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R OR L 2- 5 SRR ORI 2- G —4- MO AR 2- Ak 4 R 2,4 &
TRHE 20— E 4 RO 2- IR —4- EURHE .2, 6- “EUIRIE 2, 4,6- =&URHEE.2,3,4- =HOK
2,4 THHHEORIE 3 =R PR —4- FUROR AL 2, 6- T —4- IR AR ORI 2, 4- & -6- A
BRI 2,6- “E 4-GUEIERE 2,60 & 4- SRP R - & -6- 4 R
F.2,6- "R -4- HFEIRIE 2- R -6 & 4 RS R L. 2- VR —6- FlIE —4- AR IR IE . 2,
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6— R —A- FHEEORAE 2, 6- Al 4 SRR 2 R -6 & 4 AR 2-
B -4- -6 MHFEEREL . 2,6- A -3 Bl 4 SRR - L -3- & 4,6
FEORHE2,3,5- =& —4,6- SHEIEIRIL 5 BILE —2- L 3- &l -5 R AR e -2 A
3,5,6- =Gt —2- J£.3,4,5,6- PYGUILIE -2— k., 2— GUILIE —3- & .6- BRILIE —3- 5.2,
5— FUMEmE —3- JE . 2— SbnE —4- .\ 3 R NE —4- 55,3, 5 Gk e —4- JE  mEng -2- Jt
4,6- RS E —2- Bk 4- SRR 5 LA R e -2- S 6 AL -2- SEEL
6— FMkIE —3- 2 ;

[o059] B, EZ 1-3 7,

[0060] 4 ReuRyWR, 3% FIFRIN, Q B 2,4- —&UHE 2- & —4- JR2EH: 2- R —4— SR,
2,6- “EIER.2-F A- AR - & 4- R - " SRR 2-F 4=
B IRIE 20— AL —4- AL IRE 2 ANt —4- SRS 3 =R AL 4- &ORHE 2,6
S 4- YRR R 2,6- TR —A-RYHE L 2,6- “E —4- RPN 2- R —6- U0 -4 1Y
FEORHE 2 R —6- F —4- EFEORARER 3, 5- & UkE —4- &

[0061] Y Re Ry RyIE A AN, QIEH 2,4- “EUREE . 2- & —4- BOREE 2- IR —4- FUORKEE:,
2,6- SR 2,4 THHMEIRIE 20— S -4 fiHE ORI 2- & 5 fiHAE RO 2- AH A -4 &K
Bk 2- AL —A- ORI 3- =R R AR -4 SUR L 2 R A TH AR R L 2- S A =R R R
R 2- S -5 =R P AL (3 =L 4 mURR AR 2, 6- R 4-EAEOR L 2,6-
TR —4- BEHERHE (2,6 5 —4- EEOR2E 2 &l -6 JR —4- HAE ORI 2- YR —6- &l -4 hEAE
ORHE2,6- TR 4 R EIONEE 2- IR -6 FE -4 H AR O 2 HI R -3 @ 4, 6- —HH
HIORHL 2,5- &g -3- 3.3, 5— &N —4- HEmsng —2- 3

[0062]  BUEI 1-1.1-2 B0 -3 A5 LR VIR ER B IR . — S 1R R ER LR 0 FF R
TR AN BT TR B 6

[0063] AR EHH—BIRIERIL G

[0064] JHFL I-1 A

[0065] Q& 2- f —4- FYFEIEIE 2- S 4- AYFEIEIE 2- & -5 IR AR - & 4- =/
FERIE 2,4~ EURHE - | 4 IR 2- IR —4- EORHE .2, 6- EURSE . 2- IR -6- #
B4 REE TR 2,6- H 4 WA TEEE 2,6- Bl —4- AR TR (2, 6— IR —4- AR
B 2- IR -6 & -4 MEAEORAE RIS R BRI A

[0066]
Cl Cl F Cl c1 a Cl cr
H H H
NC N NO, NC N NO, NC N
NC 1 NC NC  Cl NO,
Cl c1 cl 1 Cl clr
H H H
NC Cl NC Cl NC Cl
[0067]
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. C Br a ¢ . Cl Br
H H H
NC Tl NG a Né o NC
c. c F . c L Cl Br
H H H
NC N NO, NC N NO, NC N NO,
Né o F NC T a Né ¢l B
. Cl Br
H
NC—Q— N@ NO,
NG Tl ;

[0068]  EF,HI [-2

[0069] 4 R, R, RIZERM, QL 2- & —4- =HF PR 2,4- SRR - 4- 3
RFHE2- R ~4- ERHE 2,6 TERIED 2,6 R —4- AEFEORSL

[0070] MR, Res RAZEEHERM, Qi H 2- & 4~ =RHF AR 2- & -5 =R AR,
2- Fl -5- SRR 20— S —4- PRI 2,4 TR OE L 20— A —4- "R R 2,4-
AURE 2- | 4 RIEHE 2R —4- ERHE . 2,6- AR L2,3,4- =R 2,4,6- =&
HFE2,6- E 4 WHFEEIREE 2,4 A 6 BRI 2,6- R 4 FAERHEL2,6-
A A ERP AR 2,6- A 4 A RN 2 & 6 R 4 AR 2, 6-
A -4 I IERE 20— IR -6- & —4- MR 2- R -6 FUE —4- BRI 2,6- IR -4-TH
FEORHE - AL -6 @ —4- AR AR 2- FE -3 &l 4,6- AHAEORAE 2, 3,5 =& 4,
6— AL IRIE 3 A -5 ZHRF ML e -2 E.3,5,6- =& tne -2- #£.3,4,5,6- P&k
WE —2- .2, 5— &g -3- £ 3, 5 & MkIE —4- 56— EML R —2- JEEk 6- ShknR —3- At
BR&EF9 a0 ™ s &4

[0071]

13



N 103547565 B w Bf B 8/72 7

FE CN cl F CN cl F CN cl
H H H
NC N CF; NC N Cl  NC N Br
F F F F F F
F  CN Br F CN cl F CN Br
H H H
NC N Cl  NC N NC N NO,
F F F F «l F F B
Cl.  CN cl Ccl.  CON cl .. CN F
H H H
NC N CF; NC N NC N
ca ca CF, ca CF;
cl.  CN cl Cl.  CN O,N Cl.  CNO,N
H H H
NC N NO, NC N NO, NC N cl
ca a ca

[0072]
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CN (1 CN ([ Cl CN Br
H H H
NC N NO, NC N Br NC N Cl
Cl Cl
CN Cl1 Cl CN F F Cl CN C
H H
NC N F NC N Cl
Cl Cl Cl cl1
CN Cl CN (1
H
NO, NC NC N CN
C1 Cl
CN C CN 1 CN 1
CN CN Br CN Br
C1
Cl CN Br Cl CN H3 Cl CN H3
Cl O)N
CN (1 CN Cl CN 1
H )=
\ / CF; NC N—\ / Cl
N
Cl C1 C1
Cl CN (1 Cl Cl CN Cl Cl CN Cl
N ) N—( N—(
NC \ C NC N \ 4 NC N \ /N
N N
C1 Cl Cl Cl Cl d Cl 1l
Cl CN Cl CN
H /=N o=
NC N—\ / NC N—\ /—C
N N-N
Cl Cl Cl Cl C1

[0073] i, @z 1-3 9,

[0074] %l Rs\ Rg\Rloji Q ﬁﬁﬂ‘7 Q j‘i @ 27 4_ :%ﬂzgxz_ %\‘ _4_ ‘]%%IE%\Z_ ‘/% _4_ %LZAE%\
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e

2,6 “ERHE 2 R —6- FAE —4- AEAEIRILEY 2- R -6- & —4- MESEIRSE

[0075] 4 Rg\RoRyodZt AT, Q1% [ 2- i —4- AEEEOR I 2- & 4- =L 2, 4- =
SR - A RIERE 2- R —4- SRR 2, 6- AR 2,6- & —4- A IR 2,6
TR A= EHEIRAE 2, 6 R —4- EAEORAE \2- S -6 R —4- AEAERORSE 22— IR -6 &l —4- A
ARHE2,6- ZE —4- R PR 2, 5- S EUbe -3 B 3,5 EUkmE —4- AL S RP 5
WA E YD

[0076]

NC F Cl NC F Cl NC F Br
H H H
L L Do
F CN F CN F CN
NC F Cl NC F Br NC F Br
F N@ F N NO, F N NO,
F CN F CN (1

10/72 BT

F CN NC
NC Cl F, NC Cl d NC 1 d
H H H
Cl N NO, Cl N CF; Cl N Cl
Cl CN Cl CN Cl CN
NC Cl NC Cl Br NC Cl d
H H H
Cl CN Cl CN Cl CN
N

Cl

C ¢ a NC (I Br NC C F
N NO, CI N NO, Cl N NO,
ca’ N c’ N BY e’ N F
NC  C c NC  Cl Br NC o a
H H H
014Q—N4©—N02 cl N4§j>—No2 (:1~§jé—N~§j>7CF3
c’ N F ca’ N a cl

CN (1
N Cl Cl 1
1 — Cl II;II B N
¢ N \

C C
Cl CN Cl CN d

[0077]  BGEZK T-1.1-2 B I-3 AL G5 Eh1R IR IR R PR . = IR IR L R X 2R

R IR A B B 2

[oo78] L A T AL S SO TESE P I AGE — AR R AU -

[0079]  pOER AR S IREME . Fedk  ELREBCZ B, Bl 3k L 23 U3k L R R B
16
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BT o Btk HURECR BRI PRRGE S, (5 G PR pa I R AL B O o BRI A L
RS KUK BB e, AR IR e e i b S PR 4 B A TR e R T
R, BN L, RS AR R R SRS, St R
Pk, 25 FEEE R b iU R BB RE T A, R IR e e R B SR
AT 43 B b SR BT AR, 0 S AR R AR S S A RO AR R
FRAE =R R AL SR P AU G S . beii i - BB b A, 22
BRNEE M Lo AT BB RE TR, R IR St b (&R R R B A A e R
FHTEAR, B S P iR 2L SRR S A PR AL RO R R AR SRR A A
MRS, SRR  HREEBCI R AL, %R TSR AN b U R
B R AE E AE, R IR e b SR AT B B AR i R P BA R M« ELRE B B
IS, WA A HE 1 TR L L 2— TR FEANAN A 1) T 0 ik O B AT UM B e i i . M Bt
BFEZ RIS, 01, 2- A AN 2, 4- O i 2 s AU 2  EREBCTREIA S, 7RI Sl L
[R5 RT3 B A o SR T AR . B ERE B RERRR, 9l o pu ik  1- TAB A
2= TUBRFE AN [F] )T Rk | SR AN O R S o R s B 22 > =8 20 il B AT, 41
o 2,5- O hkdE. pqfUbCEE  EREBCEERSS, AR BRI b i) SR AT ER 2 B A A i
JRF T EA . o BB RS, 2 UR PR e B b AU A A  EREECE
IR AR, AR IR e A R B EE AT  BUA B AR 1  TEUAR  BUE - R B R
X, B R PRI RGN b xRS RS R A, R e p i AT
AR A B4 TR b S TR . e T R O < B R Bl S B e AR W (—S0-) &8
gk b, 0t P A . pe A A R R « B REECSREe E WA e  , Hobe A B IE
JER A B0 0 B AR o S P BRAR s e Bkt e < BRI B e R e R (-S0,-) RS
SER b, ) T R I . AT S I A < R B e SR, bR R T
T B AT R TR o BRI | AR PRI A 1 B 45 ) I, 451 T CH,CO-, CH,CH,CO-.
RGEHEREL < be B A be B b B SR ] 840 A A i il T B, 491 2 CF,Co—o e
HE PR AL 0 CH,C00—, CH;CH,NHCOO-, a8 He At & 2 431 01 CH,CONH-, CH,CH,NHCONH-.
Pe ST R AL e 5L —S (0) ,-0-o FEi A e L be it —0- Kt dt —0—, %140 CH,0CH,0—o
ft SR R AR BT A S TSt —0-C0— etk —0- BrA AR AL hE At —0-CO-o B PRIL T -
P SE S PRI — B —, BT CH,0COCH,—o eS8 S FRIL AL e s —0-CO-NH-o ZREIEFRIAL K
B NH-CO-o AR R A < R B B IR ORI R SR T 30 29 B A4 i 5 P B ARG
1 4- SRR -NH-C0-, 2, 4— & ZEHE -NH-C0-.

[0080]  AKEHIETR T ALAHT, Ry Row Rys Rys Ry Rga Row Ry Ry Ry FH R, D035 A B 20 JE A
S BRI LR 1- 3R 3 AL BT HFAEUR T X e B AR A

[0081] X1 REUE

[0082]
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R R, R
H 1-C4Ho -C4HoCO
CH, CH;CO CH;SO,
C,H;s C,H:CO C,HsS0,
1-C;H, 1-C3H,CO i-C3H,S0,
i-C5H, i-C;H,CO Ph
#-C3Ho 1-C4HyCO PhC,Hs
[0083] £ 2 R,(Rys R, RivRowRowRgu Ry Ry HXALHE
[0084]
II:ZSRI;;\R;;‘ 1;59“ Ry(Rs» Ry Rse R sz;;‘Rll;‘Rli;\ Ry(R:» Rev Rse Res | Ry(Rse Ryv Rsv Rgn
R:» Rge Rys Ry R;» Rge Ros Ryp) | Ryv Rga Ros Ryp)
Rio) Rio)
F CF,0 CF,CH,NH CF;S0, CH;CONH
Cl CF;CH,0 mN—<] CF;CH,S0, C,H;CONH
Br NH, CH;S CH,=CHCH,O CH;80,0
I CH:;NH CHsS CCL=CHCH,0 C.HsS0,0
CH;0 (CH;)N CCLS CBr,=CHCH,0 CH;OCH,0
C.H50 C,H:NH CH;SO CH=CCH,0 C,H;OCH,0
1-CsH,0 n-C;H, NH C,H;S0 C-CI=CCH,0 CH;0CH,CH,0
i-C;H,0 i -C;H,NH CH;SO, C-I=CCH,0 C,H;0CH,CH,0
1-CsHeO n-C4HoNH C,H;S0; CH,CO, CH;0COCH,0
-C4H0 #-C4HNH CF;CH,SO C,HsCO, C,H;OCOCH,0
[oo85] %3 R, HUfCHE
[0086]
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Ry Ry Ry Ry
— CH:CH,0 CH3SO PhNHCO
F #-CH,0 CHCH,SO 4-CIPhNHCO
Cl i-C3H-0 CF,S0 CHO
Br 7-CH,0 CH,S0, CO.H
I -BuO CH:CH,SO, CONa
NO, CF,0 CF,S0, CONH,
CN CF,CHA0 CH,CO CONH,
CH, CF,CF,0 CH,CH,CO CONHCH;,
C,H, CH:S CH,BrCO CONHCH,CH,
n-CsH, CH,S CF,CO CONH(CH,),CH;
- CH, CCLS CH,CO0 CONHCH(CH.),
n-CsH, CH,=CH CH,CH,COO CONH(CH,)CH;
~CH, CH,~CHCH, CH,CONH CONHC(CHy);
CH.F CCL=CH CH,CH,CONH CON(CH),
CHLCI CCL=CHCH, CH;OCONH CON(CH,CHs),
CH,Br CH=C BocNH CSNH,
CHEF, CH=CCH, CHS0,0 CSNHCH;
CFs CC=C CH:CH,S0,0 CSNHCH,CH
CF:CH, CH,C=CCI CH,OCH,0 CSN(CH,),
CF,CF, CH=CH,CH,O CH,OCH,CH,O CSN(CH,CHs),
(CF3),CF CCL=CHCH,O CHsOCOCH, SO,NH,
4+< CH=CCH,0 CH,CH,OCOCH, SO,NHCH,
CH:0 CCEECCH,0 CH;0COCH,0 SO,NH(CHs),

[0087] “-"RAKRLEUIE. TH.

[ooss] I (1) o (A A ABCA ) « 25 Q JyFRFEMY, KFL B RYBUAIE A& 4 525 Q Dyt

WE L, M BE PR b R BUEE IR 5- 3R 7 524 Q Jy Wi SIS, WRnE PR b i BUAGAE IR 8- 3 10
2 Q WAL, WAGRER bR EARHE WA 11— 38 12 524 Q JynbBR BT, AR IR - i BRAREE I,
R 1352 Q =AY, =R ERBUE LR 14- K 17,

[0089] % 4
[0090]
R, Rs R, CN NC Ry
Ry — Ry = Ry ,—
NC NQ NC NO R, 1'\1—<:>
\_7 (Rypn \ /\(Rn)n \ ’\(Rn)n
NC R, R, R, Ry CN
[0091]
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(Ry)n (Ryp)n (Ryp)n
2F 2-Br 2-CH;-4-C1-6-CON(CH;),
2,42F 2,6-2Br-4-NO, 2-CH,;-4-C1-6-CONHCH(CH;),
2,6-2F 2,6-2Br-4-OCF, 2-CH;-4-C1-6-CONHC(CHs),
2-F-5-CH, 3-Br-4-CN 2-CH;-4-Br-6-CO,CH;
2-F-5-NO, 4-Br 2-CH;-4-Br-6-CONH,
2-F-4-CN 21 2-CH;-4-Br-6-CON(CH),
23 43F 4-1 2-CH3-4-NO»-6-F
2-F-4-NO, 2-NO, 2-CH;-6-C1-4-NO,
2,6-2F-4-CF, 2-NO,-4-Cl 2-CH;-4-NO,-6-Br
2,5-2F-4-CO,C,Hs 2-NO,-4-CN 2-CH;-4-NO,-6-CN
2,6-2F-4-NO, 2-N0,-5-Cl 2-CH;-4-NO,-6-CF;
2-Br-6-CN-4-NO, 2,6-2N0,-4-Cl 2-CH;-4-NO,-6-OCH;,
2-Cl-6-F-4-NO, 2,6-2N0,-4-SOCH;, 2-CH;,-4-NO,-6-80,CH;
2-Br-6-C1-4-NO, 2,6-2N0,-4-S0,CH; 2-CH;-4-NO»-6-COH
2,6-2F-4-OCF; 2-NO,-4,6-2C1- 2-CH;-4-N0,-6-CO,CH;
2-F-4-NO,-6-Cl 2-NO,-4-Cl-6-F 2-CH;-4,6-2CN
2-F-4-CN-5-CO,CH; 2-NO,-4-CN -6-CI

2-F-4-CN-5-NO,

2-CH;-4-CN-6-NO,

2-F-4-CN-6-OCH;

2-NO,-3-C,H;5-6-CO,CH;

2-CH;-4-CN-6-CF;

2-NO,-4-CO,CH;-6-SCHj;

4-CH;
2-F-4-NO,-6-Cl 2-NO,-4-CO,CH3-6-SOCHj5 2-CH3-4-CN-6-SO,CH3
2-F-4-NO;-6-Br 2-NO,-4-CO,CH3-6-SO,CH3 2-CH3-4-CN-6-CO,CHj;
2-F-4-CN-6-Cl 2-NO,-4-CO,CH3-6-OCHj 2-CH3-4-CN-6-CONHj,
3-F-6-CN 2-NO,-4-CO,CH;-6-OCH,CH=CH, 2-CH;-4-CN-6-CONHCH;
3-F-4-CN 2,6-2N0,-3-Cl1-4-CF; 2-CH;-4-CN-6-CONHCH(CH3),
4-F 2,6-2N0,-3-SCH;3-4-CF; 2-CH;-4-CF;-6-Br
2-Cl 2,6-2N0,-3-SOCH;3-4-CF; 2-CH3-4-CF3-6-NO,
2,3-2C1 2,6-2N0;-3-SO,CH;-4-CF; 2-CH;3-4-CF;-6-CN
2,4-2Cl1 2,6-2N0,-4-OCHj; 2-CH;3-4-CF;-6-OCHj;
2,4,5-3C1 2,6-2N0,-3-OCH;-4-CF; 2-CH3-4-CF;3-6-CO,CHj3
2,4,6-3C1 3-NO; 2-CH;3-4-CO,C,Hs-6-F
2,5-2Cl1 4-NO, 2-CHj3-4-CO,CH;3-6-C1
2,6-2C1 2-CN-5-Cl 2-CH;-4-CO,CH;-6-NO,
[0092]
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2-Cl-4-NO, 2,4-2C1-6-CN 2-CH;-4-CO,CH;-6-CN
2-C1-5-NO, 2-CN-4-NO,-6-Br 2-CH3-4-CO,CH3-6-CF;
2-C1-5-CN 2-CN-4-C1-6-NO, 3-CH,
2-C1-5-CH; 2-CN-4-C1-6-CF; 3,4-2CH;
2-C1-3-CH; 2-CN-4,6-2NO, 2,6-2C,H;-4-Cl
2-C1-3,5-2¢-Bu 2-CN-4-OCH;-6-CF, 2-C,H;-6-Br-4-NO,
2-C1-4-CF; 2-CN-4-SCH;-6-NO, 2-C,H;-4,6-2NO,
2-C1-5-CF; 2-CN-4-S0,CH3-6-NO, 2-C,Hs-4-NO»-6-CN
2-C1-4-CH=CH, 2-CN-4-SO,CH;-6-CF; 2-CyH;5-4-NO4-6-Cl
2,6-2C1-4-CN 2-CN-4-OCOCH3-6-CF3 2-C,Hs-4-NO1-6-COCH;
2,6-2C1-4-CF; 2-CN-4-0COCH,CH;-6-CF; 4-C3Hs
2,6-2C1-3-CH, 2-CN-4-NHCOCH;-6-CF; 2-(CH,)>CH3-4-NO,-6-0C,Hs
2,6-2C1-4-NO, 2-CN-4-NHCOCH,CH;-6-CF; 2-(CH,),CH;3-4-NO,-6-CF;
2,6-2C1-4-C=CH 3-CN-5-NO, 2-(CH,),CH;3-4-NO,-6-CO,CH;
2,6-2C1-4-CO,H 3-CN-5-OCH; 2-(CH,),CH;-4-NO,-6- SO,CH;
2,6-2C1-4-CO,CH; 4-CN 2-n-C;H;-4-CN
2,6-2C1-4-CONH, 2-CH; 2-n-C;Hy-4-CN
2,6-2C1-4-CON(CHx), 2,5-2CHs 2-+-Bu-4-NO,»-6-Cl
2,6-2C1-4-CONHC(CHa)s 2,4,6-3CH; 4-1-Bu
2,6-2C1-4-SO,NH, 2-CH;-3-C1 2-CH,Cl-4-CN
2,6-2C1-4-SO,NHCH; 2-CH;-4-CN 2-CF3-4,6-2C1
2-C1-4-NO,-5-1-Bu 2-CH;-4-Cl 2-CF;-4-CN
2-C1-4-NO,-5-CF; 2,6-2CH;-4-C1 2-CH;-4-C1-6-NO,
2-C1-4-NO,-6-Br- 2-CH;-4-Br 2-CF3-4-C1-6-NO,
2-C1 -4-NO, -6-SCHj 2-CH;-5-Cl 3-CF;
2-C1-4-CN-5-Br 2-CH;-4-OCF; 3-CF;-4-CN
2-C1-4-CN-6-CON(CHs), 2-CH;-4-CO,H 3-CF;-4-Cl
3-Cl 2-CH;3-4-CO,Na 3,5-2CF;
3,4-2C1 2-CH;-4-CO,CH; 4-CF;
3,5-2Cl 2-CH;-4-CO,C,H; 2-OCH;-4-NO,
3-C1-4-CN 2-CH;-4-SO,CH, 2-0CH;-4-NO,-6-C1
3-C1-4-NHCO,CH; 2-CH;-6-CO,CH; 2-OCH;-4-CN-6-Cl-
3-C1-4-NHBoc 2-CH;-6-CO,H 3,4-20CH;
3,5-2C1-4-CH; 2-CH;-4,6-2NO, 4-OCHj
3,5-2C1-4-OCH,CH=CCl, 2-CH;-4-C1-6-CN 4-OCF;
3,5-2C1-4-OCH,C=CH 2-CH;-4-C1-6-CO,CHj 2-OCH,CF;-4-NO,-6-Br
3,5-2C1-40CONHCH; 2-CH;-4-Cl-6-CONH, 2-SOCH;-4-N0,-6-Cl
3,5-2C1-40CON(CHs), 2-CH;-4-C1-6-CONHCH, 2-S0,CH;-4-NO»-6-Cl
3,5-2C1-40CON(n-C3H>), 2-Cl-4-Br 2-COCH,
3,5-2C1-4-NHBoc 2-CH;-3-Cl-4,6-2NO, 2-CO,CH;-4-F
4-Cl 2,3,5-3C1-4,6-2CN 2-Br-4-C1
2,4-2NO,
[0093] 5

[0094]
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R, Ry R 3 R, CNRI s 4 NC RIOR‘1 -
e N 2}“—%(R11)n e h 2NJFR11)U o " 2}\1
NG R, LS R, r 1 ° Ry on !
[0095]
(Ripn (Rin (Ripn (Ry)n
— 5-COCH, 3-Br-5-CH; 3-CONH,-5-Cl
3-F 5-CO,CH;, 3-Br-6-CH; 3-CONH,-6-CF;
3-Cl 3-CHO 3-Br-5-CF, 4-CONH,-6-CH;
3-Br 4-CHO 5-Br-6-CHs 4-CONH,-6-OCHj
3-1 5-CHO 4-1-5-CH; 3,5-2F-4-CF;
4-Cl 3-NH, 4-1 -5-CF, 3,6-2F-4-CF;
4-Br 4-NH, 5-1-6-C,H, 3-F-5-CN-6-Cl
4-1 5-NH, 3-NO,-4-Cl 3-F-5-CO,CH;-6-Cl
5-Cl 6-NH, 3-NO,-4-CH, 3-F-5-CONH,-6-Cl
5-Br 3-CONH, 3-NO,-5-Cl 3-F-5-CONHCH(CH;),-6-Cl
5.1 4-CONH, 3-NO,-5-Br 3,5-2C1-4-CH;
6-Cl 5-CONH, 3-NO,-5-1 3,5-2C1-6-CH;
6-Br 3-F-5-Cl 3-NO-6-Cl 3,5-2C1-4,6-2CH;
3-NO, 3-F-5-CN 3-NO,-6-CH; 3,5-2C1-6-OCH,CO,Me
4-NO, 3-F-4-CF; 3-NO,-6-OCHj 3,6-2C1-5-CF;
5-NO, 3-F-5-CF; 4-NO,-6-CH; 3,5,6-3C1
6-NO, 3-F-4-CHO 5-NO,-6-Cl 3-Br-5-CF;-6-Cl
3-CN 4,6-2F 5-NO,-6-CH, 3,5-2Br-4-CH;,
4-CN 5-F-6-CHj; 5-NO,-6-NHCOCH; 3,5-2Br-6-CHj;
5-CN 3,5-2Cl1 3-CN-6-CH;4 3-Br-5,6-2CHj;
6-CN 4,6-2C1 3-CN-4-OCHj 3-NO,-4-CH3-5-Br
3-CH, 3,5-2Br 3-CH;-5-CN 3,5-2CN-6-Cl
4-CH, 3-Cl-5-Br 4-CH;-5-Br 3-CN-5-F-6-Cl
5-CH; 3-C1-5-NO, 4-CH,-5-NO, 3-CN-4-CF;-6-Cl
4-C,H, 3-Cl-5-CN 4-CH,-5-NH, 3,5-2CN-6-CH,
3-CF, 3-C1-5-CF, 4,6-2CH; 3-CN-4-CH;-6-Cl
4-CF, 3-C1-5-CO,CH; 4-CH,C1-6-Cl 4-CH,-5-CN-6-Cl
5-CCl, 3-C1-5-CONH, 3-CF3-5-Cl 3-CF3-5-Br -6-Cl
5-CF; 3-C1-5-CON(CH), 3-CF3-5-Br 3-CO,CH;-5-F-6-Cl
3-OCH; 3-C1-5-SO,NH, 3-CF3-6-Cl 3-CO,C,H;-4-C1-6-CH;
4-OCH; 4-C1-5-NO, 4-CF3-5-CO,CH; 3-CONH,-4-CF;3-6-Cl
5-OCH; 4-C1-6-CH 4-CH,CO,CH;-6-Cl 3-CONH,-5-F-6-Cl
6-OCH, 5-C1-6-CH, 3-CHO-4-1 3-CONHCH(CH),-5-F-6-Cl
6-OC(CH), 3-Br-5-F 4-CHO-6-Cl 3-CN-4,6-2CH;-5-Br
3-NHCOCH; 3-Br-5-Cl 4-C0O,CH3-6-CH; 3-CSNH,-4-CF;-6-Cl
3-CO,CH; 3-Br-5-NO, 4-CO,CH3-6-OCH; 3-CSNH,-5-F-6-Cl
[0096]
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4-CO,C,H;s 3-Br-5-CN 3-CONH,-6-CHj,4 3-CSNHCH(CH3;),-5-F-6-Cl
3,4,5,6-4C1

