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grsal 1
H
wg 1: A-COR +R,Rzn\n,xv\’rNR;R4 = 1
NH NH
2B

R3
Wg 2: A-CN + R2RlNW/N\CN —_— 1
NH

IS AL 10f LIEHH BRRH Z0I, BIStAl 9| SEt2ol 20t B2 HIROILISE AIES HAEZ2S =
BH(WS 1) T LIEZD AlOK-TOILIEIS S8(8S 2)OR2E HXEICH 98 2= 249 DY
SOH(0I: 2-HISAIIES) S0IM 28 SOI(0: +A51ZE)0 ZWotl +3eiCt PS 12 22, bt
RTINS HES S0A =#EHC HAHZY LEY MPHE ABAC2LE 2UsHL X0
s SIEE HMES A0 MZEECH

BS4 2

/tR;Rz Ry
L — 1y

RRgN N A

(4714, R1.R2.R3 2 Ry Helrh) (94714, Ri.R3 2 Ry & Heolx,
Ry:&= gzte doj})

NR|R; NR;R;
. l X N — NN
I

(4714, R}, Ry, R3 & Ry=Holth) (4714, Ry} Ry & H oz,
R; 2 Ry &= ggtedoln)

SIS AL 20 LIEHA HHet 2001, BH8HAl 9] SIEI22 MIBsts MeXol DL OHASHs 0| E2|0HX
HTHE JpBAM SAST SN S20MN, BHEEGHIE 80 WX Q0CHA ISR M BT
E=, 2,4-C10HISHE CIOHOICERI0HE ®MTHE IH=ZAd S42D 8N 22, HHEHGHE 140 WX
160°C U Al DILBIO2 M <35It

Brs4 3

(4714, R, Ry Ry & Ry = Ho]t:})\
N

l Sn(CH;);
A A ¢ 20A

[d47]4, A= -B-L-Y(47]A,
Bst Y o2 N{d ofd EE IEHZAlo|Fo|Z,
L& T/ A% E= g7ideltholr]



3 IH=35152001-0032998

grSA 30 LIEHWH HiF 20|, E2is ’_f.EIH[Oill HECPIA(ECIHEZAL) &2 0= &0
=5 S0HE Wit HEY 2382 MESHH 2,4-Cl0t0| =-6- EEDOP% EcIOtE 3tEtA 19 SHEER
HMEBLAIRICH LS, Zels S0[0l: HER BIA(EEITHI‘é'EéE')‘” ]2 EMaHol RIIF=A A, dt
SAGHH = dAMHECF=ECZ Helsh O3, Oted E20101&E2 Xt HESHGHH &AM 20A2 MA=
S 2,4-CI010I c-6-(ECILZL AL )0t - EElOP"oi MEAIDI= HE2 atsta |19 =22 & O
2 M8 ZZE H3stth. Z2E 00 HECPIA(ECIHEZAT) Zets]e =Mool oElYF
A A0 EZIHE(HEWEZ)FA]ICZ AAM 2002 MEES2 H2S=ZM t&HAl |9 SEE2
st M3¢ettt.
B2 4
J"‘\Rle
—_— NN
» A=CN ——p ]
CN R3R4N'/LN//kA

[°17lk1 AL -B-L-Y(4714,
A S,
LT_— TH AoItholt]

r[rr[r

BES AL 401 LIEFH HIQF 2001, 3t&t4al |9 S&t22 02 152 MOIZZUAHYE LIEEE M=ol &
e JHZE Z2SIs Us, ersAl 1(8s 2)0A JITHst it 20l LIEY S2HHe sS3t2 HXst
Ct.
24l 5
CH,CH; 1Rz
OYA : N
— ——
N OCH,CH; R;R‘N)\NAA
L1714, A BV,
BE 9z X sjgZAlo| o]z,
YE 9oz x@id ofdola,
LE 2§ dgeltholt]
BtSAl 50 LIEHH Hit 201, R2l(I1) Ot YI0IESl =THolol ECIOIZEBIARE Al2S A6 0lA
LIHZEA HIAHZE OIE30t0 HIHCICIE OtE HAHZE StatAl |2 Stet=2 MEAIZ2ICH
gt24 6
— 2500 — 1
/
[ A= -B-L-Y(s17]A,
B: A}olair.'—aoh
Y& o
LE 2% aﬁolcnolcn
gtS A 60l LIEFYH HIF 201, Statd |2 SIEE2 LEA HAHEZEZ HA-EAYO0IEE SEAIHA At
F2t &t 2AIg6H OHS, 2HE4A (Bt )0l T2t =2 JF=
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Bt2Al 700 LIEHH HEQF 240, OO0l OE0 22 XIEHE &K56t= CIOI0I-ERIOEZS E2I0Rl &
O=ZEH FAo =XEO XM oo TEE 4 gAao=z HXE 4 UCH. 6-0t, dHIZO0IE L
= AOIE2=22Z X&tdes YA, 2 SH, J2lU= AMUYSZ A HtAoF20 &sHS L6
e S0, &EA T2 S0 BE24S AI=206l0 Pd S0HE AXI| WX HE & (Suzuki cross coupling)
ANZOZM SUAIZ 4 QL.

2 2o JEE 2 YHe 2 Ld¥sS &Y90t)| {8t 2H0IX 2 LHO HIAE HMStst 0Kk ot A0l
Otel TS AlAIOIQF 2350 20 & olale j40|E+.

ALAIGI 1

6-[1-(CIH L HE)-3-0tHEICIEY]-1,3,5-E2|0t&l-2,4~-C| Ot 2!

2-HISAHIEFZ(10ml) %9 -(CHYHE)-3 OWIEICBP‘:‘LI 2! (500mg, 2.01mmol ),
EI/\IOFEIOPDIE(ZZOmg, 2.62mmol) & KOH(34mg, 0.604mmol)2l SHS 4AI2+ SOt éFTEr tgstn, 22
SIMAID|LD, AR20F W2AAIZIOH. EXNES S22 MAEoILD, X300l HEAIAH EH S22 MEZst
Ct.

SH 126-128C;
S (DCI/NHs) m/e 333 (M+H)';

H R (300 MHz, DMSO-dg) 87.3 (d, 4H), 7.2 (t, 4H), 7.05 (t, 2H), 6.5-6.7 (br s, 4H), 4.35 (s,
1H), 3.2-8.3 (m, 3H), 3.1-3.15 (m, 2H);
5

C19H20N6 ° 075H200“ EH St O‘l ‘i‘—_!
HAEXI: C 65.97; H6.265 N 24.29

al=X|: € 65.67; H5.65; N 23.84
A A0 2
6-(1-HE-4-TlH2ICIE)-1,3,5-E2|0t&l-2,4-C| ot 2l
AL 2A
2l(1.79g, 9.85mmol) %

CI2Z2Z201(100ml) =2 ECIHEHIARE(5.029, 11.4mmol), OFAMIEA&HK2T %
Ol OIALIHIZEHEIOIE(1.5ml, 9.7mmol SHS 18AI2H SO AS0IA DEHE , 22 S|&A2|12, 4

)2l = 2 n)

2HOIE(Celite )2 CITBICH. 2| 22 AXAIIID(MGS0,), SZAZICH, HE2S A3t 2 AUA 0
WX 2% OIMIE/CI222HEC2 M2 201150 XAl tet2S HMIZst).

S (DCI/NHs) m/e 234 (MHH)'

AAIGH 28

XAl stetEs 28 [#XE: Inorganic Synthesis, Volume 7, pp. 56-58(1963)] 01 A2 20| M Z=SHCt.
AAIGI 2C

6-(1-HE-4-THealClE)-1,3,5-E2|0t&l-2,4-C| Ot 2!

BIEFS(4ml) =2 AAIM 2A2 M S(0.464g, 1.99mmol)t A AIGH 2B2] MAZ(0

11g, 2.09mmol)2l =
OH<D 6}\|D|- EO\_I— /éQOH/H DLU |

S, ANZ2Z HES2 MEGID, Ao HEAIDID, CISAH/0E

%i—‘?‘—[ﬂ MZEalot ZH Ste=S MSetl.
& 202-204C;

41-13



3 I =35152001-0032998

S (DCI/NHy) m/e 271 (M+H);

H R (300 MHz, DMSO-ds) 87.19 (t, 2H), 6.94 (d, 2H), 6.72 (t, 1H), 6.56 (br s, 4H), 4.11 (qa,
2H), 3.77 (m, 2H), 2.75 (dt, 2H), 2.41 (m, 1H), 1.79 (m, 2H);

CisHigNs - 0.67H001 CHEH B A2 A

)
(

H &X' C 59.58; H 6.90; N 27.78

=X € 59.27; H6.79; N 25.51

A0 3

EgA-6-(4-HE A0 228 4)-1,3,5-E2|0t&l-2,4-C| 0t 2!

A A0 3A

A-HEAENELIEE

AOIS 2 HINZLIEZ (9, 80.6mmol )1t t’ﬂﬂ(75ml) | M2 AlCI;(13g, 97mmol )2 HMelEt Chs, 2Al
2t St A20AM wBHEth. =g=S 230 7 OlE OLMIEIOIEZ =E&tlt. =&EHs =
g2 =XH2=Z MEHotl, AZXAIID(MgS0,), —’F—M?'Ef TFE2S 125T(0.6mmHy) A ERAIHA
HH =S M3ttt

S (DCI/NH;) m/e 203 (MHNH,)'

| ALOH 3B

A-6-(4-HIL AFOI 223141 )-1,3,5-E 2| 01 & -2, 4-C O} 8!

AAIGH 3AS] MASS AAIG 1M 20l 2501 BN S22 Al

m nx

Ok
o

et
S (DCI/NHs) m/e 270 (MHH)';

" NUR (300 MHz, DMSO-ds) 8 7.20-7.32 (m, 4H), 7.12-7.18 (m, 1H), 6.57 (br s, 4H), 2.46 (tt, 1H),
2.32 (tt, M), 1.80-1.93 (m, 4H), 1.41-1.66 (m, 4H);

CisHigNsOll CHSt RAEA:
HAXI: C 66.88; H 7.11; N 26.00
|: C 66.85; H7.00; N 26.08

¢

(1H-TIIS-1-2)H < ]-1,3,5-E2/0t&-2,4-C| 0t &l
(H-IS-1-L)HMELIEZS HAIG 10A2F 20l JtBS6tH M St&SS HMSSHC.

S (DCI/NHs) m/e 253 (MHH)';

o NVR (300 MHz, DMSO-ds) 88.35 (s, 1H), 8.15 (d, 1H), 7.7 (dd, 1H), 7.6-7.5 (m, 1H), 7.3 (t, 3H),
7.0-6.8 (br s, 4H), 6.3-6.25 (m, 2H);

C|3H|2N60“ st |A2A:
H&EXI: C 61.89; H 4.79; N 33.31
|: C 62.20; H 4.56; N 32.39

5
ANAJEHA-B-(3-HEAOIZ2Z2RE)-1,3,5-E2|0H&-2,4-CI 0t 2!

SI[EX: J. Am. Chem. Soc. 1985, 107, 7247-7257]10l A2t 20l MZEE AIA/ERMA-HE 3-HE A0
SE-1-JIS4d0E SH= ’é‘AIOill 200l M2t 201 JtEote ZEHM =SS MBEHL.
9

8-102C;

H NMR (300 MHz, OMSO-ds) 87.31 (m, 4H), 7.19 (m, 1H), 6.60 (m, 4H), 3.62 (m, 0.4H), 3.43 (m,
0.4H), 3.18 (m, 0.8H), 2.88 (m, 0.8H), 2.56 (m, 1.2H), 2.38 (m, 2.4H);

CigHisNs - 0.5CH;CO-CH.CHs Ol CHEH R A2 A :
H &X' C 63.14; H 6.71; N 24.54
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Al=
="

Xl C 62.75; H6.73; N 24.48
ol 6

AA
6-[1,1'-HIHI 2 ]-2-2-1,3,5-E2] 0F&-2,4-C) 0t 2!
[1.1'-HIHE]-2-3tBLIEZS A0 10AHS 220l JH25t01 EH 3t

1ol

il
o
110
=
00
o
o

S (DCI/NH;) m/e 264 (MHH)';
W NMR (300 MHz, DMSO-ds) 87.63-7.2 (m, 5H), 7.37-7.27 (m. 4H), 6.6 (br s, 4H);
CisHiaNsOll CHSt RAEA:

H &K C 68.42; H 4.97; N 26.59

=X C67.85 H4.94; N 26.50

AN 7

6-(4'-LIEZ[1,1'-HIHEZ]-4-2)-1,3,5-E2|0t&l-2,4-C| 0t 2!
4'-LIEZ-[1,1'-HIHE]-4-t2LIELS AN 10Md2 20 JIS85t01 EH S&ESS M3&HH
&8 ) 250C:

S (DCI/NHs) m/e 309 (M+H)';
'H NVR (300 MHz, DMSO-ds) 58.5-8.4 (m, 4H), 8.1 (d, 2H), 7.95 (d, 2H), 6.85 (br s, 4H):
CisHioNgQ 01l CHSE RIAZ A

H &X' C 58.43; H 3.92; N 27.42

Al =X|: C 58.46; H 3.76; N 27.12

2 A0 8

EgA-6-[4-(4-HEAOI 22 A )HIL]-1,3,5-E2I0t&x-2,4-C|0tE!

