZR
W RMM2,6-— RAEEE (2.03g, 10mmnol)z & 4§ (20
Rl )BE, BES 28. BEREBRERETREAE ., RE
A RERE (HWR100g, BEHEM: EiH->8H : &
BB =20: 1)MN, MAN-[2-[4-(2-BZ X)) % -1-
EI1ZE)-N'-(2,6-— EFREXE)R F2.03g( E54%),

W, MN-[2-[4-(2-B Z B )R % -1-%1Z & ]-N"-(
2,6-—_ BEAEZE )REMARN-(2,6-— EAEXH)-2-[4
S(2-EZ R B -1-8%)ZEMBE, BREXEMALERZIR

AUGR R A N PRI 4428 (ONS) AdHLEE (210X 2972 % )

130 39789
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D~ AR (131)
E o2, B8 KRBHKERERZIBEONLEEY.

W8 152 - 153°C

IR (KBr) cm™': 3345, 3276, 1633, 1500,

B-NMR (CDCls) & :

L.19 (12H, d, J= 6.8 Hz), 2.22-2.38 (10H, ),

2.70 (2H, t, J = 7.1 Hz), 3.25 (2H, q, J = 5.6 Hz),
3.30 (2H, £ %, J=6.8 Hz), 3,41 (2H, t, J= 7.1 Ha),

- 400 (1H, t, J= 5.6 Hz), 5.68 (1K, br s), 7.19-7.35 (5H, ),

7.43 (18, m), 7.59 (1H, ).
EDIS n/z (48 B B OB )i 509 (), 227 (100).
SERAHF : CavHeoNi0sS
SHEME : C, 65.98; H, 7.71; N, 13.74: S, 6.29,
BRE : C, 65.98; H, 7.63; N, 13.60; S, §.24.

B OHE 80
N-[2-[4-[2-(E F Bk -2-XE H & )Z % i1 -1-% ]2 % ]
-N'-(2,6-- BRAEFE)RR NS

M- EEXHF kR R2-BEEHFEw, 8EHKEH
O A 2R E - RE, BAEBERZENLELEY.

B : 120 - 122°C

IR (KBr) cm™‘: 3329, 3280, 1632, 1567.

‘H-NMR (CDCla) 6 :

L.20 (12H, d, J = 6.1 Hz), 2.49-2.53 (10K, m), 2.86-2.89 (2H, m),
3.11-3.15 (2H, m), 3.24-3.39 (4H, m), 4.81 (I1H,'t, J = 5.0 Hz),
5.70 (1H, br s), 7.14-7,20 (28, m), 7.23 (1H, d, J = 8.6 Hz),
7.23 (1H, d, J = 6.8 Hz) ,7.35 (1K, dd, J = 8.6, 6.8 Hz),
7.43-7.56 (2H, m).

BINS m/z (48 B # O ): 508 (N°), 156 (100).

AN BB G AR (ONS ) A4S (210X 29TAK ) 131 39789
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% g (109
STHESMH ¢ CasHioNe0S
St EE : C, 66.11; H, 7.92; N, 16.52; S, 6.30.
EWE - C, 65.87; H, 8.02; N, 16.32; S, 6.26.

W s B8]
N-[2-[4-[2- (R ok 2- X RE)Z EIIRE-1-% 12 %]
N HREERE)REZNE
M2-BEEREBRR2-H B X515, & 8K WA
oM A ZRE - BRE, BASBHREHZENEE W,

pEE . 147 - 149°C
IR (KBr) cm™': 3327, 3260, 1632, 1567.

'H-NMR (CDCls) G :

1.18 (12H, d, J = 6.8 Hz), 2.25-2.38 (10H, m),

.70 (2H, d, J= 7.1 Hz), 3.25 (2H, q, J = 5.9 Hz),

.30 (2H, t% , J=6.8 Hz), 3.46 (2H, t, J = 7.1 Hz),

91 (1H, t, J= 5.9 Hz), 5.67 (1H, br.S), 7.20 (1H, d, J = 8.4 Hz),
.20 (1H, d, J= 7.3 Hz), 7.26-7.34 (2H, 1),

.42 (1H, td, J= 8.1, 0.8 Hz) , 7.76 (1H, dd, J= 8.1, 0.8 Hz),
.86 (1H, dd, J= 8.1, 0.8 Hz). |

EIMS m/z (48 % % B ): 525 (M°), 293 (100).

TTESH : CaeHsoNsO0S:

S E : C, 63.96; H, 7.48; N, 13.32; S, 12.20.

EHEME : C, 63.82; H, 7.51; N, 13.14; §, 12.27.,

- A
N-[2-[4-[2-(7T-F E B R EFF XMW -2-EKR X )Z X R

R L Y O

% -1-%]ZE]-N'-(2,6-— RAERXE )RR ZNE :
WT-9 @ BB E-2-BEXHIEwRR2-\KE X IS

AR P B 5 A2 (ONS ) AGHLAE (210X 29704 ) 132 397389
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EAN E 1 NG |
W, REEBERMAIOER ZRE - BB, SARKBE & ZH

B & ® o
W ;186 - 188°C
IR (KBr) cm™': 3414, 3349, 1718, 1668, 1508.
'H-NMR (CDCls) & :
1.18 (12H, d, J = 6.8 Hz), 2.24-2.37 (10H, m),
2.72 (2H, t, J=7.0 Hz), 3.25 (2H, g, J = 5.4 Hz),
3.30 (2H, t# , J=6.8 Hz), 3.44 (2H, t, J = 7.0 Hz),
3.99 (3H, s), 4.88 (1H, t, J= 5.4 Hz), 5.67 (1H, br s),
7.20 (1H, d, J = 7.1 Hz), 7.20 (1H, d, J = 8.3 Hz) ,
7.32 (1H, dd, J= 8.3, 7.1 Hz), 7.35 (1H, t, J = 7.8 Hz),

7.77 (1H, dd, J= 7.8, 1.2 K2), 7.88 (IH, dd, J= 7.8, 1.2 Ha). |
RIS m/z (41 % 3% B ): 567 (M), 146 (100).
TR ¢ CsoHaiNsO04S

SEE : C, 63.47; H, 7.28; N, 12.34; §, 5.65.

®m@E : C, 63.53; H, 7.25; N, 12.10; §, 5.59.

BOHE 83
N-[2-[4-[2-(v¥ m¢ 3¢ [4,5-b]ME 0F -2-% iR & )Z & ] % -1
-EJZE)I-N-Q-Z REAREBERXREIRRZIRE ¢

DL2-% B ou% ook 3 [4,5-blub o MR 2-B B X 5 M,
BHERMIOEE ZRE - BB, BEAEBHRE RZH
M & W

yrmk : 175 - 176°C
IR (KBr) cm~': 3385, 3313, 1660, 1541,
'H-NMR (CDCls) & :

AR R R it ) PRI FAZA (ONS ) A4S (210X 29704 ) 133 39789
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Do~ RS (134)
1.
.73
.30
.90
.18
.21
7.69
EIMS
TESH ¢ CarHseNe02S
SHEfE : C, 63.50; H, 7.50; N, 16.46; S, 6.28.
wag : C, 63.63; H, 7.50; N, 16.16; S, 6.21.

(12H, d, J = 6.8 Hz), 2.25-2.38 (10H, m),

(2H, t, J= 7.1 Hz), 3.25 (2H, q, J = 6.1 Hz),

(2H, t% , J= 6.8 Hz), 3.49 (2H, t, J= 7.1 Hz),

(1H, t, J= 6.1 Hz), 5.69 (1H, br s),

(1H, dd, J = 8.1, 4.9 Hz), 7.21 (1H, d, J = 8.6 Hz),

(1H, d, J = 6.8 Hz), 7.33 (1H, dd, J = 8.6, 6.8 Hz),

(1H, dd, J = 8.1, 1.5 Hz), 8.46 (1H, dd, J = 4.9, 1.5 Hz).
/z ( #5 % % g ): 510 (M), 97 (100). |

W OHR Bl 84 |
A-[4-[2-(F vk -2-B IR % )2 % Juk ¥ -1-%]-N-(2,6-
—ERAERE )T BB ZRE

2,6-— R A X XM (1.77¢g, 10mmol)Z ® 1 (30ml)

BWPMAZSZEB (1.11g, 1lomol) B F E KL TRRR
mA-#® T 8 M (1.95¢, 10.5mmol), T R E205 8 . X
EEAEAKBE®, HEGENR, AHEKXMO5N HCL, K
&E%P!fk\ HAHREAKES, AIRBRERBRRZE

BRBEADBERFE (DE120e, BAB N Sk * A

= T :

=}
HH

1>5: DEN, Bz HEEaACKR - FAEHA
BEEBMRERZ4-BR-N-2,6-— BRAEXE)

B 2.06g (b T 63%),

7 3% B Bt (655ng, 2mmol) R 1-[2-(H H 15w -2-E R

BE)Z E % - 2 = M Z 8K (983mg, 2mmol)Z Z B (15m
VB B P m A 8% (1.11g, 8mmol), EEZEBMBET MK

AL B 5 AR (CONS ) AdHLIE ( 210X 2972 % )

134 39789
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T~ A (135)
s BREBRRSE, 6 BRARETRH. BRARARAKER, H
ZBMZEXR, ABRERXAKRK,. B REKRKES, AR
B el E NN, RERADEENS (B 75, BH

"
MW W5 P =25: 15K BMAFE=10: 1) ng
MY, FEB2HEERAAN -ZB-CHELR, B4 %
EEE S 2EMESWI170s (& % 12%), i
% 134 - 136%C i
IR (KBr) cm™': 3432, 3290, 1652, 1500. ;f{
'H-NMR (CDCls) & : | %‘
1.12 (12H, d, J = 6.8 Hz), 1.77-1.82 (2H, m), -
2.34-2.41 (6H, m), 2.50-2.52 (6H, m), 2.75 (2H, t, J= 6.8 Hz),

3.08.(2H, t% ‘, J=16.8 Hz), 3.46 (2H, t, J = 6.8 Hz),

7.10 (2H, d, J= 7.6 Hz), 7.20 (1H, t, J= 7.6 Hz ),

7.25-7.32 (2H, m), 7.53-7.58 (2H, m), 8.72 (1H, br s).

EIMS m/z ( o R E ): 508 (M*, 100).

TCEDW : CzeHeoN402S

st HHE : C, 68.47; H, 7.92; N, 11.01; S, 6.30.