[0097] K6

[0098]

R, R, QA R, CNII{I L s NC R,OF$1 L s
e N@(?{ll)n b N@g{n)n R9 N"@é’{“)n
N R 2 R, R 21 Ry N 21

[0099]
(Ryp)n (Ripn (Ripn (Ri)n
— 2-CHj,4 2-Cl1-5-CH; 5-CO,H-6-Cl1
2-F 4-CH; 2-Cl1-5-CF; 5-CO,CH;-6-Cl
2-Br 4-CF; 2-Cl-4-CHO 5-CONH,-6-Cl1
2-Cl 5-CF; 2-Cl1-5-SO>NH, 2,5,6-3F
2-1 6-CF; 5-Cl-6-CN 2,6-2F-5-Cl
4-F 2-OCH; 2,6-2Br 2,6-2F-4-CF;
4-Cl 6-OCHj; 2-Br-4-CHj; 2,5-2F-4-CF;
4-1 6-OC,H; 2-Br-6-OCHj; 2,5,6-3Cl
5-F 6-NH, 5-Br-6-OCH; 2,6-2C1-4-CF5
5-Cl 6-CHO 5-NO,-6-Cl 2,6-2Cl-5-CN
5-Br 4-CO,CH; 5-NO,-6-Br 2,6-2Br-4-CH;
5-1 5-CO,CHj;4 2,6-2CHj; 2,6-2C1-5-CO,CH;
6-F 6-CO,CHj; 2-CH;-6-F 2,6-2C1-5-CONH,
6-Br 5-CONH, 2-CH;-6-Cl 4-CF;-5,6-2F
6-1 6-CONH, 2-CHj3-6-NH, 2-CO,H-4,5,6-3CI1
2-NO, 2-OCH,CO,CHj,4 4-CH;-6-Cl 2,5,6-3F-4-Br
4-NO, 2-F-5-CHj 4-CH;-6-OCH; 2,5,6-3F-4-CN
5-NO, 2-F-5-CF; 5-CH;-6-Br 2.,5,6-3F-4-CO,H
6-NO, 2,5-2Cl1 2-OCH;-5-Br 2.4,6-3Br-5-F
2-CN 2,6-2Cl 2-OCH;-6-Br 2,4-2CH;-5-CN-6-C1
4-CN 2-Cl-4-CH; 2-OCH;-5-CF; 5-CSNH,-6-Cl
5-CN 2-Cl1-4-CF; 2,6-2(0OCHj3), 5-CSNHCH;3-6-C1
6-CN 2-C1-5-NO, 4-CHO-5-C1 5-CSN(CHj3),-6-Cl
[0100] X7
[0101]
R, Rs RO56 R, CNRl 5 NC R10R1 56
NC I'\I\_//Nl NC N ! R, N NN
3 2 3 ‘ 2 3 2
NC R Rypn Re  Rs (Rypn Ry (N (Rypn
[0102]
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(Ryp)n (Ripn (Ripn (Ripn
— 2-CF; 3,5-2C1 2,6-2NO,
2-F 3-CF; 3,5-2Br 3,5-2CH;4
3-F 5-CF; 3,5-21 2,6-2CHj;
2-Cl 2-OCHj; 2-F-5-CHj; 3-CH;-2-Cl
2-Br 3-OCHj; 2-F-3-CHO 3,6-2Cl-5-CF;
2-1 3-CHO 2-Cl-3-NO, 2-Cl-3-CO,C,H5-6-CHj;
3-Cl 2-CO,CHj; 2-Cl1-5-CF; 2,6-2CH;-3-CO,C,Hs
3-Br 2-CONH, 2-Cl-3-CHO 2,3,5,6-4F
3-1 3-CO,CH; 2-Cl1-5-CO,C,H; 3,5-2F-2,6-2Br
3-NO, 3-SO,NH, 3-C1-5-NO, 3,5-2F-2,6-2Br
2-CH; 2,6-2F 3-Cl1-5-CF3 2-CSNH,
3-CH; 2,6-2Cl 3-Br-5-CN 2-CSNHCH;
[0103] %8
[0104]
Ry Ry R, 3N_4 R, CN 4 NC Rm}%l 3N_4
NC N_2<\Nj (5 on NE N_<\ }(Rll)n R N"2<\ }(SRll)n
NC R, 1 Ry  Rs Rg CN T
[0105]
(Ri)n (Ry)n (Ry)n (Ri)n
— 5-CO,C;H;5 4-Cl-5-NO, 4-CF;-5-CO,C;Hs
4-F 5-CO,C(CH;) 4-C1-5-CN 4-CF;-5-CONH,
4-Cl 5-CHO 4-Cl-5-CH; 4-OCH3-5-Br
4-CN 5-NH; 4-C1-6-CH; 4,6-20CH;
4-NO, 5-CONH, 4-Cl-6-CH(CH3), 4-CO,CH;3-6-C1
4-CH; 5-CONHCHj; 4-Cl-5-CF; 4-C0O,C,H;5-6-Cl1
4-CF; 5-CONHC,H; 4-C1-5-OCH; 4-CO,CH3-6-CHj3
4-OCH; 5-CONHCH(CH3), 4-C1-6-OCH; 4-CO,C,Hs-6-CHj;
4-SCH;4 5-CSNH, 4-C1-5-CO,CHj; 5-CO,C,H5-6-CH;
4-NH, 5-CSNHCH; | 4-C1-5-CONHCH;, 4-N(CHs),-5-F
5-F 4-F-5-Cl 4-CN-6-CH, 4,6-2F-5-Cl
5-Br 4-Cl1-5-F 4,6-2CH; 4,6-2F-5-Br
5-1 4,5-2Cl 4-CH;-5-CO,C,H;s 4,6-2Cl1-5-Br
5-CN 4,6-2C1 4-CH;-5-CO,H 4,5-2Cl-6-CH;
5-C,Hs 4-Cl-5-Br 4-CH;-5-CONH, 4,6-2C1-5-CHO
5-CH,CH,CH; 4-Cl-5-1 4-C(CH;);-6-CF; 4-Cl1-5-NO,-6-CH3
5-CO,CH;,4 4,6-2Br 4-CF;3-5-CO,CH; | 4-C1-5-NO,--6-CO,C,Hj5
[0106] K9
[0107]
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R, : (R;)n R, CN (R;)n NC Ry (Rypn
Ry 5= R S Ry 5=
NC N4}\]_//Nl NC N 4}\1 /Nl Ry N \I\\I_//Nl
N R, 32 R, 3 2 Ry, o~ 3 2
[0108]
(Ri)n Rin (Rinn (Rin
— 2,5-2C1 2-CH;-6-Cl 2-SCH;3-5-CONH,
2-F 2,6-2C1 5-CH;-6-Cl 2-S0,CH;-6-Cl
2-Cl 2-Cl-5-Br 2-CH;-5-CN 2-SO,CH3-5-Br
2-0C,H; 2-Cl-5-1 2-CH;-5-C(CHj3); 2-SO,CH;-6-OCH3;
2-SCH3 2-Cl-5-NO;, 2-CF;-5-CO,C,H; 5-CHO-6-Cl
2-SOCHj3; 2-Cl-5-CN 2-OCH;-6-Cl 5-CHO-6-NH,
2-SO,CH; 2-Cl-5-CH; 2-SCH;-6-Cl 5-CO,H-6-C1
2-NHCHj3; 2-Cl-6-CHj; 2-SCHj;-5-Br 2-NH,-6-CH(CH3),
5-F 2-Cl1-5-CF; 2-SCH;3-5-CN 2,6-2F-5-Cl
6-Cl 2-Cl-5-OCH; 2-SCH;-6-CH; 2,6-2CI-5-NO,
6-NHCH; 2-Cl-6-CO,CH; 2-SCH;-6-CF; 2,6-2Br-5-NO,
6-CH; 2,6-2Br 2-SCH;3-5-OCH; 2-Cl-5-N0O,-6-CO,C,Hs
6-CF; 2-Br-5-CN 2-SCH;3-6-OCH; 2-Cl1-5-NO, -6-CH3;
5,6-2F 2-NO,-6-NH, 2-SCH;3-5-CO,C,H; 2-CF;-5,6-2CH;
2-F-5-Cl 5-NO,-6-Cl 2-SC,Hs-5-CO,C,Hs 2-SCH;-5-CN-6-Cl
2-CI-5-F 5-CN-6-CHj; 2-SCH;3-5-CO,H 2-S0O,CH;-5-CN-6-Cl
[0109] K 10
[0110]
R£ R (R;n R CN (R;)n NC Ry (Ryp)n
R, 6_|N1 R, 6Nl R, 6Nl
NC Ng{l\?ﬁ NC N—\ 1\?2 &‘Q‘Nidl\{ﬂ
né R, 4 R, ®r 4 Rg oN 4
[0111]
(Ri)n (Rip)n (Ri)n (Ri)n
— 4-Cl 2,4-2Br 2-SCH;-4-CO,CH;
2-F 4-Br 4,6-2Br 2-SCH;3-4-COH
2-Cl 2,4-2F 2-OCH;3-4-Cl 2-SCH;-4-CONH,
2-Br 4,6-2F 2-OCHj;-4-Br 2-SCH;-4-CSNH,
2-1 2,4,6-3F 2,4-OCH; 2-S0,CH;-4-Cl
2-CN 2,4-2C1 4,6-OCH; 2-CHj3-4,6-2C1
2-OCH; 4,6-2Cl1 2-0C,H;-4-Cl 2-Cyclopropyl-4-Cl
2-SCH; 2-Cl1-4-OCHj 2-0C,H;s-4-Br 2-Cyclopropyl-4,6-2C1
2-NH; 2-Cl-4-N(Me), 2-SCH;-4-Cl 2-Cyclopropyl-4,6-20CHj;
[0112] R 11
[0113]
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: NC R
M e N R A Ry A
N—N\(Ru)Il N-N (Rypn N-N Rypn
NG R, 21 R, 2 Ry CN 1
[0114]
(Ry)n (Ri)n (Ry)n (Ri)n
— 6-CO,CHj 6-CON(CH3), 4-C1-6-CO,CH;
6-Cl 6-CO,C,Hs 6-CON(C,Hs), | 4-Cl-6-CONHCH;
6-Br 6-CO,C(CH;); 6-CSNH, 5,6-2C1
6-CN 6-CO,H 6-CSNHCH, 4-Br-6-CN
6-CHs 6-NH, 4-F-6-CN 4-Br-6-CO,CH,
6-OCH; 6-N(CHs), 4-F-6-CO,CH; | 4-Br-6-CONHCH;
6-SCH; 6-CONH, 4-F-6-CONHCH, 4-CH3-6-CN
6-SOCH3; 6-CONHCH; | 3-Cl-5-NHCOCH; | 4-CH;-6-CO,CH;
6-SO,CHs; 6-CONHC,H; 4-C1-6-CN 4-CH;-6-CONHCH;
[0115] F* 12
[0116]
R R, CN NC Ry
Ry 3R1 56 R, 5_6 Ifl 5 6
NC I{IJ<\_,\,N1 NC N{,\,Nl Ry N\ | N1
3 | N2 3 | N2 < w2 Ny
NC R ®ypn Re  Rs (R;p)n 8 (R;n
[0117]
(Ripn (Ry)n (Ryn (Ripn
— 5,6-2Cl 5-Cl1-6-OCHj; 3-Cl-5-NHCOCH;
3-Cl 3-Cl1-6-OCH; 5-C1-6-SCHj; 3-Cl-5-NHCO,CH;
6-Cl 3-Cl-6-SCHj; 5-Cl1-6-SOCH; 5,6-20CH;
3.6-2C1 5-C1-6-N(CH;)» 5-C1-6-SO,CHj 5,6-2SCH;
[0118] % 13
[0119]
R, R R, CN NC Ry
4 3 R, S_ﬁ; 7 R, 3_1\% Ifl S_ﬁl
NC N D5 NC N 5 R, N WS
N Ripn N PRyn 211\1 (Rypn
NC R, 16 R, 1 Ry CN
[0120]
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(Rip)n (Ripn (Ri)n (Ryn
— 6-CO,CH; 6-CONHCH; 4-CH3-6-CN
6-Cl 6-CO,C,H; 6-CONHC,H; 4-F-6-CO,CHj
6-Br 6-CO,C(CHs); |  6-CON(CHs)s 4-C1-6-CO,CH;
6-CN 6-CO,H 6-CSNH, 4-Br-6-CO,CH;
6-CH;, 6-CO,Na 6-CSNHCH; 4-CH;-6-CO,CHj;
6-OCH; 6-CO,NH, 5,6-2C1 4-F-6-CONHCH;
6-SCH; 6-NH, 4-F-6-CN 4-C1-6-CONHCH;
6-SOCH; 6-N(CHs), 4-C1-6-CN 4-Br-6-CONHCH;
[0121]
| 6-S0,CH, | 6-CONH, | 4Br-6-CN | 4-CHy-6-CONHCH,
[0122] % 14
[0123]
Re Koo R, CN NG Rig 3 4
B N=\
e N_<\N—/ 7Ry )n e N_<\ J\ Ryp)n Rg I\I—’2<\N—?6]\\I(Rll)n
NC R, R¢ Rs Rg CN !
[0124]
(Rin (Ry)n (Ry)n (Ryp)n
4-Cl 4-OCH;-6-NHCH; 4-N(CHs), 4-NH-i-Pr-6-NHCOCH;
4-CN 4,6-2SCH; 4-NH,-6-C1 4-NH-i-Pr-6-NH,
4-SCH;, 4-SCH;-6-Cl 4-NH,-6-OCHj 4-NH-i-Pr-6-NHCH;
4-SOCH, 4-SCH;-6-NHCH; 4-NH,-6-SCH; 4-NH-1-Bu-6-C1
4-SO,CHj; 4-SOCH;-6-Cl 4-NH,-6-SOCHj,4 4-NH-£-Bu-6-CN
4,6-2C1 4-SO,CH;-6-Cl 4-NH,-6-SO,CH; 4-NH-£-Bu-6-OCHj,
4-CN-6-Cl 4-NHCOCH;-6-Cl 4-NH-i-Pr-6-Cl 4-NH-t-Bu-6-SCH;
4,6-2CH; | 4-NHCOCH;-6-OCH; | 4-NH-i-Pr-6-CN 4-NH-t-Bu-6-NH,
4,6-20CH; | 4-NHCOCH;-6-SCH; | 4-NH-i-Pr-6-OCH; | 4-NH-+-Bu-6-NHCH;
4-OCH;-6-Cl | 4-NHCOCH;-6-SO,CH; | 4-NH-i-Pr-6-SCH; | 4-NH--Bu-6-NHCOCH;
[0125] £ 15
[0126]
R R4 ;N g NG Rig 4
N—\ Ry N= ) . 1‘\11 —XN_ ]
e _z}\I I\} (Rypn e N—%\N—N (Ryp)n ’ }\I—N Ripn
NC R, 1 R, R, ° 1 Rg ON 2 1
[0127]
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(Rip)n (Ryp)n Ripn (Ripn
5-F-6-CN 5-Br-6-CO,CH; | 6-CO,CH; | 6-CON(CoHs),
5-Cl-6-CN 5-F-6-CONHCH; 6-CO,H 6-CSNH,

5-Br-6-CN 5-Cl-6-CONHCH3 6-CONH, 6-CSNHCH3;
5-CH3-6-CN [ 5-Br-6-CONHCH; | 6-CONHCH; | 6-CSNHC,Hs
5-F-6-CO,CH;3 | 5-CH3-6-CO,CH;3 | 6-CONHC,Hs | 6-CSN(CHs),

5-Cl-6-CO,CH; 6-CN 6-CON(CH3), | 6-CSN(C,Hs),
[0128] £ 16
[0129]
R CN NC R
S RN ", I
NC N2 NC Ry N—\ /N2
Ry (Rl 1)n Rs (R1 pn Ry N (Ryn
[0130]
(Ripn (Ry)n (Rin (Ryp)n
3-CN 3-CONHCH; 3-CSN(CH3), 3-CO,CH;-6-Cl
3-CO,CH; 3-CONHC,H; 3-CSN(C;Hs), 3-CO,CH;3-6-Br
3-CO,C,H;5 3-CON(CH3), 3-CN-6-F 3-CO,CH;-6-CH;
[0131]
3-CO,H 3-CON(C,Hs), 3-CN-6-Cl 3-CONHCHj;-6-F
3-CO,Na 3-CSNH, 3-CN-6-Br 3-CONHCH;-6-C1
3-CO,NH,4 3-CSNHCHj; 3-CN-6-CH;4 3-CONHCH;-6-Br
3-CONH, 3-CSNHC,H; 3-CO,CH;-6-F 3-CONHCH;-6-CH;,
[0132] % 17
[0133]
R R NC Rio
4 7 I%] 5_]:]2
NC N{ 33 NC N{ 3 R, N—Q @3
N (Rll)n N ]zIQ(Rn)U N-N ®pn
NC R, Rs  Rs Ry oN 1 2
[0134]
(Rn)n (R]])l’l (R]])l’l (R]])l’l
3-CN 3-CONH, 3-CSNHC,H; 3-CO,CH;-5-C1
3-CO,CH; 3-CONHCHj; 3-CSN(CHs), 3-CO,CH;3-5-Br
3-CO,C,H; 3-CONHC,H; 3-CN-5-F 3-CO,CH;-5-CH;4
3-CO,C(CH3)3 | 3-CON(CHj3), 3-CN-5-Cl 3-CONHCHj;-5-F
3-CO,H 3-CON(C,Hs), 3-CN-5-Br 3-CONHCH;-5-Cl
3-CO;Na 3-CSNH, 3-CN-5-CH; 3-CONHCH;-5-Br
3-CO,NH4 3-CSNHCH; 3-CO,CH;3-5-F 3-CONHCH;-5-CHj3

[0135] AKX IR AL G R LR 18.3% 1936 20 T3 A HARAL Sk i B, {5 JF:

ANFR B AN KB
[0136] 3 18
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Ry
Ri
[0137] NC N-Q (A = A])
NC
[0138]
R, Rs
Rl pe—
NC N«O
\ 7 Rypn
NC R,
95 R, R, R; Ry (Rin
A-1 H Cl Cl Cl 2-CH;
A-2 H Cl Cl Cl 2-Cl
A-3 H Cl Cl Cl 2-NO,
A-4 H Cl Cl Cl 2-CONHCH,
A5 H Cl Cl Cl 3-CH;
A-6 H Cl Cl Cl 3-NO,
A-7 H Cl Cl Cl 4-CH,
A-8 H Cl Cl Cl 4-t-Bu
A-9 H Cl Cl Cl 4-OCH,
A-10 H Cl Cl Cl 4-OCF,
[0139]

29



N 103547565 B w Bf B 24/72 T

A-11 H | Cl Cl 4-CO,CH,
A-12 H | Cl Cl 4-CN
A-13 H | Cl Cl Cl 4-CF,
A-14 H | Cl Cl Cl 2-F-4-NO,
A-15 H | Cl Cl Cl 2-C1-4-NO,
A-16 H | Cl Cl 2-C1-5-NO,
A-17 H | Cl Cl Cl 2-Cl-4-CF;
A-18 H | Cl Cl Cl 2-F-5-CF,
A-19 H | Cl Cl Cl 2-C1-5-CF;
A-20 H | Cl Cl Cl 2-CH;-4-NO,
A-21 H | Cl Cl Cl 2-CH;-6-CO,CH;
A-22 H | Cl Cl Cl 2,4-2-NO,
A-23 H | Cl Cl Cl 2-NO»-4-Cl
A-24 H | Cl Cl Cl 2-CHs-6- Cl
A-25 H | Cl Cl 2-CH;-4-Cl
A-26 H | Cl Cl Cl 2,6-2i-Pr
A-27 H | Cl Cl Cl 3-CF;-4-CN
A-28 H | Cl Cl Cl 2-OCH;-4-NO,
A-29 H | Cl Cl Cl 2,4--2C1
A-30 H | cl Cl Cl 2,6-2C1
A-31 H | Cl Cl Cl 2,6-2F
A-32 H | Cl Cl Cl 2,5-2C1
A-33 H | Cl Cl Cl 3,4-2C1
A-34 H | Cl Cl Cl 3,5-2C1
A-35 H | C Cl Cl 2,3-2Cl
A-36 H | Cl Cl Cl 2-Cl-4-Br
A-37 H | Cl Cl Cl 3-C1-4-CO,CH;
A-38 H | Cl Cl 3,4-2CH;
A-39 H | cl Cl Cl 3.CF3-4-Cl
A-40 H | Cl Cl Cl 2,4,6-3CH,
A-41 H | cl Cl Cl 2,3,4-3F
A-42 H | Cl Cl 2-CN-6-Br-4-NO,
A-43 H | Cl Cl Cl 2,6-2F-4-NO,
A-44 H | Cl Cl Cl 2,6-2C1-4-NO,
A-45 H | Cl Cl Cl 2,6-2Br-4-NO,
A-46 H | Cl Cl Cl 2-Br-6-C1-4-NO,
A-47 H | cl Cl Cl 2-CH;-6-C1-4-NO,
A-48 H | cl Cl Cl 2-Cl-6-F-4-NO,
A-49 H | Cl Cl 2,6-2C1-4-CF;
A-50 H | cl Cl Cl 2- CH;-4-CN-6-CONHCH,
A-51 H | Cl Cl Cl 2,4-2C1-6-CONHCH;
A-52 H | Cl Cl Cl 2,4-2C1-6-CO,CH;
[0140]
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A-53 H | Cl cl Cl 2,4-2C1-6-CN
A-54 H | Cl Cl Cl 2,4,6-3Cl
A-55 H | Cl cl Cl 2,3,4-3Cl
A-56 H | Cl cl Cl 2,4,5-3Cl
A-57 H | Cl cl Cl 2, 6-2C1-4-Br
A-58 H | Cl cl Cl 2, 6-2C1-4-CN
A-59 H | Cl cl Cl 3,5-2CN-6-C1
A-60 H | Cl Cl Cl 2,6-2Br-4-OCF;
A-61 H | cl cl Cl 2- CH3-3-C14,6-2NO,
A-62 H | Cl cl Cl 2,3,5-3C1-4,6-2CN
A-63 H | F F ¥ 2-F-4-NO,
A-64 H | F F F 2-C1-4-NO,
A-65 H | F F F 2-C1-5-NO,
A-66 H | F F F 2-Cl1-4-CF;
A-67 H | F F F 2-F-5-CF;
A-68 H | F F F 2,4,6-3C1
A-69 H | F F F 2-CN-6-Br-4-NO,
A-70 H | F F F 2,4-2C1-6-CN
A-T1 H | F F F 2,6-2F-4-NO,
A-T2 H | F F F 2,6-2C1-4-NO,
A-T3 H | F F F 2,6-2C1-4-CN
A-74 H | F F F 2,6-2B1-4-NO,
A-75 H | F F F 2-Br-6-Cl-4-NO,
A-76 H | F F F 2-CH;-6-C1-4-NO,
A-77 H | F F F 2-C1-6-F-4-NO,
A-78 H | F F F 2,6-2C1-4-CF;
Ry R R, 32
N N_Z(}\I}(SRM)H

NC R, 16
TR Ri | R Rs Ry (Ri)n
A-79 H | Cl Cl Cl 5-Br
A-80 H | Cl cl Cl 4-CH,
A-81 H | Cl cl Cl 5-CH,
A-82 H | Cl cl Cl 3-Cl-5- CF;
A-83 H | Cl cl Cl 3,5,6-3CI

R, Rg Roas
e N@&n)n
N¢ R, 21
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TR=) R, R, R; Ry (Ryn
A-84 H Cl Cl Cl —
A-85 H Cl Cl Cl 2,5-2C1

Ry (Rn)n
z)ﬁ_é% R] RQ R3 R4 (R]])n
A-86 H Cl Cl Cl —
A-87 H Cl Cl Cl 3,5-2C1
A-88 H | F F F 3,5:2C1
R, R,
NC N—<\ _\5
N—/ Rypn
NC R,
e R, Ry Rs Ry (Ry)n
A-89 H Cl Cl Cl —
A-90 H Cl Cl Cl 4,6-20CH;
[0142] £ 19
R, CN
R
[0143] NC N-Q (A = AK})
Re Rs
[0144]
R, CN
R, —
WaeRe
\ \(Rn)n
R, Rs
' Ry | Rs Rg R, (Rypn
B-1 H Cl Cl Cl 2-CH;
B-2 H Cl Cl Cl 2-Cl
B-3 H Cl Cl Cl 2-CN
B-4 H Cl Cl Cl 2-CONHCH;
B-5S H Cl Cl Cl 3-CH;
B-6 H Cl Cl Cl 3-Cl
B-7 H Cl Cl Cl 3-CF;
B-8 H Cl Cl Cl 3-NO,
B-9 H Cl Cl Cl 4--Bu
B-10 H Cl Cl Cl 4-CN
B-11 H | cl Cl Cl 4-CF,
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B-12 H | Cl cl Cl 4- OCFs
B-13 H | Cl Cl Cl 4- CO,CH;
B-14 H | Cl cl Cl 2,4-2F
B-15 H | Cl Cl Cl 2,6-2F
B-16 H | Cl Cl Cl 2,3-2C1
B-17 H | Cl cl cl 2,6-2C1
B-18 H | Cl Cl Cl 2,4-2C1
B-19 H | Cl Cl Cl 3,5-2CI
B-20 H | Cl Cl Cl 2,5-2Cl
B-21 H | Cl Cl Cl 3,4-2C1
B-22 H | Cl cl cl 2-CH;-4-C1
B-23 H | Cl Cl Cl 2- CH;-6- C1
B-24 H | Cl cl Cl 2- CH;-4- CO-CH;
B-25 H | Cl Cl Cl 2-CH;-6-CO,CH;
B-26 H | Cl Cl Cl 2,5-2CH;
B-27 H | Cl Cl Cl 2,6-2i-Pr
B-28 H | Cl Cl Cl 2-Cl-4-CF,
B-29 H | cl Cl Cl 2-C1-5-CF;
B-30 H | Cl cl cl 2-F-5- CF,
B-31 H | Cl Cl Cl 2-C1-5-CF;
B-32 H | Cl cl Cl 2-Cl-4-Br
B-33 H | Cl cl Cl 3-C1-4-CO,CH;
B-34 H | Cl cl Cl 2-F-4-NO,
B-35 H | Cl Cl Cl 2-C1-4-NO,
B-36 H | Cl Cl Cl 2-C1-5-NO,
B-37 H | Cl Cl Cl 2,4-2NO,
B-38 H | Cl cl cl 2-CN-4-NO,
B-39 H | Cl Cl Cl 2-NO»-4-Cl
B-40 H | Cl cl Cl 3- CF3-4-CN
B-41 H | Cl Cl Cl 2,3,4-3F
B-42 H | Cl Cl Cl 2,4,6-3C1
B-43 H | Cl cl Cl 2,3,4-3C1
B-44 H | Cl Cl Cl 2,4,6-3CH;
B-45 H | Cl Cl Cl 2,4,5-3C1
B-46 H |l Cl Cl 3,4,5-3C1
B-47 H | Cl Cl Cl 2,6-2C1-4-Br
B-48 H | Cl Cl Cl 3-CH,-2,4-2C1
B-49 H | Cl cl Cl 2,6-2F-4-NO,
B-50 H | Cl cl Cl 2,4-2C1-6-CN
B-51 H | Cl cl Cl 2,6-2C1-4-CN
B-52 H | Cl cl Cl 2,6-2C1-4- CF;
B-53 H | Cl Cl Cl 2-C1-6-F-4-NO,
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B-54 H | Cl Cl Cl 2,6-2C1-4- NO,
B-55 H | Cl Cl Cl 2-Br-6-C1-4-NO,
B-56 H | Cl Cl Cl 2-Br-6-CN-4-NO,
B-57 H | Cl cl Cl 2,6-2Br-4- NO,
B-58 H | Cl Cl Cl 2- CHs-6- C1-4-NO,
B-59 H | Cl cl cl 2-CH3-4-C1-6-NO,
B-60 H | Cl Cl Cl 2,6-2 C,H;-4-Cl
B-61 H | Cl Cl Cl 2,6-2Br-4-OCF,
B-62 H | Cl Cl Cl 2,6-2Cl-4- CO,CH;
B-62a H | Cl Cl Cl 2-CH;-4-CN-6- CONHCH;
B-62b H | Cl Cl cl 2-CH;-4-Cl1-6- CONHCH;
B-63 H | Cl Cl Cl 2,6-2C1-4-CONHPh
B-64 H | Cl cl Cl 2,6-2C1-4-CONH(4-C1-Ph)
B-65 H | Cl Cl Cl 2,6-2Cl-4- CO,Na
B-66 H | Cl Cl Cl 2,6-2C1-4- COOH
B-67 H | Cl Cl Cl 2,6-2N0,-3-C1-4-CF;
B-68 H | Cl Cl Cl 2- CH;-3-Cl-4,6-2N O,
B-69 H | cl Cl Cl 2,3,5-3C1-4,6-2CN
B-70 H | Cl N(CHs)s cl 2-NO,

B-71 H | Cl NHCH, NHCH, 2-F

B-72 H | Cl OCH;4 OCH, 2-Br

B-73 H | Cl N(CH;), Cl 2,6-2C1-4-NO,
B-74 H | Cl OCH;, Cl 2,6-2C1-4-NO,
B-75 H | Cl OCH; OCH; 2,6-2C1-4- NO,
B-76 H | F ¥ ¥ 2-CH;

B-77 H|F F F 2-NO,

B-78 H | F F F 3-CH,

B-79 H | F F F 3-Cl

B-80 H|F F F 3-NO,

B-81 H|F F F 4-OCF,

B-82 H|F F F 4-CN

B-83 H|F F F 2,3-2C1

B-84 H|F F F 2,5-2C1

B-85 H | F ¥ ¥ 3,5-2C!