4~ (EHA4-HEANOISZHA)HILIELS AAIM 10 20| JtS5H0I EXH SHEESS W38
&8 ) 250C:

S (DCI/NHs) m/e 340 (M+H)'

MR (300 MHz, DMSO-ds) 8.2 (d, 2H), 7.3 (d, 2H), 6.75 (bs, 4H), 1.85 (d, 4H), 1.55-1.4 (m,
2H), 1.37-1.2 (m, 10H), 1.1-1.05 (m, 2H), .85 (t, 3H);

CootooNs Ofl CHEH &I AEAL:
AR C 70.76;
Xl: € 70.71;
A0 9
6-(4-H=AIHE)-1,3,5-E2/0t&-2,4-CI 02!

S-HSAMZELIEZS AAIG 10IA2 201 JI26t0 ZHl S22 M
ST 198-200C:

H 8.61; N 20.62
H 8.7

.73: N 20.67

Al =
="
A

A

0
i

Ct.

S (DCI/NHs) m/e 280 (MHH)';

1H NMR (300 MHz, DMSO-dg¢) §8.3-8.2 (m, 2H), 7.5-7.4 (m, 2H), 7.2 (t, 1H), 7.17-7.0 (m, 4H), 6.9~
6.65 (br s, 4H);

CisHiaNsO0Il CHEt E A=A

H&EXI: C 64.51; H 4.69; N 25.07
A=Xl: € 63.84; H4.67; N 24.90
A AN

OlI2=2& &-N'-[4-(4,6-CI0t01 =-1,3,5-E2| 0t &I-2- ) H £ | &I Ot

41-15
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A-OIOI = HIRLIEZS AAIGH 1A 201 JR5I0I KAl StEI2S RIBBICH
MS(DCI /NHs) m/e 203(M+H)
ALAICI 108

N-AtOI 22 & & -N'-[4-(4,6-CI0t01 =-1,3,5-E2| 0t &l-2- ) H < | &I Ot
Cl=4ak &2 A0 10A2] M&S(1.0g, 4.9mmol), Poléiﬂ’é |2~ AIOHUIOIE(610mg, 4.9mmol) X E
EIOHE'O}D'(O 68ml, 4.9mmol)2l SE=SS A20A ZA WEHEL. HHESS 22 MEHGHLD, HB6tol

XA BN =S MSEC.

S (DCI/NHs) m/e 328 (M+H)';

" NUR (300 MHz, DMSO-ds) 68.4 (s, 1H), 8.23 (t, 1H), 8.8-8.75 (m, 1H), 7.55-7.45 (m, 1H), 7.25-

7.2 (t, 1H), 7.0-6.8 (br s, 4H), 6.0 (d, 1H), 3.55-3.4 (m, 1H), 1.9-1.8 (m, 2H), 1.7-1.6 (m, 2H),
1.59-1.5 (m, ), 1.2-0.5 (m, 5H);

2-
CisHasN-001 CHEH B AEA:
H &X' C 58.70; H 6.47; N 29.95
| C 58.49; H 6.59; N 29.49

(4,6-CI0t0I=-1,3,5-Ec|Ot&l-2- ) H| < Ol El
4-A Ot ZH =2 AAIG 10AS 20l JIS5tH EHM ste=2S H
88 ) 250TC;

ro

Ok
o

tCE.

H NMR (300 MHz, DMSO-dg) 868.4 (d, 2H), 7.9 (d, 2H), 7.8 (m, 2H), 7.7 (m, 1H), 7.6 (t, 2H), 6.9
(br s, 4H);

S (DCI/NHs) m/e 292 (MHH)'
CigHiaNsQOHl CHEH RIAZA:

H &X' C 65.97; H 4.50; N 24.04

A=Xl: C65.74; H 4.32; N 23.93

AA0 12

N-[4-(4,6-CI0t0I =-1,3,5-E2|0t&I-2- )H L |-N'-HE <0t

A0 10AS] HE=S AAI0 10BOIARE 201 JtEot=0, & AIOISZA0[AAIOHHIOIESE HIE0IA
[OtUIOIEZ UHHMIotH HEHM =SS MBS

o NUR (300 MHz, DMSO-ds) 88.8 (s, 1H), 8.65 (s, 1H), 8.35 (t, 1H), 7.9 (d, 1H), 7.6-7.5 (m, 1H),
7.49-7.44 (m, 2H), 7.35 (t, 1H), 7.29 (t, 2H), 7.0 (t, H), 6.8-6.7 ( br s, 4H);

CigHisN,001 CHEH B A=A

H &X' C 59.80; H 4.70; N 30.51

=X € 59.61; H 4.72; N 29.91

A A0 13

6-(1,4-CI=SA-8-0tXtA I 2[4.5]013-8-2)-1,3,5-E2| 0t &l -2,4-CI Ot 2!

Cl=4H(10ml)2F OIEFS(40ml) =9 2,4-Cl0t0I--6-222-1,3,5-E2/0t& (29, 14mmol), 1,4-CISA-8-
ObXtATIZ[4.5]0I2H(3g, 21mmo|) 2 KOH(100mg, 1. 8mmo|)—| SEESS UM &% Jtgotl, 22 SI4AAl
L, otetth. BHE=ESE 22 }dlx*of_’ IS0 HAZAIHA HEN StetE2S MBSt

& 209-211C

S (DCI/NHs) m/e 253 (MHH)';
H NWR (300 MHz, DMSO-ds) 56.14 (br s, 4H), 3.90 (s, 4H), 3.75-3.68 (m, 4H), 1.58-1.51 (m, 4H);
CioHigNs02 0l CHEE RAZ A

H&EXT: C 47.61; H 6.39; N 33.31
A=X|: C 47.45; H6.34; N 33.24
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A0 14
6-(4'-EE[1,1'-HIH L ]-4-2)-1,3,5-E2|0t&-2,4-CI Ot &l
4'-HE[1,1'-HHE]-4-t2LIEES AA0N 10MQ 20 JI335tH EH StESS MIEC.

SH 242-2447C
S (DCI/NHs) m/e 334 (M+H)'

" NUR (300 MHz, DMSO-ds) 88.3 (d, 2H), 8 75 (d, 2H), 8.65 (d, 2H), 7.3 (d, 2H), 6.756.82 (br s,
4H), 2.6 (t, 2H), 1.6-1.7 (m, 2H), 1.3-1.4 (m, 4H), 0.95 (t, 3H):

C20H23N5 ° 025H200“ EH@' ‘Eﬁ‘i‘&

H&EXI: C 71.61; H 7.09; N 20.03

A=XI: € 71.80; H7.00; N 20.45

A A0 15

6-[4'-BIE=SAI[1,1'-HIHE ]-4-2]-1,3,5-E2/|0t&-2,4-C| O+l
4'-(HE=SAN[1,1'-HHE]-4-tI2LUEZS AA0 10IM2 20l )20 EM SSSS MIEC.
& 246-249°C

S (DCI/NHs) m/e 350 (M+H)';

" NVR (300 MHz, DMSO-ds) 88.3 (d, 2H), 7.75-7.65 (m, 4H), 7.07 (d, 2H), 6.85-6.7 (br s, 4H), 4.05
(t, 2H), 1.8-1.7 (m, 2H), 1.5-1.3 (m, 4H), 0.9 (t, 3H):

CooHasNsQOHl CHEH RIAZ A

H &X' C 68.75; H 6.63; N 20.04

A=Xl: € 68.64; H6.77; N 19.94

A A0l 16

6-(6-HISAl-2-BMI=EI0tEE)-1,3,5-E2/0t&l-2,4-C| 0t el

6-HIS Al-2-BIZE[OLEINZLIEE S AAON 101K £0] JtSot0 ZEH sEESS MBEL.

S (DCI/NHy) m/e 275 (M+H);

" NVR (300 MHz, DMSO-ds) 87.98 (d, 1H), 7.71 (d, 1H), 7.17 (dd, 1H), 7.16 (br s, 2H), 6.95 (br s,
2H), 3.85 (s, 3H);

CiiHioNsOSOIl CHEH RIAZ A
H AR C 48.17: H 3.67; N 30.64

&=Xl: € 48.07; H 3.75; N 30.72

A0 17

6-(4'-0t0I = [1,1'-HIH & ]-4-2)-1,3,5-E2| 0t &-2,4-C| Ot &l

4'-0t0I=[1,1'-HIHE |-4-ot2ELUEZS A0 10iMe 20| JIB35H EH SESS MIEC.
88 ) 250C

S (DCI/NHs) m/e 279 (MHH)';

1|_| NMR (300 MHz, DMSO-ds) 68.25 (d, 2H), 7.65 (d, 2H), 7.45 (d, 2H), 6.8-6.6 (m, 6H), 5.3 (s, 2H);
CisHisNsOll CHSE RAEA:

H &X' C 64.73; H 5.07; N 30.20
|: C 64.34; H5.18; N 29.91

-[4-(5-2AEE)HIE]-1,3,5-E2I0t&-2,4-C| ot el
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4-(5-2AE)UELIEZS AA0 10AME 20 JtE5tH EH SSES M

Ok
o

HCH,

S (DCI/NHs) m/e 255 (MHH)';

' NVR (300 MHz, DMSO-ds) 68.55 (s, 1H), 8.37 (d. 2H). 7.9-7.8 (t. 3H), 6.9-6.7 (br s, 4H):
CioHioNeOll THE RAZA:

H &X' C 56.69; H 3.96; N 33.05

& =X: C 56.40: H 4.02; N 33.11

A A0 19

-[4-[[5-(ECIER 220 E)-2-T2ICIL]SAHE]-1,3,5-E2|0t&l-2,4-C| Ot 2!
4-[[5-(ECIERZ0E)-2-TI2IUE]SAJHELIEES AN 10MA 201 JtB6tH HH ESES

S (DCI/NHs) m/e 349 (M+H)'

' NVR (300 MHz, DNSO-ds) 68.6 (s, 1H). 8.6-8.5 (m. 3H). 7.4-7.3 (m, 3H), 6.9-6.7 (br s, 4H):
CisHiFaNeQOIl CHEH RIAZA:

H &K C 51.73; H 3.18; N 24.13

AI=X|: C 51.67; H 3.20; N 23.83

10l 20

4'~(4,6-CI0IDI =-1,3,5-E2] 01X -2-2) [1,1'-HIH L ]4-II2 LI EZ
ALAIGI 20A

A-E2DUELELS AA 10AM 20 JIR5H0 XAl sat2s M2

[l
>.

ol

tCE.

r

MS (DCI/NHs) m/e 267 (MH)'

ALAI0I 20B
S22 2= CIHEOIMEOCDI S (45ml) =2 A A0 20A2 MAHZ2(0.76g, 2.9mmol )t EHIECHIA(ECIH
S AT)ZEZE(0.17g, 0.15mmol)2l