E#ME : C, 68.31; H, 8.03; N, 11.25; S, 6.26.

w i B85

Pl 2 (T-EREEEFEM - ERE)ZEIRE -1

i E1-N-(2,6-— BAEZER)ZBMB 2NE

%" % 2-= @ T X E B (4.86g, 30mmol)Z Z M (60ml)®

}h W 7E OC W M M Z B BF (3.30g, 33mmol) R B I8 @5 M (2.05¢
2  33mmo)EOCHE A F BB 2 BB Z BB, ME10H W,

b REBAARME, FZBRER., SABRXA K., BAK

e
———— . * @

B A%S, AXEAXRBSEERERZEN., RAMAUOVREN
AR R TN P B 5428 (CONS ) A4MLAE ( 210X 29704 )

135 39789
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I~ B3R (136)
W (W 60g, RHBMEM: CK : —_EHHHR=5: 1%

, B AR EBE R Z2-HE-6-Z P EEB2. 1g (K X33
%) o '

EF BB 28 XM (2.0¢, 9.65mmol)Z Z ¥ (60ml) &
B mMALOXE B AW (1.0g), EERT ., REBRHES
P, REZTRBERERAEASA8, RBR AW, &
BRERE S Z2-BE-6-Z M F EFXH1.70g (K ¥ 09%)

o

(AP S ot o MO B N B B ok 3k )

OB OB OEXB (1.70g, 9.6mmol) 2 Z B (30ml)& B ¥
mAZRARBEEO-Z % (1.68g, 1lmmol), M & H & 16
MEBRRBREZEMN, BAMBKBEM®, WA 2NE B % oHE & 3
~4, AZBZERERNR,. EREKRXABKRK., BN KRE KK
B, AERKEBRERBRBR AN, REAVRE & (
HE 60g, BHEM: CR : MM =5: 1N, MHH
BREESZ2-RE-T-Z M B %% HE M1 .78¢(l ¥31%)

o

UT, M- BE-T-ZHM P EEFHERERRAN2-REZX

AL LIRS LEELESS R LN L LR
L mazEmEewm.

b

i ey 135 - 137C (9 @)

% IR (KBf) em”': 3433,'3229, 1664, 1505.

ﬁ 'H-NMR (CDCls) & :

h | 21 (12H, d, J = 6.8 Hz), 2.64-2.68 (4H, m),

Y

——— ettt e

L

AR R i I B 54258 (NS ) Add 210X 297 4
NP B R R AR ( ) AdILAE ( X297 %) 136 39789
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2.71-2.75 (4H, m), 2.86 (2H, t, J = 6.8 Hz),
$3.00 (2H, T¥ , J= 6.8 Ha), 3.21 (2H, s),
3.50 (2H, t, J= 6.8 H), 7.18 (1H, d, J = 8.3 Ha),

7.18 (1H, d, J= 7.1 Hz), 7.29 (1H, dd, J = 8.3, 7.1 Hz), i
7.38 (1H, t, J= 7.8 Hz), 7.48 (1H, d, J = 7.8 Hz), ¥
7.76 (1H, d, J = 7.8 Hz), 8.59 (1H, br s), 4
EIMS m/z ( # ¥ % B ): 548 (M*), 261 (100). ,Zf
&
ﬁiﬁ*ﬁ : C28HasF3N402S ?;;
%fﬁ‘{ﬁ : C, 61.30; H, 6.43; N, 10.21; F, 10.39. };{
e
@M@ : C, 61.31; H, 6.41; N, 10.15; F, 10.16. £
B O #1886 -
2-[4-[2-(T-Z M P EEH B W -2-XERKE)Z & IR % -1-
X I1-N-(2,6-— EFE-4-FE XX E )ZEB R ZINE
Z1-(2-B Z % )Wk % (1.43g, llmmol)R 2-# -N-(2,86
SR FAE-A-BER)ZEBZZE (50nl)BEBEP N AR
B % (1.52g, llmmol), ZEZ B R EI12/B. R EBEH K
e, RN, ARERXEK,. BNKRE KK,

AR kKBRBANERER AN, EEAAAERCRABS
B, BAERBHRERZ2-[4-Q2-BZ E)WR B -1-%]-N-

iﬁ (2,6-— R A ¥ -4-B % % )Z B B 2.5¢ (K K69%),

f} B Z MMM (640ne, 1.76mnnol) 2 MM R Z W (1: 4
}J )z RABE (10nl) P WM N, N-= R 7 %2 B (0.43n1,
i*; 2. 46mmol) R = W E T MM X H® ¥ & (1.23nl, 2.46mmol
2 ), BEI2AE ., ER ZHAHFESIBRABAPNANES
i

i t@, #FERNE, AERHIXR. AREEXA K. ®AOK

Y N o
® G

BEAK%EB, IEAGBYERLEBR BN, B8 KGBE R
AR R 8 P B 5438 (ONS ) A4S (210X 29704 )

137 39789
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s RS (138)

2 2-[4-(2-B Z %)Wk % -1-% ]-N-(2,6-— R A & -4-F &

B % X )Z B B 550mg (B X 83%),

W Z MBI 2-[4-(2-BZ %)W vE-1-%1-N-(2,6

S—RFAERR)ZER, BRERBASGSERZIRE - 2R

EAREBHRERZBENESED
peep 2 122 - 123°C
IR (KBr) cm™': 3471, 3266, 2961, 1633, 1603.
'H-NMR (CDCls) & :
1.18 (124, d, J=17.0 Hz), 2.64-2.69 (4H, m),
t, J= 7.0 Hz), 2.97 (2H, t% , J=T.0 Hz),

s), 3.50 (2H, t, J=T.0Hz), 3.81 (3H, s),
- 7.8 Hz), 7.47 (1H, d, J= 7.8 Hz),

2.69-2.74 (4H, m),

2.86 (2H,
3.19 (2H,
6.71 (2H, s), 7.38 (1H, t, J
775 (1§, d, J = 7.8 Hz), 8.45 (1H, br s).

RINS m/z (48 B g ): 578 (M), 1l (100).
MM ¢ CooHarFsNa0sS

sog g c C, 60.19; H, 6.44; N, 9.68; F, 9.85.
&g g : C, 60.43; H, 6.49; N, 9.63; F, 9.57.

B B 87
2-[4-[2-(7T-Z2 M B R EFHFEmW -2-ZFRE)Z E]JR®R-1-

E]-N-(2,6-— BRAE-3-BEXE )ZEBEZINE :

M2-#8-N-(2,6-— BRFA B -3-BEXE)Z BB BRR2-
H-N-(2,6-— RFAEXE )ZEE, BEREBEMAIHEANRZ
EE-@2%, BAEBHREBZENLESE W,

SR N B A F A (N
AU R R NP B AZA (ONS ) ALK (210X 2970 % )

138 39789
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T~ BEBREEA (139
s 115 - 117°C

IR (KBr) cm™': 3441, 3294, 1665, 1526, 1506.

'H-NMR (CDCls) O : | | ]
1.21 (6H/ d, J= 6.9 Hz), 1.33 (64, d, J = 7.1 Hz),
2.64-2.69 (4H, s), 2.72-2.76 (4H, mn),

2.86 (2H, t, J= 6.8 Hz), 2.99 (1H, €% , J= 6.9 Hz), _
3.22 (2H, s), 3.25 (1H, £ ¥, J=7.1Hz), 3.50 (2H, t, J = 6.8 Hz),é
7.30 (1H, d, J= 8.5 Hz), 7.38 (1H, t, J = 7.8 Hz),

7.47 (1H, d, J = 8.5 Hz), 7.48 (1H, d, J = 7.8 Hz),

7.76 (1H, d, J= 7.8 Hz), 8.80 (lH, br s).

EIMS m/z (- # ¥ 3% g ): 593 (M), 375 (100).
FTEEDH ¢ CosHasFaNs04S

SHE M C, 56.65; H, 5.77; N, 11.80.

B o C, 56.66; H, 5.85; N, 11.75.

B OB Bl 88

2-[4-[2-(7T-Z W B E X HF 15 W -2-B R E)Z & ] K -1-
B]-N-(2,4- (P RE)-6-F 8 -3-k g ]2 8 B =2 N &

W2-W-N-[2,4-% (FGRE)-6-F % -)-3-%1Z 8
BRAR2-®-N-(2,6-“RAEXE)ZBHE, SREEH
B5H Az R M c RE, BNAKGSBHREAZEHLS W,
¥Es ¢ 153 - 155°C(d.)

IR (KBr) cm™': 3437, 3280, 1653, 1505.

'H-NMR (CDCls) & :

2.42 (3H, s), 2.50 (3H, m), 2.52 (3H, s), 2.65-2.70 (4H, m),
2.73-2.78 (4H, m), 2.86 (2H, t, J = 7.0 Hz), 3.19 (2H, s),

3.50 (2H, t, J= 7.0 Hz), 6.67 (1H, s), 7.37 (1H, t, J = 7.8 Hz),
7.47 (1H, d, J= 7.8 Hz), 7.76 (1H, d, J = 7.8 Hz), 8.55 (1H, br s).

R B B R AR (NS ) AGKLEE (210X 29TA% ) 139 29789
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AR R R RN P BB 4424 ( CNS ) AdBLAE (210X 29704 )

2~ AR (

140)
EIMS m/z ( O ®RE y: 571 (M*), 354 (100).
TESH . CzaHzeFaNs028s
:HEME : C, 50.42; H, 4.94; N, 12.25.
Zafg : C, 50.49; H, 4.98; N, 12.14.
B WK B 89

2-[(4-[2-(7T-Z WM P EFH 15 -2-BRE)Z & K% -1-

BI-N-[2,4- (ZHE)-6-F & -3-t e B ]ZHEBZHNSE

M2-8-N-[2,4-% (Z WK % )-6-F & -3-f g B ]Z B
BHRAR2-WR-N-(2,6-Z RAEXE )ZHEE, EHREEH

35 Ml 2 R M - B, MAKBHRERZENLELEY
prEs : 107 - 108°C

IR (KBr) cm™': 3438, 3298, 1702, 1505.

'"H-NMR (CDCl:) & : ,

1.32 (3H, t, J= 7.3 Hz), 1.35 (‘3H, t, J= 7.3 Hz),

2.47 (3H, s), 2.64-2.71 (4H, m), 2.73-2.79 (4H, m),

2.86 (2H, t, J=6.8 Hz), 2.93 (2H, q, J = 7.3 Hz),

3.16 (2H, q, J= 7.3 Hz), 3.19 (2H, s), 3.51 (2H, t, J= 6.8 Hz),

6.70 (1H, s), 7.37 (1H, t, J= 7.8 Hz), 7.47 (1H, d, J= 7.8 Hz),

7.76 (1H, d, J = 7.8 Hz), 8.52 (1H, br s).

EIMS m/z ( #0 ¥ % & ): 599 (M*), 538 (100).

TCHEDH : CoeHazFsNs0.S,

stE1ME : C, 52.07; H, 5.38; N, 11.68.

B#if : C, 52.16; H, 5.43; N, 11.59.

BoHE Bl 90

2-[4-[2-(7T-Z= WP E X H s mw -2-BRE)Z E IR BR-1-
BHI-N-[2,4- (REFRE)-6-F % -3-tm ]2 8 B2R

140 397389
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B

Wo2-# -N-[2,4-% (E R R 2 )-6-5 % -3-t 5z %12
mEﬁHX@Z-?E-N-(2.6-:ﬁW§3§§)Zﬁﬂ. W OE
BlesiE 2 KRE - BB, SAEXBELL2ENLEY.
IR (KBr) cm-': 3434, 3312, 1702, 1506.
H-NMR (CDCls) 6 :
1.35 (6H, d, J = 6.8 Hz), 1.36 (6H, d, J = 6.8 Hz),

9.46 (3H, s), 2.65-2.71 (4H, m), 2.73-2.80 (4H, m),
9.87 (2H, t, J = 7.0 Hz), 3.18 (2H, s), 3.50(1H, t% ., J = 6.8 Hz),

3.51 (2H, t, J= 7.0 Hz), 4.02 (1H, +% , J= 6.8 Hz), 6.75 (1H, s),

7.37 (18, t, J= 7.8 Hz), 7.47 (1H, d, J=T7.8 Hz),

7.76 (1H, d, J = 7.8 Hz), 8.51 (1H, br s).
EIMS m/z ( #H ¥ & & ): 627 (M*), 111 (100).