B-86 H|F F F 2,6-2C1

B-87 H|F F F 2,4-2N0,

B-88 H|F F F 2-Cl-4-Br

B-89 H|F F F 2-CH;-4-C1
B-90 H|F F F 2-CH;-6- Cl
B-91 H|F F F 2-Me-4-NO,
B-92 H|F F F 2-C1-4-CF;
B-93 H|F F F 2-F-5-CF;
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B-94 H| F F F 2-C1-5-CF;
B-95 H | F F F 2-C1-4-NO,
B-96 H | F F F 2-NO,-4-Cl
B-97 H | F F F 3-CF3-4-CN
B-98 H | F F F 3-CF3-4-Cl
B-99 H | F F F 3-C1-4-CO,CH;
B-100 H | F F F 2,4,6-3CH,
B-101 H| F F F 2,3,4-3F
B-102 H | F F F 2,3,4-3Cl
B-103 H | F F F 2,4,6-3C1
B-104 H | F F F 2,4,5-3Cl
B-105 H | F F F 3,4,5-3Cl
B-106 H | F F F 2, 6-2Cl-4-Br
B-107 H| F F F 2, 4-2Cl-6-CN
B-108 H| F F F 2, 6-2C1-4-CN
B-109 H | F F F 2,6-2C1-4-NO,
B-110 H | F F F 2,6-2F-4-NO,
B-111 H | F F F 2,6-2C1-4-CF;
B-112 H | F F F 2-Cl-6-F-4-NO,
B-113 H | F F F 2-Br-6-C1-4-NO,
B-114 H | F F F 2-CH4-6-Cl-4-NO,
B-115 H | F F 3 2,6-2Br-4-NO,
B-116 H | F F F 2-Br-6-CN-4-NO,
B-117 H | F F F 2,6-2Br-4-OCF;
B-118 H | F F F 2- CH;-3-Cl-4,6-2NO,
B-119 H | F F F 2,3,5-3C1-4,6-2CN

R, CNII{1 .

NE R A (SRn)n

Ry Rs
Tt Ri | Rs Rs R, (Rin
B-120 H | Cl Cl Cl —
B-121 H | Cl Cl Cl 3-Br
B-122 H | Cl Cl Cl 5-Br
B-123 H | Cl Cl Cl 3-Br-4-CHj
B-124 H | Cl Cl Cl 3-Br-5-CH;
B-125 H | Cl Cl Cl 3-C1-5-CF;
B-126 H| F F F 3-C1-5-CF;
B-127 H | Cl Cl Cl 3,5-2CN-6-C1
B-128 H | Cl Cl Cl 3,5,6-3CI
B-128b H | Cl Cl Cl 3,4,5,6-4C1
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B-129 H|F | F | F 3,5,6-3C1
R CN -

7 II{I . 4_ 3

\ [\]\(Rll)n
R, R, 21
M R R;s R R, (Ry)n
B-130 H Cl Cl Cl
B-131 H Cl Cl Cl 2-Cl
B-132 H Cl Cl Cl 6-Br
B-133 H Cl Cl Cl 2,5-2C1
B-134 H | F F F 2,52C1
B-135 H Cl Cl Cl 2-Cl-4-CH;
R CN
7 R, 5_ 6
NC N{\ N 1
4
3 2
Rs R (Rypn
s Ri | Rs Rg R, (Ri)n
B-136 H Cl Cl Cl —
B-137 H Cl Cl Cl 2-Cl
B-138 H Cl Cl Cl 3-Br
B-139 H Cl Cl Cl 3,5-2C1
B-140 H | F F F 3,5-2C1
B-140b H Cl Cl Cl 2,3,5,6-4C1
R, ON 4
E}L<N_4
NC N—\ 5
2 N— (Rypn
Ry Rs 1
WS Ri | Rs Rg R, (Rip)n
B-141 H Cl Cl Cl —
B-142 H Cl Cl Cl 4,6-2CH,
B-143 H Cl Cl Cl 4,6-20CH;
B-144 H Cl Cl Cl 4-CF53-5-CO,C,Hs
R CN
) R, =N
NC N —2( 5
N 6(R10n
Rs Rs
'S Ri | Rs Rg R, (Rypn
B-145 H Cl Cl Cl —
B-146 H Cl Cl Cl 6-C1
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B-147 | v | F | F I 6-Cl
R, CNRl s s
NC 1{1@6
N-N (Rypn
R, R 21
WS Ri | Rs R R, (Ry)n
B-148 H | Cl Cl Cl —
B-149 H | Cl Cl Cl 6-Cl
B-150 H | F F F 6-Cl
[0150] % 20
NC Ry
R
[0151] Ry N-Q (A = A,F})
Ry CN
[0152]
NC Ry
f=
Ry N@(Rll)ll
Ry CN
s Ry Rg Ro Rio (Ri)n
C-1 H Cl Cl Cl 2-CH;
C-2 H Cl Cl Cl 2-Cl
C-3 H Cl Cl Cl 2-NO,
C-4 H Cl Cl Cl 2-CONHCH;
C-5 H Cl Cl Cl 3-Cl
C-6 H Cl Cl Cl 3-CH;
C-7 H Cl Cl Cl 3-NO,
C-8 H Cl Cl Cl 4-CO,CH;
C-9 H Cl Cl Cl 4-+-Bu
C-10 H Cl Cl Cl 4-CH;
c-1 H Cl Cl Cl 4-CF,
C-12 H Cl Cl Cl 4-CN
C-13 H Cl Cl Cl 4-OCF,
C-14 H Cl Cl Cl 4-OCH;
C-15 H Cl Cl Cl 2,4--2C1
C-16 H Cl Cl Cl 2,6-2C1
C-17 H Cl Cl Cl 2,6-2F
C-18 H Cl Cl Cl 2,5-2C1
C-19 H Cl Cl Cl 3,4-2C1
C-20 H Cl Cl Cl 3,5-2Cl1
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c-21 H Cl Cl Cl 2,3-2C1
Cc-22 H Cl Cl Cl 2-Cl-4-Br
C-23 H Cl Cl Cl 2,4-2NO,
C-24 H Cl Cl Cl 2,6-2i-Pr
C-25 H Cl Cl Cl 2-CH;-4-C1
C-26 H Cl Cl Cl 2-CHs-6- Cl
C-27 H Cl Cl Cl 2-F-4-NO,
C-28 H Cl Cl Cl 2-Cl-4-NO,
C-29 H Cl Cl Cl 2-C1-5-NO,
C-30 H Cl Cl Cl 2-Cl-4-CF;
C-31 H Cl Cl Cl 2-F-5-CF;
C-32 H Cl Cl Cl 2-Cl-5-CF;
C-33 H Cl Cl Cl 2-NO,-4-Cl
C-34 H Cl Cl Cl 2-CH;-6-CO,CH;
C-35 H Cl Cl Cl 2-OCH;-4-NO,
C-36 H Cl Cl Cl 3-C1-4-CO,CH;
C-37 H Cl Cl Cl 3,4-2CHj
C-38 H Cl Cl Cl 3-CF3-4-CN
C-39 H Cl Cl Cl 3-CF;-4-Cl
C-40 H Cl Cl Cl 2,6-2C1-4-NO,
C-41 H Cl Cl Cl 2,6-2B1-4-NO,
C-42 H Cl Cl Cl 2,6-2C1-4-Br
C-43 H Cl Cl Cl 2,6-2Cl-4-CN
C-44 H Cl Cl Cl 2,4-2Cl-6-CN
C-45 H Cl Cl Cl 2,6-2F-4-NO,
C-46 H Cl Cl Cl 2-Cl-6-F-4-NO,
C-47 H Cl Cl Cl 2,6-2Br-4-OCF;
C-48 H Cl Cl Cl 2-CN -6-Br -4-NO,
C-49 H Cl Cl Cl 2-Br-6-C1-4-NO,
C-50 H Cl Cl Cl 2,6-2C1-4-CF;
C-51 H Cl Cl Cl 2,3,4-3F
C-52 H Cl Cl Cl 2,4,5-3Cl
C-53 H Cl Cl Cl 2,4,6-3Cl
C-54 H Cl Cl Cl 2,3,4-3CI
C-55 H Cl Cl Cl 2,4,6-3CH;
C-56 H Cl Cl Cl 2-CH;-4-Cl-6-CONHCH;
Cc-57 H Cl Cl Cl 2- CH;-6-C1-4-NO,
C-58 H Cl Cl Cl 2,4-2Cl-6-CONHCH,
C-59 H Cl Cl Cl 2,4-2C1-6-CO,CH;
C-60 H Cl Cl Cl 2- CH;-3-C1-4,6-2NO,
C-61 H Cl Cl Cl 2,3,5-3C1 -4,6-2CN
C-62 H OCH; Cl Cl 2-Cl-4-CF;
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C-63 H F F F 2-CH,
C-64 H F F F 2-NO,
C-65 H F F F 3-CH;
C-66 H F F F 3-Cl
C-67 H F F F 3-NO,
C-68 H F F F 4-OCH;,
C-69 H F F F 4-t-Bu
C-70 H F F F 4-NO,
C-71 H F F F 2,4--2C1
C-72 H F F F 2,6-2C1
C-73 H F F F 2,6-2F
C-74 H F F F 2,5-2C1
C-75 H F F F 3,4-2C1
C-76 H F F F 3,5-2C1
C-77 H F F F 2,3-2C1
C-78 H F F F 2-Cl-4-Br
C-79 H F F F 2-F-4-NO,
C-80 H F F F 2-C1-4-NO,
C-81 H F F F 2-C1-5-NO,
C-82 H F F F 2-C1-4-CF,
C-83 H F F F 2-C1-5-CF,
C-84 H F F F 2-F-5-CF;
C-85 H F F F 2-CH;-4-Cl
C-86 H F F F 2-CH;-4-NO,
C-87 H F F F 2-CHs-6- Cl
C-88 H F F F 2-OCH;3-4-NO,
C-89 H F F F 2-NO,-4-C1
C-90 H F F F 3-C1-4-CO-CH;
C-91 H F F F 3-CF;-4-Cl
Cc-92 H F F F 2,6-2F-4-NO,
C-93 H F F F 2,6-2C1-4-NO,
C-94 H F F F 2,6-2C1-4-CN
C-95 H F F F 2,4-2C1-6-CN
C-96 H F F F 2.6-2Br-4-NO,
C-97 H F F F 2-CN-6-Br-4-NO,
C-98 H F F F 2,6-2C1-4-CF,
Cc-99 H F F F 2-Br-6-C1-4-NO,
C-100 H F F F 2-C1-6-F-4-NO,
C-101 H F F F 2-CH;-6-C1-4-NO,
C-102 H F F F 2,6-2Br-4-OCF,
C-103 H F F F 2,4,6-3C1
C-104 H ¥ F ¥ 2,3,4-3C1
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C-105 H F F F 2,4,5-3C1
C-106 H F F F 2,6-2C1-4-Br
C-107 H F F 2,4,6-3CH;

NC Ry,
Tyt
R N\ 5
’ “N f (Rypn
R, CN !
Y R, Ry Rg Rio (Ripn
C-108 H F F F 5-Br
C-109 H Cl Cl Cl 5-Br
C-110 H Cl Cl Cl 4-CH;
C-111 H Cl Cl Cl 5-CH;
C-112 H Cl Cl Cl 3-Cl-3-CF;
C-113 H Cl Cl Cl 3,5,6-3C1
C-114 H Cl Cl Cl 3,5-2CN-6-C1
NC R
10|31 v<4fi
R N 2 6
’ > N\(Rn)“
R, N %1
Y5 R Rg Ry Rio (Rip)n
C-115 H Cl Cl Cl —
C-116 H Cl Cl Cl 2-Cl
C-117 H Cl Cl Cl 6-Br
C-118 H Cl Cl Cl 2,5-2C1
C-119 H F F F 2,5-2C1
C-120 H Cl Cl Cl 2-Cl-4-CH;4
NC Rjo )
R, 26
Ry 1‘\1{/\ N 1
3 2
Rg CN (Rypn
Yr5 R, Rg Ry Rig (Ripn
C-121 H Cl Cl Cl
C-122 H Cl Cl Cl 2-Cl
C-123 H Cl Cl Cl 3-Br
C-124 H Cl Cl Cl 3,5-2C1
C-125 H F F F 3,5-2C1
NC Ry
R, N=d
’ N A (Ry)n
Ry, o~ !
[0156]

40



N 103547565 B w Bf B 35/72 T

G5 Ry Rg Ro Rio (Rin
C-126 H Cl Cl Cl —

C-127 H Cl Cl Cl 4,6-2CH;
C-128 H Cl Cl Cl 4,6-20CH;
C-129 H Cl Cl Cl 4-CF;-5-CO,C,Hs

[0157] zwytﬁﬂ T WAEWILIR LT I7iEG &, RS AT, 2 & 5 A Bk 53 A 1 B 4k
[0158] Aﬁiﬁ%iﬁ%%ﬁ@m#ﬂlﬂﬁm X AN E B = Ji ) A Y-Q 7E 1 2%
AR RRAEEIER T F R =HMAEY T-a G HE 7R, R, H) KM, BIA[E2ERK T
R, H L& 1-b.

[0159]
R,
N Bk 0 Z-R,
AX Y-Q A—N—20Q A—N—2Q
I-a I-b

[0160] AP 24 X [ i I, Y 3% U, 2 Xk &R, Y e E w57 1R B S
&R A

[0161] X TARKIAPEILERE I-1. 1-2, I-3 AW, BREBER 515, & I7TI%E
{6, AT LA RE LAR 77 4, 2 & 22 B o A U A1 5 SCRTAG -

[0162] 4 A = AW, FH[AMA TT A0 TTT 7RI S5 T R MAF 2B I-1 (R )= H, R,\ Ry R,
1K C1)

[0163]
G e c,. o cl
H
NCQX + YQ NC—QN—Q
NC NC
11 11 I-1

[0164] R 4 XiEH CLE, Y % HZEIE 2 X %k BEIEER, Y% H X JEF.

[0165] 24 A = AR}, dEE TV e A TTT AERSPE S T A3 2@ T2 (R, = H) .
[0166]

R, CN R, CN
H
NC-QX + Y-Q —_— NCQN—Q
Rs Rs Rs Rs
1A% 11T 1-2

[0167] A M RWRWRIEH F A, M XIEH F, Y HZHE s R R RIEH C1 A, I X
HH ClL, Y HESE 24 Xk H &SR, N Y % 3 = JE -+

[0168] 4 A = ABF, HPEAE VAT TTT ZEB P 2544 T WAF2EA 1-3(R, = H) »
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NC Ry NC Ry,
H
Ry CN Ry CN
\% I I3

[0170] A 24 Ry, Rys Ryt I F I, W X3 5 F, Y 06 H 2 24 R, Rys Ryoi% [ C1 I, WU
XIEH Cl, Y e H 2, 4 X e B BEm, W)Y 3% 3 xi i+

[0171] W& E RIBERT I B A A S AN B PR AN B R B PR LN = L I E
FEEAA . CBEAN SN BT BE R EGRLUT BN S .

[0172]  JS 8 AE3& B VA5 TR AT, T E VA ) ATk B A DY SR L 1, 4- 2N S JE
FROR, H2R KON, N- RS R i . N— FR LI g e A — FR AR TR BT R 5

[0173] s ML B2 A A 25 3 28 v 7)o UL 2 22 JA), B8R 9 20-100°C

[0174] SRR TH) DY 30 70 8h 28 20 /N, B8R 1-10 /N

[0175]  HrfAl4Ak I, 24 X 24 CL I, ST & i 528 X N Z RN, §i % 77752 B Pesticide
Science (1988)24(2),116-117,

[0176]  FR[aEMA TV, 2 X Y FELCLI, TR b 4 X VRN, fl & T71EZ M Pesticide
Science (1988),24(2),116-117,

[0177]  Fh[EMAV, 24 X Oy F B CL I, JyTii & ih -3 X @ ZEmT, i & 77153 1 Pesticide
Science (1988),24(2),116-117,

[0178]  rrfilik T11 2 i &5 i, A ) 78 B A o )4 ] DA T 65 T it D SRR E R R T
A I B 1 ] SRR R IR st m] DA A 0 T7 15 4%, a0 2 BB SR Indian Journal
of Chemistry,Section B :0rganic Chemistry Including Medicinal Chemistry,45B(4),
972-975 ;2006 FA- AT IAEE SCHR Tetrahedron Letters,44 (21),4085-4088 52003 #f
B 7515, VAR 22 B R PL1T4903 HR K 777555 1115

[0179] @I I-1.1-2.1-3 7, Q1% [ RN, il % R F0 B =ANBURGL B (PIANER A7 —
XA TAH—BEWAEEREY, T HIZ =AM E R 2 DG N AERE Y &
i AR N — B A R B T AT B & 775 S WL US4041172 45 il & R FF B = AN BUAL
B (DA —D0AL) &F— 2= EFRERNEY, 7] Iz =AM & 2D
H—MRNERMAEY . &it <3G hn— BN A =i 57 AR 2.

[0180] I T AW ER AT LLHIEES T AE540)-5 00 B R BB 4 7 V5145 « 1 B
Mk [ Eh IR B IR VTR IR 4R =R ATR  RATR 0 U OREA R L P R R BT IR 55 5t
— ARG LR IR IR VIR . R AR PR . L FR T R .« 1E H L B AL A
AN B E AL

[0181]  BEARKHER T L&YW SIA AT ARG R T K%Ll
GV DG EFET AL R EAF . IF BB TR EE5 ) b 52 i A K &% A
HEABAABIRREE . 2 Qi HAE:, H 2 Q NP IS E = BRI, 5 B
PESEAR s, 20t B W v L I, SR AR BN R W i H, T izt
AR ERL 5345 J7 A TR S, B i [R) R B RAH B AR B AL & ) AR AR B, B A
I R 5
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[0182]  JE 3 T Ak G5 Al B At 55 1) 22 B B S s A0S B3 e . DRI, AR T
AT I BAEE T T A AP Sh A AR b BCH At AU P FH AR i #6 AR T R 29 M ) 3
[0183]  "IHI4R A HI 3 KB~ X HIR U AR, AELZEANR 2 A

[o184] 3K T LAY FTHITBIG T AR SV E, AR (R R
B KSR B0 S T CRE B 0  H AR B I AR B L B AR L 22 TR B L & AR
CAENTING B NE PSS EA NS S E N RS NG iR RS N E RS D =k
YR VR « A3 AR ), PRI QIS (B0 B0 (B0 38 0t 5 (0 B
(B39 2 R B SRR A TR (B0 ), S B (B GR JB 9  42 4R 0« & TG R
1), gm0 S R JTOEE  F SV 26 TTURE I T 0m  JVRE0 « BRARE s  AE
P K im AR AR ) » BRI (S 3% SR L B MR ) 45 PRI 5 aA
Z CHERG 205 MR AE AL 200 22 BRAN 2809 B BR800 L A 00 R 280 . S SRk 2993 29K
Tl 29 22 TR 290 i JICAR 2990  AC TR 22990 « 08 JIVRG 22990« B TTURG 2890 B 259 e &
R TSRS 2 L K AL 2 ), IR (BIOHRORR s i MR JB s L SR SR B 2 TR
JEE 90 5 TR JB o A SRR B o A SRR ), SEAS (A B SL A < 22 JBR S A o RS
Al B RAL A A SESLAG I ) » BRI (R S IRIELIA AR AL BRI « ZL R RIS SR IR
JELI R 5 JEC R S R JEL A  SRRIELIA B AEIA « 501 ARIEIA 5 BRI 53 S
o1 7 B TELIA < D4 3 7 JRJELIA A TR IELI 0 TR I St IR IELIR « B BOR T ) » s 2
i (RRAE T 2899 [ 1] 830 28800 | 5 000 B 280 M 280 T o 20 ), R ER (UHER IR
B & NRER T NERESR ), KW (HB KEEH LR KT 5 0l AR B0 UK B
T S T IKEEI T KB R K RV K B0 ) » B BUIR (ARAEHE BLI « S RAR 3L
T BHERAB BT AL A BB B B« 2 S B K G AR B « [ H S5 B B 545
P A AP ), PR O RRAB SR B i3 FR B  Z IR R BLI 1R I 35 JR B0 « BEMR
PRBLP Ak BRI BACHR R BRI i R BRI S SR B TP S PR L
N RRTE T EHEE D RRBIR L SE IR B AR AR SRBIR )  BEAGR (R BB R  ARBEA T
SEVEANIR ), S50 (A 00 R S 00 S 8% S L T S R )
FLUR CKERGUR . ZRREELUR SR LU ) , AR CERRMAGIR | 1R H €09 L 2 K
Al ARSI ) 2R (R 222 S 20 JB 0 ) » At (R BB L 4L
PRR ST o A R SR SR R MR B A % i B e AR T TR L K S 2V KE R S
I BN B A2 A BRI« 7% AR I B0 B0 ) B2 00 2 SN BRI i S T s 9 o R
T1~ ELIBR B9 « Z0 BRI 597 SR BR S IR0 « K 5 XU 2 BRI « B JRR AR o it
P ot eyt [ B0 SR 0B 57 I 1A TR0 o TN s S5 R AR T 9 120 I AR =2
T1 S BB K B 0 R A R 2 VAR B S R T R i
AP ) 5 LT E, AR (NSRRI N AT R N2 R A AR L 1 ]
SR H SR L A3 B SRR RS ), AR (ORI L KR
K7« mr A 22 SRR e S IR © R I DR ve AT BB e RO SRR | H R TR
AR EE ) AR (VN2 80 OKREEURIW S ) 25 s TRER S, WAmm (hEH
B o TSR FURR S 20K ORI TR0 35 09 < B 52 OB 9 0t OB B OB R L 22K
FUA I R R S B B R & TR B R0 S 1 ) EOR i S S ki )
B A% PR TR A%  TH 2 T A0 « K S B AR A8 AL TR A S B TR A% AR R A% 0 it
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ERE LA R AR A N TSR A NI 3 N DI 3 NN 3 NG 3 o
KEZIN ) RER CERBER FLRER) 5o B, 5 R R 3K R
A JNH F9 , AEBUEGT E MR ARG R
[0185] P T HLBURAOHFIE, L3Rk A W mI A7 A AT OR 47 ARl A el 20k 5 2 (/R 5K
AR R, LSRR LM TRE 5% .
[0186]  JAZRATFERARZLAL, AL AW ¥ FH & DR 3% A TR 2 i 5 42, 491 4 P P AR 5 00 s TRUER 9P O 1
VAT E RS R L RS 2 TT i R A
[0187]  HEAET 10 3¢ -5 AT L &5 ERE R TR 2 KBTI .
[0188] AN 51— B R SOl e FHIE S T AL, B Ak AT b 20 5 ZE R/
A/ B AR E A/ BNRE LS Y S0R E R H K775, JoHA2, G
HSEAEREAT 10 5L -5 & JT N4k,
[0189] N 1 SKBsRHIF AR, A —MhE 2 Ml s T AL S AL I8 F A 2 1
[0190]  PAIUE, AR B S 4k — A RTT i s — MR EA S, S A S TR 2 1
W TSP E 2 ik, A5 sttt a2 M EE T 2 HEN 0.5-90%,
[0191]  AEWHIE A AT LU 8 s Al PR 770 K LA 2L T Al 770 R0 L 7K 0 B
PRI T i 5 AL B e Fe B o T HAR I R A
[0192]  A&Wie LA Eon 77 20 2 1, 4 A2 A8 SR TG PR R A7 AE R, 38 R A ot
A/ B ] A R ) o R BB i PR o o R P RO [ AR R AR B AR R 0 2 - A TR L
W £ 2 £ A R A S0 IR S R AR B R A R R I
Ao BRAKCASE, AT A OO HRRE 1) 2 1 0 55 IR HLIA T ( R B 2R R 54 &R
)L A COmiEs ), B8 (FHEE ARS8 VIR CHOW ) L B582K (LR AHER. LR 7 T
A ), B (3R CUFH . IR K B A /R BR L 438 IR RS ), BEIS (N, N- — F 2 R
fl s N= FRSEENR TR SE ) o AT H 02 T E 7R A e SRR £ L e A 7 SRR 2 R L e
FLy | LI AL (0 B A LR IR R TR R S A AN LB L = ARG E = S . AT
ERFIR AN IR 57 52 (10 B R, A0S 7 QB RL AR 5 2R 5 L W R e B 45
[0193] b3 4154 o3 Tk A o 3 B PR 3% Tk A o« HEAE P B A B B 4 1 R 119
Al SIS i A TV B Y A . R VE TR R B EEE L 1-90 %, L3 5-50% .
[0194]  WRFE, vl LA Wi inge- 583K T AL & 405 A 5 HAR T VE R, 61t
b R A HRA /W) A AR TR T 70 LA 2R BRI
[0195]  JUM GRS BT A2 a0 R -
[0196]  BIFRIMECH] & RS PG TR &5 &N 5% —35% o LU, A IR 25 01
S BRI S R SIS R, BEATWPES , ] st K FLAIRIBC ] 1 S5l 25 L I 57
ANFLALFINAE &, (LA I 2 A o KK PR SEIR & ik, BN — KM . £ Rk
PERER R A I 2 SO AR IR 27K 2 e B B A7 o AR BRI 7KL
FRE TR 75 & BN 5% —15% o Nl s, AR AL GV Al T — A BCE R
EVET, BN FLAL ARG 2 SR K TP TBOSCR . Al MR 7R O < 45077 245K,
e T2 L 25 b T ¥ P 7 % AR B 51 55 78 7 TR 5 e A R LB T i, RIS B TiUE & &
(Bl 10% 409 ) B A]EEPER 717 it o i & 08T W3 T B0 Rl i R 7710, AR B AL &4
A URIVARFFEH P ] 448 AR Gt e TE AUk 8 o D R e LA S 5710 R 5 57URT /- B IR 2L A
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AW K TR R RC A R S 24 A DR [ AR R0 SR Fre A5 ) SRl & RS AT IR &
Frwe, BINKAR G A, INANZEAT 10 2 100 B 5 WX A RpL r BEAT R, 285 B T i o
CHE PRSI ) o 0 RDRE SR 28 oSG e g8 75 R ) A [T A R R R I RD BE AL AR, BLACN
I UTE I 5 1] BB PR R AT B T RAERE, IR TE 5 B0 2096 —30 %6 URLIR ™ i o