M2 100C2 JtZstn, SAHHE =4 (1 .Og, 3.1mmol) 22 H
LS, OIE OMIEIOIERE HMeloti), M NaOHR 8% =XXN2=E

A
o, /\IDJ =S¢ 100CH A JtE st
SEANA KA HEES MBett.

|
HIES}I’_, A Z A1 10 (MgS0s) ,

S (DCI/NHs) m/e 352 (MHH)'

& A0 20C
4'-(4,6-CI0t01=-1,3,5-E|0t&lI-2-) [1,1'-HIH E]-4-tELIEE

= CIIEOtM EOtOI=(45ml) =2 aAl 2082 MAZ2(0.959, 2.7mmol),
4-EZ2DHELIEZ(0.559, 3.0mmol) ¥ HIECHIA(ECIHEZAT)ZetE(0.20g, 0.17mmol)2l XS
3AIZt =@ 100C UM JtEotd, 222 H2AIZ10, OE OLMHIOIEZ XM2lg ChS, 1M NaOH2b &=
2 =XHCZ MNAHGLD, AXAIIID(MgS0,), sEAIRICH. TRES USL/WESZREH MWZF5H6H0

S (DCI/NHs) m/e 289 (M+H)';

" NVR (300 MHz, DMSO-ds) 88.36 (d, 2H), 7.96 (s, 4H), 7.88 (d, 2H), 6.81 (br s, 4H):
CigHiaNs - 0.75H0011 CHet R A2 A :

H &X' C 63.67; H 4.51; N 27.84

Xl C64.06; H4.38; N27.17

A0 21

6-(4'-BISAI[1,1'-HIH Z]-4-2)-1,3,5-E2|0t&-2,4-C| Ot &l

22 2I|E CIHEOtMEODIE (45ml) =2 A A0 20A2 M4 =(0.749g, 2.8mmol )t HIECHIIA(EL
HYZAE)EHS(0.15g, 0.13mmol)2l SHS 100C=2  JtEst, === HES(15ml) Ei}
NaHCO;(30ml) =2 4-BISAIHYE 224H0.648g, 4.3mmol )22 HM2lotD, 3AI2E S 100CHAM IS &

Al=
=

=
aA
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S, 4222 W2AAIID, KL OMEIOIER XHalstl, 42 NEGD, AZAIZID(NGS,), SEA
A0 MEES (S/NSSZRE WZEHG0 DN SEES NZB0

00
0%
N
)
o
S
(@]

S (DCI/NHy) m/e 294 (M+H);

]H NMR (300 MHz, DMSO-dg) §8.31 (d, 2H), 7.72 (t, 4H), 7.03 (d, 2H), 6.86 (br s, 4H), 3.81 (s,
3H):

C16H15N50 : 033H200“ EH@' Cﬂﬁ\_‘i‘&

.{

H X C 64.21; H 5.27; N 23.40
|: C 64.26; H 5.35; N 23.43
6-(4'-EF22[1,1'-HIHEZ |-4-2)-1,3,5-E2|0t&-2,4-C| Ot &l
A0 20A2t 4-EFZMHE 2E4LS AAI0 240M 2 20| JISot0 BN =S M3

o

tCE.

S (DCI/NHy) m/e 282 (MHH):

1H NMR (300 MHz, DMSO-ds) §8.32 (d, 2H), 7.77 (m, 4H), 7.32 (t, 2H), 6.75 (br s, 4H);
C15H12FN5 : 025H200“ EH@' %ﬁ\_‘i‘&

HA&EXl: C 63.04: H 4.41; N 24.50

A=XI: € 63.41; H 4.49; N 24.17

A A0 23

N-[4-(4,6-CI00I=-1,3,5-EC|0t&2-2 ) HE |HH A Z 001 =

melel(sml) =2 AAIG 10AS) MAES(575mg, 2.8mmol )2t HHAEILY S=22+0/=(554mg, 3.1mmol)e &
S 4A12H SOt 2= JtEotd, EM A20A wetoty, S22 HMclotd, OE OtMIEIOIEZ =S&HL.
FEUS W 22 NHGID, AXAIIND(MgS0,), sSAIZIC. HFRES NESZ2RH MWZFE6H0
HA ategt== MSStU.

00
0%
©
T
©
©
(@]

S (DCI/NHs) m/e 343 (M+H)';

M NUR (300 MHz, DMSO-ds) 6 10.20 (br s, 1H), 8.03-8.01 (m, 1H), 7.94-7.91 (m, 1H), 7.80-7.78 (m,
2H), 7.60-7.50 (m, 3H), 7.34-7.25 (m, 1H), 7.22-7.19 (m, 1H):

C15H14N6023 . C2H5OH0“ (et |}A2A:
HAX|: C 52.56; H 5.18; N 21.63

AIZR|: C 52.47; H 5.24; N 21.54
AAIO 24
6-[1-([1,1'-HIB L ]-4-2)—4-TI B 2ICl < ]-1,3,5-E 2] OH &2, 4-C| O} 2!
AALOf 24A

-78C2l THF(820ml) =29 4-E22HIHL(19.16g, 82mmol) EESS 3=-FEeS(HE &9 1./M N
100ml, 170mmol )22 X2Ioti), 88 SO WErotD, THF(100ml) =9 S H3IHIARE(8.62g, 27. 4mmo|)
2 iﬁal;f_’ Jt2 3AI2E ngt 8 OF, ®3 +=d NHCIZ HMelotd, OlE OtAEIOIEZ =&

7 5 =

2 NIHEGHD, AXAIDID(MgS0,), sS=AIZICEH & 2 H0AM AXZAIHA

“C NUR (300 MHz, CDCl,) 6 153.83, 141.04, 140.69, 138.07, 129.21, 128.75, 127.33, 127.07.
AAI0I 248
6-[1-([1,1'-HIHE |-4-)-4-TH 2l CIL]-1,3,5-E2| 0t &l-2,4-C| Ot 2!

AAIO 24A0] MHS M2 OIALIHIZHOIES AAIM 2A% 2C0IA 2 201 JtE3t0 EXM SEES M
SeCh.
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SE ) 260C:
S (DCI/NHs) m/e 347 (M+H)'

" NUR (300 MHz, OMSO-dg) 87.58 (m, 2H), 7.47 (d, 2H), 7.39 (m, 24), 7.23 (m, 1H), 6.97 (d, 2H),
6.59 (br s, 4H), 3.61 (m, ), 1.78 (m, 4H), 1.58 (m, 4H).

A A0 25

N-[4-(4,6-CI0t0I=-1,3,5-E2|0t&I-2- ) H L |-2-Lt ZE A S Z 00| &

6-(4-0t0I =HIY)-1,3,5-E2I0tXI-2,4-CI0t2IS A A0l 230IAM2 20| JiEot=d, & HMAETY 22
clOIEE 2-UEEedxd 222t0/1E2 WHGHH EX a2 M3&t

S& 230-233C:
S (DCI/NHs) m/e 393 (M+H)';

o NVR (300 MHz, OMSO-ds) & 10.55 (s, 1H), 8.5 (s, 1H), 8.2-8.05 (m, 3H), 8.0 (d, 1H), 7.9-7.85 (m,
H), 7.8-7.75 (m, H), 7.74-7.6 (m, 2H), 7.3-7.2 (m, 2H), 6.9-6.65 (br s, 4H):

CigHieNe02S « 1.5C,H0. 0l CHSE A=A

H&EXI: C 57.23; H 5.37; N 16.02
A=X: C57.11; H5.33; N 16.28
A A0 26
2,5-CI222-N-[4-(4,6-CI0t0I =-1,3,5-EC/ 0t -2-2 ) H L [HIA LA Z 00| =
A0 10AS] HE=ES AAI0 230IM2 201 Jt3ot=0l, & #ddxy S2t0=8 2,5-UI2=22
MAEZY SZ22H0/E2 MM HM stESS MBStC.
& 230-233C;

S (DCI/NHs) m/e 411 (MH)'

]H NMR (300 MHz, DMSO-dg) 8 10.5 (s, 1H), 8.05 (m, 3H), 7.75-7.7 (m, 2H), 7.35 (t, 1H), 7.25-7.2
(m, 1H), 6.8-6.7 (br s, 4H);

CisH12C12Ng02S - 0. 5CHsCH0HONl  CH &t

10
B>
HT
x

HAEXI: C 44.24; H 3.48; N 19.35
|: C 44.43; H 3.26; N 19.44

HEYAMOIZ2284A)-1,3,5-Ec|0t&-2,4-C|0t2!
-HEAMOISZAIIELIEE S HAIN 10IM2 20l JISotH 2H =S A

Ok
o

tCE.

S (DCI/NHs) m/e 270 (MHH)';

" NVR (300 MHz, OMSO-ds) 87.4-7.3 (m, 2H), 7.15 (t, 2H), 7.2-7.1 (m, 1H), 6.6-6.5 (br s, 4H),
2.7-2.6 (m, 2H), 1.75-1.6 (m, 2H), 1.6-1.2 (m, 6H);

C]5H]9N50“ EHO\_I- i‘lﬁ\_—?—/d

H &X' € 66.89; H 7.11; N 26.00
Xl € 66.94; H7.20; N 26.04

ol 28

-(4-HSAIH Y )-4-TIH2ICIE]-1,8,5-E2|0t&-2,4-Cl Ot &l

t
AAIG 24A0 M 2F 2201 RI=ZSH EclA(4'-HISAI[1,1'-HIHE HIA
Ol 2A2t & AIOI 2COIA 2 20l JtSotH =M 2tet=S MSECh.

& 204-205C;

nz

=
-/

nz

A
-1

> @

Ee GIE OIALIHIZHOIEE &Al

S (DCI/NHs) m/e 301 (M+H);
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" NUR (300 MHz, OMSO-ds) §6.92 (d, 2H), 6.81 (d, 2H), 6.58 (m, 4H), 3.59 (m, 2H), 2.62 (m, 2H),
2.35 (m, 1H), 1.82 (m, 4H).

A A0 29

6-[2-[4-(ECIZER22HE)HE]-4-EI0OtEE]-1,3,5-Ec|0t&-2,4-CI 0t2!

e 2-[4-(ECIZR 20 E ) HE]EIOtES-4-It= A0 E2 AAN 282 MHSS AAIN 200IM 2t 2
t | stef== MSEL.

S (DCI/NHs) m/e 339 (MHH)'
M NWR (300 MHz, DMSO-ds) 58.42 (s, 1H), 8.19 (d, 2H), 7.91 (d, 2H), 6.82 (br s, 4H);
CiaHoFaNeSOHl CHEE RIAZ A

H &X' C 46.15; H 2.68; N 24.84

A=X]: € 45.85; H 2.64; N 24.44
A A0 30
6-[1-(4-DISAIHE ) A0 223 Al ]-1 E2|0tal-2,4-CI0t2!

3,5
-(4-CISAHE)AIOIZZHAMINIELIEZS AAI0N 10 20l )12 EH =SS M3
88 159-1637C;

o

tCE.

S (DCI/NHs) m/e 300 (M+H)';

MR (300 MHz, OMSO-ds) 87.15 (d, 2H), 6.8 (d, 2H), 6.6 (br s, 4H), 3.7 (s, 3H), 2.7-2.6 (m,
2H), 1.7-1.6 (m, 2H), 1.6-1.2 (m, 6H);

CigHziNsO0Il CHEH B A=A

HAHXI: C 64.19: H 7.07; N 23.39

AZ=X: C 64.13; H 7.07; N 23.25

AAIO] 31

6-[4-(2-El0I L) H L -1 20t &1-2,4-C| 02!

S gl= CIHEOHIEODIS(15n1) 22 AAIN 2009 MAS (500mg 1.9mmol ) Bt 2-Eel-n-2E A

EI2 B (840ng, 2.2m01)°] BUES EHIEI|A(EIHYEAT)ZIS (115mg, 0. fmol )22 Heloi, 3

A2t S0t 100COIAl It E:
ot

St, YH2tAI2I CH2, IN NaOHZ XMc2Ioty, OIE OtMIEIOIEZ F&EHCt.
EMNS =2 MAEGILD, AXA

o =M =stet== MSEL.