W OME Bl 91
2-[4-[3-(7-Z M B % % 3 B w -2-X K Z)F % 1% 9k % -1
-E]-N-(2,6-= R A EF E)Z BB N

W2-B % -7-Z M B B FH 5 MR 2-% B K 5 15w,
EPHEBMAISERN ZRE - BE, BAREGLEREZEM

it &,

YaEh : T7 - 79°C

IR (KBr) cm™': 3447, 3276, 1661, 1503.

'H-NMR (CDCls) & : “

1.21 (124, d, J = 6.8 Hz), 1.89 (2H, ®%¥ , J=5.9 Hz),

2.02 (2H, ®E , J=6.8 Hz), 2.68 (2H, t, J= 6.8 Hz),

9.74-2.78 (4H, m), 2.92-2.96 (4H, m), 3.02 (2H, t% ., J= 6.8 Hz),
3.35 (2H, s), 3.39 (2H, t, J= 6.8 Hz), 7.18 (2H, d, J = 8.1 Hz),

AR LI b BB S AR (ONS ) AGLAE (210X 297204 ) 141 39789
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7.28 (1H, t, J= 8.1 Hz_), 7.37 (1H, t, J=17.8 Hz),

7.47 (14, d, J = 7.8 Hz), 7.75 (1H, d, J = 7.8 Ha),
8.77 (1H, br s). '
EINS m/z ( #8 % % g ): 576 (M*), 153 (100).

ﬁ%ﬁ*ﬁ : CaoHaoFaN40-2S
HH®{E . (C, 62.48; H, 6.82; N, 9.71; F, 9.88.
=P ME: C, 62.56; H, 6.85; N, 9.69; F, 9.71.

B o Bl 92 ‘
2-[4-[2-(7T-Z2 BB F H 158 -2-B R E)Z B Ik B -1-% ]
ZE]-N-(2,6-— BRAEXE)Z BB 2 N8 :
£ 3-B B -2-8 % Z M ¥ (113ng, 0.75mmol) 2 Z M (
10l )BEBE P WMA KR RNKBEO-Z % (241mg, 1.5mmol)
, MRERIGHHF . R ERRE, WAK(200l), A B
EBEPHERNI~ 4, BRHTEYW, EEETHREER, #
BEGCEMZT-Z8E-2-% % X 5 1508 134ng (M ¥ 92%)
KT, RT-ZEE-2-BREXHIERNR2-% X X ¥}
R, BRAREHN 1 AR RE - BB, B KGHRKRS
REZEBEBMLEEY,

e : 137 - 139°C

IR (KBr) cm™': 3432, 3291, 2961, 1688, 1505.

'H-NMR (CDCla) & : |

1.21 (12H, d, J = 6.8 Hz), 2.64-2.69 (4H, m),

2.73-2.77 (4H, m), 2.78 (3H, s), 2.87 (2H, t, J = 6.8 Hz),

3.01 (2H, t% , J = 6.8 Hz), 3.23 (2H, s), 3.53 (2H, t, J = 6.8 Hz),

L
AU N P BB 5 AZA (ONS ) AALEE (210X 297204 ) 142 39789
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7.19 (2H, d, J= 7.8 Hz), 7.29 (tH, t, J = 7.8 Hz),
7.37 (1H, t, J= 7.8 Hz), 7.77 (1H, dd, J = 7.8, 1.2 Hz),
7.82 (1H, dd, J= 7.8, 1.2 Hz), 8.60 (1H, br s).
BINS n/z (A8 B @ g | )i 522 (M), 314 (100).

ﬁ%ﬁ*ﬁ . Czs‘HaaN.anS
:EgiE : C, 66.64; H, 7.33; N, 10.72; S, 6.13.
Z@iE : C, 66.57; H, 7.34; N, 10.70; S, 6.19.

B MM 93

2-[4-[2-(7-Z2 8 % X H o5 W -2-% fF 8% )Z ¥ ]k % -1-% )

-N~(2,6-:§ﬁi£-4—ﬁﬁﬁ%fﬁi)zmmiﬁi‘é :
M2-[4-(2-8 2 % )Wk & -1-% ]-N-(2,6-— R A & -4-

HAEEXE )ZEBRR2-[4-(2-BZ % )R B -1-% ]-N-(

2.6-:§B§£$h§)2,ﬁﬁ, BEREEMAMIIERE 2 R & -

RE, BAKEBHYRELZZENLGES D,

vaEh ;185 - 186°C

IR (KBr) cm™':3454, 3270, 2961, 1686, 1657.

'H-NMR (CDCls) & :

1.19 (12H, d, J = 7.0 Hz), 1.43 (3H, s), 2.65-2.69 (4H, n),

2.72-2.77 (4H, m), 2.87 (2H, t, J = 6.7 Hz),

2.98 (2H, t%¥ , J=17.0 Hz), 3.21 (2H, s), 3.53 (2H, t, J = 6.7 Hz),

3.81 (3H, s), 6.71 (2H, s), 7.37 (1H, dd, J = 8.0, 7.8 Hz),

7.77 (14, d, J = 8.0 Hz), 7.82 (1H, d, J = 7.8 Hz), 8.46 (lH, br s).

EIMS m/z ( #8 # % E  ): 552 (M*), 318 (100).

W OHE B 94

2-[4-[3-(7-2 & % X FH o5 -2-B R B )W % 1@ WK 5§ -1-

B I-N-(2,6-—_ R A EXE)Z M B2 NBE:

Y RO NP BB %A% (C A4 210X 297 4
AHREE RS 3 N P BB 4 AR ( ONS ) AddLAE ( X 29T K ) 143 39783

(mf D SR J e BV BT B oAk )
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UT-Z2 BB -2-FRE X H 15 RRK2-% B X 15 @,
B EHBEEMISER 2RIE - BRE, E8EGEE2Z2HEBN1

&Y.
yee 86 - 88°C
IR (KBr) cm™': 3425, 3303, 2960, 1687, 1658.
'H-NMR (CDCls) & :
1.21 (12H, d, J = 6.8 Hz), 1.87-1.93 (2H, m),
2.00-2.06 (2H, m), 2.67-2.70 (2H, m), 2.46-2.78 (7H, m),
2.92-2.96 (4H, m), 3.03 (2H, t% , J= 6.8 Hz), 3.35 (2H, s),
3.41 (2H, t, J= 7.0 Hz), 7.18 (2H, d, J = 7.6 Hz),

7.28 (1H, t, J= 7.6 Hz), 7.37 (1K, t, J = 7.8 Ha),

7.77 (1H, dd, J= 7.8, 1.2 Hz), 7.82 (1H, dd, J= 7.8, 1.2 Hz),
8.75 (1H, br s).

EIMS m/z ( #8 % % & ): 550 (M%), 84 (100).
TEAM © CaiHeaNi0sS.

SE M : C, 67.61; H, 7.69; N, 10.17; S, 5.82.

EHAE : C, 67.37; H, 7.62; N, 10.18; §, 5.73.

B 95
2-[4-[2-(7T-B=Z-TE X H 1B W -2-E K E)Z X KK -1-
HI-N-(2,6-Z RFAEFRE )ZE B ZNE :
B2-B=-THXH (2.00g, 13.3nmo0l)Z Z & (30ml)
BWEE-200 Wl Z 8 B (1.35g, 13.3mmnol) R 838 1 B B
(13.3mmo)EOC B AP B/ 2 WM ZHEEB, B¥ES 2 &
s REBRAKBE, HZBER.,. AREKRRXAHE K. 8
REKEDS, AEKXKFEBRSEREREZEN. RAADE
Bk (HB6og, RMBAEM: Sk : WE =3: 1) N,

L.
AR BB R P BUN A ARA (ONS ) A4S (210X 2970 A )

144 39789
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5w (1Y
BHEBEBERZ2-8 = -T & -6- % X B 600mg (U X 23%)

B EEH (316ne, 1.62mm0l)2 Z M (20n]) & B
BN 10%58 B OfE b M (250me), ZEE R T, R OE BB 12
PR REBAEAEAS, ZHETR BB, 84
BEREZ2-BE-6-8=-T X X8 260neg (I8 ®97%), & ¥
B2 X B (227ng, 1.37mmol) 2 Z 8 (10al)B WP W A =
BANEMO-2Z X (242ng, 1.51mnol), MM E HE S B
c MR BEBRETR XBEMN, ES2BER KSR, B
REBEEBNRAZBZERXNR, SR BRXA K. @
HAEE KGR, IEAXRBEANERRBRZAM., BAAD
BEFE (WR2e, BRHMBEM: CK : M =4: HDEY,
BRARBERZT-B=-TE-2-B &% F 3 180 124ng (f X
44%) ,

UMF, RT-B=Z-TE-2-BiEXHERAR2-% %%
FEw, EREHEHM L AR IRE - BE, B8 ESHRK
ERZEBMLEEY,

v s : 138 - 140°C

% IR (KBr) cm~': 3431, 3286, 2961, 1664, 1503.

;3 'H-NMR (CDCla) 6 :

) 1.21 (12H, d, J = 6.8 Hz), 1.46 (9H, s), 2.63-2.68 (4, m),
2 2.73-2.77 (44, n), 2.86 (2H, t, J = 7.0 Hz),

f} 3.00 (2H, t% ., J= 6.8 Hz), 3.22 (2H, s),

ﬁ 3.49 (2H, t, J= 7.0 Hz), 7.14 (1H, dd, J = 7.8, 1.2 Hz),
; 7.18-7.23 (3H, m), 7.29 (I1H, t, J = 7.7 Hz),

( >mi D Zon 33 kgt B N B Rk B oSk )

L}}lé:;&s'&){/;li@ N B FARR (ONS) A4BLEE (2102970 % ) 145 39789
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7.44 (1H, dd, J = 7.8, 1.2 Hz), 8.61 (1H, br s). }
BIMS m/z (.40 M % g ): 536 (M%), 263 (100). {
TREAM : Corlaali0:S |
StEE : C, 69.37; H, 8.26; N, 10.44. # {
=@ : C, 60.53; H, 8.21; N, 10.41. Bg |
¢
W b P96 5
2-[4-[2-(7T-B=-TE X H 15w -2-% K & )Z & J0R % -1- % ’
BI-N-(2,4-% (Z B &£ )-6-9 % -3-mn ¥ )]Z BBz NB {Ed}
Pl
R
WT-B=Z-TE-2-BEEXHEBRRR2-KE-7-Z & I
BEXHIENR, BHREHMOERA ZRE - BB, B8 K {
BHRESEZEBLESD, 'T
e : 115 - 117°C |
IR (KBr) cm™': 3430, 3327, 1699, 1504, 1479. :
'H-NMR (CDCls) & : |
1.32 (3H, t, J= 7.3 Hz), 1.35 (3H, t, J=17.3 Hz), I
1.46 (9H, s), 2.47 (3H, s), 2.65-2.70 (4H, m), [ ]
2.76-2.81 (4H, m), 2.87 (2H, t, J = 7.0 Hz), I
2.93 (2H, q, J = 7.3 Hz), 3.16 (2H, q, J = 7.3 Hz), l
i} 3.20 (2H, s), 3.50 (2H, t, J= 7.0 Hz), | :
) 6.70 (1H, s), 7.16 (1H, dd, J = 7.8, 1.2 Ha), I
*g 7.21 (1H, t, J= 7.8 Hz), 7.44 (1H, dd, J= 7.8, 1.2 Hz), {
g 8.54 (1H, br s). | l
¥ BIMS o/z (48 B B B ): 587 (M), 381 (100). |
|| s |
‘ 2-[4-[2-(5-H -T-H A E -4-F EEH1EmW -2-XRE)Z E