BAIELRN

[0197]  DATN BAg St 9 Rt — 20 Ui B AR R BH , (H AR R B 4 AE B T X 25 (B A E
B4, BT RS AT )

[0198] & HSE it

[0199]  sZjlafs] 1 ALAH A-44 B

[0200]

Cl Cl Cl Cl cl Cl
NaOH H
NCAQ\CI + OZNQNHz _— NC‘QN@*NOZ
NC Cl Cl NC cl Cl
[0201]  [4] 1. 64g (0. 0075mol) 2,6~ & —4— fid & 2K i 1) 40m1 ) N, N- — F J5 B e %
RN NS H AL 0. 60g (0. 016mol) , F N Z 22 N 3,4,5,6- PUS -1,2- 8 ~HJIF
2g (0. 0075mol) , N 5e i 4k & 2 I P bk M 5h, TLC Waill g 52 58 58 7, 4% = RE BN K S, 2,
M8 R ZE R, A AU IR 2 K G, AT R 7K Bk, 0, 138, IV, SRR E 4 (BRI
LR CER S e (BEFE 60-90°C ) ARFALL N 1 1 4) Aifb1S /=5 2. 8g, BILA4 A-44. 5
[l 44, 15 4 188-190°C
[0202]  'H-NMR(300MHz, ¥ ki TMS, ¥& 7 CDC1,), & (ppm) :6. 76 (s, 1H, NH),8. 31 (s, 2H,
Ph-3,5-2H) .
[0203]  sEjEH 2 Ab59) A-8T FIfH %
[0204]
Cl Cl

Cl Cl Cl Cl
NC—<: :>*CI + N//\:\§7NH2 —»NaOH NC H@N

NC Cl Cl NC Ccl cCl
[0205] ] 1. 22g (0. 0075mol) 3,5~ & —4— G FL ML BE [ 40ml (9 N, N- — F 32 Pk e v
I NS AL 0. 60g (0. 015mol) , F N R &R INA 3,4,5,6- PUS -1,2- 8 ~HJIF
2g (0. 0075mol) , IN5e 5 4k = B bk R B 5h, TLC Wail x5 52 58 57, % = AR BN K, 72,
B CEEAE A, ANUAE AR IR Z 7K, AN Eh K e, T8, ik U8, MV, R R =4 (el N
LR CER S (R FE 60-90°C ) AAFALL N 1 1 4) Aifb1F /=5 2. 6g, BILAH A-8T7. 5
i {4, 15 &5 214-216°C.,
[0206]  "H-NMR (300MHz, A% TMS, ¥ 71 DMSO) , 8. 26 (s, 2H, Py—2,6-2H) , 11. 0 (br, 1H, NH) .
[0207]  sEjfs] 3 A4 B-15 K| &
[0208]
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Cl CN R Cl CN R
NaOH H

NCQCI + H2N© — NCQN«@

Cl Cl F Cl Cl F
[0209]  [A] 1. 03g (0. 008mol) 2, 6— FAJLH) 40ml N, N- = FEE I BLRG A+, I N
1A 0. 64g (0. 016mol) , Pidk FELEINAN 2,4,5,6- P94 -1, 3— & ~F 5 2. 13g(0. 008mol) ,
N 5e fa gk s = i HE OBE 5h, TLC M B 58 58 5, 4 R BB K, LR B3, A
MK IR 2 KW, AN ER 7K BE, T4, 308, WIS, SRR WAEJE 0T (BEMRTTIN 418 .88 5 A i
it (BFE 60-90°C ), AARFRLL A 1 1 4) 4ithf5 ™0 1. 65, EIALE4 B-15. R34 (ulfl 1k, 1%
A 264-266"C .
[0210]  "H-NMR (300MHz, P 4% TMS, 71 CDC1,) 8 (ppm) :6. 70 (s, 1H,NH) , 7. 07 (t, 2H, Ph-3,
5-2H, J = 8. 1Hz) , 7. 37 (m, 1H, Ph—4-1H) .
[0211]  SZjtfs] 4 A& B-42 BIH] %
[0212]

Cl CN CI

Cl CN Cl
NaOH H
NC Cl + H,N Cl —» NC N cl
Cl Cl Cl Cl Cl cCl

[0213]  JA] 1.57g (0. 008mo1) 2,4, 6- = & 7K % (1Y 40ml N, N- — FF & 9 % fic 78 o
N & AL B8 0. 642 (0. 016mol) , i # T 42 22 N A 2,4,5,6- J0 & —1,3- 78 = 1 JiF
2. 13g (0. 008mol) , N5 i 4k 2L IR HEFE S B 5h, TLC Wi s o7 5¢ B 5, B S R VRARI N K o,
LR R AR AL, A AR IR 7K B, WA ER oK e, T, L8, v, SR AR AL Z 4 (Bl 7
NBR RS F Wl CHBFE 60-90°C ) ARFIEL A 1 @ 4) Aifb 13728 1. T1g, BIL &4 B-42,
RO E A, 15 A 241-243°C.

[0214]  "H-NMR (300MHz, Y F TMS, 71 CDC1,) 8 (ppm) :6. 86 (s, 1H,NH) , 7. 48 (s, 2H, Ph-3,
5-2H) .

[0215]  sZjitifsl] 5 AL &4 B-49 FIH] 4%

[0216]

Cl CN R Cl CN R

N(}Q—H@ HNOy NC—QNH@—N@

Cl Cl F Cl Cl F
[0217] 2545 0. 68g (0. 002mol) 1h-&4) B-15 Y 20m] IKFRER IS E T vkt o, HidE N 2422
AL VR B (AHERAIBR R 5T & 4 3024 0. 004mol AT 0. 006mol) , $ilEL A 7E 20°C
LR s e)a, 4k M 5min, TLC MO S i 58 B8 5, #F SO R RARI N oKk i, Bk ¥
EREJG, L8 EEFEBL AR R G K5, T4, 138, BVE, s ai 2 (%
MRA N R B8 5 A e (CHERE 60-90°C ), AEFIEL N 1 ¢ 4) 4ifb G/ 4 0. 40g, BI{L &40
B-49. & F b4, 14 5 204-206°C
[0218]  'H-NMR (300MHz, P % TMS, ¥ 7] CDCL,) & (ppm) :6. 70 (s, 1H, NH), 7. 97-8. 01 (dd,
9H, Ph—3,5-2H,°] = 10. 8Hz,*] = 3. 0Hz) ,
[0219]  SEZjfi] 6 ALA4 B-54 B &
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[0220]
CN Cl

cl.  CN cl
NaOH
NC Cl + H,N NO, — NC
c’” Tl cl

[0221] [ 0. 35g (0. 0013mol) 2, 6— — & —4— fij & 7 fiie E@ 40m1 E@ N, N- PR v
WP I NS ALY 0. 10g (0. 0026mol) , FEHE FEZ M 2,4,5,6- PU&E —1,3- K ~HJE
0.27g (0. 0013mol) , /iN5¢ Ji7 4k 22 % i hi ¥ e B 5h, TLC M I B 5€ 58 i, 1 RORE BN 7K
W, PR CBE AR, A WU IR KB, Mo Eh K o, T8, ik, a5 R E8r (Bl
FIN IR B S e (BhFE 60-90°C ), ARFIEE N 1 ¢ 4) 44T/ i 0. 48g, EI4L-5 4
B-54. R EEA, 14 A 250-252°C

[0222]  'H-NMR (300MHz, 4% TMS, 457 CDCL,) 8 (ppm) :6. 93 (s, 1H,NH) , 8. 34 (s, 2H, Ph-3,
5-2H) .

[0223]  sEjafs] 7 AAY) B-62 B &

[0224]
CN CI
‘Q + HM‘@*COOCH;& —> NC ‘Q‘ ‘@*COOC%
[0225]  [A] 10. 33g (0. 039mo1) 4— - TEKH R PE (6 TIES

W02010060379, CN101337940) [ 60m1 N, N= = FF 0 FF B B v Wi R, i N ELE L ’%Vﬂ
3.12g(0. 078mol) , P bk F2LEMAN 2,4,5,6- PU4& —1,3- & —H 5 10. 37g (0. 039mol) , i
56 Ja 4k 2 IR F e O bh, TLC M e 258 BR i, 1 I RETRBI N K 1 B8 CBR 2R, A AL
FHARIR 227K B, MO AN SRk B, 05, i, PRV, B AR WA Z M (MR 1R S B -5 A T Tk
(HFE 60-90°C ), &FRLL N | 1 5) ZifbfF =&t 13. 65g, BIALAY) B-62. Rl A, 15
229-231°C,

[0226]  'H-NMR (300MHz, P % TMS, Y47 CDC1,) & (ppm) :3. 96 (s, 3H, CH,) , 6. 92 (s, IH, NH) ,
8. 11 (s, 2H, Ph—2,6-2H) .

[0227]  sEjafhl] 8 Ak-54) B-64 Kyl &

[0228]
CN Cli CN ClI CN CI
AQ Ocoomo NaOH_ NC‘Q OCOONa—» NCAQ— «@ﬂ:OOH
B-62 B-65

socl,

HzN@CI Cl. CN

H
: )—Q AQ* NCAQNAQE—CI

NEt, o)

Cl NC ca’ o cl

R RBER
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[0229] (1) LA B-66 il %

[0230]  [A] 13. 31g (0. 031mol) A& B-62 [¥) 120m1 [YZ KA K TR G VA (EFAEE R
1 : 1) FINANESEAE 2. 458 (0. 061mol) , BT 50°C s ¥tk = B2 5h, TLC Wil & 5
SEEEE B R SRR IK H, LR CBRZERL, AT 2, KA FAG SRR R 35 pH BN 5-6,
VRO AR AT, 1, R RIS B-66, T, & .

[0231]  (2) A (A Ui il 2%

[0232]  [H] 5. 54g (12. 72mmol) FRALE4 B-66 1) 100m1 Ayl Tk ¥ NN 2 3 DMF, 28 J5n
NN 2. 27g (19. 08mmo1) , BT 85°C Iy ¥ 7[RI S B2 2h, TLC I s 8% 5€ B2 I » %
LR JBE I BT A3 it R A TR AR B &

[0233]  (3) LA B-64 [ %

[0234] % 0.40g (0. 91mmol) 7 [E) 44 Bk &1 AN A X & 2K 1% 0. 12 (0. 909mmol) 1 = 7, Ji%
0. 23g (2. 2Tmmo1) [T EEIUEILIE (50ml) AW T, BT 45°Cihig o . 5h, TLC Wil & b7
SEEEJE R R BLBBINK S, 82 C BEFE R, AU IR G £h K5G8, 8, i, %
RFEENT (BERAN B QB S5ahmE (2 60-90°C ), ERIL A 1 ¢ 3) difb S &
M) B-64, (A EEE 0. 23g, 14 5 275-276°C

[0235]  'H-NMR (300MHz, 4 #5 TMS, ¥ 7§ DMSO) & (ppm) :7. 31-7. 35 (m, 2H, 4-C1-Ph-2,
6-2H) , 7. 81 (d, 2H, 4-C1-Ph-3,5-2H, J = 9. 0Hz) , 8. 13 (dd, 2H, Ph-2,6-2H,%] = 15. THz,"]
= 1. 2Hz), 10. 50 (d, 1H, CONH, J = 12. 9Hz) ,

[0236]  SEJitf 9 Ak&4 B-75 K%

[0237]
C

CN Cl CH;O CN Cl
H
DMSO H
NCQN@NOz + NaOCHz ——> NC—QN@—NOZ
Cl Cl

I
Cl cl”  OCH; ¢

[0238]  [A] 0. 55g (0. 0013mol) &4 B-54 ] 20m1 DMSO ¥ R AN 0. 14g (0. 0025mol) HR
BEEN, BT 95 CHIHIR H L 8h, TLC M I R B 5E EE 5 , 48 I BRI K 1, 2.8 2 BE AR B,
A VAR KB, VRN ER K, T8, 308, B, SRR ZE M (RN CR CER 5 A
JHEE CUEFE 60-90°C ), (BFRLL A 1 1 4) ik 18)™ i 0. 16g, BI4L5 4 B-75. & A lEfA,
105 151-153°C,
[0239]  'H-NMR (300MHz, P 4% TMS, ¥ 7 CDC1,) & (ppm) :4. 23 (t,6H, OCH,, J = 6. 6Hz),
6. 78 (br, 1H, NH) , 8. 31 (d, 2H, Ph—3,5-2H, ] = 3. 9Hz) ,
[0240]  SZjEHI 10 ALE ¥ B-115 &

[0241]
R CN Cl R CN CI
NaOH H
NC F + H2N N02 —» NC N N02

[0242]  [A] 8. 07g (0. 039mol) 2,6— — & —4— A5 3 R L it 60ml N, N— — B 3 F Bk s VA TR
I & CE AL B 3. 12 (0. 078mol) , B FE 2 ZZE NN 2,4,5,6- TU & —1,3- K ~H JIE
7.80g (0. 039mol) , N 58 J& 4k 2 = I B FF st M. 5h, TLC Wi I 52 B 56 B8 o, 5 e B VBTN 7K
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W, 18 QR AR, B MU IR Z K, WA E K ¥, T, 1 uE, Biis, Bkt EM (el
HIRN IR GBS e (B 60-90°C ), A& RIEL v 1 ¢ 5) 4k 1§ )™ i 8. 08g, BI{L&4)
B-115. JRTa A4, 15 164-166°C.

[0243]  '"H-NMR (300MHz, P4 45 TMS, % 7 CDC1,) & (ppm) :6. 88 (br, 1H, NH), 8. 53 (s, 2H,
Ph-3,5-2H) .

[0244]  sEZjEf) 11 ALAH) B-125 [ &%

[0245]
c. CN CN
N= oH Cl N
N
NC Cl + HN— )—CFs ~as P
NG ol NP e
o Tl Cl 3

Cl

[0246]  [A] 0. 7T1g (0. 0036mol) 3— & —2— & K& —5— = F HE ML BE ) 40ml N, N- — I HL
B e Vv T, I ON AR 0. 30g (0. 0076mol) , FEEE RN 2,4,5,6- PO& —1,3- 2K . H
5 1.01g(0. 0038mol) , N5 f 4% 4L % i e 4k S B 5h, TLC AW e B2 58 B8 f5, 48 I REVARI N
K, B8 ZBEAEEL, AU & 3T, K ek, MR Eh ke, T8, s ug, B, B a i B (B
RN .08 . B850 e (2 60-90°C ), AL R 1 1 4) 4ifbf3/™ 5 1. 15g, B &4
B-125, ke [AME, 15 A 196-198°C,

[0247]  'H-NMR (300MHz, N #& TMS, ¥4 77 CDC1,) & (ppm) :7.86(d, 1H, pyridine—4-H, J =
1. 8Hz) , 9. 36 (s, 1H, pyridine—6-H) , 10. 42 (s, 1H, NH) »

[0248]  sEjEH 12 AL54) B-133 K] 4%

[0249]
Cl
cl CN CN Cl
| N NaOH Cl H A
NC Cl + N_._z ~an | N
NH, NG cl N
Cl
Cl Cl & 4
[0250] M 1. 17g(0.0072mol) 2,5— — — & —3— & & ik e /) 40mL. N, N— — FF 5t FF 8k %

AR, NN A A AL 0. 60g (0. 0152mol) , FiEHE TN 2,4,5,6- TU& ~1,3- 2K ~H fiF
2. 02g (0. 0076mol) , 1IN 56 Ji5 4k 2 = iR 3 Fk S 87 5h, TLC W W e B 58 B I, o e 2 YBABIN 7K
th, .18 CEEAEE, A AL A I, KU, WA LK EE, T, 108, IS, AR ENT (Bl
FIN R B S e (BRFE 60-90°C ), ARFILE A 1 0 4) 2ifb18 /™5 1. 32, B4L &4
B-133. Hfa[E {4, J4 5 236-238°C.

[0251]  'H-NMR (300MHz, P4 Fr TMS, ¥ 71 DMSO) 8 (ppm) :6.97 (s, 1H, NH), 7. 44 (d, 1H,
pyridine-4-H, J = 2. 1Hz) ,8. 30 (d, 1H, pyridine-6-H, ] = 2. 1Hz) »

[0252]  SEjffs] 13 :Ak&%0 B-139 %

[0253]
Cl CN Cl CN H Cl
— Cl N
NC‘QQ + N/\:/?‘NHZ M \©
\ _N
NC Cl O
Cl Cl Cl Cl
[0254] M 1. 17g (0.0072mo1) 3,5— — %L —4- ﬁ% ML BE /) 40ml N, N— — B9 L FR g i v
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WA, N &AL 0.60g (0. 0152mol) , FEFE T NN 2,4,5,6- P& —-1,3- K ~ HJIE
2. 02g (0. 0076mol) , N5 i 4k 4 = IR P Pk S B 5h, TLC W S B 56 BB i, 95 B2 SR RN 7K
B, 288 CBE A B, A AL A I, AW, WA K EE, TR, 108, s, SRR EMT (BB
FIN IR B S5 e (TR 60-90°C ), ARFILE N 1 ¢ 4) 4G )™ 1. 49g, BI4L& 4
B-139. ZEEa[E {4, I 236-238°C.

[0255]  'H-NMR (300MHz, P4 4% TMS, ¥ 71 DMSO) & (ppm) :8. 32 (s, 2H, pyridine—2,6-2H) ,
7. 25 (br, 1H, NH) »

[0256]  SZiifs] 14 AkE%0 B-143 ] %

[0257]
Cl.  CN o— CN
N— cl N._Ne_O
NC‘Q-CI + N NaoOH \Nf S
N NC ol
o’ o— i o

[0258]  [r] 1.00g (0. 0064mol) 2— G &L —4,6— - FF A JE WA g (1) 40ml N, N- 2 FF B FR %
AV, NN A AL 0.51g (0. 0128mol) , FiEHE TN 2,4,5,6- TU& ~1,3- 2K ~H JiF
1. 79g (0. 0067mo1) , Jin 5¢ J& 4k 42 = d 3 HE S S 5h, TLC Wi I 52 B 5 B8 I, #5502 AR N 7K
W, LR CBR AR R, A HLAH A I, K8, WA ShoKk B, T, i, VS, IR EEN (Bt
MRN8 8BRS A Tk (HBRE 60-90°C ), ARFILE A 1 0 4) 4ifb1Fr= & 1. 23g, ElfL &
Y B-143, ¥R E AE K, 15 5 197-199°C . "H-NMR (300MHz, 4 TMS, VA7) CDC1,) 8 (ppm) -
3.90 (s, 6H, OCH,) , 5. 77 (s, 1H, pyrimidine—-5-H) , 7. 36 (s, 1H, NH) .

[0259]  SEHEHI 15 AbE4 B-146 FIH] %%

[0260]
cl. CN \ CNH
cl
z NaOH SN
o pma e L) 1
H,N” N7 >Cl NG cl
Cl Cl Cl Cl

[0261]  [A] 0. 93g(0. 0072mo1) 6 & —2- & L M B8 ) 40ml N, N- — FF 3 99 B i V& W
H, o N & CE AL BN 0. 60g (0. 0152mol) , #iE # R m N 2,4,5,6- PO & -1,3- 2K — F JiF
2. 02g (0. 0076mol) , 1IN 56 Ji5 4k 2 = iR 3 HE S B 5h, TLC W W e B 58 B I, o e S V3B N 7K
t, .88 CEE A B, A AL A I, UG, WA LK EE, T, 108, IS, AR EMNT (Bl
FIN R B S e (BRFE 60-90°C ) ARFILE A 1 ¢ 4) 2i4b18/™ 4 0. 98g, EN4L &4
B-146. HE[E 44, 145 i 254-256°C .

[0262]  'H-NMR (300MHz, P bz TMS, A7 DMCO) & (ppm) :6. 88 (s, 1H, Py—4-1H) , 7. 20 (br, 1H,
NH) , 7. 88 (s, 1H, Py—4-1H) .

[0263]  SZjEH 16 ALAH) B-149 [

[0264]
cl.  CN CN
= NaoH O N B
NC Cl + HN— p)—Cl —> P
N—N NC cl N7 el
ca Tt o
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[0265] [ 1. 03g (0. 008mo1) 6— & —3— FIEMEHE Y 40m1 N, N- — B 3 B R ey v b, IR
AALER 0. 67g (0. 0168mol) , FFE RN 2,4,5,6- P44 1, 3- 28 ~HfiF 2. 23g (0. 0084mol) ,
In5e a4k 4 = EBEHE RN 5h, TLC W I R N 56 58 )5, 4 R B BIN K 1, R L BR AR B, A7
PG I, KW, WA gL K Pe, T8, T uE, BE, B m Wi Zf (Belifh iR QB85 A
Tk (WB7E 60-90°C ) ARFRLL N 1 ¢ 4) Aifk4T/ 5 1. 03g, RIMLGY) B-149. 2 A fEl44, 15 A
202-204°C . "H-NMR (300MHz, P k5 T™S, ¥4 7 DMCO) 8 (ppm) :6. 86 (s, 1H, Py—4-1H) , 7. 17 (br,
1H, NH) , 7. 86 (s, 1H, Py—4—1H) »

[0266]  SZHEMB] 17 L5540 C-38 HHl#%

[0267]
CN
Ct]:i:I:CI CN NMM{
Cl Cl H,N CF, /Q
CN

[0268]  [A] 0. 7g (0. 0037mol) 3— =4 FF 4 —4— A KL 40ml 5@ N, N- — Eﬁ%Eﬁ@ﬁﬂﬂifg
WA I N EE AL 0. 30g (0. 0075mo 1) , i FE FEEMAN 2,3,5,6- TH& —1,4- K ~F fiF
1g(0. 0037mo) , IN5E 5 4k SE B BEFE ML 5h, TLC M s B 58 B8 5 , K S REVRARI N K o, B
HH [ 4, e il g, 15 2107 1. 3g, B4 &4 C-38. B Al 44, 155 &1 176-178C.

[0269]  'H-NMR (300MHz, P9 §7: TMS, ¥ 71 CDC1,) » & (ppm) :6. 86 (dd, 1H, Ph-6-1H) , 7. 16 (d,
1H, Ph-2-1H) , 7. 73 (d, 1H, Ph-5-1H) .

[0270]  SEifafh] 18 Ak&4) C-40 [HyHl4

[0271]
Cl
C
cl CN Cl CN ClI
NaOH H
+ HzN N02 —» Cl| N N02

NC Cl

Cl Cl NC Cl ClI

[0272]  [A] 1. 64g(0. 0075mol) 2,6~ & —4— fid & 2K % 1) 40m1 ) N, N— — F J& B 5 g %
WP NS AL 0. 60g (0. 015mol) , FiFE N R Z M 2,3,5,6- PUS -1,4- K —H I
2g (0. 0075mo ) , IN5E J& 4k sk = B FE SN 5h, TLC Wl B 58 ¥ 5, 5 IR BB K 1, 2
g SR ZE R, AN IR 2 K, YR 67K Bk, 0, 138, IV, B R ZE A CUEMifh
LR CER S (R FE 60-90°C ) ARFALL N 1 1 4) 4ifb1F /=5 3. g, BIfLA4) C-40. 5
i {4, 15 A 156-158°C .

[0273]  'H-NMR (300MHz, P 45 TMS, ¥ 7 CDC1,), 8 (ppm) :6.63 (s, 1H, NH), 8. 31 (s, 2H,
Ph-3,5-2H) .

[0274]  SEJEH 19 ALEY) C-99 K%

[0275]

CN Br,

F Br.
F. CN
NaOH
+ H2N N02 —» [
NC F

[0276] 4] 1. 88g(0 007511101)2 H—6- & —4- b‘%ﬁzrxﬂﬁﬁﬁ 40m1 B’JN N- — B H 5 i
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AW N NEE AL 0. 60g (0. 015mol) , itk FEEMA 2,3,5,6- PU&H —1,4- 2K ~HJE
1. 50g (0. 0075mo1) , N 5¢ Ji7 4k 4L = IR 3+ [ N 5h, TLC W 2 87 5¢ B S, 45 S M VRAR) N 7K
1, 28 CESFEEL, A AR IR Z K PE, WA KB, T4, 08, B, s R st Z8r (Beht
HRN R GBS R (B 60-90°C ), AEREL v 1 ¢ 4) 4G i 2. 60g, BILE4)
C-99, 2 E[E A,

[0277]  'H-NMR (300MHz, P9 k5 TMS, ¥ 7] CDC1,) , 6. 38 (br, IH, NH),8. 24(d, J = 2. THz, 1H,
Ph-5-H),8. 47 (d, ] = 2. THz, 1H, Ph-3-H) .

[0278]  SEHEf 20 Ak A4 C-109 [ %

[0279]
CN CN
ci cl ~NH,  yon © Ol A Bt
U T
Cl o B N cl N
CN cen H

[0280]  [A] 1. 3g (0. 0075mol) 2— & J& —5— ¥R Mk BE 1Y 40ml ) N, N- — B Bk H 8% Jig v
Fim N S A AL B 0. 60g (0. 015mol) , $i £ T 2 & M N 2,3,5,6- PU & —1,4- Kk = H JiF
2g (0. 0075mol) , N8 5 4k & 2= I bk M 5h, TLC Wail x5 58 58 57, 4 = RER BN K, 2,
Mg SR ZE R, A AR Z K, AT R 7K e, 0, 138, IV, SRR A E A CBEMfh
IR B 5 MEE (EEFE 60-90°C ) AR A 1 0 3) 4ifkf5r= M 2. 5g, EIfL 54 C-109,
A A, 15 05 154-156C .,

[0281]  'H-NMR (300MHz, P4 45 TMS, ¥ 7 CDC1,), 8 (ppm) :9. 78 (s, 1H, NH), 6. 62 (d, 1H,
Py-3-1H),7. 73(dd, 1H, Py-4-1H) , 8. 27 (d, 1H, Py—6-1H) .