9110 (MgS0s), sEAZICH. HFRSS HES/USLUZ2H HEEE

A

S (DCI/NHs) m/e 270 (MHH)';

1H NMR (300 MHz, DMSO-ds) 68.31-8.24 (m, 2H), 7.8-7.72 (m, 2H), 7.62-7.59 (m, 2H), 7.2-7.16 (m,
1H), 6.92 (br s, 4H);

CiaHyiNsSOIl CHE RIAZ A
H X C 57.97:
|: C 57.91;

115 N 26.00

H 4
H 4.06; N 25.83

d1-1,3,5-E2|0t&l-2,4-C| Ot 2!

-HZ2RUALIEZEN ECIHE(HEMEIE)=AS AAM 310A2t 20l JIB6H XAl s&Es H

O

oo @ o o
Q K

E

e

2

m

e

E

MS(DCI/NHs) m/e 221(MNH, )"

& A0 328
6-[4-(HEUEIL)HE]-1,3,5-E2I0t&-2,4-CI Ot 2!
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A-(HZUEIL)HMELIEZS AA0 10 201 JIE5t0H EH SSES M
& 248-249C;

Ok
o

tCE.

S (DCI/NHy) m/e 289 (M+H);

1H NMR (300 MHz, DMSO-ds) 68.30 (d, 2H), 7.67 (d, 2H), 7.61-7.58 (m, 2H), 7.5-7.43 (m, 3H), 6.82
(br s, 4H);

CiHiaNsOll CHer B4t

H &K C 71.06; H 4.56; N 24.37

AIZX|: € 70.79; H 4.73; N 24.08

ALAIGI 33

NN'=(6-[1,1'-BI B L ]-4-2-1,3,5-E 2] 0}&-2,4-CI 2 B A [OFHI E0LOI € ]
ALAIGI 33A

A~HEHELIELS AAIM 10AQ 201 JtE3t0 XAl SEES M

Ok
o

et
S (DCI/NHs) m/e 264 (MHH)'

ALAIG] 338

NN'=(6-[1,1'-HI B2 ]-4-2-1,3,5-E 2 0+ &I-2,4-C| 2 ) HI A [OFMI EOHDI E ]

OLIE® @+ (10n1) 22| ANOI 332 el 2(0.260, 0.99m01) BUE 20N S0 =AD&
202 WAL, HFMSS E3 NaH0E MEGID, NIt AEAIH EX B82S HZEC
8 ) 260C;

S (DCI/NH;) m/e 348 (MHH)';

o NUR (300 MHz, DMSO-ds) 8 10.79 (s, 2H), 8.43 (d, 2H), 7.91 (d, 2H), 7.79 (d, 2H), 7.52 (m, 2H),
7.41 (m, 1H), 2.41 (s, 6H):

CigHi7Ns0. 01l CHSt A2 A

x

&FXl: C 65.705 H 4.93; N 20.16
|: C 65.63; H4.84; N 20.18

>
b

= > on
glzz
=}

=)

o

&

-[1,1"-BIHE ]-4-2-1,3,5-E2| 0t &I-2- ) Ot E 0101 &
& 222 (4nl) =2 A A0 3342 MAHE(0.38g, 1.4mmol) 2
OlEZ XHMclotll, A2z d2A12It. HAd=S &S 0ol 0
otu), MIBotol AXZAIA HM =S =S8,

CR2

00

S (DCI/NHs) m/e 306 (M+H);

" NUR (300 MHz, DMSO-ds) 8 10.22 (s, 1H), 8.39 (d, 2H), 7.83 (d, 2H), 7.77 (d, 2H), 7.53 (m, 3H),
7.41 (m, 2H), 2.36 (s, 3H):

Ci7HisNsO - 0.2CH,COHOll Chet R AZA:
H &X' C 65.86; H 5.02; N 22.07

A=X: € 65.82; H4.97; N 22.37

ALAIGH 35

N-[4-(4,6-CIO0I0I =-1,3,5-E2| 0t &2-2 ) H Y |-1-LIZE I 4 Z 0101 =

A0 10A2] MH== AAW 230 A2 20| JtSot=0l, & HELdIZY S222101EE -UEEd &R
Y 222 0IE2 WMot =M S22 Iil%éu.

& ) 250T;

S (DCI/NHs) m/e 393 (M+H)
1
H MR (300 MHz, DNSO-de) 6 10.8 (s. 1H). 8.8 (d. 1H). 8.3 (d. 1H). 8.2 (d. ). 8.1 (d. ). 8.0
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(s, 1H), 7.83-7.6 (m, 4H), 7.2 (t, H), 7.15-7.1 (m, 1H), 6.83-6.7 (m, 4H);
C19H16N6028 . H2001| (et }AEA:

H&EXI: C 55.59; H 4.42; N 20.47

A=X]: € 55.57; H 4.42; N 20.52

A A0 36

6-(4'-OtXI&[1,1'-HIH L ]-4-2)-1,3,5-E2|0t&-2,4-C| 0t &l ]

A0l 36A

ECIER2Z0tNEA(12.5ml) =2 4'-0t0l=[1,1'-HIHE ]-4- HE2LIEZ(0.490g, 2.53mmol) SHE
OtE MLIES(0.338g, 4.90mmol )t LIEE OPII':(O 33g, 5.1mmol )& =XH2ZE HMealdtl, A20AH 10
2 s¢ wbtetd, =2 HMelotd, OlE OtMIHIOIEZ ZEBL}. FEUS AR Z A2 (MgS0s), sZAIHA
Al StEES M3ett.

S (DCI/NHy) m/e 238 (MHNH,)"

A A0 368

6-(4'-OtXI&-[1,1'-HIHE ]-4-2)-1,3,5-E2| 0t &l-2,4-CI Ot 2!

A0 36A2] dH=S AAIG 102t 201 D386t =M ste=S M
& 230C (=dH):

01
i
o

S (DCI/NHs) m/e 305 (M+H)';

' NVR (300 MHz, DMSO-ds) 58.32 (d, 2H), 7.79 (m, 4H), 7.24 (d, 2H), 6.74 (bds, 4H):
C15H12N3 : 033H200“ EH@' O-I_Jn\_‘i‘&

H &K C 58.07; H 4.11; N 36.12

&=X|: C58.15; H 3.84; N 33.09

aAl0l 37

6-[4-(4-2PE2Z2L &Y )HE]-1,3,5-E2|0t&l-2,4-C| 02!

&L AI0l 37A

CIZ2Z0EH(10ml) =9 4-AlOt-BIB AT 22210/ E(600mg, 2.98mmol), 22 Z2/(300mg, 3.44mmol)
2 |E|C|(350ﬂ13 342mg, 4.33mmol)2 22HES A20IA ZAM wBtetD, ZS NH4CI§ delstd, offg of
MIEHIOIEZ F=&8L. =S S E42 M=AotLD, HXAII1D(MS0,), =AHA KAl SHEIESE A

Zsicy,

S (DCI/NHs) m/e 270 (MNH,)'

AAlGI 378

4-(2,4-C10HD] = —1,3,5-E 2] O} Rl-2-2 ) -N-(4-P 2 Z 2| U ) B M & = 00| S

AAIGI 37A0] MAZS AAG 10IAQ 20| JIZ5H0f ZH SHE2S MBS

SE ) 260C:

S (DCI/NHs) m/e 337 (M+H);

' ONMR (300 MHz, DMSO-ds) 58.46 (d, 2H), 7.83 (d, 2H), 6.91 (br s, 4H), 3.65-3.60 (m, 4H), 2.94-
2.88 (m, 4H);

CigHigNs0sSOIl CHEH B AZA

H &X' C 46.42; H 4.79; N 24.98

& =X: C 46.21; H 4.69; N 25.24

A A0 38

6-[4-(2-FctE)HE ]-1,3,5-E2/0t&-2,4-Cl 0t el

6-(4-E22H < )-1,3,5-ECI0t&-2,4-CI0tlS & Al0 310AMe &0l JtEst=0l, & 2-Eel-n-2E=
SEIQEE 2-Ed|-n-REFAZEOZ MG EXH SSS2 MESSHC.
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S (DCI/NHs) m/e 254 (MH)

"W NUR (300 MHz, OMSO-ds) 58.3 (d. 2H). 7.8 (d. 3H). 7.05 (d. 1H). 6.8-6.7 (br s. 4H). 6.65-6.6
(m, 1H):

ChiN:00 CHEH RAZA:

H KT C 60.30; H 5.57; N 24.30

1 C 59.83; H 5.44; N 24.86

]
ALOI 99 MAESS AAI0 33BOIAL 201 JtE5t0 EHM SHEES M
& 243-245T;

Ok
o

N
N

N.N'-[6-(4-BI = AIH L )-1,3,5-E 2|0t 1-2,4-CI 2 JHI A [OFM EOLDI ]

Al HCH.
8%

S (DCI/NH;) m/e 364 (MHH)';

HNMR (300 MHz, DMSO-ds) 8 10.74 (s, 2H), 8.38 (d. 2H), 7.47 (t, 2H), 7.24 (t, 1H), 7.14 (dd, 4H),
2.38 (s, 6H);

CiaHiN:O;0ll CHEH FIAZA:

MK C 62.80; H 4.72; N 19.27

1 C 62.56; H 4.82; N 19.40

4-H=AlHYE)-1,3,5-E2|0tXI-2-L]OLH EOIDI &
A0 92 == A0 340At 20 JtS6t0 2H =SS M

Ok
o

tCE.

S (DCI/NHs) m/e 322 (M4H)';

MR (300 MHz, DMSO-ds) 6 10.21 (s, 1H), 8.32 (d, 2H), 7.46 (t, 2H), 7.37 (bds, 2H), 7.13 (d,
2H), 7.08 (d, 2H), 2.32 (s, 3H);

Ci7HisNs0. 0l CHSE RAZ A

H &X' C 63.54; H 4.71; N 21.79
A=XI: €63.25 H4.79; N 21.84
A A0 41
6-(5-HE-2-Fetd)-1,3,5-E2/0t&l-2,4-C| 0t el
A

Ol 41A

E}\
He 52202 T200/E, HUSSA L HEINA(SHIYTATTASS AA 210 A2 20|
D250 XAl StEF2S KM=t

S (DCI/NHs) m/e 203 (MHH)'

A A0 418
6-(5-HE-2-Fctd)-1,3,5-E2l0t&-2,4-C| ot el
A0 4142 =10 A0 2B == HA0 200A 2t 201 )tS0t0 2HH S&E=SS M3setlh.
88 ) 260C;

S (DCI/NHs) m/e 254 (MHH)';

" NVR (300 MHz, DMSO-ds) 67.80 (d, 2H), 7.52-7.44 (m, 2H), 7.41-7.37 (m, 1H), 7.23 (dd, 1H), 7.16
(dd, 1H), 6.78 (br s, 4H);

CiaHyiNsOOHl CHE RIAZ A

H &X' C 61.65; H 4.37; N 27.65
A=XI: €61.33; H4.37; N 27.42
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A0 42

6-(5-H <-2-ElL)-1,3,5-E2|0t&I-2,4-C| 0t 2!