AR KR N P BB 54258 ((ONS ) AdBLIE ( 210X 2970 % ) 1456 397389
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IR E-1-B)-N-(2,6-— R EX X )ZEBBEZINE :

B Aa-%| -2-R A E -5-9 B X B (1.84¢, 10mmol)2Z2 &
B (20nl) B W EOT M W i1 Z 8 B (1.12g, 1lmmol) R B 1¥
B M (693mg, llnno ) ZEOCHE A BHA B ZHE, W
o008, REBEAKER, BAZBEXER, sREKRXH
XK. BN AREAERE, FEAKFEBRBEERER SN, B
ERAVWBEBEBEWZ (DB, BHAMN: Sk : —®H B &K =
30: 1210: 1N, BAXEBE RZ24-%-6-BERF & -3
- OB -2-% X X B 1.88g (M ¥ 83%),

OB B E M (1.88g, 8.18mmol)Z Z B (30nl) & B %
kB TEXRDEMMASS (6.4g, 98mmol), M1 KR
REBEMAZBZERR, BEADAaAB., BHERAKMN
KoM, AZBZBEXN., AREKXA K. 0 RE K
B, IRBESEREREN, EAREBBRY 2 2-
BB -4-% -6-B A K -3-0H X X8 1.63g (i X 99%),

7E OB EXE® (1.60g, 8.0mmol) 2 Z B¢ (30nl)& & &
mA-_HBIRKBEHRO-Z 8% (1.60g, 10mmol), & HHKEI1S

M RRB BN, BERAKE®R, MWA2NGE B #E oHE S 3

;1 4, HZBMZEER. ARERXRA K. BH & E KRS
?) B, ARARBEERER SN, READ BB K& (
k} BRT0s, BRMEM: SK: AR =7: VAN, BHA WA
% s EHEEMY R ZBZBRCEERER, BARBHRE
Pl B 2 5B -7T-R K -2-WE -4-F KK 05w 1.28g (K X

66%) o

(- 250 S B N Bk B )

&

LZ\W& RO M B EAZAR (ONS ) AdLAE (210X 29704
EARALONS) : 147 39789
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y5gE : 162 - 163°C |

IR (KBr) cm™': 3436, 3290, 2963, 1660, 1505. {

'H-NMR (CDCls) & : I

1.20 (12H, d, J = 6.9 Hz), 1.33 (6H, d, J = 6.9 Hz), 3 I

2.52 (3H, s), 2.64-2.70 (4H, m), 2.73-2.77 (4H, n), é’; I

2785 (2H, t, J= 7.1 Hz), 3.01 (24, t% , J= 6.9 Hz), :g !

3.22 (IH, % , J=6.9 Hz), 3.23 (2H, s), g l

3.48 (2H, t, J= 7.1 Hz), 7.07 (1H, s), 7.19 (2H, d, J = 7.8 Hz), 32 }

7.29 (1H, t, J= 7.8 Hz), 8.61 (1H, br s). ﬁd}

BIMS m/z (40 % 3% & ): 570 (M*), 330 (100). 5.; h
TR ¢ CoiHasCIN.0.S -

#uE - C, 65.18; H, 7.59; N, 9.81. ;

BBME :C, 65.19; H, 7.59; N, 9.83. :

™ 08 |
2-[4-[2-(4,5,6-Z B E E R 1B -2-X K £)Z X | % } |

S 1-E]-N-(2,6-— RAEXE)ZEE N E : I

W M (318me, 3.0mmol)Z K (5nl) & W % W A B .l

BB (1.0g, 6.0mmol), MM E MBEKLKMADH™® |

2 (414mg, 6.0mmol)Z K (lml)& B , M M 8 & 8 (1.25ul }

3 TR LR LR }
Jr EE R W (1.1, 27.5am0l)Z K (6nl) 8 ¥ & I A 3 :
}7 4,5-= B & % ¥ B (921meg, 6.0mmol), I % & B & & K }
l; TR AWK AN BEE, EEETRELSA :
i B, £50C M A SHRBMENERBERZABARBE XA L I
? REBHRABRAZBERS X, AZMZBEBERIX. I
FRMEERXAAK. BAREARS, TRBETRBR X |

AR i b 1 AR (O 2 X291 K
AR R B P B FARA (CNS ) AdBUAE (210X 29704 ) 148 39789
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B, BEA2-BE-3,4,5-Z F A% E® M ERKW6E40ne
(B & 64%) .

W OB % KB (199ng, 1.0mmol) 2 Z B (5nl) @ B
CMAZHRRBEO-ZEH (321ng, 2.0nmol), M & EHHK
16/ B % o B K BB BEE ., WA K (30nl), FABE®EH
BA3~4, BRI BY, ERETHRER, BEBR. Z

BMECKRBESE R, BRARBHRERKRZ2-HE-4,5,6-

[l
H

S B X sk 155meg (g X 64%),
M2-B ¥ -4,5,6-Z FHEZH B RNA2-HEXH
s, BREEEM 1 ERHNIRKRE  BRE, BARKRBE & Z

B®WEE®.

w126 - 129°C (9 )

IR (KBr) cm~': 3433, 3254, 2960, 1663, 1486.

'H-NMR (CDCls) & :

.21 (12H, d, J = 6.8 Hz), 2.62-2.67 (4H, m),
9.79-2.77 (4H, m), 2.83 (2H, t, J= 7.0 Hz),

3.00 (2H, t% , J= 6.8 Hz), 3.22 (2H, s),

3.43 (2H, t, J = 7.0 Hz), 3.84 (34, s), 3.88 (3H, s),
4.32 (34, s), 6.71 (1H, s), 7.18 (2H, d, J = 7.6 Hz),

20 7.29 (1K, t, J= 7.6 Ho), 8.59 (1H, br s).

; BINS n/z (48 % % g ): 570 (7)), 126 (100).
% TEAH ¢ CooliaNi0sS.

? sLEME : C, 63.13; H, 7.42; N, 9.82; S, 5.62.

f'f @ : C, 63.01; H, 7.35; N, 9.64; S, 5.5L.

il mmm oo

2-[4-[2-(6,7-% (FE X R E )X H B -2- B R & ]Z %]

T

e N EE =N

<

(i e

AR R BB RARAL (ONS ) A4ILES (210X 29T ) 149 39789
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Wk B -1-% ]-N-(2,6-— B A & X 8B )Z B B > B 8

M3I-F E X - B 8 - B B (3.8g, 18mmol)2 Z B (60
nl)E R EOCH MBI & BB (3.6g, 36mmol) R B 1 3 8 (

2.16g, 36mno DEOC E S F BB 2 B M Z B B, # H 40 ;t;,
SE . REBAAKBE, HZBENR., 5RE &KX 8 K. ;:
RO REAKKS, AXKRBBRRRBEEM, AAK |
BEHMY2I-BE-A-BEE - B - FRRI-EE -6-8 ?g}
EX - R B - FBEA3: 22 BAWL. 34 (R XY, BAE |}
AT ESIRBNTERA TN ZRE, ?
£ 8 H 2 X8 (4.3g, 16.8mmol) 2 Z 8 Z B (60
n)BE W h WA L0XE BB LM (2.5¢), ZERT, B EE
BH3 MK, REBRAEXGEBB, KBRAH., ZE M
B (50nl) B M, MA-RKRBBO-ZX®H (1.76¢,
11.0mmol), MM EKI6MK, BRBERET KR =& M
RERANER RN EEMNE, HZMZEXN., FRE
KXAK, BRNRERKES, IRARBBEERBER =8

WM. RBAZRABEE S, BAEBERZ6,7-% (FEXE

4 BE)-2-BEXH B M 1.61c(W X60%),

by

1 He,7- (FEERE)-2-REXHERRR2-K X
#

1%‘ FHruEm, EHREESIHEAHIRE  RE, B8 %6 H
,L:?) \

i R B 2ZERLE Y,

i

#

f &% : 186 - 187°C

i IR (KBr) cm~': 3312, 2963, 1733, 1718, 1660.

o % @

IR AN T R FAA ( CNS ) AGLE ( 210 297K ) 150 39789
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'H-NMR (CDCls) & :

1.21 (12H, d, J = 6.8 Hz), 2.60-2.78 (8H, m),

2.84 (2H, t, J = 6.8 Hz), 3.00 (2H, t¥ , J = 6.8 Hz),
3.210 (2H, s), 3.50 (2H, t, J = 6.8 Hz),

3.92 (3H, s), 4.01 (3H, s), 7.18 (2H, d, J = 7.8 Hz),
7.28 (1H, t, J = 8.3 Hz), 7.63 (1H, d, J = 8.3 Hz),
7.89 (1H, d, J = 8.3 Hz), 8.59 (lH, br s).

EIMS m/z ( #0 % % g/ ): 596 (M*), 330 (100).
TTHESAH : CaiHaoNi06S

:tEfE: C, 62.40; H, 6.76; N, 9.39; S, 5.37.

=a g C, 62.21; H, 6.76; N, 9.37; S, 5.40.