[0282]  sEZjEfl 21 A5 C-118 [l &%

[0283]
CN cl
cl Gl Ch o~ NH  yoom C Cl AL
L LN
cl cl N"cl cl N
CN CN cl

[0284]  |A] 1. 22g(0.0075mol) 2,5— & —3— S JE ML IE fK) 40ml Y N, N- — FF 2k FF 8k i 7%
I NS AL 0. 60g (0. 015mol) , Fi N &M 2,3,5,6- PUS -1,4- K —H I
2g (0. 0075mo1) , 58 J& 4k 4 = I8 Btk ) M. 5h, TLC Wil [ b 58 B8 I, g R NYRARI N K T, 24
g LR ZE R, A AU AR 2 K, ORI R 7K Bk, 0, 138, s, B R E A (Bl Rl
LR CER SR (WEFE 60-90°C ), fERILL N 1 0 3) AifkfZ /= 2. 21g, BIfL &4 C-118.
A A, 15 45 202-204°C.,

[0285]  'H-NMR (300MHz, k5 TMS, ¥A 77 DMSO) , & (ppm) :7. 36 (d, J = 2. 4Hz, 1H, Py—4-1H),
7.97(d, ] = 2. 4Hz, 1H, Py-5-1H) , 8. 89 (br, 1H, NH) »

[0286]  SEZifaff] 22 L5540 C-124 [ %

[0287]
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CN Cl CN cl

cl cl . %:ENHZ NaoH ~ C cl | N

cl cl Nx | cl Clﬁgg

CN CN Cl

[0288]  [A] 1.22g(0.0075mol) 3,5— & —4— ZHE ML g /) 40ml A N, N— — H L FR g i v
W N NS AL BN 0. 60g (0. 015mol) , it HE T M 2,3,5,6- PU& —1,4- 2% — B i
2g (0. 0075mo1) , N5 i 4k 4 = I FE KON 5h, TLC M i [ b 56 Be i, B e BRI K 1, 2
& LR 2R, AN IR 22 K, YR 87K Bk, 0, 108, VA, B RAE A CBEMfh
LR CGER S (HBFE 60-90°C ) ARFILL N 1 ¢ 3) Aifkd5 )™ i 2. 16g, BIALG4 C-124.
B E A, 15 55 202-204°C

[0289]  'H-NMR (300MHz, P4 4% TMS, ¥& 7] DMSO), & (ppm) :7. 28 (br, 1H, NH), 8. 30 (s, 2H,
Py—2,6-2H) .

[0290] AR HAl AL A4 ] LS B DL B S2 4 i 4%

[0291]  E L G BAE FOAZREE A ('HNMR, 300MHz, PR TMS, ppm) 20T :

[0292] AL&WIA-1 A& 170-172°C, 6 (CDC1,) :2.32(s, 3H,Ph—2—CH,) , 6. 43 (br, 1H,NH) ,
6. 73-6. 75 (m, 1H, Ph—6-1H) , 7. 15-7. 17 (m, 1H, Ph=5—1H) , 7. 19-7. 22 (m, 2H, Ph—3,4-2H) .
[0293] AL&W) A-2 4E 5 166-168°C. & (CDCL,) :6. 65 (s, 1H, NH) , 6. 71 (d, 1H, Ph-6-1H) ,
7.10-7. 15 (m, 1H, Ph—4-1H) , 7. 20-7. 25 (m, 1H, Ph—-5-1H) , 7. 46 (d, 1H, Ph—3-1H) »

[0294]  ALEW)A-3 45 5 240-242°C 6 (CDCL,) :6.71(d, J =8. 4Hz, 1H,Ph—-6-11) , 7. 12 (t,
1H, Ph-5-1H) , 7. 54 (t, 1H, Ph—4-1H) , 8. 29 (d, J = 8. 1Hz, 1H, Ph—3-1H) , 9. 43 (br, 1H, NH) ,
[0295] AL&W) A4 4B 45 168-170°C. & (CDCL,) :2. 87 (s, 3H, NCH,) ,6. 48 (d, J = 8. 4Hz,
1H, Ph-6-1H), 7. 05 (t, 1H, Ph—4-1H) , 7. 37 (t, IH, Ph-5-1H) ,7.57(d, J = 7.5Hz, IH,
Ph—3-1H) , 10. 36 (b, 1H, NH) »

[0296] AAEWIA-5 555 138-140°C . 8 (CDCL,) :2. 34 (s, 3H,Ph—-3-CH,) , 6. 55 (br, 1H,NH) ,
6. 66-6. 70 (m, 2H, Ph-2,6-2H) , 6. 94-6. 96 (m, 1H, Ph-4-1H) , 7. 17-7. 22 (m, 1H, Ph-3-1H) .
[0297] 4k & ¥ A-6 : 15 & 230-232 °C. & (DMSO) :7.18(d, J = 8. 1Hz, 1H, Ph-6-1H) ,
7.49 (t, 1H, Ph-5-1H) , 7. 70-7. 78 (m, 2H, Ph—2, 4-2H) , 9. 49 (br, 1H, NH) .

[0298]  AL&WIA-T 44 158-160°C . & (CDCL,) :2. 32 (s, 3H, Ph—-4—CH,) , 6. 41 (br, 1H,NH) ,
6.82(d, J = 8.4Hz,2H, Ph-3,5-2H), 7. 32(d, J = 8. 4Hz, 2H, Ph-2,6-2H) .

[02991 4k & ¥ A-8 : 45 & 148-150 'C. & (DMSO) :1.32(9H, t-Bu),6. 66 (br, 1H, NH),
6.85(d, J = 8. 4Hz, 2H, Ph-3,5-2H) , 7. 35(d, J = 8. 4Hz, 2H, Ph-2,6-2H) .

[0300] 4k &%) A-9 : J4 &5 168-170 C. & (CDCL,) :3. 82 (s, 3H, OCH,) , 6. 40 (br, 1H, NH) ,
6.87(d, J = 8. 4Hz, 2H, Ph-3,5-2H) ,6.92(d, J = 8. 4Hz, 2H, Ph-2,6-2H) .

[0301] 4k & ¥ A-10 : & & 176-178 'C. & (CDCl,) :6.67 (s, 1H, NH) ,6.93(d, 2H, Ph-2,
6-2H) , 7. 21 (d, 2H, Ph—3,5-2H) .

[0302] ALAWIA-11 4555 198-200°C, S (DMSO) :3. 81 (3H,0CH,) , 6. 84 (d, J = 8. 4Hz, 2H,
Ph-2,6-2H),7.81(d, J = 8. 4Hz, 2H, Ph—3, 5-2H) , 9. 40 (br, 1H, NH) »

[0303] Ak & W) A-12 : & & 248-250 'C. 8 (CDCl,) :6.64 (s, 1H, NH),6. 86 (d, 2H, Ph—2,
6-2H) , 7. 63 (d, 2H, Ph—3,5-2H) .
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[0304]  AL&W) A-13 HE & 232-233°C. & (CDCL,) :6.56 (br, 1H, NH),6.86(d, J = 8. 4Hz,
2H, Ph—2,6-2H) , 7. 56 (d, J = 8. 4Hz, 2H, Ph—3,5-2H) .

[0305] 4k & ¥ A-14:. & /& 210-212 ‘C. & (CDCl,) :6.58(br, IH, NH),6. 65 (t, 1H,
Ph—6-1H) , 8. 05-8. 16 (m, 2H, Ph—3, 5-2H) .

[0306] HE&W) A-15 )55 68-70°C. & (CDCL,) :6.52(d, 1H, Ph-6-1H) , 6. 88 (br, 1H, NH) ,
8.07(d, 1H, Ph—-5-1H) , 8. 40 (s, 1H, Ph-3-1H) »

[0307] 4k & W) A-16: #& A 210-212 ‘C. 6 (CDCI,) :6.67 (br, 1H, NH), 7. 37 (d, 1H,
Ph—-6-1H) , 7. 65 (d, 1H, Ph-3-1H) , 7. 94 (s, 1H, Ph—4-1H) »

[0308] 4k & W A-17 : ¥4 55 156-158 C. 8 (CDCl,) :6.61(d, IH, Ph-6-1H, J = 8.4),
6. 72 (br, 1H, NH) , 7. 46 (d, 1H, Ph-5-1H) , 7. 73 (s, 1H, Ph-3-1H) .

[0309] ALAW) A-19 J& & 156-158°C. & (CDCL,) :6.69 (s, 1H, NH) , 6. 82(d, 1H, Ph—6-H) ,
7. 37 (dd, 1H, Ph-5-H) , 7. 60 (d, 1H, Ph—3-H) «

[0310] 4k & ¥ A-20 : 4 & 196-197 'C. & (CDC1,) :2. 46 (s, 3H, CH,),6. 30 (br, 1H, NH) ,
6.83(d, J = 8. 4Hz, 1H, Ph—6-1H) , 8. 08 (d, ] = 8. 4Hz, 1H, Ph-5-1H) , 8. 19 (s, 1H, Ph—-3—1H) .
[0311]  AbL& W) A-21 ¥ 5 124-126°C. & (CDCl,) :1.89 (s, 3H, CH,),3.90 (s, 3H, OCH,),
7.29 (t, 1H, Ph—4-1H, ) , 7. 36 (d, 1H, Ph-5-1H) , 7. 87 (d, 1H, Ph—3—1H) , 8. 89 (s, 1H, NH) .
[0312] 4k & W A-23: ¥ 55 172-174 °C. 8 (CDCL,) :6.47(d, IH, Ph—6-1H, J = 9.0),
7.48(dd, 1H, Ph—5-1H) , 8. 40 (d, 1H, Ph—-3-1H) , 9. 36 (s, 1H, NH) .

[0313] fL&H¥) A-24 48 & 170-172°C. 8 (CDCL,) :2.32(s, 3H, Ph—3—CH,) , 6. 47 (br, 1H,
NH) , 7. 27-7. 38 (m, 3H, Ph-3, 4,5-3H) .

[0314]  fK & W) A-25 : 1% & 187-188°C. & (CDCL,) :2.29 (s, 3H, CH,),6. 34 (br, 1H, NH),
6.67(d, J = 8. 4Hz, 1H, Ph—6-1H),7. 11 (dd, J = 8. 4Hz, ] = 2. THz, 1H, Ph-5-1H) , 7. 27 (d,
J = 2. 7Hz, IH, Ph-3-1H) ,

[0315]  4bE&W) A-26 5 5 250-252°C, 8 (CDCL,) :1.27(d, ] = 6. 9Hz, 12H, CH,) » 2. 99 (m,
2H, CH) ,5. 85 (br, 1H, NH) ,6.97(d, J] = 7.2Hz, 1H, Ph-4-1H),7.09(d, J = 7. 2Hz, 2H,
Ph-3. 5-2H) .

[0316] AL &) A-27 : 3% 5 152-154°C. 8 (CDCL,) :6.89(dd, 1H, Ph—-6-1H),7. 22(d, 1H,
Ph—-2-1H, J = 1.8),7.74(d, I1H, Ph-5-1H, ] = 8. 1) »

[0317] 4k & ¥ A28 : 1% A 224-226 °C. 8 (CDCL,) :4.07(s,3H, 0-CH,),6. 66 (d, 1H,
Ph—-6-1H) , 6. 91 (br, 1H, NH) , 7. 82-7. 89 (m, 2H, Ph—3,5-2H) .

[0318] ALAW) A-29 J& & 182-184°C. & (CDCL,) :6.57 (br, 1H, NH),6.63(d, J = 8. THz,
1H, Ph—6-H),7.20(dd, ] = 8.7Hz, J = 2.4Hz, 1H, Ph-5-H, ),7.48(d, ] = 2. 4Hz, IH,
Ph—3-H) »

[0319]  ALAW) A-30 J& & 176-178°C. & (CDCL,) :6.59 (br, IH, NH), 7. 24(d, J = 8. 4Hz,
1H, Ph—4-1H) , 7. 44 (d, J = 8. 4Hz, 2H, Ph—3. 5-2H) .

[0320] Ak& W0 A-31 4 /45 193-195°C. 6 (CDCI,) :6. 35 (br, 1H, NH) , 7. 01 (m, 2H, Ph-3,
5-2H) , 7. 22 (m, 1H, Ph—4-1H) .

[0321]  ALAW) A-32 J& 4 198-200°C, & (CDCI,) :6. 56 (br, 1H, NH) ,6. 60 (d, ] = 1. 8Hz,
1H, Ph—6-1H),7.07(dd, J = 8.4Hz, J] = 1.8Hz, 1H, Ph-4-1H),7.38(d, J = 8. 4Hz, IH,
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Ph—-3-1H) »

[0322] ALAWA-33 HE A 211-213°C. & (CDCL,) :6.55 (br, 1H,NH) , 6. 73(dd, J = 8. 7THz, J
= 2. 4Hz, 1H,Ph—4-1H) , 6. 99 (d, ] = 2. 4Hz, 1H,Ph-6-1H) , 7. 40 (d, ] = 8. THz, 1H, Ph-3-1H) .
[0323]  ALA W A-34 4 55 232-234°C. & (DMSO) :6.80(d, J = 1. 5Hz, 2H, Ph—-2,6-2H),
6. 97 (s, 1H, Ph=4-1H) , 9. 25 (br, 1H, NH) .

[0324]  ALEW) A-35 45 147-149°C. & (CDCL,) :6. 65 (br, 1H, NH) , 6. 53(d, ] = 8. 1Hz,
1H, Ph-6-1H) , 7. 11 (t, IH, Ph-5-1H) , 7. 27 (d, J = 8. 4Hz, 1H, Ph-4-1H) .

[0325] 4k & W) A-36 : ¥ & 195-197 'C. § (DMCO) :6.92(d, J = 8. THz, 1H, Ph-6-1H) ,
7.44(d, J = 8. THz, 1H, Ph-5-1H) , 7. 69 (s, 1H, Ph-3-1H)) , 7. 93 (br, 1H, NH) »

[0326]  AL-AW)A-3T % & 198-200°C . & (DMCO) :3. 90 (s, 3H,0CH,) ,6.95(dd, ] = 8. 4Hz, |
= 2. 1Hz, IH,Ph-6-1H) , 7. 03(d, ] = 2. 1Hz, 1H,Ph—-2-1H) , 7. 85(d, ] = 8. 4Hz, 1H, Ph-5-1H) ,
8. 75 (br, 1H, NH) .

[0327] AL &4 A-38 . )% 1 178-180°C, 8 (CDCL,) :2. 24 (s, 6H, Ph—-3,4-2CH,) , 6. 40 (br,
1H, NH) , 6. 69 (d, J = 8. 1Hz, 1H, Ph—6—1H) , 6. 87 (s, 1H, Ph—2—-1H) , 7. 08(d, J = 8. 1Hz, 1H,
Ph—-5-1H) »

[0328]  ALA 4 A-39 4 1 224-226°C, 6 (DMCO) :7.20(dd, J = 8. 7THz, J = 2. 1Hz, 1H,
Ph—-6-H) ,7.45(d, J = 8. THz, IH, Ph-5-H,) , 7. 57(d, ] = 2. 1Hz, 1H, Ph-2-H,) , 8. 62 (br, 1H,
NH) .

[0329]  ALA&W) A-40 & & 113-115°C. 6 (CDCL,) :2. 20 (s, 6H, Ph—2,6-2CH,) , 2. 31 (s, 3H,
Ph—-4-CH,) 6. 39 (br, 1H, NH) , 6. 76 (s, 2H, Ph—3,5-2H) .

[0330] 4t & W A-41: 1% A5 200-202 °C. & (DMSO) :6.82-6. 90 (m, 1H, Ph—6-1H),
7.12-7. 22 (m, 1H, Ph-5-1H) , 9. 08 (s, 1H, NH) .

[0331] L&) A-42 APk, 6 (DMCO) :8. 65 (s, IH,Ph—-5-H), 8. 75 (s, 1H,Ph-3-1,) ,
8. 90 (br, 1H, NH) .

[0332] ALAW) A-43 JE A 196-198°C. & (CDCL,) :6. 43 (br, 1H, NH),7.96(d, J = 8. 1Hz,
2H, Ph-3,5-2H) .

[0333] 4k & ¥ A-45 : ¥ & 146-148 'C. § (CDCl,) :6.63 (s, 1H, NH), 8. 48 (s, 2H, Ph-3,
5-2H) .

[0334] ALAW) A-46 J& & 186-188°C. & (CDCL,) :6.62 (br, 1H, NH),8.31(d, J = 2. 4Hz,
1H, Ph-5-H) , 8. 45(d, J = 2. 4Hz, 1H, Ph-3-H) .

[0335] Ak A-49 : ¥ 5 202-204°C. & (CDCL,) :6.49 (br, 1H, NH), 7. 69 (s, 2H, Ph-3,
5-2H) .

[0336] 4k & W) A-50 : ¥ /& 270-272 C. & (DMSO) :2.07 (s, 3H, Ph—2-CH,) , 3. 84 (s, 3H,
NHCH,) , 7. 80 (br, 1H, NH) , 8. 64 (s, 1H, Ph—3—-1H) , 9. 60 (s, 1H, Ph—5-1H) »

[0337] A& A-51 B HEIRY .. 8 (CDCL,) :2.90 (s, 3H,NCH,) , 7. 80(d, J = 2. THz, 1H,
Ph—-3-1H), 7. 87(d, J = 2. THz, 1H, Ph—5-1H) , 10. 96 (br, 1H, NH) ,

[0338] Ab&W) A-52 (B AR, 8 (CDCL,) :3.96 (s, 3H, OCH,) , 7. 53(d, J = 2. 4Hz, 1H,
Ph—-3-1H),7.95(d, J = 2. 4Hz, 1H, Ph—5-1H) , ,9. 22 (br, 1H, NH) ,

[0339] A & ¥ A-54 : J& & 204-206 'C. 8 (CDCL,) :6.59 (s, 1H, NH),7. 33 (s, 2H, Ph-3,
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5—2H) o

[0340]  ALAW) A-55 J& i 206-208°C.. & (CDCI,) :6. 20 (br, 1H, NH) , 6. 68 (d, ] = 8. 4Hz,
1H, Ph—6-1H) ,7. 30 (d, J = 8. 4H1z, 1H, Ph—=5—1H) »

[0341]  AL-&W) A-56 )5 15 198-200°C . & (CDCl,) :651 (br, 1H,NH) , 6. 70 (s, 1H, Ph—-6-1H) ,
7.96 (s, IH, Ph-5-11) ,

[0342]  AL& ¥ A-5T 445 55 208-210°C . & (CDC1,) :6.50 (br, 1H, NH), 7. 55 (s, 2H, Ph-3,
5-2H) »

[0343]  ALEW) A-59 I K 246-248°C. & (DMCO) :6. 92 (s, 1H,NH) , 7. 84 (s, 1H, Py—3-1H) .
[0344]  Ab & W) A-60 : 1 & 192-194°C. & (CDC1,) :6. 54 (br, 1H, NH) , 7. 52 (s, 2H, Ph-3,
5-2H) »

[0345] Ak & W) A-61 : 1% & 228-230 'C. & (DMCO) :2. 40 (s, 3H, Ph—2-CH,) , 8. 64 (s, 1H,
Ph-5-1H), 8. 93 (br, 1H, NH) »

[0346] ALEW) A-T9 )& /5 164-166°C . "H-NMR (300MHz, I kK TMS, ¥ 7 DMSO) , & (ppm) -
6. 73 (s, 1H, NH) , 6. 96 (d, 1H, Py—-3-1H) , 7. 84 (dd, 1H, Py—4-1H) , 8. 27 (d, 1H, Py—6-1H) .
[0347] AL &) A-80 : 1% A 124-126 'C. & (CDCL,) :2.40 (s, 3H, CH,), 3. 66 (br, 1H, NH) ,
6. 54 (s, 1H, Py=3-1H) ,6. 90 (d, 1H, Py—-5—1H) , 8. 03 (d, 1H, Py—6—1H) »

[0348] 4k & ¥ A-81 : & 55 182-184 'C. & (CDCl,) :2.36 (s, 3H, Py-5—CH,),6.63(d, J
= 8. 1Hz, 1H, Py—-3-H),6. 90 (br, 1H, NH) ,7. 44(d, J = 8. 1Hz, 1H, Py-4-H),8. 05 (s, 1H,
Py—6-H) .

[0349]1 4L & W) A-85 : ¥4 & 108-110 'C. & (DMSO) :8.01(d, J = 2. 1Hz, 1H, Py—4-1H),
8.38(d, J] = 2. 1Hz, IH, Py-5-1H) , 10. 18 (br, 1H, NH) »

[0350] X & ¥ A-90: ¥& i 196-198 ‘C. § (CDC1,) :3.80(s,6H, 20CH,) ,5. 64 (s, 1H,
Py-5-1H) , 6. 94 (br, 1H, NH) »

[0351]1 4k & ¥ B-1: 4 & 212-214 'C. & (CDCL,) :2.29(s,3H, CH,),7.00 (s, 1H, NH),
7.15(d, H, Ph—6-H, J = 7. 5Hz) , 7. 28-7. 34 (m, 3H, Ph-3,4,5-3H) .

[0352]  AL&W)B-2 )% 55 208-210°C . & (CDCL,) :7.03 (s, IH,NH) , 7. 27-7. 38 (m, 3H, Ph-3,
5,6-3H), 7. 49-7. 55 (m, 1H, Ph—4-H) ,

[0353]  4L&W) B-3 &4 258-260°C . & (CDCL,) :7.12(s, 1H, NH) , 7. 24(d, 1H, Ph-6-H, J
= 7.5Hz),7.47(t, 1H, Ph-4-H, J = 7. 2Hz) ,7. 68 (t, 1H, Ph-5-H, ] = 7. 5Hz), 7. 78(d, 1H,
Ph-3-H, J] = 7. 8Hz) .

[0354]  4L&4) B-4 4% 5 180-182°C. & (CDCL,) :2.89 (s, 3H, NCH,) ,6.49(d, J = 8. THz,
IH, Ph—6-1H),7. 04 (t, lH, Ph=4-1H), 7. 35(t, IH, Ph-5~1H) ,7. 56 (d, J] = 7.8Hz, IH,
Ph—-3-1H), 10. 36 (br, 1H, NH) »

[0355]  4k-&WIB-5 4& A 248-250°C . 6 (CDC1,) :2.40 (s, 3H,Ph—-3—CH,) , 7. 02 (br, 1H,NH) ,
7. 12-7. 36 (m, 4H, Ph-2, 3,4, 6-4H) ,

[0356]  4k&W) B-6 4 1 228-230°C., & (CDCl,) :7.04 (br, 1H, NH),7.09(d, J = 7. 5Hz,
1H, Ph=6-1H) , 7. 20 (s, 1H, Ph=2-1H) , 7. 33-7. 39 (m, 2H, Ph—4,5-2H) ,

[0357] Ak & 4 B-7 : 1% & 236-238 'C. 6 (CDCL,) :7.12(s, 1H, NH), 7. 28-7. 40 (m, 1H,
Ph—6-H) , 7. 41-7. 52 (m, 2H, Ph-2, 4-2H) , 7. 54-7. 62 (m, 1H, Ph-5-H) »
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[0358] 1k & W B-8: ¥ £ 250-252 ‘C. & (DMSO) :7.54-7.64 (m, 2H, Ph-5,6-2H),
7.94-8. 00 (m, 2H, Ph—2,4-2H) , 9. 86 (br, 1H, NH) »

[0359] 4k & W) B-9: /& f 144-146 ‘C. & (DMSO) :1.30(9H, t-Bu),6. 28 (br, I1H, NH) ,
6. 64 (d, J = 8. 4Hz, 2H, Ph-3,5-2H) , 7. 18 (d, J = 8. 4Hz, 2H, Ph-2,6-2H) ,

[0360] 4k & ¥ B-10 : #& & 259-261 "C. 8 (CDC1,) :7.00(s, 1H, NH),7. 17 (d, 2H, Ph—2,
6—2H, J = 8. THz) , 7. 42(d, 2H, Ph—3,5-2H, J = 9. OHz) .

[0361] ALAW)B-11 J& & 186-187°C. & (CDCL,) :6. 06 (br, 1H, NH),6.51(d, J = 5. 7THz,
2H, Ph-2,6-2H) , 7. 52(d, ] = 5. THz, 2H, Ph-3,5-2H) .

[0362] 4k & ¥ B-12 : ¥ & 204-206 C. 6 (CDC1,) :7.09 (s, 1H, NH), 7. 22-7. 32 (m, 4H,
Ph-2,3,5,6-4H) .

[0363] ALEW) B-13 & & 246-248°C.. 6 (CDCL,) :2. 29 (s, 3H, COOCH,) , 7. 08 (s, 1H, NH),
7.17(d, 2H, Ph-3,5-2H, J = 8. 7THz) , 8. 10 (d, 2H, Ph-2,6-2H, ] = 8. THz) .

[0364] 4k & ¥ B-14 : ¥ & 206-208 ‘C. & (CDCl,) :6.88(s, 1H, NH),6.99 (t, 2H, Ph-5,
6-2H, J = 8. 1Hz) , 7. 32(d, 1H, Ph—-3-H, ] = 2. 4Hz) .

[0365] 4LE&H)B-16 4 £ 218-220°C. & (CDCL,) :7.03 (s, 1H,NH), 7. 13(dd, 1H, Ph—6-H,°J
= 8. 1Hz,*] = 0. 9Hz) , 7. 28 (t, 1H, Ph-5-H, J = 8. 1Hz) , 7. 47 (dd, 1H, Ph—4-H,*] = 8. 1Hz,
‘7 =10.9Hz) .

[0366]  ALAW) B-17 J& & 235-237°C, & (CDC1,) :6.61 (s, IH,NH) , 7. 36 (t, 1H, Ph—4-H, J
= 7.2Hz),7.45(d, 2H, Ph-3,5-2H, ] = 7. 2Hz) »

[0367]  AL&4) B-18 4& 45 209-212°C. 6 (CDCL,) :6. 95 (s, 1H,NH), 7. 20(d, 1H, Ph—6-H, J
= 8. 1Hz) , 7. 36 (dd, 1H,Ph-5-H,°] = 8. THz, ] = 2. THz) , 7. 54 (d, 1H,Ph—-3-H, ] = 2. 4Hz) .
[0368] Ak & ¥ B-19 : #& i 238-242 °C., & (CDCl,) :6.95(s, 1H, NH),7.05(d, 2H, Ph—2,
6-2H, J = 1. 8Hz),7.32(d, 1H, Ph-4-H, J = 1. 5Hz) ,

[0369] 4k & #) B-20: & £ 203-205 ‘C. 8 (CDCL,) :6.96 (br, 1H, NH), 7. 21 (s, 1H,
Ph—-6-1H) ,7. 30 (d, J = 8. 4Hz, 1H, Ph-4-1H) , 7. 45(d, J = 8. 4Hz, 1H, Ph-3-1H) .

[0370]  ALA4 B-21 : 4% 51 230-232°C, 6 (DMSO) :7.13(dd, J = 8.4Hz, J = 2. 1Hz, 1H,
Ph—-4-1H),7. 39(d, J = 2. 1Hz, 1H,Ph-6-1H) , 7. 51 (d, ] = 8. 4Hz, 1H, Ph-3-1H) , 9. 62 (br, 1H,
NH) .

[0371]  ALAWIB-22 J% £ 200-202°C . & (CDCL,) :2. 27 (s, 3H,Ph—2—CH,) , 6. 86 (s, 1H,NH) ,
7.07 (d, 1H,Ph—6-H, J = 8. 4Hz) , 7. 23 (dd, 1H, Ph-5-H,°] = 8. 4Hz,“J = 2. 1Hz) , 7. 33 (s, 1H,
Ph—3-H) »

[0372] ALEW) B-23 & & 240-242°C. 6 (CDCL,) :2. 32 (s, 3H, Ph—CH,) , 6. 93 (s, 1H, NH) ,
7.22-7. 35 (m, 3H, Ph—3,4,5-H) .