HE 5-HEYEIQE-2-II=SAH0IEE &AM 41A% 41BOIM2L 20l Jt36tH ZEH =t
83 ) 250C;

i
4o
110
=
on
i
o

S (DCI/NHy) m/e 270 (M+H);

1H NMR (300 MHz, DMSO-dgs) 867.80 (d, 1H), 7.71-7.76 (m, 2H), 7.56 (d, 1H), 7.31-7.49 (m, 3H), 6.78
(bds, 4H);

C13H11N5S ° 05H200“ EH@' %ﬁ\_‘i‘&

H&EXI: C 56.09; H 4.34; N 25.16
|: C 56.35; H4.01; N 25.27

N'=-[6-(4-HEAMOISE2HA)-1,3,5-E2|0t&-2,4-CI L |HIA[OLHIEOIDIE]

=
&
N
A0 32 == A0 33BUAL 201 JtSotH HHM 2t&=S MSEHL.
=3

o

S (DCI/NHs) m/e 354 (M+H)'

1H NMR (300 MHz, DMSO_ds) 10 61 (s, 2H), 7.30 (m, 4H), 7.18 (m, 1H), 2.63 (m, 1H), 2.56 (m, 1H),
2.36 (s, 6H), 1.98 (m, 4H), 3 (m, 4H);

C19H23N502 ‘ 025H200“ EHE\_I' %ﬁ\_‘i‘&
H LRI C 63.76; H 6.62; N 19.57

N-[4-0t0I =-6-(4-HI Z AtOI 228 &1 )-1,3,5-E2| 0t & -2-L | OtH E0LDI =
A0 32 == A0 340A2t 201 JtS6t0 2H SE=SS M3stlt.

S (DCI/NHs) m/e 312 (MH)';

o NUR (300 MHz, DMSO-ds) 8 10.02 (s, 1H), 7.28 (m, 7H), 2.54 (m, 1H), 2.44 (m, 1H), 2.25 (s, 3H),
1.96 (m, 4H), 1.59 (m, 4H);

CiHaNsOOHl CHE RIAZA:

H &X' C 65.57; H 6.80; N 22.49

&=X]: €65.37; H6.85; N22.74

A A0 45
6-(4-HE-1-U=Z2de)-1,3,5-E2/0t&-2,4-C| ot el
AAI0I 45A

-78C2o CIZZ=ZHEH(15ml) £2| 4-HSAI-1-LIZE&IIELIEZ(3.59, 1.9mmol )= -78COHIAN CI2Z2
HIEH(15ml) 22| BBrs(bg, 20mmol )22 A

XMclotd, 18A12 St A=20lA weHotl, AICI 3(5g, 38mmol)2
i Xelst E} , 18AI2 S A=20M Wetotd, E2 Xclotdl, OlE OtMIHIOIEZ =&, &N
= s g NIEGHD, AZAIID(MgS0,), sEAZICH. TRES Aot 2 &0lA 30% OIE OtAIE
OlE/& i 'S%* JZ20tEH oA MGt XAl stet=S M3ettt

S (DCI/NHs) m/e 187 (MHNH,)'

A A0 458

0Co CIZZZ0IEt(15ml) =2 A0 45A2] H&Z(1.0g, 5.9mmol), ECINE ORI (Iml, 7.2mmol) &
N-HE-ECE22HEE E0I01E(2.1g, 5.9mmol) 2 SUS AS0A A DEED. wEeS o
OLHIEHIOIEZ Helotd, 10% HCI, 20% KOH, € & S22 &XNE2Z MEGtD, AT AIIID(MgS0,), =5

ANAH KAl S22 1|€;EE.

_,_
A
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S (DCI/NHs) m/e 319 (MNH,)'
AUAICH 45C

ALAIC] 45B2] MAZD HYLBEAS AAC 2101A 9 20| JIR6I0I XAl B82S M= 6Tt
S (DCI/NHy) m/e 247 (MHNH,)"

ALALGH 45D

6-(4-HlL-1-LtZ 3 U )-1,3,5-E 2| 0t RI-2, 4-C| OF B

ALAIGH 4500 MAZS AAIC 10IAQ 2001 JFR5H0] EXl 3I8r22 MBS

S& 239-240C:
S (DCI/NHs) m/e 314 (MH)'

o NUR (300 MHz, DMSO-ds) 88.84-8.80 (m, 1H), 7.97 (d, 1H), 7.85-7.81 (m, 1H), 7.69-7.48 (m, 8H),
6.84 (bds, 4H);

CigHisNsOll CHEr B4

H X C 72.82; H 4.82; N 22.34

=X C72.68;, H4.77; N 22.35

ALAION 46

6-[4-(HEZEIR)HE]-1,3,5-E2|0t&-2,4-C| 0t 2l

ALAIO 46A

OMF(20m|) =9 4-E2 ¥ L] 1.0g, 5.5mmol), EI2HI=(644mg, 5.8mmol), K,C03(1.9g, 13.7mmol)

EE(

= 24AI2t %OJ 5 JtE6t, OlE OtMIEIOIEZ HMelotll, Aet0lEZ
N=otD, AXAIID(MgS0,), sFAIZICH. TF=22 Aot & AMoA
g4 JZ0tE0cHIIoLY Mot XAl 2tf=S MSEHCh.

sttt 0= =1

XL
2 Cul(1.05g, 5.5mmol)2l =°
o F=
5% Ol OIAIHIOIE/&lAteZ

S (DCI/NHy) m/e 229 (MHNH,)"

& A0l 468
6-[4-(HEEIR)HE]-1,3,5-E2I0t&-2,4-Cl 08l

A0 46A2] HHE =S AAIO 102t 201 D386t =M te=S M
& 213-215C;

Ok
o

tCE.

S (DCI/NHy) m/e 296 (M+H);

" NVR (300 MHz, DMSO-ds) 68.19 (d, 2H), 7.44-7.41 (m, 5H), 7.32 (d, 2H), 6.77 (bds, 4H):
CisHiaNsSOIl CHEH B AZ A

H &X' € 60.99; H 4.43; N 23.71

&=Xl: €60.70; H4.32; N 23.55

A0 47

6-(2-A=ele)-1,3,5-E2|0t&l-2,4-C| Ot 2!

-F=elJI2ELIEES AAI0 10lA2t 201 IS5t ZXH stet=S A

=
AlA

Ok
o

tCE.

S (DCI/NHs) m/e 239 (MHH)';

" NVR (300 MHz, OMSO-ds) 88.5 (d, 1H), 8.35 (d, 1H),. 8.15-8.0 (m, 2H), 7.9-7.8 (m, ), 7.75-7.7
(m, 1H), 7.1-7.0 (br s, 2H), 7.0-6.9 (br s, 2H);

CieHioNgOll CHEr A A

H &X' C 60.49; H 4.23; N 35.27
| C 60.24; H 3.94; N 35.12
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6-(3-FA=cle)-1,3,5-E2|0t&-2,4-C| O} 2!
FFH=2IIELIEZHES AAIN 10IM2 20| JIB0t0 EX eSS M
88 ) 250T;

Ok
o

tCE.

S (DCI/NHy) m/e 239 (M+H);

1H NMR (300 MHz, DMSO-ds) §9.7 (d, 1H), 9.1 (d, 1H),. 8.2-8.1 (m, 2H), 6.9-6.85 (m, 1H), 6.8-6.7
(m, 1H), 7.05-6.9 (br s, 4H);

C]2H10N60“ EHO\_I- Cﬂi_‘?’_/\"

H &X' C 60.49; H 4.23; N 35.27

&=X]: €60.32; H4.06; N 35.54

A A0 49

6-(Bl = [b]EIA-2-ADIE)-1,3,5-E2|0t&-2,4-CI Ot &l

HIE[b]EIQH-2-OLNIELIEZE S AAI0 10H2 20l JtSctH =X stet=22 M3EHC

SH 216-218C;
S (DCI/NHy) m/e 258 (M+H);

1H NMR (300 MHz, DMSO-dg) §7.97-7.92 (m, 1H), 7.87-7.80 (m, 1H), 7.48 (s, 1H), 7.4-7.32 (m, 2H),
6.65 (br s, 4H), 3.90 (s, 2H);

CioHyiNsSOIl CHEH RIAZ A

H&EXT: C 56.01; H 4.30; N 27.21

A=X]: € 55.97; H4.19; N 27.31

A A0 50

6-(2,2-Clolg-2H-1-Bl =T 2t-6-2 )-1,3,5-E2| 0t &-2,4-C| Ot &l

2,2-CIHE-2H-1-BI XU 2-6-Jt2LIEE S A0 10IM2 20| IS0t HH 2tef=S MSeCh.

S (DCI/NHy) m/e 270 (M+H);

H R (300 MHz, DMSO-ds) 88.05 (dd, 1H), 7.95 (d, 1H), 6.9 (d, 1H), 6.78-6.75 (br s, 4H), 6.70
(d, 1H), 5.80 (d, 1H), 1.20 (s, 6H);

CiHisNsOOIl CHEt B A=A

H &X' C 62.44; H 5.61; N 26.00

A=Xl: €62.19; H5.70; N 25.54

A A0 51

6-(2,3-CIgt01EZ-1,4-H == 41-2-2)-1,3,5-E2| 0t &l -2,4-C| ot &l
2,3-CISt0IE2-1,4-HZLIRAL-2-IIELIEEZ S AAIN 1M 20| JIB3t0 HEH StEES M36HT

S (DCI/NH;) m/e 246 (WHH)';
HNMR (300 MHz, DMSO-ds) 87.0-6.75 (m, 8H), 3.5 (t. 1H), 3.3 (d, 2H);:
CiHyiNsO 0l THEE R AZ A

H &X' C 53.81; H 4.52; N 28.55

A =X|: € 53.80; H 4.36; N 28.40
A A0 52
6-(ECIAIOIZ22[3.3.1 ]H|9F -2)-1,3,5-E2l0t&x-2,4-C| ot el

e EcIAM0I22I[3.3.1. ]HIBF -JtSA0IE A0 2B HE=ES AAI0N 2C0AM2H 201 It=
otod =Ml StEt=EES M3 Ef

& 261-262C;

o

ol
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S (DCI/NHy) m/e 246 (M+H);
' NWR (300 MHz, DMSO-ds) 86.47 (br s, 4H), 2.05-1.95 (m, 3H), 1.9-1.88 (m, 6H), 1.77-1.60 (m,
6H);

CisHioNsOll CHEr B4

H &X' C 63.64; H 7.80; N 28.54

& =X]: € 63.48; H7.66; N 28.34

A A0 53

6-(1-0laA=eld)-1,3,5-E2l0t&-2,4-Cl 0t gl

1-0IAF =S HBLIEES AAO 101M2 201 JtSot0 ZEH sEESS MBEL.

88 ) 250T;
S (DCI/NHy) m/e 239 (M+H);

1H NMR (300 MHz, DMSO-dgs) 68.7 (d, 1H), 8.2 (d, 1H), 8.0 (d, 1H), 7.9 (d, 1H), 7.8 (dt, 1H), 7.65
(dt, 1), 6.9 (bs, 4H);

C12H10N6 : 03H200“ EH@' %ﬁ\_‘i‘&
H &K s C 60.49; H 4.23; N 35.27

A=X]: € 59.55; H 4.35; N 34.03

A0 54

(+/-)-4-(4,6-CI 00| =-1,3,5-E2| 0t & -2-2 )~ a-H L HI B Et =

HEF=(5ml) =2 AAM 112 M- E(150mg, 0.515mmol) ot +=ASSAUES (6mg, 0.15mmol)2l E&E
S 302 s 27 JIEE U, Ad=20lA T wetsttt. dd=S =2 AEGH], Mot HXAIA
H

00
0%
N
»
N
>
(@]

S (DCI/NHy) m/e 294 (M+H);

H R (300 MHz, DMSO-ds) 88.2 (d, 2H), 7.5 (d, 2H), 7.4 (d, 2H), 7.3 (t, 2H), 7.2 (m, 1H), 6.7
(br s, 4H), 6.0 (d, 1H), 5.75 (d, 1H):

CigHisNsQOfl CHEH RIAZ A
H AKX C 65.51: H 5.15; N 23.87

A=XI: €65.33; H4.91; N 23.65
A A0 55
6-(2,3-ClotolE2-1,4-H LIS 4-6-2)-1,3,5-E2|0t&-2,4-CI 0t2!