BB 100
2-[4-[2-(6,7T- (R A EHF E )X HER -2-RRE)IZ X
WMk -1-F J-N-(2,6-Z BEAEEXRER )ZHEBKZNE :

E3I-BEX P BMH (5.0, 30.5mmo0l)2Z2 = ®/ Z % (
6O0ml) B E P M ANN-Z R EZ B (4.39g, 34.0mmol),
Ek KA WM THMEPEP B (2.57¢, 32.0mmol), & H
}ER, BEL MK, BWMWANN-ZBRAEZ B (2.20¢,
17.0mmol) R ¥/ B % B B (1.28g, 16.0mnmol), M B 1 K
c REZRBR EZHAMN, BEYAHARKER, HZBREMNR.,. 7 #
BERXAK, R AREXKESR, AEKXKERBREECRBRR X
BH, BARERBBRYII-FEEFAEEEX 9 BN
6.3g (% F 99%),

BE, BR3-FPE EF & EREX_ P BE (3.08e, 14.4n
mol)Z # K W E KM (100l )BREXKKAZANTE XD R
oo A B Mt $2 8 (1.14g, 30.0mmol), fE B ¥ % & , MW #

AU R i o PR B AARA (ONS ) AABLAE ( 210X 29704 )

151 39789
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Lo~ BB (152
120 B, RBE®MAZEB (300al)M ™, m A A EE B K

Snl), B MK, RERABEARBES S a8
BB, KBEBERE, BARBCHRY23-B K25 8K -1

"
y2-FK — BB 1.71g (R X 60%) ?g,
BE, B MM 2 =M (T14ne, 3.6am0l)2 — B X H %
BB (10n )W BZEK KRS FTMALMN (38408, 8.0 g
mmU,ﬂ#wﬁﬁo§¥wkﬁﬁﬁ04u,&hmn,§
BEHHEE, BEL AR, REBEARAOR LS KEE, %
BZBER ., ARBRXAK. BAKREKGS, HEK |
RBBEERRREEN, SARKEBHRY 21,2-% (9 &
£ H K )-3-9 R K FEE E810mg (K X 99%),

Kk, EHMH 2P EETBE (810ng) 2 19 8 0k 1§ (
120 ) B B P MANGE B Snl), ZEBEREI120H . B M
BAKB®, HZMEK. SRBRXA K. MAKE K
BB, ARKRMBEERRREAM, READEEF &

(B B20g, RMAM: SR : B =10: AN, B8 K
BEWRY Z2,3-% (9 & %8 E)XM480ng (K ¥ 73%),
K2,3-% (F & EF %)X (483ng, 2.65mm0l) 2 Z
W (5nl)® W EOCH MMB Z 8 B (306mng, 3.0mmol) B 3 1®
M (189mg, 3.0mno)EOCHE L H BH 2 B B2 BB,
B0 8. RERAKERE, BZBEN., 58 8K X
7 HAK. BRREKGESR, AE KRB EERBE &M,
48 BRARBERYW22,3-W(FHEEFE)-6-BE-FB R 2,

S N ——

3-% (FE B B 2 )-4-p 8 -8 A 2: 1Z 8 & %W 329meg (i
R HR R b N b BB 5AEA (CNS ) AdBLAS (210X 297AK )

152 39789
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I~ BB (153)
X54%), BRAWAESRBANTEATH IR E,

W i B X #8 (329mg, 1.44mmol) 2 Z B (5ml)# B % K
B FTHE kO RMMASS(1.13g, 17mmol), H ¥ 405 & &
EEBRMAZBZEHE, KESD BB, B8 MH KRN
Ko f, AZzBZEXR. ARMBERXA K, 88 RE K
h®, AIRBRBERER AN, BABRY 22-KE -5
6-% (M EE HE)EBMRLI-BEE-2,3-F (FAERE)E
B A2: 12 B & W2T6ng(lk X89%), BERAEWIAEIRMN
BNHERTZRE.

% 3% B X X B (276mg, 1.29mmol)fH Z # (10nl) ¥ ® ,
mMAZHRRB®EO -2 % (228ng, 1.42um0l), WA HEH
160 B, RABRERBEB TR XM, ZBEP M AINE R
HEMmNEE, BZBZEBXR.,. sRERXA K., B RE
K@, AEAXKBRHEEEREBR BN, REANHEAE
BH E (BEMAM: S8 : AE=5: 3N, B8 xEE
B W 26,7-% (B & % F %)-2-% % X 5 150 182ne (M
E 59%) .

MN6,7-% (R E % F X)-2-BEXHERRR2-BE
X HIER, BHERM 1L AEZRE - RE, B9 KB H

ReERZ2EBNLES W

B2 ;96 - 97°C
IR (KBr) cm~': 3290, 2961, 1662, 1506, 1125.
'"H-NMR (CDCls) & :

FA R b M B 5 A2A (NS ) ALK ( 210X 297 K

S S —
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AT
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B BB (1Y

3.22 (2H, s), 3.40 (6H, s),

l
3.48 (2H, t, J = 6.8 Hz), 4.63 (2H, s),
4.74 (2H, s), 7.18 (2H, d, J = 7.6 Hz),

7.29 (14, d, J
7.49 (1H, d, J

ﬁiﬁ‘ﬁ : C31HsaNa04S

stmqg : C, 65.46; H, 7.805 N, 9.85.

eaE ;- C, 65.41; H, 7.75; N, 9.71.
B A 101

B RE

B REBHREBZIENLES Y

prey : 118 - 120°C
IR (KBr) cm.: 3334, 2926, 1699, 1561, 1501.
H-NMR (CDCl:) & :

1.20 (12H, d, J = 6.8 Hz), 2.60-2.78 (8H, m),
9.84 (2H, t, J = 6.8 Hz), 3.00 (2H, t%¥ , J = 6.8 Hz),

7.6 Hz), 7.34 (1H, d, J = 8.0 Hz),
8.0 Hz), 8.60 (lH, br's).
EIMS m/z (% % % & ): 568 (M"), 330 (100).

T-ZER P EEFHER, EEBEREMAIOEHRN 2 KR E

2-[4-[2-(6,7T-M (HRAREPE )X H B -2-ERE]Z X
W g -1-% )-N-[2,4-% (Z R & )-6-F B -3- g B |Z B

Me,7-% (FEEFR)-2-BEEXHERRIRN2-B & -

- B |,

1.32 (3H, t, J = 7.4 Hz), 1.35 (3H, t, J= 7.4 Hz), 2.47 (3H, s),
2.64-2.69 (4H, m), 2.75-2.88 (4H, m), 2.85 (ZH,\ t, J=17.0 Hz),
9.93 (2H, q, J = 7.4 Hz), 3.15 (2H, q, J = 7.4 Hz), 3.20 (2H, s),

3.40 (3H, s), 3.41 (3H, s), 3.49 (2H, t, J= 7.0 Hz), 4.64 (2H, s),

23~£M&){/§U\U?'I PRI FAZA (CONS ) AU (210X 2970 % )

154

39789
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B7

o 15
T AR (10D
4.77 (2H, s), 6.70 (1H, s), 7.34 (1H, d, J = 8.3 Hz),

7.50 (1H, d, J = 8.3 Hz), 8.53 (1H, br s).
EIMS m/z ( HOH W E ): 619 (M), 381 (100).

ﬁ%é}*ﬁ . Cst41NsO4Sz
HE ;. C, 56.19; H, 6.67; N, 11.30.
Eme : C, 56.27; H, 6.67; N, 11.19.

W B Bl 102
2-[4-[2-(T-B B EEHA B W 2-ERE)Z E IR E-1-% ]
N-(2,6-— RAEEE)Z M B 2N B :

B 2-F X -7-% & X B K E M (1.1g, 5.0mm0l)Z
THF (200 )@ & , ZE R T, R-T8CH W& W 1.0NE b =
RTEE -BEAE(0al), MEHM, BRARZHE
R B E M L. ONE b~ RT X% - B XA ® (5al), W
300 8. RAENTERBRS NARGHK B M2 81k =
ETESE s B, AZMZEXNR. ARAEAH G 8. A
REAKGS, IRENTREBR AN, HES 2 HER
WHESK. PRRFHELESR, BARKGHRKRE R 27-8
O -2-% K K 05 M 848ng (K E 04%),

WF, WI-BE B -2-BEEHFERRR2-B X X ¥
B, SEEEM L AR ZRE c AE, BAKES S 2

BH®MEEY,
P52 ¢ 138 - 139°C
IR (KBr) cm™': 3331, 2962, 1657, 1507, 1427.
'H-NMR (d+-DMSO) & :

1.13 (12H, d, J = 6.8 Ha), 2.55 - 2.65 (8H, m), 2.79 (2H, t, J = 6.g py)

ISR NP B SAEA ((ONS ) AdBLE ( 210X 29TA% ) 155 397889

Y ) ry
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3.05 (2H, % , J = 6.8 Hz), 3.11 (2H, s), 3.47 (2H, t, J = 6.8 Hz),

4,74 (24, d, J = 5.5 Hz), 4.90 (1H, t, J = 5.5 Hz),
7.12 (2H, d, J = 7.6 Hz), 7.22 (1H, t, J = 7.6 Hz),

!
7.26 (1H, t, J =7.2 Hz), 7.29 (1H, dd, J = 7.2, 2.0 Hz),

7.45 (1H, dd, J = 7.2, 2.0 Hz), 8.77 (1H, br s).

EIMS m/z ( HoH R E ): 510 (M7), 316 (100).
TLESH ¢ CesHsseNa0sS i
#+H1ME : C, 65.85; H, 7.50; N, 10.97. ‘ ;%
By : C, 65.77; H, 7.64; N, 10.84.

2-[4-[2-[7-(o W -3-%)F HFIE W -2-X R E]Z % IR % -
1-%]1-N-(2,6-— RAEXE)Z BB 2 BB :
2-[4-(2-(7T-Z B EEH 1w -2-X R %)Z X IR %
S1-% J-N-(2,6-=— B A % X X)Z M B (214ng, 0.4mmol)
SDNF(15a B B WM = F EEME = 7 B M 2 B (146
mg, 1.2mmol), HSOC M ML AW, REBKAREZ M
ZEER, ARMEAK., BARE KRGS, BARMEHNEM
BB EEM, MB2-[4-[2-(7-(3-- F B X7/ % M %)%

@ FouE o -2-B K EIZEIRKRBE-1-%]-N-(2,6-— RABEXE
:” X)Z BB ZHEERY 24508,

% £ % B M (2450g, O.4nmol)2 B B (6nl)® & ¥ W A
éj) Z B (123ng, 2.05mmol), B & — kK & % (102mg, 2.05

i“l mmol), ZEZEBMBISAK, BRREBRRAE, HZBMIE
2’1 XK, ARMERAK, BERNREKRKES, ARBEMNERRBRRE

xBm. BEAANBEAEENFE(RMAMN: Ok : A M

e Y _e______ e O ___

IR b P B G AZA ((ONS ) AGHLEE ( 210X 297K ) 156 39789
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~

N

s

A7
B7

" 15
7 gmam ()
=5: 3) MM, BEARBHRKERZIHENILES W12 (K

¥ 58%)

yms ;181 - 183C

IR (KBr) cm-': 3262, 2960, 2360, 1655, 1500.

'H-NMR (CDCls) O : |

{21 (124, d, J = 6.8 Hz), 2.60 - 2.76 (8H, m),

6.8 Hz), 3.01 (2H, T% , J = 6.8 Hz), 3.23 (2H, s),

2.87 (2H, t, J =

3.53 (2H, t, J = 6.8 Hz), 6.89 (1H, d, J = 2.2 Hz),

7.19 (24, d, J = 7.6 Hz), 7.29 (1H, t, J = 7.6 Ha),

7.34 (18, t, J = 8.0 Hz), 7.55 (1H, dd, J = 8.0, 1.2 Hz),
768 (15, d, J = 2.2 Hz), 7.71 (1H, dd, J = 8.0, 1.2 Hz),

8.62 (1H, br s).
EIMS m/z ( # H B E ): 546 (M*), 342 (100).

ﬁ%ﬁ'*ﬁ' : CaoHaaNaOzS
HHEE : C, 65.91; H, 7.01; N, 15.37.
=@{E : C, 65.89; H, 7.06; N, 15.22.

