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A method for the preparation of amido pyrazole derivatives of formula (1) is provided:

o

R-N x?

(1) .

The method comprises mixing a hydrazine compound of formula (I1) and an acylacetonitrile compound of formula (ITT)

o
X° -NHNH, (1)

CN
x (1)

to carry out a condensation-cyclization reaction to obtain a first resultant product; and adding at least one of acylation agents of formulas (IV) and (V) to the first resultant product
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I I
C, C,

/N aw

v ®O(Iv) v (vl

to carry out an acylation reaction on an amine group to obtain the amido pyrazole derivatives of formula (I), wherein: R is i, X! and X% are independently alkyl, halogen, cyano, nitro, thiol, haloalkyl, alkoxy, cyclic alkyl,

haloalkoxy, aryl, heteroaryl, or heterocyclyl; X* and X* are independently different alkyl, aryl, sulfonyl, cyclic alkyl, heteroaryl, or heterocyclyl: and L is a leaving group.
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TO045] o iy = 5-v% k-1, 3= ¥ fhweek (14 £ 445) 5 % 8 £ 1202 131°C ¢ | H NMRCCDCL , 200MHz) 6 3. 82Cs, 2H, NH, ), 5. 88(s, 1H, Py-H), 7. 32-T. 49(n, 10H, Ark), 7. 58(dd, 2H, / =6. 6, 1. 2Hz, Ark), 7. 80(dd, 2H, J =6. 6, 1. 2Hz, Ark) : 1% € NMR(50MHz, CDC1,
)688.1,124.2,125.6, 127.5, 127.8, 128.5,129.5, 133.5, 138.7, 145.8, 1515 5 IR(KBr)3427(brs, NH), 3337(brs, NH), 3059, 1616, 1598, 1558, 1505, 1456, 1375, 1070, 952, 758, 698cn | : MSm /z (4n$t 5 & )235(N°
,100), 207(20), 192(3), 180(3), 131(T), 117(4), 104(11), 102(10), 92(T), T7(17), 85(3), 51(8). ;5 Mg Ny 4473 & = C:76.57;H:5. 57;N:17.86 & % i : C:T6. 143H:5. 81;N:18.05
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[0048] AT ledy NV -(1,3-2 F R —woed-b-fh) e fpaR(ic £4012) 1 G mCER B E LTS 0§ ¢ FARD1481150C b NMR(CDCI3 , 200MHiz) 6 2. 06(s, 3H, Me), 6. 95Cs, 1, Py-1), 7. 32-7. 84(m, 81, Arli), 7. 81(dd, 2H, J =6. 6, 1. THz, Arfl) © B NMR(BON{I’IZ,CDCI3
)623.7,96.4,124.2,125.0,125. 7, 128. 1, 129. 8, 133. 0, 136. 5, 137. 9, 151. 8, 167. 0 : IRCKBr)3230(brs, NH), 3061, 1681, 1595, 1560, 1505, 1496, 1468, 1367, 1267, 1072, 954, 763, 692cm ' MSm /7 Cip 43 & )277(M"
» 14),235(24), 207(6), 180(2), 131(5), 102(23), 77(45), 65(5), 51(34), 43(100). C; Hy5 Ny 04 4738 i ¢ C:73.63;H:5.45;N:15.15 3 § % & © C:73.52;H:5. 64;N:15.49 =

[0049] +* & e o) 25k -1, 8- F A MAFD) BN E ke Evkvh 0 BB ARG AL R A 0 R F R B ER TR T R B RS2 ) u,&%ﬁi'zmz‘,fz Eckvh o RAorZ FVRBHEF BR AP 0 URE T G
Ko Eribefes BokED SR R B 0 MG AR IR Y G0 A S 5835l ~(1,3-2 ¥ A-14 -resk5- B)e R B FID AT ed 1957 -

[0050] *+ & § ks v%i*'s'u‘ll‘*?liﬂifv o1, 3-2 Fheok (i G5B FA R K Eodes 0§ Efkipie e RO fade LR G o b RIRID] BRIS 0 {17 R KT B0 TR it r»"l,&‘rﬁnc*#iifzm‘%vw'ih CETRBEF R AR CURER B R
s Hf'r-frﬁ RkE o SRR FBE o R ERITR I T UWAS L) 105N - (1 32 FA-LH ek by pps(it 12D A &ril*r—r °

[0051] + ¢ i@ % (2% 42 e fhpdit £ ;)gé 2 5smgho], 3-2 F ek (1 £ 4R5) A AT BT PRATET C FaMTS BRI EAIE TR b0 B8 RIRAR GAcT BNTA o o TRPET e fo0 F AR BRI TR TR o st QY RN  ARERT Y AT EEAIRT &
02 10°C2 F fuif it Fiti7 o

[0052]

[0053] g b+ sl -t des BBkt (i iy §) M S MMM AL

EE R EIERES § ST STAY
BREM NI RRHE SR CEE AR
Rece [} 8
T ” 0
Lace (E] <18

[0054] R %5 6I52 21 fh 5 & 5F &R 1 K R MRk & J o 17 - S E FE QK - AN (1,32 F AL k-5 ) F 7 faskprd oo B8 Jifi AL GdeT 4R o

[0055]
SR A R R e
" W A, R T, T
[0056] AT R § O LR TDER G ROT AR (neat) T & (78 LIRS ki TSR R E 0 R b e L R bR X T REE SRR TR 2 T TS SUES SR Py 1