5-
2,3-CIot0l=2-1,4-HI XL SA-6-IIZ2LIEE S A0 101A2 201 JtS0t0 M StEES M
& 241-2447C;

01
i
o

S (DCI/NHs) m/e 246 (M)

H NWR (300 MHz, OMSO-ds) 68.8-8.75 (m, 2H), 6.95-6.9 (m, 1H), 6.9-6.8 (br s, 4H), 4.25-4.33 (m,
4H);

CiHiNsO 0l CHEH RAE A

H &X' C 53.87; H 4.52; N 28.56

A=X[: € 53.93; H4.27; N 28.41

A A0 56

6-(1-OLXtHIAIOI 2 2 [2.2.2] 2 E-4-2)-1,3,5-E2| 0t & -2,4-C| ot &l

-OIXHHIAIOIZ2 2 [2.2.2] S E-4-Jt2LIEL S AAI0 10IM2t 20l Jt35t0 ZX SSE MIe

88 ) 245C;
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S (DCI/NHs) m/e 221 (M+H)';
' NVR (300 MHz, DMSO-ds) 56.6-6.5 (br s, 4H), 3.35 (s, 2H), 2.9 (t, 5H), 1.7 (t, 5H):
CioHigNsOll CHSH RAEA:

H &X' C 54.53; H 7.32; N 38.15
| C 54.40; H 7.38; N 38.25

6-[4-(HEELE)HE]-1,3,5-EI0tE-2,4-CI 0t 2!

OLMIEAH(2mI) =2 AAIN 492 &4 S(102mg, 0.34mmol )2t %é(OxoneR)(1O6 mg, 0.17mmol)2l E&E2
? 2Z0lA A wetetl, 23t NaHCO:Z2 Xclet TS, OlE OIMEBICIEZ F&etl. ==NsS =
Q=2 MEHGHLD, HAXAIIID(MGS0,), sFAIRICH. ERES NES2=2H MZESGHH =X SEgS2

S (DCI/NHs) m/e 312 (M+H)'

1H NMR (300 MHz, DMSO-ds) 68.36 (d, 2H), 7.81 (d, 2H), 7.75-7.72 (m, 2H), 7.60-7.52 (m, 3H), 6.82
(br s, 4H);

C15H13N5OS : 025H200“ EH@' %ﬁ\_‘i‘&

H&EXT: C 57.03; H 4.30; N 22.17

A=X]: C57.47; H 4.04; N 21.81

A A0 58

6-[4-(HEEZL)HE]-1,3,5-Ecl0t&-2,4-CI 0t 2!

A-(HEEZY)UELIEL[EEI: J. Org. Chem. 1989, 54, 469112 & AIGI 10lAM e 201 Jt35t0 HX
Stet=S M3&tth

88 ) 250T

S (DCI/NHs) m/e 328 (M+H)';

]H NMR (300 MHz, DMSO-dg) & 8.41 (d, 2H), 8.08 (d, 2H), 7.96 (d, 2H), 7.71-7.60 (m, 3H), 6.92 (br
s, 4H);

C15H13N5028 ° 025H200“ EH@' %ﬁ\_‘i‘&
HAEXI: C 54.28; H 4.10; N 21.10

OIEEE2 2t

1:1 E%/HIEIC( ¢}
I s, =2 HMelot

0= (70mg, 1.0mmo =)
1, sttt 2F2E 22 A

SH 97-107°C:
S (DCI/NHs) m/e 307 (M+H);

H R (300 MHz, DMSO-de) 8 11.42 (s, 0.5H), 11.41 (s, 0.5H), 8.35 (d, 1H), 8.2 (d, H), 7.3-7.5
(m, 7H), 6.8 (br s, 4H);

CigH1aNeO - CHiCH0HOIl CHEF E A4
H &X' C 61.35; H5.72; N 23.84
A=Xl: C61.67; H5.29; N 23.37

A A0 60

6-1lct X &-1,3,5-E2[0t&-2,4-C| Ot &l

b

=
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OetEItELIEE S AAI0 1At 201 Jt38t =X
& ) 250C;

o
0o
1o
1o
o
0t
o
[

S (DCI/NHs) m/e 190 (M+H)'
' NVR (300 MHz, DMSO-dg) 6.9 (br s, 2H), 7.1 (br s, 2H), 8.75-8.8 (m, 2H), 9.3 (s, 1H):
CHNOl CHEH RAZA:

H X C 44.44; H 3.72; N 51.82

A=XI: C 44.40; H 3.62; N 51.79

A A0 61

2,4-CIOot0I =-6-[(4-HE B E)HE ]-1,3,5-E2/ Ot

A0 61A

A29| THF(100ml) =2 HAERHEEZATZE 222t01=(22.8g, 58mmol) BHS 2I& SAAHECIA 0t
IIE(%—?—@ S2| M, 53ml, 53mmol)Z HM2lotl, 152 St It SRAIDILD, 4202 H2AAIR US,
THF(40ml) =29 4- /\IOL‘.—_UﬂE%*HIéI':Wg 53mmol)Z HMelotl, A20AM ZM I’l_ 85’_ 10% HCI =2 &F
&3totl, 01 LHEHC. HS OlE OHMIEIOIEZ F==56t1, 2ZXAI2112(MgS0s), ANRICH &FE=ES
CH2 OHE OLMIEHEIOIEN SoiAIZID, A3t & Z240(plug)E GIDSHHE XIAl iPé*Dg M Z&tCt.

A A0l 618

A0 61A2] == A0 10A2 201 S0t ZHM === M
&8 216-2177T;

Ok
o

tCE.

S (DCI/NHs) m/e 290 (M+H)';

]H NMR (300 MHz, DMSO-ds) 68.25 (d, 2H), 7.75 (d, 2H), 7.65 (d, 2H), 7.2-7.4 (m, 5H), 6.75 (br s,
4H);
Ci7HisNs - 0.5CH;C0,CH.CH3 0l CHSE & AE A

X
>
X

: C 68.45; H5.74; N 21.00

© € 68.50; H5.49; N 21.43

62

~Clot0l =-6-[(4-(2-LIEZ2HIE ) MEHE)HE]-1,3,5-E2| 0t &

SHIZECIHEEAEE EZ20I0/=E AAI0 61A & 61BOIA Rt 20| JtSot0 ZM se=S A

>
2 X

roh -'> >
om o

oo R ™o o

oA

> 250C:

S (DCI/NHs) m/e 335 (M4H)'

HNMR (300 MHz, DMSO-ds) & 8.25 (t, 4H), 7.9 (d, 2H), 7.8 (d, 2H), 7.6 (m, 2H), 6.8 (br s, 4H);
CiHiNsO 0l THEE R AZ A

H&EXI: C 61.07; H 4.22; N 25.14

A=X: €60.78; H4.12; N 24.89

A A0 63

6-[1,1'-HIH & ]-4-2-N,N'-CI0E-1,3,5-E2| 0L &l-2,4-CI Ot 2!
A A0l 63A
2-[1,1'-HIHE]-4-2-4,6-CI122=2-1,3,5-E2/0t&

A-HY-HY DIUS 220101 (222U HY 226 RE)(7.759, 33mol), OIEIZ(40nl) =2
W& E1(0.83g, 35mmol) 2 HIZ (90ml) =° BHAIONE2(4.00g, 21.7mmol)e
COIA WMEFEICH, HIS2S =g AXAI D, 222 A2 2 AA 50% &
2 42 J20IEHIGIH SRS 51E2(2.80g, 43%)S M2,

S (DCI/NHs) m/e 301 (MHH)'

A A0l 63B
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-HIHE [-4-2-NN'-CI0I €-1,3,5-E2|0t&l-2,4-Cl Ot &l

2,4
POICE“EF(%mI) =0o| AAIN 63A2 MAZ(0.52g, 1.72mmol)2t N-HIEOLE!
SOl 72A12F SOF wESHH, BtS =2 SE= 2AAII1, =2 I4A2UL. BHES
Iif HEHIZZ M&EotD, HXARIO. 94 HPLCE Z MGt S&Hots stet=S HM38

198-200C ;

i =
_o]

40
=
o
3
3
©
I
o
]

1> 1D

o mipom P
el
S

oA

S (DCI/NHy) m/e 292 (MHH):

1H NMR (300 MHz, DMSO-dg) &8.37 (m, 2H), 7.74 (m, 4H), 7.51 (m, 2H), 7.39 (m, 1H), 7.22 (bdm,
2H), 2.82 (m, 6H);

C17H17N5 : 0 25H200“ EH =l 'CL)‘I ‘i‘&
H LRI € 69.01; H 5.96; N 23.67

MZXI: C69.37: H5.85: N 23.63

AAIG) 64

6-[1,1'-HIHI 2 ]-4-L-N-BI 2-1,3,5-E 2/ 0+&-2,4-CI 0f 2l

AAIG) 64A

4-[1,1'-HIH L ]-4-4-6-22 2-1,3,5-E2/ 0 & -2-0} 2!

WIEIZ 40ni 21 o-[1,1'-81 W1 ]-4-2-4 6-0IB2 2-1,3,5-E 210121 (& N0 634)(0.804g, 2.67mnol) B
HIE250lC 2 TRH(30mI) 9 Zet 45 Rs(2nl, 30mol)o] B2 602 SO 0TUHA wetsl
D, 208 o %ol RN mUSC WEES BHE BAAIND, B2 SRADID, HEEE A2
B CH2, 20 HEI22 NESHD, AZAIH SHHS 8182(0.090g, 12%)2 MBI

S (DCI/NHs) m/e 282 (MH)'

AAIG) 648

6-[1,1'-HIHI 2 ]-4-L-N-BI 2-1,3,5-E 2/ 0+&-2,4-C| 0f 2l

BIE2IS0ICZ e (Gnl) S| MA 6A°] Ma2(0.000g, 0.32mol) T N-BIZ0I (Gmnol ) S 24122
Sor 9 SCUN DEED. B22o SHS ZANI D 22 AMNAC. ANSS +H5D, 2

ni; OHHIEE N&SH T8, HZAHA SHote st 2(0.062g, 70%)S MIEHCEH.
& 237-2387C;

S (DCI/NHs) m/e 278 (MHH)';

" NVR (300 MHz, OMSO-ds) & 8.39 (d, 1H), 8.32 (d, 1H), 7.77 (m, 4H), 7.51 (t, 2H), 7.41 (m, 1H),
7.25 (g, H), 6.79 (bds, 2H), 2.79 (d, 3H):

CigHisNs - 0.5C4Hg0:01 CHEH RIAZ A

H &X' C 67.27; H5.96; N 21.79

A=X: C67.20; H5.71; N 22.05

A A0 65

6-(HIAOI2Z2[2.2. 1|2 E-2-2)-1,3,5-E2|0&l-2,4-CI 0t 2!