B M 104
2-[4-[2-(7T- B B FH 1w -2-E K E)Z E IR ®-1-%]-N
-(2,6-— RAEXE )ZBM B ZNRE :
 3-B % K 8 (10g, 54.6mmol) Z DMF(100m1) & &
oM ON BB #F (16.6g, 120.1mmol), BT E | (14.3nl,
120.1mmol), ZE 80T M H 12/ K , &mémmma. A Z
BER., sREKXALAK. BEAAREXKES, HEKRKR
W HRBRBR AN, NAEBEHRYZ2-FHERE-3-B X
¥ BB TR 16.1g (% ®381%),

AR R I N P BB 4 AZ A (NS ) AdBLAE (21029704 ) 157 39879

(v 0 0 3 B N BN 2 )
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A7
B7

B~ B (158)

T 8 F H B M8 (4.42¢, 12.2mmol) 2 Z B (30nl) R &
WM ANE &I (1.37g, 24.4nnol) K BE K, ES50TC H
2 MK, RERAKER, BZREFRAQNGEREZR
M, BZBEXN.,. AsRBERXAK,. BHNREKES,
AEKRBEMNERBR XN, BARAVRBENRE (DRI
0g, BHBAHEM: DK : AW : 28 =25:25:1)FN, P
BEAXHEHLESAFAERCRBELSLE R, BARKBERZ2-F
S B -3-BEXHF H2.1¢( X63%),

BB X PR (2.1g, 7.69mm0l) 2 B = -T 8 (70ml)®
BEXSE THM=Z B (3.2n1, 23.lnno ) R Z X E B &
R (1.7nl, 7.69mmol), MBBEB XK1 MK . R E®HK
BE, BZBZEXNR, ARERXANEALH KER
C2NE M. K. BRHRE KGR, AEKRBENERER
BN, BRERAWREERE (WREIe, RMAMN: K :
M =5: BN, SAREBBRYZIN-B=-T&EHR
BE-2-FE B -3-BEFH1.61s( X61%),

E 3 ¥ B M (1.41g, 4. lemol)Z =M Z B & ® (30nl)

.ff WM P RM (4.8nl, 4. nmol), EEZARBEI5HE. R
fl R KR, FoONERGH KB RER BN REEHN KD
jﬂ ., BZMZEBER. sRERXA K, B REKES
lz AR ABRBENERRREAM., RARADBEE R B (W
2 B30g, EMBEM: ok :AM=3: DAN, BALRSE
b B R 2 2-B X -6-8 % % B 430ne (K ¥ 68%),

—————— e s

E S X M (430mg, 2.8mmol) 2 Z M (30nl1)BE & P

IR LR il 1 o BB S AZA ((ONS ) AdULEs (210 X 297TA% )

158 39789
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T~ ARBASLBR (159 |

MA-—HRRB®O -2 %% (497ng, 3.1nmol), W H H & :

120 . REEBR A KRB, H2NEME 28, HZBX }

M, AR ERXXHBLAK, B &KEKKES, HEKIKSRS:SNMNX . !

‘ "

MR EEN., BEADEE G E (B E30e, BEHEMN: & {

B RE=10: DAY, BAEBERZ2-RE-7-8 |} :

B % FE 02 o 381ng (K E 69%), ; I

3 |

W2-B % -7T-BEEHERRR2- B E X HIER, & |

3

HEEBEM1 B z2RE - -B®BE, BE8EXBaHRERZB fi‘fi

M4k & W . R ;

w153 - 155°C :

IR (KBr) cm-': 3437, 3226, 1662, 1532, 1505. |

'H-NMR (CDCls) 6 : IT

1.21 (128, d, J = 6.8 Hz), 2.65-2.70 (4H, m), I

9.72-2.76 (4H, m), 2.88 (2H, t, J = 6.8 Hz), :

3.00 (2H, t% , J= 6.8 Hz), 3.22 (2H, s), :

3.54 (2H, t, J = 6.8 Hz), 7.19 (2H, d, J = 7.8 Ha), |

7.29 (1H, t, J = 7.8 Hz), 7.43 (1H, t, J = 8.3 Hz), Qli

7.88 (1H, dd, J = 8.3, 1.0 Hz), 8.07 (1H, dd, J = 8.3, 1.0 Hz), |

B 8.60 (1H, br s). :

7 BINS m/z (M1 M % g )i 525 (M), 125 (100). |

3: ﬁﬁﬁ‘*ﬁ’ . 027H35N504S {
19

i sgm : C, 61.69; H, 6.71; N, 13.32. |

.,1) 1

i ® g : C, 61.77; H, 6.79; N, 13.16. I
i
f
f1

i[; 2-[4-[2-(T- B E X H 1B W -2-E R E)Z X IR B -1-% ]-N }

“(2,b-— EFAE - 4-BERFE)ZEBEZNE :

IR R AL P BB S AZA (ONS ) AdBLE (210X 297 % ) 159 39789
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2~ e (180
P2-[4-(2-B Z & )0g 18 -1-% 1-N-(2,6-= R A & -4-

FE EXERE)ZBBERR2-[4-(2-BZ X)Wk % -1-8 ]-N-(

2,6-:$W§$§)Zﬁﬁ. B EEwmMLI0OAER R E -

REHE, BEAXEBHRERZEBNLESEY .

y585 - 165 - 166°C

IR (KBr) cm™': 3271, 2963, 1659, 1600, 1534.

'H-NMR (CDCla) O :
1.19 (12H, d, J = 6.8 Hz), 2.65-2.71 (4H, m), 2.71-2.76 (4H, m),

2.88 (2H, t, J= 6.8 Hz), 2.97 (2H, t% , J = 6.8 Hz),
3.20 (2H, s), 3.54 (24, t, J=6.8 Hz), 3.81 (3H, s),
6.71 (2H, s), 7.43 (lH, dd, J= 8.3, 7.9 Hz),

7.88 (1H, d, J = 7.9 Hz), 8.07 (1H, d, J = 8.3 Hz),
8.45 (1H, br s).

EIMS m/z (. 4 % % g ): 585 (M*), 70 (100).
TEAH : CaeHarNs0sS

sLuE ; C, 60.52; H, 6.71; N, 12.60.

@y : C, 60.49; H, 6.71; N, 12.58.
BWOME B 106

2-[4-[2-(7T- B E X FH 12w -2-EHFE)Z E IR BE-1-%]-N
-[2,4-% (Z K )-6-F % -3-mMt e ¥ )2 8B NE:
M2-(4-(2-8 Z %)Wk % -1-% ]-N-[2,4-% (Z TR &) -

6-F B -3-itt ¢ B )Z BB RAK 2-[4-(2-§§Z.§)I!R g -1-%
1-N-(2,6-— B A B X B )Z B B, gmﬂ:mmlomﬁ]z

Ml -@2®B, B8XEBFERZENLEY.
y85 ¢ 50 - 52°C :
IR (KBr) cm™': 3292, 2929, 2817, 1699, 1532.

'H-NMR (CDCls) 6 :

AR RN P BB 4 ARH (NS ) AABLE (210X 2974 ) 160 39789

e Y 2
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L EWSLE (16))

1.33 (3H, t, J= 7.3 Hz), 1.36 (3H, t, J= 7.4 Hz),

2.47 (3H, s), 2.64-2.70 (4H, m), 2.72-2.77 (4H, m),

2.88 (2H, t, J= 6.8 Hz), 2.93 (2H, q, J = 7.3 Hz),

3.54 (2H, t, J = 6.8 Hz), 3.16 (2H, q, J = 7.4 Hz),

3.19 (2H, s), 6.70 (1H, s), 7.43 (1H, dd, J = 8.4, 7.9 Hz),
7.88 (1H, d, J= 7.9 Hz), 8.06 (1H, d, J= 8.4 Hz),

8.52 (IH, br s).

B WP 107

9-[4-[2-(7T- B E X B W -2-E K X)Z X R E-1-%1-N

(2. 4-% (AR B E)-6-F % -3-1 0 % )2 B B 2 M 8 ¢
W2-[4-(2-% 7 % )UR 1B -1-% ]-N-[2.4-% (2 A & %

)-G-H B -3-WL 0F E 1Z BB B R 2-(4-(2-B Z KU B -1-

E]-N-(2,6-—RAEXEX)Z M B, ERAXKMI04EE

yRE - RE, BBBEBEELERZENLE Y.

yrEE o 57 - 59°C

IR (KBr) cm.: 3299, 2962, 2818, 1702, 1559.

H-NMR (CDCI1:) ¢ :

1.35 (6H, d, J=6.7 Hz), 1.36 (6H, d, J = 6.8 Hz), 2.46 (3H, s),

2.64-2.69 (4H, m), 2.72-2.76 (4H, m), 2.89 (2H, t, J = 6.9 Hz),

3.18 (2H, s), 3.50 (1H, +% ., J=6.7 Hz), 3.55'(2H, t, J= 6.9 Hz),

4.02 (1H, +% ., J=6.8 Hz), 6.75 (1H, s),

7.43 (1H, dd, J = 8.3, 7.9 Hz), 7.88 (1H, d, J=17.9 Hz),

8.06 (1H, d, J = 8.3 Hz), 8.50 (1H, br s).

EIMS m/z (48 % 2 g ): 604 (M), 409 (100).

RIS AR (ONS ) AGLAS (210X 297404 ) 161 39789
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I~ BB (162

B Wi B 108

2-[4-[2-(7-8 % % 7 15 8 -2- X R % )Z % IR ok -1-% ]-N

S(2,6-T R E-3-BEXE)ZMB 2 NB
Po2-[4-(2-B Z %)W % -1-% 1-N-(2,6-= 2 75 X% -3-

MEXE)ZMBRR2-[4-(2-BZ X )R B -1-% 1-K-(2,

G--RAEFE)ZME, ERAREMI04EETZRE - R

B, BAXEEFER2ENLEY.

gsur : 70-72°C
IR (KBr) cm.: 3290, 2966, 2820, 1683, 1530.

H-NMR (CDC1:) O :
1.22 (6H, d, J = 6.5 Hz), 1.32 (6H, d, J = 7.2 Hz) 2.60 - 2.85 (8H, m),

2.89 (2H, t, J=6.8 Hz), 2.99 (1H, +% , J= 6.5 Hz), 3.23 (2H, s),
3.26 (14, +% , J=T.2 Hz), 3.54 (2H, t, J = 6.8 Hz),

7.30 (1H, d, J = 8.5 Hz), 7.44 (1H, dd, J = 8.3, 8.0 Hz),

7.48 (1H, d, J = 8.5 Hz), 7.88 (1H, d, J = 8.0 Hz),

8.07 (1H, d, J = 8.3 Hz), 8.79 (1H, br s).

BIMS n/z (4B B % . ): 570 (M), 321 (100).

WM 109
2-[4-[2-(5-W-7T-R A & -4-P EEH 15w -2-% K £)Z
B IWR % -1-% 1-N-[2,4-% (Z R &)-6-% & -3-t g ¥ ]2
BB NE

M2-[4-(2-B Z %)WK % -1-% 1-N-[2,4-% (Z R %) -
6-F B -3-utng B I Z BB NNR2-4-2-BZ B )R % -1-%
1-N-[2,6-— R R E X E)ZHEE, ERRBEAITEHRZIKX
® - 2, A EKRGBHRESEZENLESY.