[0373] & & ¥ B-24: 1% 5 204-205 C. & (CDCL,) :2. 36 (s, 3H, COOCH,) ,3. 92 (s, 3H,
Ph—-3-CH,) , 6. 85 (s, 1H, NH) , 7. 12(d, 1H, Ph—5-1H, J = 8.4Hz),7.92(d, I1H, Ph-6-1H, J =
8. 4Hz) , 8. 02 (s, 1H, Ph—2-1H) ,

[0374] 4k & W) B-25 : 1% & 216-218 'C. 6 (CDC1,) :2. 16(s, 3H, Ph—2—CH,) , 3. 89 (s, 3H,
OCH,) , 7. 39 (t, 4H, Ph-4-4H) , 7. 51 (d, ] = 7.8, 2H, Ph—2,6-2H) , 7. 93(d, J = 7. 8, 2H, Ph-2,
6—-2H) , 8. 54 (br, 1H, NH) .
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[0375] Ak & 4 B-26 : % & 198-200 °C. & (CDCl,) :2. 23 (s, 3H, CH,),2. 34 (s, 3H, CH,),
6. 95 (s, 1H, NH) , 6. 95 (s, 1H, Ph—6-H) , 7. 13-7. 22 (m, 2H, Ph—3,4-2H) .

[0376]  AL&W) B-27 455 86-88°C. & (CDC13) :1.27(d, J = 6. 9Hz, 12H, CH3), 3. 00 (m,
2H, CH),5. 85 (br, 1H, NH),6.98(d, J = 7.2Hz, 1H, Ph—-4-11),7.10(d, J = 7. 2Hz, 2H,
Ph-3. 5-2H) .

[0377]  4k-&4) B-28 4 166-168°C. & (CDCL,) :7.00 (s, 1H,NH) , 7. 20 (d, 1H, Ph—6-H, J
= 8.4Hz) ,7.57(dd, 1H, Ph-5-H,’] = 8. 4Hz,*] = 1. 5Hz) , 7. 78 (s, 1H, Ph-3-H) .

[0378]  ALAW) B-29 J& & 197-199°C. & (CDCL,) :7.02(s, 1H, NH), 7. 45 (s, 1H, Ph-6-H) ,
7.55(d, 1H, Ph-4-H, ] = 8. 4Hz) , 7. 65(d, 1H, Ph-3-H, J = 8. 4Hz) »

[0379]  AL-AW) B-30 J& & 209-212°C. 6. 93 (s, 1H,NH), 7. 34 (t, 1H, Ph—-3-H, ] = 9. OHz) ,
7.52(d, 1H, Ph—4-H, ] = 7. 2Hz) , 7. 58-7. 65 (m, 1H, Ph—3-H) »

[0380] 1k & 4 B-31: #& s 205-207 ‘C. & (CDCl,) :7.03(br,1H, NH),7. 45 (s, 1H,
Ph—-6-1H) , 7. 57 (d, J = 8. 4Hz, 1H, Ph—4-1H) , 7. 66 (d, ] = 8. 4Hz, 1H, Ph—-3-1H) .

[0381] ALAH) B-32 J& & 180-182°C. & (CDCL,) :6.94 (br, IH,NH),7.11(d, J = 8. 4Hz,
1H, Ph-6-1H) , 7. 47(d, J = 8. 4Hz, 1H, Ph-5-1H) , 7. 68 (s, 1H, Ph—3-1H) .

[0382] fh-&WIB-33 & & 244-246°C . & (DMCO) :3. 82 (s, 3H,0CH,) ,6.95(dd, ] =8. 4Hz, |
= 2. 1Hz, IH,Ph-6-1H) , 7. 03 (d, ] = 2. 1Hz, 1H,Ph—-2-1H) , 7. 37(d, ] = 8. 4Hz, 1H, Ph—5-1H) ,
8. 75 (br, 1H, NH) .

[0383]  4L&W) B-35 JA & 220-222°C, 7.04(d, 1H,Ph—6-H, ] = 8. THz) , 7. 07 (s, L1H, NH) ,
8.20(dd, 1H, Ph—5-H,°J = 9. OHz,“J = 2. THz) ,8. 42(d, 1H, Ph—-3-H, J = 2. THz) ,

[0384]  ALAW) B-37 J4 55 206-208°C . & (CDC1,) :10. 03 (br, 1H,NH) , 6. 89(d, ] = 9. OHz,
IH, Ph—6-1H),8.41(dd, J = 9.0Hz, J = 2.7Hz, 1H, Ph-5-1H),9.21(d, J = 2. 7Hz, IH,
Ph-3-1H) »

[0385]  fL&4) B-38 4% s 236-238°C. 6 (DMSO) :7.02(dd, 1H, Ph—6-H,°] = 9. 6Hz,"] =
2. THz) , 8. 32(dd, 1H, Ph-5-H,°] = 9. 3Hz,*] = 2. 7THz) , 8. 63(d, 1H, Ph-3-H, J = 2. THz) .
[0386] 4k & ¥ B-39 : & & 232-234 C. 6 (CDCl,) :6.94(d, 1H, Ph-6-H, J] = 9. 3Hz),
7.58(dd, 1H, Ph-5-H,%] = 9. OHz,*J = 2. THz) , 8. 26 (d, 1H, Ph—3-H, J = 2. THz) , 9. 36 (s, 1H,
NH) .

[0387]  ALAW) B-40 J& & 242-243°C. & (CDCL,) :7.07 (s, 1H,NH) , 7. 25(d, 1H, Ph—6-1H, J
= 2. 1Hz),7.42(d, IH, Ph—2-H, ] = 2.4Hz), 7. 83(d, 1H, Ph-5-H, ] = 8. 4Hz) .

[0388] 4k & #) B-41 : #& /i 182-184 C. 6 (CDC1,) :6.87 (s, 1H, NH), 7. 05-7. 09 (m, 2H,
Ph-5,6-2H) .

[0389]  ALA&H) B-43 J& & 198-200°C. & (CDC1,) :6.98 (br, IH, NH),7.08(d, J = 9. OHz,
1H, Ph-6-1H) , 7. 46 (d, ] = 9. OHz, 1H, Ph-5-1H) .

[0390]  ALA&H) B-44 & & 199-201°C. & (CDCL,) :2. 17 (s,6H,Ph—2,6-2CH,) , 2. 34 (s, 3H,
Ph—-4-CH,) 6. 81 (br, 1H, NH) , 6. 97 (s, 2H, Ph—3,5-2H) .

[0391] 4k & %) B-45: #& A 253-255 ‘C. 6 (CDCI,) :6.88(br,1H, NH),7. 33 (s, 1H,
Ph—-6-1H) , 7. 96 (s, 1H, Ph—5-1H) .

[0392]  fX& %) B-46 1% & 264-266°C. & (DMCO) :7. 53 (s, 2H, Ph—2,6-2H) , 8. 98 (br, 1H,
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NH) .

[0393] Ak & ¥ B-47 44 5 238-240°C., & (CDCI,) :6. 84 (br, 1H, NH) , 7. 63 (s, 2H, Ph-3,
5-2H) .

[0394] 4k & ¥ B-48 : 14 & 196-198 ‘C. & (CDCL,) :2.55 (s, 3H, CH,),6.99 (s, 1H, NH),
7.04(d, 1H, Ph-6-H, J = 8. 4Hz) , 7. 36 (d, 1H, Ph-5-H, J = 8. 4Hz) »

[0395]  4L-&W) B-50 J& & 194-196°C, & (CDCly) :6.96 (s, IH,NH) , 7. 67 (d, 1H, Ph—5-H, J
= 2. 1Hz),7.77(d, 1H, Ph—-3-H, J = 2. 4Hz) .

[0396] 4k & ¥ B-51 : 44 i 259-261 °C. 8 (CDC1,) :6.91 (s, 1H, NH),7. 74 (s, 2H, Ph-3,
5-2H) .

[0397] 4k & ¥ B-52 : 4 & 201-203 °C. 8 (CDCL,) :6.91 (s, 1H, NH),7. 72 (s, 2H, Ph-3,
5-2H) .

[0398]  ALAH) B-53 &4 197-199°C. 6. 86 (s, 1H,NH), 8. 05 (dd, 1H,Ph-5-H,°] = 9. 9Hz,
‘] = 2.7Hz),8.28(d, 1H, Ph—-3-H, J = 2. 4Hz) ,

[0399]  4ALAH) B-55 J& & 248-250°C. & (CDCL,) :6.95 (s, I1H, NH), 8. 37 (d, 1H, Ph—3-1H, J
= 2.7Hz),8.49(d, 1H, Ph—5-H, J = 2. 4Hz) ,

[0400] 4k & ¥ B-57 : #& i 247-249 °C. 8 (CDCl,) :6.96 (s, 1H, NH), 8. 51 (s, 2H, Ph-3,
5-2H) .

[0401]  ALA&W) B-58 J& & 232-234°C, & (CDC,) :2. 43 (s, 3H, Ph—CH,) , 6. 86 (s, 1H, NH) ,
8. 14 (s, 1H, Ph-5-1H) , 8. 26 (s, 1H, Ph-3-1H) ,

[0402]  ALE4) B-59 4% s 228-230°C.,

[0403] X & W) B-60 : ¥ & 176-178 °C. & (CDC1,) :1. 15-1. 27 (m, 6H, CH,),2. 49 (q,4H,
CH,» J = 7.5Hz),6.98(s, IH,NH), 7. 14 (d, I1H, Ph=5-H, ] = 8. 4Hz) , 7. 47 (d, I1H, Ph-3-H, ] =
8. 4Hz) »

[0404] AL & W) B-61 4% 5 171-173°C. 6 (CDCI,) :6.97 (br, 1H, NH), 7. 56 (s, 2H, Ph-3,
5-2H) .

[0405] 4k & ¥ B-62a : 1 & 260-262 'C. 8 (CDCL,) :2. 06 (s, 3H),2.98(d, 3H) , 6. 38 (m,
1H) , 7. 70 (s, 2H) , 9. 39 (s, 1H)

[0406] 4k & ¥ B-62b : 1 & 240-242 °C. 8 (CDCl,) :2.08(s,3H),2.93(d, 3H),6. 22 (m,
1H) , 7. 35(t, 2H) , 8. 60 (s, 1H)

[0407] 4k & W) B-63: J& & 267-269 ‘C. & (CDCIl,) :7.28-7.30 (m, 1H, NHPh—4-H) ,
7.40(t, 2H, NHPh-3,5-2H, ] = 6.9Hz), § = 7.62(d,2H, NHPh-2,6-2H, ] = 7.8Hz), § =
7. 89-7. 95 (m, 2H, NHCOPh-2, 6—2H) .

[0408] 4k & W) B-67: ¥& & 108-110 ‘C. & (CDCI,) :8.88(br,1H, NH),8. 71 (s, 2H,
Ph—-5-1H) »

[0409]1 X & ) B-68 : ¥4 & 156-158 'C. & (CDCL,) :2.51 (s, 3H, Ph—2-CH,) ,8. 67 (s, 1H,
Ph—-5-1H) , 8. 86 (br, 1H, NH) .

[0410]  1L&4) B-69 15 55 260-262°C .

[0411]  4kL&%) B-70 2 ARy, & (CDCLy) :1.13-1. 21 (m, 6H, CH,), 3. 46 (q,4H, CH,, J
= 7.2Hz),6. 90 (s, IH, NH), 7. 13(t, 2H, Ph-2,6-2H, J = 7.5Hz),7. 31(d, IH, Ph—4-H, J =
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7.5Hz),7.42(t, 2H, Ph-3,5-2H, J = 7. 2Hz) ,

[0412]  AL&W)B-T1 &4 176-178°C. 6 (CDC1,) :3.26(d, 3H,NCH,, J = 8. 7THz) , 3. 37 (d,
3H,NCH,J = 8. 1Hz) , 5. 04 (br, 1H, Ph-NH-C) , 5. 26 (br, 1H, Ph-NH-C) , 6. 35 (s, 1H, Ph-NH-Ph) ,
7.04(d, 2H, Ph-2,6-2H, J = 8. 1Hz),7. 14(t, IH, Ph-4-H, J = 7.2Hz),7. 35(t,2H, Ph-3,
5-2H, J = 7.5Hz) »

[0413]  f&W) B-72 45 4 142-144°C. & (CDCl.) :4. 14 (s, 3H, OCH,) , 4. 17 (t, 3H, OCH,, J
= 4. 2Hz) ,6. 91 (s, IH,Ph-NH-Ph) , 7. 18 (d, 2H, Ph-2,6-2H, ] = 7. 8Hz) , 7. 32 (t, 1H, Ph—4-H,
J=17.2Hz),7.42(t,2H, Ph-3,5-2H, ] = 7.5Hz) »

[0414] 4k & W) B-73 : #& & 127-129 'C. & (CDC1,) :3.22(s,6H, CH,),6. 85 (s, 1H, NH) ,
8. 32 (s, 2H, Ph-3,5-2H) .

[0415] 4k & W) B-74 : #& & 198-200 'C. & (CDC1,) :4. 25 (s, 3H, CH,),6.87 (s, IH, NH) ,
8. 32 (s, 2H, Ph-3,5-2H) .

[0416]  Ak& 40 B-76 4% & 118-120°C.  § (CDC1,) :2. 31 (s, 3H, Ph—2-CH,) , 6. 65 (br, 1H,
NH) , 7. 10-7. 33 (m, 4H, Ph—2, 3,4, 5-4H) »

[0417]  ALAW) B-T7 J& & 247-249°C. & (CDCL,) :6. 32 (s, IH,NH) , 7. 35 (t, 1H, Ph—4-1H, J
= 7.2Hz),7.44(d, 2H, Ph-3,5-2H, ] = 7. 2Hz) »

[0418] 4k & ¥ B-78 : ¥ #i 152-154 ‘C. & (CDCl,) :2. 39 (s, 3H, Ph—3—CH,) , 6. 85 (br,
1H, NH) , 7. 00-7. 02 (m, 2H, Ph—2,6-2H) , 7. 17-7. 19 (m, 1H, Ph—4-1H) , 7. 29-7. 23 (m, 1H,
Ph—-3-1H) »

[0419]  4L&W) B-79 M55 142-144°C. 8 (CDCL,) :6. 86 (br, 1H, NH),7.09(d, ] = 7. 2Hz,
1H, Ph-6-1H) , 7. 20 (s, 1H, Ph—2-1H) , 7. 31-7. 40 (m, 2H, Ph—4, 5-2H) »

[0420] 1k & ) B-80: ¥ 5 166-168 ‘C. & (DMSO) :7.63-7. 68 (m, 2H, Ph-5,6-2H) ,
7. 98-8. 04 (m, 2H, Ph—2, 4-2H) , 10. 34 (br, 1H, NH) ,

[0421]  AL&W) B-81 J& 5 123-124°C. 6 (CDC1,) :6. 38 (br, 1H, NH) , 7. 26 (d, J = 2. 4Hz,
2H, Ph—2,6-2H) , 7. 27(d, ] = 2. 4Hz, 2H, Ph-3,5-2H) .

[0422]  AL&WB-82 :EEIHRY) . 8 (DMSO) :6. 06 (br, 1H,NH) , 6. 59 (d, J = 9Hz, 21, Ph-2,
6-2H), 7. 75(d, ] = 9Hz, 2H, Ph-3,5-2H) .

[0423] ALAW) B-83 J& & 176-177°C. & (CDC1,) :6. 80 (br, 1H, NH),7.17(d, J = 6. 9Hz,
1H, Ph-6-1H) ,7.28(dd, J = 6.9, J = 5.4Hz, 1H, Ph-5-1H),7.48(d, J] = 5. 4Hz, 1H,
Ph—4-1H) »

[0424] 1k & ¥ B-84 : A% {4 Wi #E. & (CDCL,) :6. 83 (br, 1H, NH), 7. 17 (s, 1H, Ph-6-1H) ,
7.24(d, J = 8. 4Hz, 1H, Ph—4-1H) , 7. 43(d, J = 8. 4Hz, 1H, Ph-3-1H) .

[0425] 4k %) B-85 ¥ 5 178-180°C. & (CDCL,) :6. 54 (br, 1H, NH) ,6. 73 (t, 2H, Ph-2,
6-2H),7.07(d, ] = 1. 5Hz, IH, Ph—4-1H) .

[0426]  ALA&W) B-86 :J& & 247-249°C, & (CDC1,) :6. 32 (s, IH,NH) , 7. 35(t, 1H, Ph—4-H, J
= 7.2Hz),7.44(d, 2H, Ph-3,5-2H, ] = 7. 2Hz) »

[0427]  4b&%) B-88 (B AiRY). 8 (CDCL,) :6. 38 (br, 1H, NH) , 6. 64 (d, J = 8. 4Hz, 1H,
Ph—-6-1H) , 7. 45(d, J = 8. 4Hz, 1H, Ph-5-1H) , 7. 66 (s, 1H, Ph—3-1H) »

[0428] AL& %) B-89 & (IR, 8 (CDC1,) :2.96 (s, 3H, Ph-2—CH,) 6. 36 (br, 1H, NH) ,
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6.58(d, J = 8. 1Hz, 1H, Ph—6-1H) , 6. 97-7. 10 (m, 2H, Ph—3, 5-2H) »

[0429] A& B-90 (B AHDIRY . & (CDCL,) 2. 19 (s, 3H, Ph—3-CH,) , 6. 03 (br, 1H, NH) ,
7.92-7. 23 (m, 3H, Ph-3,4,5-3H) »

[0430]  ALAHB-91 )45 i 171-172°C, 6 (CDCL3) :2. 46 (s, 3H, CH3),6. 56 (br, 1H, NH) ,
7.20(d, J = 8. 4Hz, 1H, Ph—6-1H) , 8. 15(d, J = 8. 4Hz, 1H, Ph-5-1H) , 8. 22 (s, 1H, Ph—3-1H) .
[0431] &%) B-92 J& . 122-124°C. & (CDC13) :6. 82 (br, 1H,NH) , 7. 24(d, ] = 9. OHz,
1H, Ph-6-1H, J = 8. 4Hz),7.59(d, ] = 9. OHz, 1H, Ph-5-1H) , 7. 78 (s, 1H, Ph-3-1H) »

[0432]  AK&W0 B-94 i AR Y. 8 (CDC13) :6. 98 (br, 1H, NH) , 7. 48 (s, 1H, Ph—6-1H) ,
7.56 (d, J = 8. 4Hz, 1H, Ph-4-1H) , 7. 65 (d, J = 8. 4Hz, 1H, Ph-3-1H) .

[0433] 4k & ¥ B-95 . & 4 i IR #. S (CDC13) :7. 03 (br, 1H, NH), 7. 14-7. 18 (m, 1H,
Ph—-6-1H) , 8. 18-8. 21 (m, 1H, Ph-5-1H) , 8. 41 (d, J = 2. THz, 1H, Ph-3-1H) .

[0434] 4k & %) B-96 : #& & 134-136'C. & (CDC13) :6.76(d, J] = 8. 4Hz, 1H, Ph-6-1H),
7.12(t, 1H, Ph-5-1H) , 7. 58 (t, 1H, Ph—4-1H),8.29(d, J = 8. 1Hz, 1H, Ph-3-1H) ,9. 43 (br,
1H, NH) .

[0435] 4k & ¥ B-97 . #& 5 82-84 C. & (CDCl,) :6.92(d,”] = 9. 0Hz, 1H, Ph-6-H),
7.55(dd,”] = 9. 0Hz,*] = 2. THz1H, Ph-5-H, ), 8. 28(d, J = 2. THz, 1H, Ph—3-H, ), 9. 40 (s,
1H, NH) .

[0436]  Ab&4) B-98 (B AHRY) . 8 (CDCL,) :6. 70 (br, 1H, NH) , 7. 83(d, J = 8. 4Hz, 1H,
Ph—-6-1H) , 7. 51 (s, 1H, Ph—2—-1H) . 7.58(d, J = 8. 4Hz, IH, Ph-5—1H) ,

[0437] Ak & 4 B-99 : & {4 i ok ). 6 (CDCL,) :3. 73 (s, 3H, OCH,) , 6. 26 (br, 1H, NH) ,
6.48(dd, J = 8. 4Hz, J = 2. 1Hz, 1H, Ph-6-1H) ,6. 60 (d, J = 2. 1Hz, 1H, Ph—2-1H) , 7. 61 (d,
J = 8. 4Hz, 1H, Ph-5-1H) ,

[0438]  AL&WB-100 )4 £ 147-149°C, 6 (CDC1,) :2. 17 (s, 6H, Ph-2,6-2CH,) , 2. 33 (s, 3H,
Ph—4-CH,) , 6. 56 (br, 1H, NH) , 6. 96 (s, 2H, Ph-3, 5-2H) ,

[0439]  ALAH) B-101 4% 55 268-270°C . & (DMSO) :9. 23 (br, 1H,NH) , 7. 14(d, ] = 5. 4Hz,
1H, Ph-6-1H) , 7. 22 (m, 1H, Ph-5-1H) .

[0440]  AL-&W)B-102 4555 156-158°C . § (CDCL,) :6. 72 (br, 1H,NH), 7. 15(d, ] = 8. THz,
1H, Ph-6-1H) , 7. 48 (d, J = 8. THz, 1H, Ph-5-1H) .

[0441] L&) B-103 (& aikY. 6 (CDCL,) :6. 53 (br, 1H,NH) , 7. 46 (s, 2H, Ph—3, 5-2H) «
[0442]  4k&%0 B-104 44 5 138-140°C. & (CDCL,) :6. 70 (br, 1H, NH) , 6. 86 (s, 1H, Ph-3,
5-1H) , 7. 63(d, IH, Ph—3,5-1H) »

[0443] 4k & %) B-105 : 4% & 75-77°C. § (CDCl,) :6. 70 (m, 2H, Ph—2,6-2H) , 710 (br, 1H,
NH) .

[0444]  4k&%) B-106 44 5 178-180°C. & (CDCL,) :6. 60 (br, 1H, NH) , 7. 62 (s, 2H, Ph-3,
5-2H) .

[0445]  4k&%9 B-109 44 5 164-166°C. & (CDCL,) :6. 79 (br, 1H, NH) , 8. 34 (s, 2H, Ph-3,
5-2H) .

[0446] A& W) B-111 485 128-130°C, & (CDCL,) :6. 31 (br, 1H, NH), 7. 66 (s, 2H, Ph-3,
5-2H) .
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[0447]  ALAW)B-112 )55 98-100°C . & (CDCL,) :6. 60 (br, 1H,NH) , 7. 92(d, J = 10. 8Hz,
2H, Ph—3,5-2H) .

[0448] &%) B-116 AR, 8 (CDCL,) :6.86 (br, 1H,NH), 8. 48(d, ] = 2. THz, 1H,
Ph-5-11),8. 70 (d, J = 2. THz, 1H, Ph—-3-1H) »

[0449]  ALBWI B-117 J& 55 122-124°C, 6 (CDCI,) :6.63 (br, 1H, NH) , 7. 57 (s, 2H, Ph-3,
5-2H) .

[0450]1 4k & ¥ B-120 : 14 & 266-268 'C. & (CDCL,) :6.92-6. 97 (m, 1H, pyridine—5-H),
7.47(d, 1H, pyridine-3-H, ] = 7.8Hz),7.67-7.72(m, 1H, pyridine-4-H),9. 10(d, IH,
pyridine—6-H, J = 7. 5Hz) , 10. 16 (s, 1H, NH) »

[0451] 4k-&5 % B-121 4 & 116-118°C. & (CDCL,) :6.79(t, 1H, Py-5-H),8.04(dd, ] =
7.2Hz, J = 1. 2Hz, 1H, Py—4-1H),9. 09 (dd, ] = 7. 2Hz, ] = 1. 2Hz, 1H, Py-6-H) , 10. 22 (br,
1H, NH)

[0452] K & ¥ B-122 : 4% & 168-170 'C. S (DMSO) :6.42(d, IH, pyridine-3-H, J =
8. 1Hz) ,7.72(d, IH, pyridine—6-H, J = 2. 4Hz) , 7. 53 (dd, 1H, pyridine—4-H,’] = 8. 1Hz,"]
= 2.4Hz) ,9. 22 (s, 1H, NH) .

[0453]  Ak-& 40 B-123 : 1% & 122-124°C. 6 (CDC1,) :2. 37 (s, 3H, Py—4—CH,) , 7. 95 (s, 1H,
Py—-4-H) , 8. 89 (s, 1H, Py—6-H) , 10. 14 (br, 1H, NH)

[0454] k. & W) B-124: ¥ & 122-124 °C, § (DMSO) :2.37(s,3H, CH,),7.95(d, 1H,
pyridine—4-H, J = 1. 8Hz),8.89(d, IH, pyridine—6-H, J = 1. 8Hz) , 10. 14 (br, 1H, NH) .
[0455]  AL-&WB-127 4 280°C A . & (DMCO) :6. 95 (s, LH,NH) , 7. 88 (s, 1H, Py—3-1H) »
[0456] 4k & ) B-128: & £ 136-138 ‘C. 6 (CDCl,) :7.32(br, 1H, NH), 7. 84 (s, 1H,
Py-4-1H) .

[0457]  ALA&4) B-128b 4% £ 168-170°C,

[0458] 4k & #) B-130 : 4% & 176-178 °C, & (DMSO) :7. 35-7. 39 (m, 1H, pyridine—4-H),
7.57-7. 60 (m, 1H, pyridine-5-H), 8. 37(d, 1H, pyridine—6-H, J = 4.2Hz),8.45(d, IH,
pyridine—2-H, J = 2. 4Hz),9. 61 (br, 1H, NH) .

[0459] 4k & 40 B-131 : 4% & 243-245°C. 6 (CDC1,) :7.03 (s, 1H, NH), 7. 34-7. 38 (m, 1H,
pyridine-5-H),7.54(d, 1H, pyridine-4-H, J] = 8. 1Hz),8.38(d, IH, pyridine—6-H, J =
3. 3Hz) »

[0460] 4k & ¥ B-132 : ¥4 & 194-196 'C, & (DMSO) :7.39(dd, 1H, pyridine—4-1H,°] =
8.7Hz,*] = 2.4Hz) ,7.47(d, 1H, pyridine-5-H, J = 8. 7THz),8. 10(d, 1H, pyridine—2-H, J
= 2.4Hz) ,9. 62 (br, 1H, NH) .

[0461] k. & %) B-135: & s 234-236 °C, § (DMSO) :2.33(s,3H, CH,),7.40(d, 1H,
pyridine-5-H, J = 5. 1Hz) , 8. 29 (d, 1H, pyridine—6-H, J = 5. 1Hz) ,9. 50 (s, 1H, NH) .
[0462]  fLEH) B-137 J45 5 246-248°C, 6 (DMSO) :6. 90-6. 93 (m, 2H, pyridine-3,5-2H),
8.12(d, IH, pyridine—6-H, J = 5. THz) , 10. 03 (s, 1H, NH) ,

[0463] X & ¥ B-138 : 1% & 220-222 'C. 8 (DMSO) :6.12(d, IH, pyridine-5-H, J =
6. 6Hz) , 7. 72(d, IH, pyridine-6-H, J = 6. 6Hz),8. 24 (s, 1H, pyridine—2-H), 12. 18 (s, 1H,
NH) .
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[0464]  1L&4) B-140b )& A 262-264°C .

[0465] 4k & W) B-141 : ¥ & 212-214 °C, § (DMSO) :6. 93 (t, 1H, pyrimidine-5-H, J =
4. 8Hz) ,8. 45(d, 2H, pyrimidine—4,6-2H, J = 5. 1Hz) , 10. 76 (br, 1H, NH) .

[0466]  AX&W) B-142 J& & 205-207°C, § (CDC1,) :2.42(d,6H, CH,, J = 3.9Hz),6. 76 (s,
IH, pyrimidine-5-H), 7. 49 (s, 1H, NH) »

[0467]  ALE&W) B-144 45 5 146-148°C, & (CDC1,) :1.54-1. 59 (m, 3H, CH,) , 4. 39-4. 44 (m,
2H, CH,) ,9. 08 (s, 1H, pyrimidine—6-H)

[0468] AL&W)C-1 4 176-178°C, 6 (CDC1,) :2. 33 (s, 3H,Ph—2-CH,) , 6. 43 (br, 1H,NH) ,
6. 68-6. 70 (m, 1H, Ph—6-1H) , 7. 10-7. 13 (m, 1H, Ph-5-1H) , 7. 23-7. 25 (m, 2H, Ph—3,4-2H) .
[0469]  AL&W) C-2 44 180-182°C, & (CDCl,) :6.55 (s, 1H, NH) , 6. 62 (d, 1H, Ph—-6-1H) ,
7.00-7. 05 (m, 1H, Ph—4-1H) , 7. 18-7. 23 (m, 1H, Ph—-5-1H) , 7. 50 (dd, 1H, Ph—3-1H) »

[0470] 4k & ¥ C-3 : M £ 212-214 °C. 8 (CDC1,) :7.01(d, J = 8. 4Hz, 1H, Ph-6-1H),
7.27(t, IH, Ph-5-1H), 7. 64 (t, 1H, Ph-4-1H),8.27(d, J = 7. 8Hz, 111, Ph-3-111) , 9. 43 (br,
1H, NH) .