A A0l 65A

6-(HIAOI22[2.2. 1] E-2-A-5-2)-1,3,5-E2|0t&I-2,4-C| Ot &I

EI}MOIJE[Z 2AJRHE-2-U-5-IIZLIEZS AAN 10AMS 20 JI36t0 SX6t= stetes HMIS&

S (DCI/NHs) m/e 204 (WH)
AAIGI 658
6-(BIAIOI22[2.2.1]81E-2-2)-1.3,

5
BIEtE &2 ZAI0 65A2 =2 EXNES =4 AL BAY HAS2Z SEAI|L, 0
ANH =Hole =S MSEC.

&8 2162177C;

ol
K
Ol
e

S (DCI/NHs) m/e 206 (MHH)';
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H R (300 MHz, DMSO-ds) & 6.52 (bds, 4H), 2.83 (m, 1H), 2.39 (m, 1H), 2.21 (m, 1H), 2.04 (m,
H), 1.91 (m, H), 1.6-1.2 (m, 5H), 6.52 (m, 1H);

CioHisNsOll CHSt RAEA:

H &X' C 58.52; H 7.37; N 34.12
A=X]: € 58.59; H 7.40; N 34.00

A A0l 66

6-[1,1'-HIH & ]-4-2-N,N'-CI0lE-1,3,5-E2| 0L &l-2,4-CI Ot 2!

ex =29 c|m|E'o+H|Eo+D|C(45m|) 0| 2,4-CI-N-0IE0t0l =-6-3 22-1,3,5-S 21 011 (0,550,

2. 7mmol )t HIECH A (ECIHIY ZAT)ERIS(0.19g, 0.16mmol )2l i%% 100Cc& Jigatl, 22 o

Et=2(15ml) £29 4-(HY)HY EE&[%‘E: Yabroff et al., Journal of the American Chemical

Society, Volume 56, 1934, pp. 1850-1856](0.80g, 4.0mmol)1t E 3t £4 ZEMUES(30m )22 =Xt
=]

sl

(Ll
6#%% Al2O P LHDI—}\lal__)I_’

HOo=Z HMclotll, Bt EEES 32 S2 100CHA KRAAIRIC. Bt &8 ARe
OIS OLMIEIOIERZ SIAAIZICH. KRIISE G2 MAEGILD, AXAIIID(MgS0,), sZAIZ TGS, a3 A
ZARICH HRES 2:1 USY/UHESZ2RH MZ2ES6IH SHSHE &2 0.159(17%) S HA DH=2

=
SX 183-184C:
S (DCI/NHs) m/e 320 (M+H);

" NVR (300 MHz, DMSO-ds) & 8.36 (m, 2H), 7.78 (d, 2H), 7.73 (d, 2H), 7.49 (m, 2H), 7.38 (m, ),
7.28 (m, 2H), 3.40 (m, 4H), 1.16 (m, 6H);

C19H21N5 : 02C4H3020“ EH@' %ﬁ\_‘i‘&
H &K C 70.91; H 6.55; N 8.28
|: C71.21; H6.50; N 21.13

-(2'-LIEZ[1,1'-HIH Y ]-4-2)-1,3,5-E2|0t&l-2,4-C| 0t 2!
4-AOt=-2'-LIEZHIHE S A0 10A2 20| JtSotd s
& ) 250C;

ol
rir
o
i
1o
o
>
OH
i
o

1H NMR (300 MHz, DMSO-ds) & 8.3 (d, 2H, J=9 Hz), 8.05 (dd, 1H), 7.8 (m, 1H), 7.6-7.7 (m, 2H),
7.45 (d, 2H), 6.8 (br s, 4H);

S (DCI/NHs) m/e 309 (M+H);
CisHioNgO2 0l CHEE R AZ A

H &X' C 58.44; H 3.92; N 27.26
| C 58.46; H 3.99; N 27.15

(6-0ilg-3-meltie)-1,3,5-E2|0t&l-2,4-C| ot el
6-HELIZEI=LIEE S HAI0 10IM2 20l JISotH =

1
_O'ﬂ
rir
ol
i
o
o
=
01
i
o

S (DCI/NHs) m/e 203 (MHH)';

IH NMR (300 MHz, DMSO-ds) & 9.23 (d, 1H), 8.39 (dd, 1H, J=11), 7.38 (d, 1H), 6.81 (br s, 4H),
2.56 (s, 3H);

CeHioNgOll CHE R A A :

H &X' C 53.45; H 4.98; N 41.55
A=XI: € 53.46; H 4.94; N 41.84

A A0 69

6-(6-22=2-3-1lclCI<)-1,3,5-E2l0t&xl-2,4-C|ote!

HE 6-S==ZLIZEIUIOIES 0I0I=CI2H=20I01Y CIOI0DIS(2B)E &AM 2CHIM St 20! JtZotH S=

I

"\Z
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S (DCI/NHs) m/e 223, 225 (M+H)
M NVR (300 MHz, DMSO-ds) & 9.17 (d, 1H), 8.46 (dd, 1H, J=11), 7.62 (d, 1H), 6.91 (br s, 4H);
CeH,CINgOHI CHEH |}AZEA:

H &X' C 43.15; H 3.16; N 37.74

A=XI: C 43.05; H 3.08; N 37.50
A A0 70

,3,5-Ec|0tal-2,4-C| ot el

6-(5-E22-3-Il2ItI)-1
EES HA0 10IM2 20l JIBotH =

5-BZ22LI2EI%L
88 ) 260C;

t

1
ol
rir
ol
o
1o
o
=
01
i
o

S (DCI/NHy) m/e 267 (M+H);

]H NMR (300 MHz, DMSO-ds) & 9.3 (d, 1H), 8.82 (d, 1H, J=3 Hz), 8.62-8.64 (m, 1H), 6.8-7.1 (br s,
1H);

C3H7BI’N60“ (et }AEA:

X

&X' C 35.98: H 2.64; N 31.47
: € 35.89; H2.53; N 31.2

~
@gﬂ
(—1\1

SR e |
>

E2|0t&l-2,4-C| 08!

-Cl5tol1=E2-2,2,3,3-HELCIERR
=] Fe2-1,4-HX0F8S ZAI0 10A2 201 IS5t =X

-2,3-ClstolE2-2,2,3,3-HIEet
== N3stt.

-179C;

(@)}

|

=}

-

mn Hu
.l>
rg
P
o

Z
>
5
ne
I

> oo

el

o fr=
tor
H‘l"

\‘
[ep}

00

S (DCI/NHy) m/e 275 (M+H);

1H NMR (300 MHz, DMSO-ds) & 7.98 (d, 1H), 7.71 (d, 1H), 7.17 (dd, 1H), 7.16 (br s, 2H), 6.95 (br
s, 2H), 3.85 (s, 3H):

CiiHFaNsOL 0l CHEt EAZA:

H&EXI: C 41.65; H 2.22; N 22.08

A=XI: € 41.55; H2.10; N 22.09

A0 72

6-[4-[(4-222HE )HSAITHE]-1,3,5-E2I0&l-2,4-CI 0t 2!
4-[(4-S22HE)HSAHELIEZES HAIM 10lA2F 20| JtS6t0 2=ot= stE8E2 M3EH.
B8 246-2487TC;

S (DCI/NHs) m/e 342 (M+H)'

1H NMR (300 MHz, DMSO-dg) & 7.45 (s, 4H), 7.25 (d, 2H), 6.9 (d, 2H), 6.6 (br s, 4H), 5.05 (s,
2H), 3.55 (s, 2H);

CiHigCINSOON CHEr BT
H&EX: C 59.74; H 4.72; N 20.49

A=Xl: € 59.64; H 4.64; N 20.49

A A0 73

6-[4-(1-IHICI€& 2 d)HE]-1,3,5-E2/0t&l-2,4-C| Ot !
AAI0I 73A

1=[(4-AlOtcHE ) Z L T H 2l e
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(0.51g, 2.5mmol) 2t HITHIEIC'(O 60ml ,
s =, 5% HClI ¥ &2 HKHO
0

g Z2=22t01S 10ml
==
19, 96%)E =Jt M0l ArZ8t

—| | =
517mg, 6.04mmol )2 E& =22 =2 2% 01|A-| M W BESHCE, |
2 M&EotLD, HAEAIII1D(NaS0,), SHAIZICH. M A DHI(0.

Ct.

A Al 738

6-[4-(1-IHelCIEEZ Y )HE ]-1,3,5-E2|0t&l-2,4-C| Ot 2!

A A0 73A2 MAH== A0 10M2 20| JtB0tH S&ot= stegt2= M3&TH
m.p. > 260C;

S (DCI/NHs) m/e 335 (M+H)'

o NUR (300 MHz, OMSO-ds) & 8.43 (d, 2H), 7.84 (d, 2H), 6.90 (bds, 4H), 2.90-2.97 (m, 4H), 1.50-
1.59 (m, 4H), 1.32-1.42 (m, 2H);

CisHigNs0SOHl THBt JAE A
HAXI: C 50.28; H 5.42; N 25.13

i

A=3|: C50.43; H5.32: N 25.12
AAIGI 74

~(1-#l ZL-4-T| W2l CIE)-1,3,5-E2| 0t &1-2,4-Cl 0 2l

ALAIG 74A

M YU-4-TIHEI IR LEY

DME 30m| 59| 1-#IXA-4-THel=(2.0g, 9.8mmol), EAIHIE 0l AAIOHLIOIE(2.5g, 12.8mmol) & OIEk
S(1.0nl, 17.1mmol )9 ESHSS MES/LS S SHM YA, LS 3S-LSAMSE 82 25
b 10C 013l2 |XEs 252 JIE0. M2 22 MI{otD, BS2S AR0A 2N Wt D
HE 015108 Iﬂﬁér DEE MIZS C1S, 042 ZLAAL. X222 EtoAcH BAHADID, 23
o2 MIEGID, AXAIIND(MGS0,), 215 A2 LB C1S, SSAI 1AM O 2 14g(66%)S +
SEiCt

AAIOH 748

6-(1-#1 XU -4-T H2ICl'd)-1,3,5-E 2] OH&I-2,4-C| 0} 21

AAIO] 74A2) MA2ZS AAIO] 101H2 20| JIBSI0] 2RI SESS HZEC

m.p. 246-248°C

S (DCI/NHs) m/e 299 (MHH)';

o NUR (300 MHz, OMSO-ds) & 7.43-7.49 (m, 3H), 7.33-7.39 (m, 2H), 6.58 (bds, 4H), 4.44-4.52 (bm,
1), 3.55-3.67 (bm, 1H), 2.79-3.27 (bm, 2H), 1.53-1.94 (bm, 5H);

CisHigNsQOIl CHEH RIAZ A

H &X' C 60.38; H 6.08; N 28.16

=X € 60.09; H6.02; N 28.29

AAIO 75

6-[1-(HEHE)-4-THICIL]-1,3,5-Ec|0t&-2,4-C| 0t2!

N-HIE-4-TIH2I =S AAI0 740 & AAIC 74B0IA 2 201 IS0t SXot= SteESS M38tC
m.p. » 260C

S (DCI/NHs) m/e 285 (MHH)';

M NUR (300 MHz, OMSO-ds) & 7.19-7.32 (m, 5H), 6.50 (bds, 4H), 3.44 (s, 2H), 2.78-2.86 (m, 2H),
2.16-2.28 (m, 1H), 1.90-1.99 (m, 2H), 1.63-1.76 (m, 4H);

CisHaoNs - HoO0 CHEH HAZA:

H&EXT: C 59.58; H 7.33; N 27.79

|: € 60.06; H7.19; N 27.94
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ZY)HE]-1,3,5-Ecl0t&-2,4-CI0t2!
5-E2|0t&-2,4-CIOtRI (A A0 58)2 AAIOI 33BOIAIQH 2001 JtS5t0 =&

S (DCI/NHs) m/e 412 (MH)'

H R (300 MHz, DMSO-ds) & 8.52 (d, 2H, J=8 Hz), 8.18 (d, 2H, J=8 Hz), 8.01 (m, 2H), 7.73 (m,
H), 7.68 (m, 2H), 2.37 (s, 6H);

CigHi7Ns0, 0l CHEH B AZA:

X

Xl C55.47; H 4.16; N 17.02
|: C55.47; H4.19; N 17.11

T o
I

tAIE-6-[4-(HIL & XL )HI L ]-1,3,5-E2|0t&-2,4-CI Ot &l
€]-1,3,5-E2/0t&1-2,4-CIOt2I (A Al 0l 58)2 ALAION 340IM 2+ 201 JtS5HH =&
b,

ae
|

=
=
e

x

H

e

=

ull]

S (DCI/NHs) m/e 370 (M+H)';

]H NMR (300 MHz, CFsC0.D) & 8.51 (d, 2H), 8.27 (d, 2H), 8.06 (d, 2H), 7.78 (t, 1H), 7.68 (t, 2H),
2.56 (s, 3H);

C17H15N503 : 0 5H200“ EH =l 'CL)‘I ‘i‘&

H&EXT: C 53.96; H 4.26; N 18.51
A=XI: € 53.75; H 3.91; N 18.83
A A0 78

-
rr
o
o
4o
1o
=
0n
i
o

6-
2-(1-IIH2ICIE)MELIEL S AAG 102t 20| IS5t SH
=3

S (DCI/NHy) m/e 271 (M+H);

H R (300 MHz, DMSO-dg) & 7.27 (d, 2H), 6.93 (d, 2H), 6.89 (m, 1H), 6.63 (bds, 4H), 3.88 (m,
4H), 1.47 (bdm, €H):

CiHigNsOll CHEt R A A

H &X' € 62.205 H 6.71; N 31.09
& =Xl: € 61.88; H6.36; N 31.37

(57) &2 g9

RS
ststal 19 gt f= dHSEez J8He= 0129 & L= Z2EHD.