162 39789
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I~ EASLEA (163)
BEE 120 - 122°C
IR ( & ) cm.: 3301, 2968, 1690, 1481, 1216,
{H-NMR QCDCIJ) 0:

1.32 (3H, t, J= 7.3 Hz), 1.33 (6H, d, J = 6.8 Hz), 3
M
1.35 (3H, t, J= 7.3 Hz), 2.47 (3H, s), §
F
2.66-2.71 (4H, m), 2.75-2.81 (4H, n), o
_ i
2.86 (2H, t, J= 7.1 Hz), 2.93 (2H, q, J = 7.3 Hz), g
3.15 (2H, q, J = 7.3 Hz), 3.20 (2H, s), N
— ‘ )\
3.22 (1H, t%¥ , J= 6.8 Hz), 3.49 (2H, t, J= 7.1 Hz), i
6.70 (1H, s), 7.07 (1H, s), 8.53 (1H, br s). A
EINS m/z (48 B % K | ): 621(M), 368(100).
ﬁ%ﬁ*ﬁ . CgoH;oCINSO'zSa N
StE M@ : C, 55.97; H, 6.48; N, 11.25.
E@E : C, 56.26; H, 6.40; N, 11.17.
B OB 110
2-[4-[3-(5-® ~7T-B /i % -4-F B X150 -2-% 0 X )7
Ik E -1-H ]-N-(2,6-—_ E AR -3-FHEEXE ) )ZE K

ZHRE
EN-(2,6-— HRAE-3-BFX X )-2-[4-(3-B R & )R

; % -1-% ]Z B B (500me, 1.32nmol)Z B B (8al) % Z M (1
j oml) 2z BRABHETMANN-= R A %2 B (513mg, 3.97
j‘) nmo )R = B X Bk EEE PR -C BB W (2.0, 2.0
jf) ml, 3.97nmol), M#¥ 4 X, REBR ZEMW, WA KM
%‘; EMmKFEEMHERARBER, AREFABDAE K&ER
h L  AEARBAEREREZEN. RAADREE R & (B

aul. ‘
et > ___ @

Mam;:; ®Ei: PEE=10: )N, BABN-(2,6-— B A
AR R B i N P B P 24258 (ONS) A4BLAE (210X 29704 )

163 39789



589308

A7
B7

L~ A0 (164
X -3-BEEXE)-2-(4--BAE)RB-1-% 12 B B
449nmg (Y FE 87%) o

£ % Z B (150mg, 0.38mmol) 2 THF (3nl)® B % W A

= Z B (50mg, 0.50mmol) R 4-= M B % W 0 (5mg, 0.04
mmol), # k% W4 T &% M P MME (530, 0.46mm0l),
BMHEDE. REREERAAKBRE, BZBZEENR,
EREABANREAGS, AEKXRBINERBR =&MW
B MB 2 BRABERONFGa) P, WMAS-H-7T-B R
K -2-B % -4-% % % ¥ 8 (93mg,0.38nm0l). BB H (64
mg, 0.46mmol) R 18-& iR M -6(10mg, 0.04mmol), H 80T
Bl MK, REBRRAKBE, AZRZEZXN. ARF
RXAK., BAREKES, IR KBRBRANEERE X8
m. RERADBEEAE (BEME M H4: F@=50:1)
M, FHAIEARZMZE - CRBER, ABKS
WK R ZBEMLS YW olee (K X 30%),

BEE . 126 - 127°C
IR (KBr) cm.: 3288, 2962, 1663, 1501, 1491,

# H-NMR (CDCl:) ¢ :

j 1.18 (6H, d, J= 6.9 Hz), 1.30 (6H, d, J= 6.9 Hz),

] 1.33 (64, d, J= 6.9 Hz), 2.92 (2H, EE, J= 7.0 Ha),

i 2.50-2.60 (4H, m), 2.52 (3H, s), 2.54 (2H, t, J = 7.0 Hz),
;? 2.70-2.79 (4H, m), 2.92 (1H, £ %, J= 6.9 Hz),

i 3.13-3.26 (2H, m), 3.21 (2H, s), 3.36 (2H, t, J= 7.0 Hz),
b 3.80 (3H, s), 6.84 (18, d, J= 8.7 Hz), 7.07 (1H, s),

(oD 2R dot on gt B N Bkl BB oAk )

e @

v*mﬂx&@%ﬁMﬁm%ﬁw CNS ) Ad3LAE (210X 29704
‘ A ( ) 164 39789
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IR

1

oo I3 W w DD

L

~ B BASLEA (165

7.12 (1H, d, J = 8.7 Hz), 8.59 (1H, br s).
EIMS m/z ( )8 ® % FE ): 616 (M+1), 139 (100).
!

B 111

N-(2,6-— R AR -3-FAEZXE)-2-[4-[3-(T-Z K HF &

EHFIER-2-BRE)DAR IR B -1-8 128K 2N B
N2-B B -T-= M FEEXEHERRAS-H-7T-BF & -2

-HRE-4-FPEEHER, THEEHMNIIOEEIZ R E - &

2, S8 RERBRXESEZHEHBNEES Y,

s : 139 - 141°C

(KBr) cm.: 3278, 2960, 1664, 1506, 1332.

H-NMR (CDCl)) 6 :

17 (6H, d, J= 6.9 Hz), 1.30 (6H, d, J= 6.9 Hz),

.06 (2H, ZE., J=6.9 Hz), 2.50-2.60 (4H, m),

.55 (2H, t, J=6.9 Hz), 2.71-2.78 (4H, m), 2.92 (1H, £+ %, J = 6.9 Hz),
18 (IH, + %, J= 6.9 Hz), 3.21 (2H, s), 3.39 (2H, t, J = 6.9 Hz),

.80 (3H, s), 6.84 (1H, d, J= 8.6 Hz), 7.12 (1H, d, J = 8.6 Hz),

.38 (1H, m), 7.47 (1H, d, J= 7.8 Hz), 7.75 (1H, d, J = 7.8 Hz),

.60 (1H, br s).

OBl 112
2-[4-[2-(7T-F R E X HIZ W -2-BRE)Z E KR -1-% ]
-N-(2,6-Z R A BRER )ZB B 2 NE

ARSI N P U 5 AR ((CONS ) AGULEE ( 210 29724 )

165 39789
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I~ PR (166)

BN-B=Z-TEEBRE-2-FEE-3-B§ 8 X B (9.37e,

27.2mmol) A B B (150nl) & M, WMAH-F X8 - K&
W 7.84¢ (45 .5mmol), ZES0C R H 120K, R B & H A
BEBmEM KT N, BERBER.,. AREHAK., 0 &EK
BRI EARREER, BxAan, BEAADREFNE
(50, BREBM: S : Z2BZE=6: DAN, H
BRBEEGBRY Z2-F K % -3-% % FB6.44g (W ¥
96.9%) .

8B M E X BS5.80g(23.Teno)E KL TWARES

10mlfE B & , W 8 B K100 8 % 5 B M MH4.27g(61.9
mmol)Z K (5nl) B W . Ek B P HREL M RMABENK
M E 9 ok EpHE A7 , MARNK T EM2.00e(28.5mmol),
WMES S>8@, ESOCHERBI02HEE, RERKLZEZEZR
AR ER, AREAA. BARERKEPRAEKR

MELR, Bxam, RBEAYBEENE (WB150e, R
MAM: o% : X=2: DEN, FEBSZHEERRAZR

ZBE-CREBER, EAREHEBHRESZ2-FRE-6

- OB X B 0.87g (U E19.8%),
we 3 gy M ¥ B (290mg, 1.57mmol)f Z 8 (13ml) R I

£ B (0.3nl)® M, ZEUWk®H TMWMAHHK (4110g, 6.28nmmol)
 EEBTHREISDEBRBRERAS, A2NEALHAR
mABBER KPR, BZBMZEER., AREKRXAK

EAREAKES, AEAFEBRAERBRBREZEN. B A

AW REFSE (WR20e, RHMEM:; ck : 2828 =1

}\g;agfu{/ii@)ﬂ \1%13*3“2}1#%2%? ( CNS ) Ad#1, 210 X 297 A
) AGLE (210X 2974 ) 166 39789
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A7
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D~ ARG (169
PR, BABKBEHRER 22 BE-6-FREER
230me (I % 94%),

B X B M (230me, 1.48mmol) 2 Z B (30nl) & B o N

%
MA=RRBMO-Z %H (28508,1.78mn01), MM ER |
12Al. REBRAARE, AoNGEBEE®ME, AZ®mZ |©

BMEN. FRERXAKR,. a0 AEKLES, BEAKER |

W B : ZBMZEBE=2: )EN, BASRELZ2-B
B -7-F R OE R 08 W 224ng (g X 77%),

|

|

|

I

!

|

l

l

|

|

|

I

?’; I
MERRBR XA, RARADEBF & (W 25c, B M & g‘l’
:E/f«
7|
R

l
W2-B M -7-5 B %X HF 50 KR 2-% 8 % 312w {
HEREREHMN L1 HR2REE - BB, BSAERSRE S >HE l

Bitsw,

|

|

PR ;120 - 121°C . I
IR (KBr) cm.i: 3247, 2960, 1660, 1499, 1414. |
H-NMR (CDClL:) & : .'
1.20 (12H, d, J= 7.0 Hz), 2.59 (3H, s), 2.60-2.78 (8H, m), |
2.85 (2H, t, J= 6.8 Hz), 3.00 (2H, + %, J= 7.0 Hz), 3.21 (2H, s), l
3.49 (2H, t, J = 6.8 Hz), 7.13-7.31 (5H, m), 7.40 (1H, d, J = 7.8 Hz), l
i | 8.61 (LH, br s). {
s | EIMS m/z (% S %W B ): 526 (M), 125 (100). |
|

I

|

|

l

|

I

|

|

T WM 1113
@ 2-[4-[2-(7-HW BB B 215 W -2- KR X )Z X 0% 15 -1-
o E]-N-(2,6-— R AE X R )Z M BN :

E2-H R HE -6-B B XH (120mg, 0.648nno0l) > 2 8
AT IR N BB G AEA ( CNS ) AGLAE (210X 2974 % )

167 30789
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BB (6ml)h oA @ B MWL KSW (640ng, 4.16mmol)
, ES5CHREL MK, BREREN, FRSZREAD
B OE % (WE50e, BMEM: > HEB: F@M=150:
ISEH - FEM=4: DEN, BFBB2RBERBRZ B
(12ml)® , Z k% F M A 8 (450mg, 6.88mmol) R 8 & M
0.2nl, B B EB, WHE209 8, REENAWANESES
BAkEFR, BEGER. REARANREKES R A
EABRBEH LR, Rxuam., RARNREEE G (B
AW B PE=10: DEN, SABBHRKY 2 2-
B % -6- % BB X X B 26me (I X 21%),

B X B M (25.5mg, 0.136mmol) 2 Z M & % (8nl)
MAZHRRBRKO-Z % & (67.3ng, 0.420mmol), 7% W ®
HR FREI M. BREREBE, BAMAING B Z pf
mad, BERHER. AREFARARE KES, AEK
RN RRBR LA, READEERE (B 2.5¢,
RBEM: B4 : FE=10: DEY, SAEEE0Y >
2-F K -7-F B BE E ¥ 05 M 20.4ng (M X 04.4%), B M@
- E-ZRBSEE, BARBEE S,

Ph2-WROE -T-F GBS KK M50 R R 2-% X K g om,
BREERM LA IRE c BRE, BARELERZEH G

v
W% 125 - 128°C
IR (KBr) cm.: 3449, 1660, 1503, 1426, 1322.
H-NMR (CDC1s) &

AR R RGN P BB AT (ONS ) A4S (210X 29744 ) 168 39789
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A Tl g S

A7
B7

|

T~ B30 (169)

1.21 (12H, d, J = 6.8 Hz), 2.66-2.71 (4H, m), 2.74-2.81 (4H, m),
2.86 (2H, t, J=6.8 Hz), 3.00 (2H, £ %, J= 6.8 Hz), 3.22 (2H, s),
3.26 (3H, s), 3.53 (2H, t, J=6.8 Hz), 7.18 (1H, d, J = 8.3 Hz),
7.19 (1H, d, J= 7.3 Hz), 7.29 (lH, dd, J = 8.3, 7.3 Hz),

7.45 (1H, t, J= 7.8 Hz), 7.78 (1H, dd, J = 7.8, 1.2 Hz),

7.84 (1H, dd, J = 7.8, 1.2 Hz), 8.60 (lH, br s).