[0471]  ALEW) C—4 J& & 134-136°C. & (CDCL,) :2.88(s,3H, NCH,) , 6. 47 (d, ] = 8. 4Hz,
1H, Ph—=6-1H),6. 99 (t, [H, Ph-4-1H) , 7. 36 (t, I1H, Ph—=5-1H) ,7.55(d, J = 7.8Hz, IH,
Ph—3-1H) , 10. 16 (br, 1H, NH) «

[0472]  Ak&W) C-5 HE 5 126-128°C. 6 (CDCL,) :6. 48 (br, 1H, NH) ,6. 73(d, J = 7. 5Hz,
1H, Ph=6-1H) , 6. 85 (s, 1H, Ph-2-1H) , 7. 09-7. 23 (m, 2H, Ph—4,5-2H) ,

[0473]  EW)C-6 555 140-142°C . § (CDCL,) :2. 35 (s, 3H, Ph—3-CH,) , 6. 73 (br, LH,NH) ,
6. 70-6. 73 (m, 2H, Ph—2,6-2H) , 7. 01-7. 04 (m, 1H, Ph—4-1H) , 7. 23-7. 25 (m, 1H, Ph—3-1H) .
[0474] A& C-T % 25 198-200°C. 8 (CDCL,) :6. 63 (br, 1H, NH),7.12(d, J = 8. 1Hz,
1H, Ph=6-1H) , 7. 45 (t, 1H, Ph=5-1H) , 7. 75-7. 82 (m, 2H, Ph-2, 4-2H) ,

[0475]  ALAH) C-8 I 176-178°C. & (DMSO) :3. 81 (3H, OCH,) , 6. 83 (d, J = 8. 4Hz, 2H,
Ph-2,6-2H),7.83(d, ] = 8. 4Hz, 2H, Ph-3,5-2H) , 9. 32 (br, LH, NH) »

[0476] 4k & W) C-9 : 14 55 138-140 °C. & (DMSO) :1.32(9H, t-Bu),6. 58 (br, 1H, NH),
6.82(d, J] = 8. 4Hz, 211, Ph-3,5-2H) , 7. 32(d, J = 8. 41z, 2H, Ph-2,6-2H) .

[0477]  AL& %) C-10 4% & 158-160°C. & (CDCI,) :2. 33 (s, 3H, Ph—4-CH,) ,6. 28 (br, 1H,
NH) ,6.70(d, J = 8. 4Hz, 2H, Ph-3,5-2H) , 7. 12(d, J = 8. 4Hz, 2H, Ph-2,6-2H) ,

[0478] ALAW) C-11 J& & 113-114°C. & (CDCL,) :6. 56 (br, 1H, NH) ,6. 87 (d, J = 8. 4Hz,
2H, Ph—2,6-2H) , 7. 57(d, J = 8. 4Hz, 2H, Ph—3,5-2H) .

[0479]1  fL &4 C-12 : 4 & 228-230 °C. 8 (CDCL,) :6.56 (s, 1H, NH),6. 82(d, 2H, Ph-2,
6—2H) , 7. 60 (d, 2H, Ph—3,5-2H) .

[0480] Ak & 4 C-13 : & & 146-148 °C. 8 (CDCl,) :6.53 (s, 1H, NH), 6. 88(d, 2H, Ph-2,
6—2H) , 7. 18(d, 2H, Ph-3,5-2H) .

[0481] ALE%) C-14 4% 5 180-182°C. & (CDCI,) :3. 81 (s, 3H, OCH,) ,6. 57 (br, 1H, NH),
6. 85—6. 88 (m, 4H, Ph-2, 3,5, 6-4H) ,

[0482]  ALAW) C-15 J& M 174-176°C, & (CDC,) :6. 45 (br, 1H, NH) ,6. 91 (d, ] = 8. 4Hz,
1H, Ph—6-H, ),7.25(dd, J = 8.4Hz, J = 2.4Hz, IH, Ph-5-H, ),7.50(d, J = 2. 4Hz, IH,
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Ph—-3-H) .

[0483]  AL&W) C-16 H& & 235-236°C. & (CDCL,) :6.52(br, 1H,NH),7.31(d, J = 8. 4Hz,
IH, Ph—-4-1H) , 7. 45(d, J = 8. 4H1z, 2H, Ph-3. 5-2H) ,

[0484] AL & W) C-17 : 4 55 208-210°C. & (CDCI,) :6. 25 (br, 1H, NH), 7. 14 (m, 2H, Ph-3,
5-2H), 7. 30 (m, 1H, Ph—4-1H) ,

[0485] 4k & W) C-18 : ¥ i 254-256 'C. 8 (DMSO) :6.99(d, J = 2. 1Hz, 1H, Ph-6-1H) ,
7.05(dd, J = 8.4Hz, ] = 2. 1Hz, 1H, Ph-4-1H) , 7. 43(d, ] = 8. 4Hz, 1H, Ph-3-1H) , 8. 79 (br,
1H, NH) .

[0486]  AL&W)C-19 4 & 204-206°C . & (CDCL,). 6. 45 (br, 1H,NH) , 6. 69 (dd, J = 8. 7THz, J
= 2. 4Hz, 1H, Ph—4-1H) , 6. 95 (d, ] = 2. 4Hz, 1H, Ph—-6-1H) , 7. 37 (d, ] = 8. THz, 1H, Ph—-3—1H) .
[0487] Ak& 9 C-20 ¥ 5 178-180°C. & (CDCL,) :6. 45 (br, 1H, NH) , 6. 85 (t, 2H, Ph-2,
6—2H) , 6. 48(d, J = 1. 5Hz, 1H, Ph—4-1H) .

[0488] ALAW) C-21 4& & 230-232°C. & (CDCL,) :6.55 (br, I1H, NH),6.79(d, J = 8. 1Hz,
1H, Ph-6-1H) , 7. 18 (t, 1H, Ph-5-1H) , 7. 18 (d, J = 8. 4Hz, 1H, Ph—4-1H) .

[0489] ALAW) C-22 J& & 197-199°C. & (CDCL,) :6. 44 (br, 1H, NH), 6. 82(d, J = 8. 4Hz,
1H, Ph-6-1H) , 7. 40 (d, J = 8. 4Hz, 1H, Ph-5-1H) , 7. 64 (s, 1H, Ph—3-1H) .

[0490] 4k & W) C-23 : 45 & 216-218 °C. & (CDCL,) :6.88(d, J = 9. 0Hz, 1H, Ph-6-1H),
7.47(dd, J = 9. 0Hz, J = 2. THz, 1H, Ph—5-1H) ,9. 20(d, J = 2. THz, IH, Ph—3-1H) , 9. 96 (s,
1H, NH) .

[0491]  fE&W) C-24 JE 4 230-231°C. 8§ (CDCL,) :1.28(d, ] = 6. 9Hz, 12H, CH,) , 2. 99 (m,
2H, CH) ,5. 85 (br, 1H, NH) ,6.99(d, J = 7.2Hz, 1H, Ph-4-1H),7.10(d, J = 7. 2Hz, 2H,
Ph-3. 5-2H) .

[0492] A& W) C-25: 4% & 161-162°C. & (CDCL,) :2.30 (s, 3H, CH,),6. 18 (br, 1H, NH) ,
6.61(d, J = 8. 4Hz, IH, Ph—6-1H) , 7. 09 (dd, ] = 8. 4Hz, J = 2. THz, 1H, Ph-5-1H) , 7. 24 (d,
J = 2. THz, 1H, Ph-3-1H) .

[0493] Ab& %) C-26 0% & 212-214°C, 8 (CDCL,) :2.32(s, 3H, Ph-3-CH,) , 6. 47 (br, 1H,
NH) , 7. 19-7. 23 (m, 3H, Ph—3, 4, 5-3H) ,

[0494] 4k & W) C-27: ¥& & 172-174 ‘C. 6 (CDCl,) :6.68(br, 1H, NH), 6. 84 (t, 1H,
Ph—6-1H) , 8. 04-8. 13 (m, 2H, Ph—3,5-2H) ,

[0495] 4k &%) C-28 : 4% A 172-174°C. 6§ (CDC1,) :6.68(d, 1H, Ph-6-1H) ,6. 70 (br, 1H,
NH) , 7. 83 (d, 1H, Ph—5-1H) , 7. 90 (d, 1H, Ph—3-1H) ,

[0496] 4k & W) C-29: ¥& & 190-192 ‘C. 6 (CDCI,) :6.58(br, 1H, NH), 7. 63 (d, 1H,
Ph—6-1H) , 7. 67 (s, 1H, Ph=3-1H) , 7. 97 (s, 1H, Ph—4-1H) ,

[0497]  4L&H) C-30 )% 15 166-168°C, & (CDCL,) :6. 60 (br, 1H,NH) , 6. 79 (d, 1H, Ph-6-1H,
J=8.4),7.47(d, 1H, Ph-5-1H) , 7. 74 (s, 1H, Ph—3-1H) »

[0498] 4k & #) C-32. 4% £ 178-180 C. § (CDC1,) : 86.56 (s, 1H, NH),7.08(d, 1H,
Ph—6-H) , 7. 41 (d, 1H, Ph-5-H) , 7. 62 (d, 1H, Ph—-3-H) .

[0499]  fb-&¥p C-33 MF 5 162-164°C. 6 (CDCI,) :6.65(d, 1H, Ph-6-1H, ),8. 07 (dd, 1H,
Ph-5-1H) , 8. 40 (d, 1H, Ph-3-1H, ), 9. 38 (br, 1H, NH) .
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[0500] Ak-&#) C-34 : 1% 55 154-156°C. & (CDCL,) :2.05 (s, 3H, CH,),3.89 (s, 3H, OCH,) ,
7.29 (t, 1H, Ph—4-1H) , 7. 46 (d, 1H, Ph-5-1H) , 7. 93 (d, 1H, Ph—-3—1H) , 8. 66 (s, 1H, NH) .

[0501] 4k & #1 C-35: 4% /i 148-150 C. & (CDCl,) :4.06 (s, 3H, 0-CH,) ,6. 66 (d, 1H,
Ph—-6-1H) , 6. 84 (br, 1H, NH) , 7. 82-7. 89 (m, 2H, Ph-3,5-2H) ,

[0502] Ak & ¥ C-36 . B {4 R #. & (DMCO) :3.91 (s, 3H, OCH,) , 6. 68 (br, 1H, NH) ,
6.85(dd, J = 8.4Hz, J = 2. 1Hz, 1H, Ph-6-1H) ,6.97(d, J = 2. 1Hz, 1H, Ph-2-1H) , 7. 85(d,
J = 8. 4Hz, IH, Ph-5-1H) .

[0503] 4k & ¥ C-37 : ¥ # 154-156 ‘C. & (CDCL,) :2.33(s,3H, Ph—4—CH,) , 6. 52 (br,
1H, NH) ,6.62(d, J = 8. 1Hz, 1H, Ph—6-1H) , 6. 69 (s, 1H, Ph—2—-1H),7. 06 (d, J = 8. 1Hz, 1H,
Ph—-5-1H) »

[0504]  ALAW) C-39 J& S 174-176°C. S (CDC,) :6. 52 (br, 1H,NH) , 6. 63 (dd, ] = 8. 4Hz,
J = 2.7Hz, IH,Ph-6-H) , 7. 20(d, ] = 8. 4Hz, 1H, Ph—5-H) , 7. 42(d, ] = 2. THz, 1H, Ph-2-H) .
[0505] 4k & W) C-41 : ¥ & 98-100 ‘C. § (CDCl,) :6.61 (s, 1H, NH),8. 51 (s, 2H, Ph-3,
5-2H) .

[0506] Ak & W) C-42 4 /4 206-208°C.. & (CDC1,) :6. 43 (br, 1H, NH) , 7. 59 (s, 2H, Ph-3,
5-2H) .

[0507]  ALA&H) C-45 JA & 166-168°C. & (CDCL,) :6. 44 (br, I1H, NH),7.96(d, J = 8. 4Hz,
2H, Ph—3,5-2H) .

[0508]  ALA&H) C-46 J& 55 196-197°C. S (CDC1,) :6. 54 (br, 1H,NH) ,7. 96 (d, J = 10. 8Hz,
2H, Ph—3,5-2H) .

[0509] AL &) C-4T 45 55 152-154°C . & (CDCL,) :6.50 (br, 1H, NH), 7. 55 (s, 2H, Ph-3,
5-2H) .

[0510] 4k & % C-48 : J& £ 132-134 C. 8 (DMCO) :8. 65 (s, 1H, Ph-5-H),8. 77 (s, 1H,
Ph-3-H), 8. 91 (br, LH, NH) .

[0511]  4ALAW) C-49 J& & 160-162°C. & (CDCL,) :6. 58 (br, 1H, NH), 8. 34(d, J] = 2. THz,
1H, Ph-5-H) , 8. 47(d, J = 2. THz, 1H, Ph-3-H) .

[0512]  4k& ) C-50  4# /& 138-140°C. 6 (CDCI,) :6. 56 (br, 1H, NH) , 7. 65 (s, 2H, Ph-3,
5-2H) .

[0513] 4t & W) C-51: ¥ & 170-172 ‘C. § (CDCl,) :6.92-6. 94 (m, 1H, Ph—6-1H) ,
6. 99-7. 05 (m, 1H, Ph—5-1H) «

[0514]  4L&H) C-52 J% 1 204-206°C . & (CDCl,) :651 (br, 1H,NH) , 6. 93 (s, 1H, Ph-6-1H) ,
758 (s, 1H, Ph-5-1H) .

[0515]  4k-& 40 C-53 ¥ &5 176-178°C. & (CDCL,) :9. 18 (br, 1H, NH) , 7. 69 (s, 2H, Ph-3,
5-2H) .

[0516]  ALA&H) C-54 J& & 278-280°C. & (CDCL,) :6. 49 (br, IH, NH),6.74(d, J = 8. THz,
1H, Ph-6-1H) , 7. 36 (d, J = 8. THz, 1H, Ph-5-1H) ,

[0517]  ALA&W) C-55 J& & 174-176°C. 6 (CDCL,) :2. 19 (s, 6H, Ph—2,6-2CH,) , 2. 30 (s, 3H,
Ph—-4-CH,) 6. 42 (br, 1H, NH) , 6. 76 (s, 2H, Ph—3,5-2H) .

[0518] X & W) C-56 : ¥4 & 194-196 'C. & (CDCL,) :2.56 (s, 3H, Ph—2-CH,) , 3. 62 (s, 3H,
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NHCH,) , 6. 44 (br, 1H, NH) , 7. 57 (s, 1H, Ph-3-1H) , 8. 06 (s, 1H, Ph-5-1H) ,

[0519]  {L&W) C-58 IRy, 6 (CDCL,) :2. 91 (s, 3H, NCH,) , 7. 77(d, J = 2. 4Hz, 1H,
Ph-3-1H),7. 86 (d, J = 2. 4Hz, 1H, Ph—5-1H) , 11. 12 (br, 1H, NH) .

[0520]  AL&W) C-59 i EIHPIRY). 6 (CDCL,) :3. 96 (s, 3H, OCH,) , 7. 60(d, J = 2. THz, 1H,
Ph-3-1H),7.98(d, J = 2. THz, 1H, Ph-5-1H) , 9. 15 (br, 1H, NH) »

[0521] 4k & ) C-60 : 4% i 236-238 “C. & (DMCO) :2.50 (s, 3H, Ph-2—CH,) , 8. 67 (s, 1H,
Ph-5-1H),9. 11 (br, 1H, NH) »

[0522] AL & ) C-62: 14 & 126-128 'C. 8 (CDC1,) :3.92(s, 1H, OMe) ,6. 57 (s, 1H, NH) ,
6.83(d, J = 9. 0Hz, IH, Ph—6-1H) , 7. 47 (d, ] = 9. OHz, 1H, Ph-5-1H) , 7. 72 (s, 1H, Ph—3-1H) .
[0523] ALA ¥ C-63 44 & 272-274°C, & (DMSO) :2. 25 (s, 3H, Ph—2-CH,) , 6. 47-6. 50 (m,
1H, Ph—6-1H) , 6. 60-6. 63 (m, 1H, Ph—5-1H) , 6. 84-6. 91 (m, 2H, Ph—3, 4-2H) , 7. 91 (br, 1H, NH) ,
[0524] Ak & ¥ C-64 : 4% & 193195 'C. § (CDCL,) :6.52(d, J = 7.5Hz, 1H, Ph-6-1H),
7.15(t, IH, Ph-5-1H), 7. 53 (t, 1H, Ph—4-1H) ,8.27(d, J = 8. 1Hz, 11, Ph-3-111) ,9. 33 (br,
1H, NH) »

[0525] fb&#) C-65 B OIlPIRY). 6 (CDCL,) :2. 38(s, 31, Ph—-3-CH,), 6. 88 (br, 1H, NH),
6. 92-7. 18 (m, 4H, Ph-2, 3,4, 6-4H) ,

[0526] A & W) C-66 : 14 55 114-116 C. & (CDC1,) :6.75(d, J = 8. 1Hz, 1H, Ph-6-1H),
6. 68 (s, 1H, Ph—2—1H) , 7. 04-7. 12 (m, 2H, Ph—4, 5-2H) , 10. 03 (br, 1H, NH) .

[0527] At & W) C-67: 1 & 96-98 C. § (DMSO) :7.58-7. 65 (m, 2H, Ph—5,6-2H),
7.96-8. 02 (m, 2H, Ph-2, 4-2H) , 10. 08 (br, 1H, NH) »

[0528] AL& 4 C-68 : 4% M 140-142°C. 6 (CDC1,) :3. 83 (s, 3H, OCH,) ,6. 16 (br, 1H, NH),
6.91(d, J] = 8. THz, 2H, Ph-3,5-2H) , 7. 09 (d, J = 8. THz, 2H, Ph-2,6-2H) ,

[0529]1 4L & ¥ C-69 : ¥ & 160-162 'C. 8 (DMSO) :1.32(9H, t-Bu),6. 18 (br, 1H, NH),
6.98(d, J] = 7. 8Hz, 2H, Ph—3,5-2H) , 7. 38 (d, ] = 7. 8Hz, 2H, Ph-2,6-2H) .

[0530] 4k& ) C-70  4# 5 196-198°C. 6 (CDCI,) :6. 38 (s, 1H, NH) ,6. 95 (dd, 2H, Ph-2,
6—1H) , 8. 26 (d, 2H, Ph-3,5-2H) .

[0531] ALAW) C-T1 J&E A 192-194°C. & (CDCL,) :6.57 (br, 1H, NH), 6. 63(d, J = 8. THz,
1H, Ph-6-H),7.23(dd, ] = 8.7Hz, ] = 2.4Hz,1H, Ph-5-H, ),7.46(d, ] = 2. 4Hz, IH,
Ph-3-H) .

[0532] f& & # C-72:8 (CDCL,) :6.51 (s, 1H, NH),7. 33 (t, 1H, Ph—4-H, ] = 7. 2Hz),
7.47(d, 2H, Ph-3,5-2H, ] = 7. 2Hz) .

[0533] AL& ¥ C-73 +4& /4 104-106°C. 6 (CDC1,) :6.90 (br, 1H, NH) , 7. 03 (m, 2H, Ph-3,
5—-2H) , 7. 25 (m, 1H, Ph—4-1H) ,

[0534] ALEW) C-T4 J& & 123-131°C. 6 (CDCL,) :6. 22 (br, 1H, NH) , 6. 84 (d, ] = 2. 1Hz,
1H, Ph-6-1H),7.09(dd, ] = 8.4Hz, ] = 2.1Hz, IH, Ph-4-1H),7.39(d, ] = 8. 4Hz, 1H,
Ph-3-1H) .

[0535] 4k & ¥ C-75: & 4 R . & (DMSO) :6.48(dd, J = 8. 7Hz, J = 3. OHz, IH,
Ph-4-1H) ,6. 69 (d, J = 3. OHz, 1H,Ph—-6-1H) ,7. 08 (d, ] = 8. THz, 1H,Ph—-3-1H) , 8. 11 (br, 1H,
NH) .

66



N 103547565 B w Bf B 61/72 T

[0536]  AL&W) C-76 &5 199-201°C . & (DMSO) :6.416. 97 (s, 1H,Ph—4-1H) ,6. 48(d, ] =
1. 5Hz, 2H, Ph—2,6-2H) , 7. 48 (br, 1H, NH) ,

[0537]  ALA&W) C-77 J 45 132-134°C. & (CDC,) :6. 36 (br, IH, NH) ,6. 68(d, J = 8. 1Hz,
1H, Ph-6-1H) , 6. 96 (t, 1H, Ph-5-1H) , 7. 20 (d, J = 8. 4Hz, 1H, Ph-4-1H) .

[0538] AL &H) C-78 LLAE IR . 8 (DMCO) :6. 76 (d, ] = 8. THz, 1H,Ph-6-1H), 7. 37 (d,
J = 8. THz, 11, Ph-5-1H) , 7. 90 (s, 1H, Ph-3-1H) , 7. 92 (br, 1H, NH) »

[0539] 4k & 4 C-79 : 6 (CDCL,) :6.37 (br, 1H, NH), 6. 82 (t, 1H, Ph—-6-1H) , 8. 06-8. 15 (m,
2H, Ph-3,5-2H) .

[0540]  4k&H) C-80 44 & 56-58°C . & (CDCl,) :6.75(d, 1H, Ph—6-1H) , 6. 81 (br, 1H, NH) ,
8.12(d, 1H, Ph-3-1H) , 8. 37 (s, 1H, Ph-3-1H) »

[0541]1 4k & %) C-81: #& & 136-138 ‘C. 6 (CDCI,) :6.38(br,1H, NH), 7. 62(d, 1H,
Ph—-6-1H) , 7. 65 (s, 1H, Ph—3—-1H) , 7. 95 (d, 1H, Ph—4-1H) »

[0542] 4k & W) C-82: & 4 138-140 ‘C. 6 (CDCI,) :6.43(br,1H, NH),6. 83 (d, 1H,
Ph—-6-1H) , 7. 49 (d, 1H, Ph-5-1H) , 7. 72 (s, 1H, Ph—3-1H) »

[0543]  Ab-&%) C-83 B ARy, & (CDCL,) :6. 34 (br, 1H, NH), 7. 09 (s, 1H, Ph-6-1H) ,
7.36(d, J = 8. 4Hz, 1H, Ph—4-1H) , 7. 59 (d, J = 8. 4Hz, 1H, Ph-3-1H) .

[0544]  Ab& ¥ C-85 & AR Y). 6 (CDCLy) :2.95 (s, 3H, Ph—2—CH,) 6. 30 (br, 1H, NH) ,
6.58(d, J = 8. 1Hz, 1H, Ph—6-1H) , 6. 94-7. 00 (m, 2H, Ph—3, 5-2H) »

[0545]  {LA&H) C-86 Kithilifk. § (CDCL,) :2.42(s,3H,CH,),5. 67 (br, IH,NH),6. 63 (d, J
= 8. 4Hz, IH, Ph—6-1H) , 7. 99 (d, J = 8. 4Hz, 1H, Ph-5-1H) , 8. 12 (s, 1H, Ph—-3-1H) ,

[0546]  ALEW) C-87 LA ERY) . & (CDCL,) :2. 34 (s, 3H, Ph—3-CH,) , 6. 03 (br, 1H,NH) ,
7.12-7. 35 (m, 3H, Ph-3,4,5-3H) »

[0547]  {L&H) C-88 : & (CDC,) :6. 43 (s, 1H, NH), 8. 51 (s, 21, Ph—3,5-2H) »

[0548] 4k & W) C-89 : #4 s 138-140 °C. § (CDCl,) :6.72(d, IH, Ph-6-1H, ] = 5.4),
7.53(dd, 1H, Ph-3-1H) , 8. 29 (d, 1H, Ph-3-1H, ), 9. 26 (s, 1H, NH) .

[0549]  AL-AW)C-90 % & 137-139°C. & (DMCO) :3. 90 (s, 3H,0CH,) , 6. 58 (dd, ] = 8. 4Hz, |
= 2. 1Hz, IH,Ph-6-1H) ,6. 70 (d, ] = 2. 1Hz, 1H,Ph—-2-1H) , 7. 78 (d, ] = 8. 4Hz, 1H, Ph-5-1H) ,
8. 72 (br, 1H, NH) .

[0550]  4k&4) C-91 44 A 256-258°C. & (CDCL,) :6. 62 (br, 1H, NH),7.83(d, J = 8. 1Hz,
1H, Ph-6-1H) , 7. 49 (s, 1H, Ph—2-1H) , 7. 56 (d, J = 8. 1Hz, 1H, Ph-5-1H) .

[0551]  4L&4) C-93 )% 15 90-92°C . & (CDCL,) :6. 81 (s, 1H,NH) , 8. 30 (s, 2H, Ph-3, 5-2H) »
[0552] 4k & 4 C-96 : & A 110-112°C. & (CDCL,) :6. 43 (s, 1H, NH), 8. 51 (s, 2H, Ph-3,
5-2H) .

[0553]  Ak&W) C-97 455 110-112°C. & (CDCL,) :6.94 (s, 1H,NH) , 8. 48 (d, 1H, Ph-5-1H) ,
8.73(d, 1H, Ph—5—1H) »

[0554] 4k &4 C-98 : 41 &% 4 R ). & (CDCL,) :6. 26 (br, 1H, NH), 7. 68 (s, 2H, Ph-3,
5-2H) .

[0555]  AK&4) C-100 44 5 124126°C . & (CDCL,) :6. 49 (br, 1H,NH) , 7. 97 (d, ] = 10. 8Hz,
2H, Ph—3,5-2H) .
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[0556] Ak & #) C-102 : & £ 91-93°C. & (CDCI,) :6.56 (br, 1H, NH) , 7. 54 (s, 2H, Ph-3,
5-2H) .

[0557]  Ak&H) C-103 45 5 150-152°C. & (CDCI,) :6. 40 (br, 1H, NH) , 7. 44 (s, 2H, Ph-3,
5-2H) .

[0558]  AL&H)C-104 )4 5 132-134°C, 6 (CDC1,) : 6. 31 (br, 1H,NH), 7. 15(d, J = 8. THz,
1H, Ph-6-1H) , 7. 66 (d, J = 8. THz, 1H, Ph—5—1H) »

[0559] 4k & %) C-105: 8 (CDC1,) :6. 70 (br, 1H, NH), 6. 94 (s, 11, Ph—6-1H) , 7. 57 (s, 1H,
Ph—-5-1H) »

[0560]  4b&4) C-106 : § (CDCL,) :6. 06 (br, 1H, NH) , 7. 59 (s, 2H, Ph—-3,5-2H) .

[0561] L& 4 C-107 1% &5 171-173°C. & (DMCO) :6. 62 (br, 1H, NH) , 6. 89 (s, 2H, Ph-3,
5-2H) .