o
I
=
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Rsdt RyE 0IS0| 2L 22d, TH2E, DHetd & OEciHe= 0[F0
X

A g0z =&

A‘— SIEIZA0IZ, (dll 222, G Csallzez 2 -B-L-Y{0IIA,
B2 Y= SEH2=Z OtE, GGoAl0I222E, C—CoAl0I2Z2 e, HHZA0IZ £= GCs2llZ2
20112, L2 8% ZE, CEW-[HIIM, W= 0, S £= (=N-0-Rs) (AHIIM, R2 ===, (22 L=

O -CiCoZZI0ICHOICH], CiCoZl, -NRs-(0IDIM, Rs= =4, CCrp2Z, (22t = G
CzoOf%‘%%‘OIEH “NRC(X)NR—(OCIDIM, R <I0IA ZE Hi2t 21, R =24, (22 &=
OF&-Ci—Co2ZZ0I11], X= 0 £= SOITH), CrCup2aIdl, CoCrALd, -0-, -S(0)—(0IJIAM, tE 0 LK
Xl 201CH), —NRC(X )—(013|A-|, Relt X= <IOIA Z2Ist Htet ZC0H), -C(XINRe—(0IJIAM, X2 Re2 0IA
Zogt Hiet Z0H), -NReSONR~(O1IIAl, Relt R,2 FIOIA st Btet ZECH), -NRsSO (013|A-|, Re2

HlA dolst Bheb ZCH), -SONRs—(0IJIA, Re2 RIUIA Aot Hieb 2CH E£&= -0(CRR)-0112, LS 2
2t 019 s LHOZ BY REIN UL 02 F LHOZ YO 20 JAs A2 LIEIHCHZ
OIR0A OECZEH MEL D,
21210l F, 012, AIOIZ2=222, AOIZ2ZLAHY, SIHZAI02, AL222, 222 L (GlHZ A0
2)22ES GG 2Al, (22, OI0l%, OIY, OIXIZ, AlOtL, &2, CC 8222, GlIH Z A0
AN

i cHy,
2, LIEZ % Ryt RH[OIIAM, Rt Ry &M bD_J (1M, ARt D= SEXEOZ AA =
S(0),012, n2 2 WXl 30ICHOICH22H =g MEi= 1 WAl 30He XSMdZ o2 x&eE £
UL,
& B2t YOI XISHE[X| 22 HEYEO0ld L0l 8% Z&2 32, R, R, B3 & R, 2 HUHE otLt= =40t
oLl 2,
LOl % Z&0l1 Bt Y =2 otutdt XI2t& X &2 0l0ICHE0l2 UHHAl StLoE XI2t& X 22 HE Q!
82, Ry, R, B3 & R, 2 HOU&E GtLt= =40t OtLICH
RS 2
6-[1-(CIHE W E)-3-0tMEICIEL]-1,3,5-E2|0t&-2,4-C| O} 2!,
6-(1-H<-4-TlH2ICIE)-1,3,5-E2|0t&I-2,4-C| 0t 2!

Im
e
>
&
A
|
E‘_,-_I

A0 228 4)-1,3,5-E2|0t&-2,4-C| 0t 2!,

6-[3-(1H-IIS-1-2)HE ]-1,3,5-E2/0t&l-2,4-Cl 0t 2!,
AAJEHA-E-(3-H L ALO |§§—‘?‘—%‘)—1,3,5—§EIOP&'—2,4—EIOPE',

6-[1, HY]-2-2-1,3,56-E2|0t&l-2,4-C| 0t 2l

6-(4'-LIEZ[1,1'-HIH L ]-4-2)-1,3,5-E2|0t&-2,4-C| 0t &,

6-[4-(4-BIZ A0 223 A )HIL]-1,3,5-E2I0t&-2,4-C| O+l ,
6-(4-H=AlHE)-1,3,5-E2|0t&l-2,4-C| 0t 2!,

N-AtOI 22 & &-N'-[4-(4,6-CI0t01 =-1,3,5-E2| 0t &l -2- ) H < | | Ot
(4,6-CI0t0I=-1,3,5-Ec|Ot&-2-2 ) HL BB,
N-[4-(4,6-CI0t0I=-1,3,5-E2I0t&-2-2)H L |-N'-HE <el0t,
6-(1,4-CI=SA-8-0tXtA LI Z2[4,5]012-8-2)-1,3,5-E2| 0t&l-2,4-CI0t2!,
6-(4'-me '"“HIHIE]-4-2)-1,3,5-E2|0t&l-2,4-C| Ot @l

6-[4'- (@%‘%/\I)H 1'-HIH Y ]-4-2]1-1,3,5-E2| 0t &l-2,4-C| Ot 2!,
6-(6-0 SAl-2-BIZE|OHEE )-1,3,5-E2I 0t &l-2,4-C| Ot 2!
6-(4'-0t0I = [1,1'-HIH L ]-4-2)-1,3,5-E2|0t&-2,4-C| Ot &,
6-[4-(5-SAHEE)HIE]-1,3,5-E2I0t&-2,4-CI 0+l ,

6-[4- [[5—(§E|%EQEEHIE') -2-I2ICIL ]S AIHE]-1,3,5-E2I0t&-2,4-C| O+l ,
4'-(4,6-Cl0t0I=-1,3,5-Eclot&-2-& ) [1, 1 —till_tillé']—4—3 2UEE,
6-(4'-BIISAI[1,1'-HIH L ]-4-2)-1,3,5-E2|0t&-2,4-C| 0t &,
6-(4'-EF22[1,1'-HIHZ]-4-2)-1,3,5-E2|0t&-2,4-CI 0t 8,
N-[4-(4,6-CI0t0I =-1,3,5-E2| 0t &I-2- ) H | MM & Z 00| &,
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6-[1-([1,1'-HIH Y ]-4-2)-4-TlHalCI<]-1,3,5-E2|0tXI-2,4-C| 0}t 2!,
N-[4-(4,6-CI0t0I=-1,3,5-E2|0t&I-2-2 ) H £ |-2-Lt ZE I 4 Z 00| &,

2,5-CI222-N-[4-(4,6-CI0t0I =-1,3,5-Ec|Ot&-2- ) H L |HIB A Z0t0I &,

6-(1-HEZ A0 2234 )-1,3,5-E2|0H&l-2,4-CI 0t 2!,

1-(4-DISAIH E)-4-THeICIE]-1,3,5-E2/ 0 &l-2,4-Cl Ot 2!,
-(ECIZER 22U E)HE]-4-EI0tEE]-1,3,5-E2|0t&-2,4-Cl0tel,

~HISAMHE)AOI 223 A ]-1,3,5-E2|0HEl-2,4-CI0t2!,

4-(2-EI0IE)HIL]-1,3,5-E2/0t&l-2,4-C| Ot @l

-(HEHEE)HE]-1,3,5-E2l0t&-2,4-Cl0t8l,

-[4
1=(

A

'=(6-[1,1'-HIHY |-4-2-1,3,5-E2|0t&-2,4-CI L )HI A [OAM EOHDI E],
-(4-0t01 =-6-[1,1'-HIH L ]-4-2-1,3,5-E2|0t&-2- ) OtH EOLDI &,
-[4-(4,6-CI0t0I=-1,3,5-Ec/0t&-2-)H Z ]-1-LZE L Z0t0l &,
- 4‘—0}X|_'.:_[1,1‘—till_tillé']—él—o') 1,3,5-E2|0t&-2,4-CI0tel,
-[4-(4-222c/d 242 )HE]-1,3,5-E2/0tal-2,4-Cl0t2!,
-[4-(2-Fete)HE ]-1,3,5-E2/0txl-2,4-C| Ot el
'-[6-(4-H=AlHE)-1,3,5-E2|0t&-2,4-CIL JHIA[OLMEOIDIE],
4-0t0lc-6-(4-H = AIH E)-1,3,5-E2| 0t & -2-L JOtMI EOIDI &,
-(5-HE-2-Fetd )-1,3,5-E2l0t&-2,4-Cl 0t el
-(5-HIZ-2-El0IE)-1,3,5-Ec|0t&-2,4-CI0t2!,
'—[6-(4-HILZAOI2 23 A )-1,3,5-E2|0t&I-2,4-CI L |HIA[OLHIEOIBIE],
-[4-0t0I =-6-(4-HIZ AOI 228 A )-1,3,5-E2| 0t & -2- | Ot EOLDI £,
-(4-HE-1-UZgeld)-1,3,5-E2l0t&l-2,4-Cl 0t 2!,

g1-1,3,5-E2/0t&-2,4-Cl0t8l
-1,3,5-Ec|0t&l-2,4-Cl0te!,
,3,5-Ec|0tal-2,4-Cl0te!,

E 1-2,4-CI 0k,
-E2/0t&-2,4-CI0tY,

N
oo
D
el
9

[N
Hll
.l>
&
a
I
>
X
e
i
w
o
>
N
N
a
(=)

ol
!

)

6-(E2IAF0I22[3.3.1. 1 '7]a|a+—1—%)—1,3,5—§a|o+&—2,4—c|o+9,
(+/-)-4~(4,6-CI 0Dl Le-1,3,5-E 2] Ot &l -2-2 )- o~ L I M | EF 2
6-(2,3-CI5H0I S 2-1,4- M EC| = A-6-2)-1,3,5-E 2| Ot &I-2,4-C| 0121 ,
6-(1-OFXIHIAOIZ 2 [2.2.2] S E-4-2)-1,3,5-E 2] 0} &I -2, 4-L| O} 81,
6-[4-(H'2 & T2 )H L ]-1,3,5-E2]0H&I-2, 4-C) 0}
6-[4-(H'2 & EL)H L ]-1,3,5-E2] 0H&I-2,4-C| OFEI

[4-(4,6-CIOHI =—1,3,5-E21 ORI -2-2 ) HE |HEHE S, 24,
6-I2HXI2-1,3,5-E 2/ Ot &l-2,4-C| 0121 |

5-
2,4-CIOot0I =-6-[(4-HIE B E)HE ]-1,3,5-E2I0tH,
2,4-CI0t0I =—-6-[(4-(2-LIEZH L )OEHE ) HE]-1,3,5-Ecl0t &,
6-[1,1'-HIHE]-4-2-N,N'-CI0IE€-1,3,5-E2|0t&-2,4-C| Ot E!,

6-[1,1"-HIHE ]-4-L-N-0E€-1,3,5-Ec|0t&-2,4-CI0t2!,
6-(HIAMOI2Z2[2.2. 1] E-2-2)-1,3,5-E2|0t&l-2,4-C| 0t 2!,
6-[1,1'-HIHE]-4-2-N,N'-CI0IE€-1,3,5-E2| 0t &I-2,4-C| Ok,
6-(2'-LIEZ[T, —tilltillé']—él—%)—t ,5-E2I0t&-2,4-CI 0k,
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6-(6-0iIE€-3-1leICI€)-1,3,5-E2|0t&-2,4-Cl ot 2l

6-(6-22=2-3- uIEIEI“') ,3,5-E2|0tal-2,4-CI0tel,
6-(5-E22-3-12ICIE)-1,3,5-E2|0t&-2,4-C| 0t el
6-(2,3-CI5t01E2-2,2,3,3-HIERER22-1,4-HECI=24-6-2)-1,3,5-E2|0t&-2,4-C| Ot &,
6-[4-[(4-222HL)HSAIIHE]-1,3,5-E2/0tal-2,4-Cl Ot 2!,

6-[4-(1-IHcICId& 2L )HIL]-1,3,5-E2I0t&-2,4-C| Ot2!,

6-(1-Bl X L-4-TH2ICIL)-1,3,5-E2I0t&l-2,4-CI O+l ,
6-[1-(HENE)-4-IH2ICIE]-1,3,5-E2|0t&l-2,4-Cl 0t 2!,
N.N'-CIOtMIE-6-[4-(HE &2 L )HIL]-1,3,5-E2I0t&-2,4-CI0
N-OLMIE-6-[4-(HEE 2L )HL]-1,3,5-E2I0t&-2,4-CI 0t &
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