[ % £ 2 A B B #)

SR KRB —MeABER—BR (1= 2ZHh
M. B LA ERREM LR NELHAH 2NN
Bz ACATHI B ® . HilRWREEHENHE, 0P BE
B G MW W B W M MM Gk M6 M WA . R BN, & B B3R —
sEmER - BR(IDFR2EaW. Bhaw2s®
EMLWARNG LHAF 2 RBF R ZAERR, B
B . WM R E . WH R BB E. Moo
 BOHOER. EROKBELE. $SELE. ®K®
R BhLE. BORBLEETELE. SHY®LE.
mEEER. SHBMOEFHEE. REBRAE. AN

X BB k. K@ BKoM . P EMN®MKBELIE (AS) F¥ERZIE

EHBRY ERERZEBER. EHANRBELERZER,
BB 3o

5 & B R

2o

1k
:
t

AR P BB AT ((ONS ) AdBLEE ( 2107 29T A% ) 169 39789

(o S St B v B B 2 )
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AT P Ok B M mo 3 e X o o S B

A5
B5

5

P RE (RUZEH . W E K - B e W R SRR ﬂ: A"@j

Z B #
AR BHERE -EHFERBR Bt RBELS
P 2 B8 8 M & W o

ABEHBEARD-BI (I )R8 - HE N
& Mt
0O
/ \ I
/>—Y—" (CHI =N N—(CHj)n -—Z—C'—‘N‘AF
(CHz)f/ , (I)
(X &,

A

7

51

% XY 458 ( 592 4 4% ; NOVEL CYCLIC DIAMINE COMPOUNDS AND MEDICINE
CONTAINING THE COMPOUND

The present invention offers novel cyclic diamine
compounds and a pharmaceutical composition containing the
same.

The present invention relates to a compound represented

by the formula (I) or salt(s) or solvate(s) thereof.

0
G:[ )——Y—(CH;)I—N ,{N—GHZ)H‘Z-{!_” A (1)

(CH-z)

o0

is an optionally substituted divalent residue of benzene,

(In the formula,

pyridine, cyclohexane or naphthalene or is a vinylene group

where
Ar is an optionally substituted aryl group;

X is -NH-, oxygen atom or sulfur atom;

)

AR R 0T & BB K ARHE (CNS ) AdBLAE (210X 297 % )
2 (B F H) 39789

(3590 D 2005 o0 o sl B N B sk ot sl )
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v P ORE (XA L )
AU EAERRABZE bR - BRI BEZ2 BEHMWHIZHE
H o

Ars il R RN B 2 5 &

X % - NI—-— - ERFHKREF -

Y % - NR1— - EHEF HEF > EHZE

7 % BH @& % — NR2— -

RiasE KR F - TAMANBEZHBRERE - 7 AR EZ
FEXNTARAEZ B IR ERKEKRKE

Red 8 R F ~ T AR BFZHEERE - 7T ARNKNEZ
FEZXVTHAERARANBEZ P K & /KK E

1 0 £ 152 ¥ & -

n %2 ® 3 B

n B0 & 32 ¥ B)o

FBHESD I EHIBEHEHRY, PHEHEEEHS
ARBEBERBEE®BB®RE (ACAT)Z W H M -

T P b S H e e X o S

EXHAAHE (BRALHR )

Y is -NR;~, oxygen atom, sulfur atom, sulfoxide or
sulfone;

Z is a single bond or'-Nqu

R, is hydrogen atom, optionally substituted lower alkyl
group, optionally substituted aryl group or optionally
substituted silyl lower alkyl group;

R, is hydrogen atom, optionally substituted lower alkyl
group, optionally substituted aryl group or optionally
substituted silyl lower alkyl group;

1 is an integer of from 0 to 15;

m is an integer of 2 or 3; and

n is an integer of from 0 to 3).

The compound of the present invention is useful as a
pharmaceutical composition, particuarly as an inhibitor of

acyl coenzyme A cholesterol acyltransferase (ACAT) .

AR AR F BB RS (CNS ) AU (210X 29724 ) 2-1 (B E H) 39789

(im0 ot B ek B N B sk B 8 )

“""‘Z%&"‘l'“_ﬁ"'f_'_"""'_—'_"_""——"_"_'_—
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'Q#'_____ au\.
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2 e moph 2 3 H B S

H3
o B 871081555 ¥ Fl B H K
| Lo
/,L}"‘%“ Q HoiE E A& B £ XK f()yf
] (914 7H 248 )
1. — BE-RBA(I)FRzZEEYEHEHE:
7\ I
(CHa)l =N, N—(CHo)n —Z—C—N-A P)
CI}— g AR oA o
(Crgt
(& &,

CL

A0 EEECi-elc B > C1-6c H & ~ C1-s & & > C1-6
ﬁﬁﬁ\C:—sﬁﬁgﬁg\Cx-sﬁﬁﬁE\ChsﬁEEﬁ
WEE ~Ci-slii B E » Ci1r-sBEH ~ Ci1-6% &8 % ¥
~C1-sﬁ§*ﬁ%*@ﬁ\ﬁﬁ%&%%gz—ﬁﬁﬁ
U EZBRAERRNZEXLZHRE 22 HF,

Arg o 82 B H Cr-efi B ~ C1-c¥e 8 & ~ Ci1-6¥% &
EHEEE - C1-eR EEHREREE ~ C1-c8 &4 & >
Ci-6fR R B ~ Cr-sii TR B E - C1r-s R EHE & E -
Z -Ci-eli EEBMMBMEE > Cr1-s EE > = -C1-s¥% B
E B EERBEZ -—SZREBENLNLEZRARAERRLZXRE
N

X &% —NH—- - E R FHWRKEF >

Y AR ETF

I % B &5 — NR2-—

AEHKREBATRRFRE (CNS) Ad#% (210 x29720%) 1 39789




589308

a3 Ty ph 3 B4 H S0 3 Ok & SR

H3
Rew & R F H Ci1-6¥x &
Il &2 & 32 % & -
mo &2 W 3z ¥ &
n &1 & 32 ¥ 8 ) o
2. mHBE FEMNHEEFRE I H2tEWHEER HF
R;
a! . RA—[—';Z
Rs

Ra>RaEBRsE S A HA W ZERF ~ Cr-6k &

s Ci1-6elE E ~ C1-cBBE ~ C1-st2 8 E > C1—sﬁ_§ g8
BB E »Ci-cl BME - S ZFEF - BE - Ci1-6% &
EBE - BCo o B - B E R BB E o

3. mE B EAEBEE IEZ LAY R EEE P

>
p\G RSW\ KK
|
7 E
/ N/\ _E P_m /
R 7

FHERRAEBATRBERFEE (CNS) A4 (210 x 29724 P 39789




589308

B moduF 6 R &N RS

>

22 oy 0

H3

Re~ R7 >~ Rs

v Ci1-6¥% # ~ Ci1-s¥e & # -~

B E -~ Ci1-cf & &

K+~ B E -~ B & 8 K

4., — M B H M A ACATH % ™
Vo PR B R R MR E
T BEEBRY % ETH —

B M

X
<:§]:: ;}——wf——(cHyr—N
~N )

(CHz)M

(£ # ,

at

DA EBREBECi-etz &
C1-6B K # » C1-6¥x & &
EoBREE > Ci-sf B M
E S Cr-cM #% ~ @3 & »
mofE e RRERNK

Ars T & 3 B Cr1-6¥%
EWmEHE > Cir-s% & & ®

Ci-e¥i R = ~ Ci1-6¥% H W

Z-Cr-efi E B B BB A E ~> Cr-6¥%t B &

2 B ERBEZ -HM

R R7

Ci-s¥s & W E -

MRS AR ERF

Ci-s¥Z B # ~ C1-6¥% 52 BH

Ci-688 & -~ & &

H o

S M BE O OBE B OER & X W OB

LR 7 R | 1 O A

ig{:

A (I 2 EHRE

Ci-6% @& & ~ Ci1-65 & & -

Y52 B ~ Ci1-e¥i A B ~ Ci1-6¥

B - Cr-sBEE E ~ Ci1-sfx &

A

B - B ERKMSEZ — H

+
84

Bt E 22 B E,
v Cir-ele 8 8 ~ Ci1-6¥% &
8 E - Ci1-68 & E -

B B

H - Cr-el EHBEHEE -
Z -Ci1-6% &

B Ez2BHMARAERRANZEE

AHEREBA TEBEFEZE (CNS) A4 (210 x 2970 %) 3

39789
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Db 20 g H w6k & S B

H3

ko B

?

N

(X &,

\

Ve

W om o E o

S
B o= B

Do
igl;

LU=

NH— ~ & R + &R 8B®& K + -

R+

H

v o—

# — NRz-—

FHCi-s¥ & -

Iz B H

Iz B H

3z ®EH) -

- R EREDE - BHRBELCE - BOLE
DWW BEOHBEEREREZZEREAE
- BRX (I ) RZMEEYRHEEH:

\
\
(CH L,I—N N— (CHsin — I —

()—:O

—N-Ar (1)
\C”Wz) 1

04

2o B BEHCi-sfi B ~ Ci1-s¥fe & & ~ C1-s = & » C1-6

B E - ~sCi-slE §EEHRE ~Ci1-slR RE ~ C1-s%% B &1

BB E s Ci-sli BB E - »Cir-cBEBEHE ~» Ci1-6¥ 8 &

v Cr-eB ¥ - R - B E  BHERKREZ - KW B

MEZBRRAERRKZEXREEZ2 EE,

Ard o 2 B H Cr-68 B ~ Cr1-6e @ B ~ Ci1-s¥x &

EREAE - Cr-sii EEREREE » Cr1-s8 & & >

KRR AEBAFEBREE (CNS) AdRHE (210 x 297 2% )4 39789
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H3

Ci-e% Bt B ~ Cr-o¥% & BB 2 -~ Cir-ef 2 B B & & -
Z -Cr-ele A BB B AE ~- Ci-sfi BE -~ = -Ci1-6¥% &
E-BERHEZ - MBEUNLEZRARKAERRZEXE
OO mE H

ig&

o R

X % - Ni— - @ EF R B EF -
Y B KB F

I A E @R - NR2—

Ro% & B F R Ci-of5 % -

I B2 R 3z BB

n B2k 3z EH

n &1 & 32 B & )o

o
Al

A Tl dmayph 8 3 H I3 B 3 OE & S 3

AEHEREBAPRBERE (CNS) A48 (210 x 2972 %) 5 39789
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