[0562]  4k&H) C-108 4% 14 76-78°C . & (CDCl,) :3.51 (br, IH,NH), 7. 04 (t, 1H, Py-3-1H) ,
7.57 (t, IH, Ph—4-1H) , 7. 74 (t, 1H, Ph-6-1H) ,

[0563] X & ¥ C-110: ¥ # 178-180 'C. § (CDCL,) :2.35(s,3H, CH,) ,3. 66 (br, 1H,
NH) 6. 48 (s, 1H, Py—3-1H) , 6. 82 (d, 1H, Py-5-1H) , 8. 10 (d, 1H, Py—6-1H) »

[0564] 4k & ) C-111 : ¥ & 200-202 'C. & (CDCL,) :2.36 (s, 3H, Py-5—CH,),6.65(d, J
= 8. 1Hz, 1H, Py-3-H),6. 86 (br, IH, NH) ,7.46(d, J = 8. 1Hz, IH, Py-4-H),8. 06 (s, 1H,
Py—6-H) .

[0565]  ALAH) C-114 47 /i 280-281°C . & (DMCO) :6.97 (s, LH,NH) , 7. 89 (s, 1H, Py=3~1H) »
[0566]  AL&H) C-125 43 4 120-122°C. & (CDCI,) :6. 58 (br, 1H, NH) , 8. 49 (s, 2H, Py-2,
6—-2H) .

[0567]1  AL& ) C-126 : 445 i 154-156°C. & (DMCO) :6. 93 (t, 1H, Py-5-1H),8.41(d, ] =
4. 8Hz, 2H, Ph—4,6-2H) , 8. 96 (br, 1H, NH) .

[0568] At & ¥ C-128: ¥ A 194-196 ‘C. & (CDC1,) :3.81(s,6H, 20CH,) ,5. 66 (s, 1H,
Py-5-1H) , 6. 96 (br, 1H, NH) .

[05691 il 5715 a1

[0570] HASIMAEMNEEA S EHE, HELEMETaEEIA.

[0571]  SEjifh] 23 :30 % AR I 71

[0572]
54 B-54 30%
T b R R 2%
AR T R 3%
2R TR 48 S W) 5%
B2 TR IRES N EE 100%

[0573]  MGALA W) B HoAth 2l 3 78 VR A, B AR TEA LI I 5, BDAS 21 30 % 1 ] S M4 711
7 f o

[0574]  SEJEf] 24 40 % W EEEF

[0575]
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WA B-54 40%
2 10%
T RO 5 2 6%
Y NG 10%
et AR i S 1%
37% 9 K I R 0.2%
75%teE i K FLIR 0.8%
7K N EE 100%

[0576] L&) M HAR L 3 78 1R A5 HH AR B IR EE A, K #6818 B 7 T 15 2
ATART Fiv 35 TR B R R TV
[0577]  SEJEM] 25 60 % 7K 2 Hi iR 5]

[0578]
A B-54 60%
ZRTER N B4 A1) 12%
N-HA - -3 Pt 2 - A ik 8%
T LI J5E R 2%
R ELgHER 2%
i1 B N EE 100%

[05791 AL A4 e HAth e - VR Ak B, FEINZKFR AT, NN 10-100 B §ii B i3 AL A 2F
ATIERL, AR AT IR (HZImNTE R )

[0580]  A:4703 1IN 52

[0581] A AL APk A b AT (1) 22 Fioi T SR LR AR B s 1t o AR K AL S 04
a0 FELA) ) 22 MR TR B HEAT T AR BN TE AR ORISR, IR S 2 A &)
AT T RO LS8 o A BEVE PRI 52 45 2R WL DA 2% SE sl

[0582]  SEHEHI 26 « BRI PRI 2

[0583] W@ 7vEI T <R A il = 0 e T v, B RR AL & M0 5 B A B0E R (Va5
[RIFR S I TAT R S FR S DMF 25, - ELARKE FEOHRE S IR VA R B J i 56 ) VA A, T il i 75 Mk
R . 7OV TAERES T, B RN 2 96 FLEFFRMR AL 7, B i ol B B A =
FERIMN L A, b FR S (8 SR AR B AEE IR B T2 58 P R 77 . 24 /N 5 AT I 2, A A B
397 Jir TR B 7 R B AE AR OO, FERR A X AL 3 (1) 2 B KAB L, VRO S I R VE T
[0584]  F b MR EARINIE R (DRI ZEER ) Wl R T -

[0585] (1) Ah7KFEFEME I 1l 41| 22

[0586]  ZHVRKE A 25mg/L B, AL 540 A-9. A-14, A-15, A-16, A-17. A-19. A-27. A-29.
A-39.A-42.A-43,A-44, A-45,A-46 . A-50. A-61.A-79,A-85.A-87.A-90.B-13.B-15.B-16,
B-18.B-22.B-28.B-29.B-30.B-35.B-37.B-38.B-39.,B-40,B-41.B-42.B-49.B-50.B-51,
B-52.B-53.B-54.B-55.,B-57.B-58.,B-59,B—62,B-67.B—68.,B-69.B-73.B-74.B-75.B-92,
B-95. B-109. B-111. B-115, B-116. B-122. B-123. B-124. B-125. B-128. B-128b. B-130,
B-131.B-132.B-133.B-137.B-138.B-139.B-141.B-143.B-144.B-146.B-149.B-152. C-8.
C-14.C-15,C-23.C-27,C-28.C-29. C-30.,C-33,C-35.C-38, (-39, C—40.,C—41.C-45.C-46.
C-48.C-49., C-50.,C-60., C-62.C-68, C-70,C-71,C-79.C-80.,C-81.C-82.,C-88, C-89.,C-93.
C-96.C-97.C-98.C-99.C-109,C-111.C-118.C-124,C-125.,C-126 ZE{ |2 A 100%, 1k
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AW A-11.A-23,A-50.A-59, A-80.B-62a.B-62b. B-142. C-114 [ Z K 80% % Rk &
M) KC28 (4 22 A 80% , STM-2 (K4 2~ 50% , KC1. KC2. KC3. KC12,KC21, KC22, KC23.
KC25.KC26. STM-1 (K4 23 0 ;

[0587]  ZHWRIKFE N 8. 3mg/L Ih, (LA A-9. A-14. A-15. A-16., A-17, A-19, A-27., A-29.
A-39.A-42, A-43 . A-44, A-45.A-46 . A-61.A-79.A-85. A-87.B-13.B-16.B-28.B-29.B-30.
B-35.B-37.B-39.B-41,B-42,B-49.B-50.B-51.B-52.B-53. B-54. B-55. B-58. B-59, B-62.
B-67.B-68.B-73.B-74.B-75.B-92.B-95.B-109.B-111.B-115.B-116.B-122.B-125.B-128,
B-128b. B-131.B-132. B-133. B-137. B-138. B-139. B-143. B-149. C-8. C-15. C-27. C-29,
C-30. C-33.C-35.C-38. C-39.C-40, C-41.C-45.C-46. C-48.C-49. C-50. C-60. C-62. C-70.
C-71.C-79.C-80. C-81. C-82. C-88. (-89, C-93, C-96. C-98., C-99. C-118.C-124., C-125 %
AT 2 100 % , A6 &) B—69.B—141.B-144.C-14.C-68.,C—126 2= {312 N 80% ;X
&4 KC28 14 224 50%

[0588]  ZGVRIKSE N 2. Sme/L I, ALE4) A-9. A-14., A-15., A-16, A-17. A-19, A-29., A-42,
A-43.A-44.A-45.A-46. A-61.A-85, A-87.B-13.B-16.B-28,B-29., B-30.B-35. B-37. B39,
B-41.B-42.B-49.B-50. B-51.B-52.B-53.B-55.B-58. B-59., B—62. B-67.B—68. B-73.B-74.
B-75.B-92.B-95.B-109.B-111.B-115.B-116.B-125.B-128.B-128b.B-133.B-138.B-139.
B-143.B-149.C-8.C-15.C-27.C-29.C-30.C-38.C-39.,C-40.C-41.C-45.C-46 . C-48.C-49,
C-50.C-60,C—62.C-71.C-79.C-80.,C-81.C-82,(C-89.C-93.C-96.C-98.C-99.C-118.C-124
S RIHIZE A 100% , tLA 4 A-27.A-39.B-54,B-122.B-137. C-35. C-70. C-88 & [{1 411l 2
N 80% ;xf AL &4 KC28 [I4IHI 24 0 ;

[0589]  ZHVRIKSE N 0. 9mg/L I, AL &4 A-14. A-15, A-16, A-17. A-42, A-43, A-44. A-45,
A-46,A-61,A-87.B-28.B-29,B-30.B-35.B-37.B-39.B-41,B-42,B-49.B-50. B-51.B-52,
B-53., B-54., B-58, B-62., B-67. B-68. B-73., B-74. B-75., B-92. B-95, B-109, B-111. B-115.
B-116.B-125.B-128.B-128b.B-133.B-139.B-149.C-8.C-15.C-27.C-30.C-39.C-40.C-41,
C-45. C-46. C—49. C-50. C-89. C-93. C-96. C-98. C-99., C-118. C-124 Z&31H| 2K 100% , 1k
AW A-9. A-19. A-29., C—29. C—48. C—60.,C-62, C-71.C-80., C-81. C-82 HIFNHIZ A 80% %}
HEAL S KCLO (4 229 50 % , KC4.KCLL [R4TIHI 22254 0

[0590]  ZHVRUKJE N 0. 3mg/L I, b5 A-14. A-15, A-16, A—17. A-43, A—44, A-45. A—46,
A-87.B-28.B-29,B-30. B-35.B-37.B-39. B-42,B-49. B-50. B-51. B-52.B-53. B-58. B-62.
B-68.B-74.B-75.B-115.B-125.B-128.B-128b.B-133.B-139.C-27.C-30.C-40.C-41.C-45.
C-46. C-49. C-50. C-99. C-118. C-124 {411 224 100%, 1L &%) B-41. B-54, B-73. B-92
SRR 20N 80% X BRAL A4 KC6. KC10 [ 24 0.

[05911  (2) X3 JINAK 508 T 4761 22

[0592]  ZGVRIKFE N 25me/L I, (&4 A-14. A-15., A-43. A-44, A-45. A-46., A-85. A-87,
B-13.B-29.B-35.B-37. B-38.B-42.B-49.B-50.B-51.B-52, B-53. B-54.B-55. B-57. B-58.
B-59.B-62b.B—67.B-68.B-73.B-74.B-75.B-92.B-95.B-109.B-111.B-115.B-116.,B-122,
B-128.B-128b.B-133.B-139, C-23. C-27. C-28.C-30. C—40. C-41. C-45, C-46. C-50. C-T1,
C-89.C-96.C-97.C-98.C-125 01| 22358 100% , 4k &%) A-42.A-61.B-15.B-28.B-40.
B—-62. B-125, C-48. C-49., C-80. C-82. C-88. C-99 Z& [N K Ky 80% % HEAL 54 KC28 [
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2N 80% , KC-20 AIIHIZE N 50% , KC1. KC2. KC3. KC5. KC6. KC13. KC14. KC15. KC19.
KC-21.KC-22.KC23. KC24.KC25. KC26., KC27., STM—1. STM-2 F3IHIZIE A 0

[0593]  ZHVRUE N 8. 3mg/L IF, 4540 A-14., A-15. A-43, A-44., A-45. A-46, B-35. B-37.
B-42.B-49.B-50.B-51. B-52,B-53.B-54.B-55,B-57. B-58, B-68. B-74.,B-75. B-92.,B-95.
B-109.B-115,B-116., B-122, B-128. B-128b. B-133. B-139. C-27. C-30. C-40. C—41. C-45.
C-46. C-50, C-71. C-89. C-96 S HIHMHIZ A 100% , b &4 A-87.B-29. C-98 5| N
80% ;X HEAL A4 KCT. KC8. KC28 I 224 0

[0594]  ZHVRUKSE N 2. 8mg/L B, b5 A-14. A-15., A-43, A—-44 . A-45, A—46, B35, B-37.
B-42. B-49. B-50. B-52. B-53. B-54. B-57. B-58. B-68. B-74. B-75. B-95, B-109. B-115.
B-133.B-139,C-27.C-40.C-45.,C-46.C-71.C-96 2 ({41 2N 100% , 454 A-87.B-29,
B-51.B-55.B-92.B-128.B-128b. C-30. C-41. C-50.C—-89. C-98 Z& {31 Hy 80 % ;% HEAL,
A KC4 [ 228 50%, KC9. KC10. KC11.KC12 F3IhI 22344 0 5

[0595]  ZGVRMSE A 0. 9mg/L IF, 4540 A-14. A-15. A-43. A-44., A-46. B-35. B-37. B-49.
B-53.B-54.B-58.B-75.B-115.B-133.B-139. C-40. C-45.C-46 . C-96 Z&{3#H]ZE A 100 %,
A4 B-68. C-27. C-71 SR 2R 80% X REAL &4 KC4 NI A 0 5

[0596]  ZHVRUKSE N 0. 3mg/L I, Ab &4 A-14.A-15,A-43, A-46.B-35.B-49.B-53.B-133.
C-45. C-46 ZEMIHIHIZEH 100% , LAY B-54. B-58. B-75 ZE (141l 24 80% .

[0597]  SEjEf] 27 EAKARY IS PRI E

[0598]  JMSEF7VAAN T SRANEAR IR E 7712, R R IAL G e it F D &3 7] (I
[RIRP TR . AR B \DMF 55, J HLARYE HOGHRE i A IR B8 70 s £, V61 B 5 BT E 1R
FL 5T B/ T 0. 05) VA, &4 0. 1% RETE 80 WK RE, T il i T 75 1k B2 A IV . 7EAEYD
W5 25 AL KRR B T S 25 E A b (B M e %= N IR AR R R 0 ) 5 24
NI FE AT R R . KR i TR A G TR R IR ORI RS IR B A R RN TR
foe = R RE 57, Rpim T S AR Qe B NI S35 5%, A 55 BRI RS IR M ) B AR i =
MM IR TR . e B A e Gl S — JEI ) ) #EAT A VIR SRV AS -

[0599] b EWITEAR IR TE A LS R F -

[0600] (1) X3 JICHE B8 ITE AR R AP VE T

[0601]  ZHVRMSE A 400mg/L IF, b5 A-11. A-14. A-15. A-16, A-17. A-19. A-23. A-27
A-41.A-44.A-45,A-59. A-61.A-79, A-80.A-81.A-85.B-10.B-12.B-13.B-14. B-16.B-22,
B-23.B-28.B-29.,B-35,B-37.B-38.B-39.B-40.B-49.B-53.B-54.B-57.B-58.B-62b . B-67.
B-68. B-69. B-73. B-74., B-92., B-95, B-109, B-111, B-115., B-116. B-125. B-128. B-128b,
B-139. B-149. C-12. C-13. C-27. C-28. C-30. C-32. C-33. C-35. C-38. C—40. C-51. C-56.
C-70. C-79, C-81, C-82. C-93. C-97. C-118. C-124. C-126~="5 FHVE LI N 100% , &
) A-8. A-21, A-90. B-15.B-26. B-42. B-63.B-133.B-137. B-138. B-146. C-8. C-39. C—60.
C-88.C-96 F MR ETEIIRT 90%, (&4 A-50.B-9.B—62a.B-132.B-137.B-141.C-9.
C-62. C-69. C-108. C-114 ZEFIEPEII AT 80% X HEAL A4 KC1. KC2. KC3. KC8. KC13.
KC17.KC20.KC22. KC24.KC25,KC27. STM-1 FIHIHIZEIEI N 0 ;

[0602]  ZHVRIRSE N 100mg/L I, AL &4 A-14. A-15. A-44, A-45. A-79. A-80. B-28. B-29.
B-35. B-40. B-49. B-53. B-54. B-57. B-58. B-68. B-73., B-74., B-92, B-109, B-111. B-125,
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B-128. B-128b. B-133. B-139. C-27. C-38. C-40. C-124 S {5335 L 3] 100% , (&
Y A-11.A-16.A-17.A-27.A-41.A-61.B-37.B-95.B-115,B-138. C-60. C-81.C-82. C-88.
C-93.C-96.C-97 Z I RYTE IR T 95%, 1 54 B-42.C-30.C-38 ZF FI RS 1 MR 90 %,
AW A-19. B-137. C-70, C-79 FERR T VEMEAMCT 80% X REALA4) KCT. KC12, KC15,
KC16 fI4MHI 20 20%, KC14 fRI4MHIZE N 0

[0603]  ZHVRIK LN 50mg/L I5F, 4k &4 A-14. A-15. A-45. B-29. B-40. B-49. B-54. B-57.
B-58. B-73. B-109. B-133. C-27. C-40. C—-124 &= {1 {5473 M 3575 5] 100 %, H &4 A-79,
B-28. B-35. B-53. B-74. B-92, B-111. B-125., B-128, B-139. C-88. C-96 554 I& 1 A
98% , 1 &) A-44 . A-61.A-79.B-128b &[RRI TETEII R T 95%, (b 540 A-16 A-17.A-21,
A-27.A-41.B-37.B-95.B-115 ZE LR VE TEII KT 80 % s % BEAL A4 KCO 4TI 29 30 %
Sof HEAL A1) KC5 BIIHI 2R A 20 %, KC7. KC10. KC15 IFMHIZR A 10%, KC11. KC16 FHH] 2=
O

[0604]  ZHVRIRFE N 25mg/L B, AL 59 A-14. A-45.B-29, B-57. B-133. C-27. C-40 Z£ %
FE IR R 100% , AL A 4 A-15.A-44,A-79.B-35.B-40.B-49.B-53.B-58.B-109.B-125.
B-128. B-139. C-124 KR FE AL T 90% , 46 540 B-92. B-111. B-115 ZE (RS 76
AMET 80% s HEAL A4 KCO HIHMIHIZE A 20 % , STM-2 #IH|ZE A 10% , KC4.KC5.KC7.KC10.
KC11.KC15 HyiilZE R 0

[0605]  ZRK N 12. bmg/L I, 454 B-35.B-58.B-139 I {R4IE 380 98%, b &
¥y A-14. B-133. C-124 R TETEAL T 90% 5

[0606]  ZRAEE N 6. 25mg/L I, A4 4 B-35.B-58.B-139 S LRYIEMEAMIK T 85%, 1k
A4 B-133 BILRFIE TN 80 %

[0607]  (2) X T KEEIm TG ORI 1k

[0608]  ZGVRIRFE N 400mg/L I, AL &4 A-15. A-43. A-46., A-59. B-1. B-14. B-38. B-50.
B-52. B-54. B-55. B-57. B-58. B-62., B-69. B-70. B-73. B-74. B-75, B-92, B-111. B-128b.
B-149. C-33. C-39. C—41. C-49. C-50. C-98. C-99. C-114. C-125 S5 I5 N 100%,
&) A-42. A-44, A-87,B-15. B—41.B-132, B-144. B-146. C—40. C-97 ZEH{FiE HE A
% T 95%, 454 B-130. B-132. B-144. C-30 ZEKIiEVEI AT 90 %, b &4 A-19., A-23.
A-85.C-29. C-46., C-89 = {FHVE 5 M 80 % s HRAL A4 KC1. KC2. KC3. KC4. KC5. KC6 .
KC8.KC12.KC13.KC14.KC15.KC16.KC17.KC18,KC19. KC20. KC22. KC24., KC25. KC26. KC27.
STM-1 H4IIHH 223598 0

[0609]  ZHVRUKJE N 100mg/L I, &%) A-87. B-50. B-52. B-55. B-73, B-75, B-92. C-40,
C-41 ZEHFFIEYERI N 100% , (A4 A-43. A-46. B-69. B-146. B-149. C—49. C-97 Z= {1+
PIEEAME T 90% , (L&) A-15 A-42, B-54., B-57. B-74 ZE{RIPTETEIIAME T 80% ;
[0610]  ZRK 2 25mg/L I, A4 B-50B-52 S5 (K IS AMKT 98 %, (b &4 C-41 [
TETEN 90% , AW A-46. A-87. B-54. B-57. B-75. C—40. C-49 ZFIIETEII AT 80% ;
[0611]  ZGVRA A 6. 25mg/L B}, 4L 54 A-46.B-50.B-52.B-75 ZE[7E HEIIAME T 70% o
[0612]  (3) XI/Naz ks s AR R AP VE T

[0613]  ZGVRIRJE N 400mg/L B, b &4 B-50. B-52., C-50, C-82., C-91. C-98 Z& 1Ry V%
PEA 100% , b &4 A-42 SRR TR 98 % , 4b &4 B-128b 25 (KRG Il 80 % ;X ik

72



N 103547565 B w Bf B 67/72 T

A1) KC1LKC2. KC3. KC4, KC5. KC6, KC7. KC8, KC12,KC13, KC15.KC20, KC21,KC22, STM-1.
STM-2 HJ4I1 2235179 0, KC14 R4 24 30% ;

[0614]  ZYR R JE A 100mg/L I, A4 4 B-52. C-50 25 fRAR G M h 98 % LA |, fh &4
C-91 S FRAE VA 95 %, AL A1) A-42. C-98 S5 [IRP IR TEH 80% i HEAL &4 KC14 fy
IR 0

[0615]  ZHVRHKEE A 25mg/L I, A& A-42. C-50. C-91 2[R TR MEI AL T 75%
[0616]  ZGYRH N 6. 25mg/L Bf, (b &9 C-91 SRR IEMEN 70% .

[0617]  SEJtf] 28 «FB 54k 54 Foxt HE 24 7 R 245 2800 L il

[0618]  BEAT T #8404 & 415 0 HR 24 770 S m 1) 4 f 0 PR T B AR, K45 2R Lk 21— 3R
24 (K “/” RORRIMR ) o

[0619] & 21 X /KFEFGIIA B 1l 22

[0620]
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(o XS KRB NG T i 2 (%)
0.3 mg/L 0.1 mg/L 0.03 mg/L
A-43 100 100 100
A-46 100 100 100
A-87 100 100 100
B-28 100 100 80
B-29 100 50 0
B-30 100 50 0
B-35 100 80 50
B-39 100 80 0
B-41 80 0 0
B-42 100 80 50
B-49 100 100 100
B-50 100 50 0
B-51 100 50 0
B-52 100 100 100
B-53 100 100 100
B-54 100 0 0
B-58 100 50 0
B-62 100 80 0
B-73 80 0 0
B-74 100 50 0
B-75 100 80 0
B-128 100 100 100
B-128b 100 80 80
B-133 100 100 100
C-45 100 100 100
C-46 100 100 100
C-49 100 100 100
C-50 100 100 100
C-118 100 100 100
C-124 100 100 100
KCl1 0 0 0
KC2 0 0 0
KC3 0 0 0
KC4 0 0 0
KC5 0 0 0
KC6 0 0 0
KC7 0 0 0
KC8 0 0 0
KC10 0 0 0
[0621]
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KCl11 0 0 0
KC12 0 0 0
KC14 0 0 0
KC15 0 0 0
KC21 0 0 0
KC22 0 0 0
KC23 0 0 0
KC25 0 0 0
KC26 0 0 0
KC28 0 0 0
STM-1 0 0 0
STM-2 50 / /
H G 100 30 0
FE i 100 80 50
[0622] 3R 22 X5 K E 9 B (1M ] 28
[0623]
ey X} 1 TR 2597 T 41 1l 3(%)
8.3 mg/L 2.8 mg/L 0.9 mg/L 0.3 mg/L
A-15 100 100 100 100
A-43 100 100 100 100
B-29 80 80 50 /
B-35 100 100 100 100
B-42 100 100 80 50
B-49 100 100 100 50
B-50 100 100 100 0
B-51 100 80 80 /
B-52 100 100 100 0
B-53 100 100 100 0
B-54 100 100 100 100
B-57 100 100 80 /
B-58 100 100 100 80
B-74 100 100 80 /
B-75 100 100 100 80
C-45 100 100 100 100
C-46 100 100 100 100
KC1 0 0 0 0
KC2 0 0 0 0
KC3 0 0 0 0
KC4 100 50 0 0
KC5 / / 0 0
KC6 / / 0 0
KC7 0 0 0 0
KC8 0 0 0 0
KC9 80 0 0 0
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[0624]
KC10 80 0 0 0
KCl11 50 0 0 0
KC12 80 0 0 0
KC13 0 0 0 0
KC14 0 0 0 0
KC15 0 0 0 0
KC19 0 0 0 0
KC20 0 0 0 0
KC21 0 0 0 0
KC22 0 0 0 0
KC23 0 0 0 0
KC24 0 0 0 0
KC25 0 0 0 0
KC26 0 0 0 0
KC27 0 0 0 0
KC28 0 0 0 0
STM-1 0 0 0 0
STM-2 0 0 0 0
HEG 100 100 100 80
[0625] 3R 23 X R KR TG IR LRI TS TE
[0626]
o TR T (%)
400 mg/L 100 mg/L 25 mg/LL 6.25 mg/L
A-46 100 95 85 75
A-87 100 100 80 50
B-49 100 95 30 0
B-50 100 100 100 80
B-52 100 100 98 70
B-53 100 80 50 30
B-54 100 90 80 65
B-55 100 100 25 0
B-57 100 85 80 60
B-62 100 60 30 0
B-73 98 100 70 30
B-74 100 95 70 40
B-75 100 100 90 75
C-40 100 100 80 30
C-41 100 100 90 50
C-49 100 90 80 50
KC1 0 0 0 0
KC2 0 0 0 0
KC3 0 0 0 0
KC4 0 0 0 0
KC5 / / 0 0
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[0627]
KCo6 0 0 0 0
KC8 0 0 0 0

KC12 0 0 0 0
KC13 0 0 0 0
KC14 0 0 0 0
KC15 0 0 0 0
KCl16 0 0 0 0
KC17 0 0 0 0
KCI18 0 0 0 0
KCI19 0 0 0 0
KC29 0 0 0 0
KC21 80 / / /
KC22 0 0 0
KC24 0 0 0 0
KC25 0 0 0 0
KC26 0 0 0 0
KC27 0 0 0 0
STM-1 0 0 0 0
STM-2 70 / / /
HHEH 50 / / /

[0628] 3% 24 X1 JNAE & HE R R4 vE T

[0629]

N ORI 1 (%)
100 mg/L 50 mg/L 25 mg/L 12.5 mg/L

B-28 100 98 80 20
B-29 100 100 100 30
B-35 100 98 98 98
B-40 100 100 98 30
B-42 95 75 15 /
B-54 100 100 75 /
B-57 100 100 100 30
B-58 100 100 98 98
B-73 100 100 50 /
B-74 100 98 80 /
B-133 100 100 100 95
B-139 100 98 98 100
KCl1 0 0 0 0
KC2 0 0 0 0
KC3 0 0 0 0
KC5 / / 0 0
KC7 20 10 0 0
KC8 0 0 0 0
KC9 65 30 20 /

77



CN 103547565 B '1% HH :FS 72/72 1L

[0630]
KC10 20 10 0 0
KC11 0 0 0 0
KC12 0 0 0 0
KC13 0 0 0 0
KC14 0 0 0 0
KC15 20 10 0 0
KC16 20 0 0 0
KC17 0 0 0 0
KC20 0 0 0 0
KC21 70 / / /
KC22 0 0 0 0
KC24 0 0 0 0
KC25 0 0 0 0
KC27 0 0 0 0
STM-1 0 0 0 0
H A 100 80 30 /

[0631]  XJHEAL G KCL & KC28 ¥ R WA B il (KC1 % KC20 Z5#4 W s H ARH 4, KC21
FKC28 E it ), Ho 4L &9 KC21 M1 KC22 1) 45 74 B 7 AR WH & sSTM-1 A1 STM=2 K
JERk e R AR (3K ) KC23-25 4& CN101391981 F#iiE 4k &4 :KC26 & JP11292835A Al
JP10182995A I AFH I EW, A TEVEIRIE ;KC27 J& JP10182995A I AF AW, & H
T TEIRIE sKC28 A& US3965109 A HIML &4, F A T MR ELE M

cl, Cl cl,  CN CN 4 CN o
F N F N
NC CN cl CN \©\ \©\
NC cl (N  NC cl NO,
c’ c o T 1 E

[0632]

STM-1

STM-2

KC21

78

KC22

BO AN
NC Cl N~

KC25

1
F o C
NC. Nl\F
N
NC F
1
F CF

KC28