AR N

S PURSRIEH A E § ek o B der S E TR IAE R B g o SR FIRRE B A B e 8 Bk LRk 32 R e ) RS £ H12) -
[uos7]**:;,ﬁwv»?wﬂau<wt#11>»~sttm*{-xv‘Hm“:wﬂfunm » RIS AEE R o B O T IR WYL IRE R 6 HOkiG 0 TR R R AEALI R U AR R BT o KRS iR
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L0038 ity = 2 - ~(1,3-= ¥ 14 —rt5- ) fRrRCic & #13) 0 Cp % F A 15201+ F 4 FHD1322134C | B NR(CDCL , 200MHz) & 3. 69Cs, 2H, CH, ), 7. 05(s, 1H, Py-H), 7. 09-T. 43(m, 13H, Ark), 7. 83(d, 2H, J =6. 6Hz, Ark) : 1% C NNR(50MHz, CDC1,

)629.7,94.9,123. 66(2xCH), 124. 2, 125. T(2xCH), 128. 1(2xCH), 128. 6, 129. 5(4xCH), 129. 6, 129. 8(2><CK) 132.9,133.5,136. 5, 137.4,151. 8, 167.3 5 [R(KBr)BZBS(brs NH), 3064, 2924, 1700, 1559, 1486, 1458, 1368, 1158, 1073, 95dem-" : MSm /2 (4p 3 2 )35301"
,8),269(1), 235(18), 207(3), 180(1), 167(1), 131(3), 102(17), 91(100), 77(40), 65(29), 51(18). Cog Hyg Ny OF 47342 ¥ 0 C:78.16;H:5.42;N:11.89 5 +78.01:H:5. 34:N:11. 69 -
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[0060] Jrliedh 0 N (1,32 FA-TH ek -5 ) FARIEC £ 5 14) 1 G ERCEP B F LK IS0 6 ¢ BADITIZITC Ly NMR(CDCI, , 200MHz) & 7. 20Cs, 1H, Py-H), 7. 30-7. 64(m, 9H, ArH), 7. 88(dd, 2H, J =6.6, 1. 6lz, AriD), 7. 87(dd, 2H, / =6. 6, 1. 6Hz, ArlD), 8. 06(dd, 2H, ./
=6.6, 1. 6Hz, ArH) ; e NMR(50MHz, CDC1y

)695.9, 124. 9(2xCH), 125. 8(2xCH), 127. 1(2xCH), 128. 2, 128. 5(2xCH), 129. 0(2xCH), 129. 3, 130. 1(2xCH), 130. 2, 132.5, 133. 0, 133.7, 136. 7, 137.9, 171. 1 ; IR(KBr)3275(brs, NH), 3062, 1645, 1558, 1365, 1258, 1072, 954, 763, 711, 698cn | MSm /2 (4p 5 2 )339(M"
4 T4), 234(2),206(2), 105(100), 77(45), 51(5). Cop Hyg Ny 0% L C:77.86;H:5.05;N:12.38 + 3 % C277. 56:H:5. 24;N
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T0062) 4 s gty = 34 -V —(1, 3= ¥ 14 ~ek-5- ) F = £#15) * 4 8(f Oy Cl, MeOHY £ 24 » 9 & AMDITSZ177C | K NUR(CDCL , 200MHz) & 7. 18Cs, 1H, Py-H), 7. 31-T. 41(m, 8K, Ari), 7. 57(dd, 48, J ~4.2, 1. 4Hiz, Ari), 7. 88(dd, 28, J
=6.6, 1. 4fiz, ArfD), 8. 21(b, TH, NH) : 1% € NUR(50Mhz, CDC1,
)696.4, 114.5, 114.9, 119.4, 119.8, 122, 4(2xCH), 124, T(2xCH), 125. 8, 128. 6, 128. T(2xCH), 130, 1(2xCH), 130. 6, 130. 8, 132. 9, 135. 3, 135. 4, 136. 3, 137. 8, 152. 0, 160. 4, 162. 6, 165.3 : IRCKBr)3269(brs, NH), 3064, 1684, 1589, 1458, 1365, 120, 1072, 956, 692cn | 3 NSw /2 (4
5 357N, 15), 356(15), 206(2), 123(100), 101(18), 95(35), TT(1T), 51(10). Cyy Mg PNy O #5345 i : C:73. 945H:4. 51N 1176 5 3 % i : C:73. 665H:4.46;N:11.41 «
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[0064] AATHAy A& N (1,32 F AL k5 ) FRvR( £ 4416) ¢ % (i CH, Cl, /MeOH® & 28 + 5 ¢ FHR)I8TL189C ; it NR(CDCI, , 200Miz) & 7. 12(t, 1H, .7 =8. THz, ArlD), 7. 18(s, 1H, Py~
1), 7. 32-7. 48(n, 41, ArlD), 7. 55-7. 58(m, 4, Arll), 7. 70-7. 77m, 21, Arf), 7. 88(dd, 4, 7 =T.9, 1. 3fiz, AriD), 8. 12(b, I, NID : ** € NUR(30MHz, CDCly

)696.0,116.0, 116.4, 124. 8(2xCH), 125. 8(2xCH), 128. 2, 128. B(ZXCH) 128.7,129.4,129. 6, 130. 1(2xCH), 132. 9, 136. 5, 137. 9, 146. 2, 152. 1, 162. G IR(KBr)3217(brs, NI, 3045, 1685, 1529, 1504, 1460, 1367, 1286, 1234, 1072, 918, 760, 694cm ' :NSm /7 Cip $5 235704
»15), 234(1), 206(1), 123(100), 102(24), 95(46), T7(24), 51(12). Cyy Hyg FNy 0445355 i 2 C:73.94;H:4.51;N: 11,76 5 9 % i < C:73.87; 1.35-

[0065] ** § # J*.’fa"'%?“ﬁhﬂf(“f-#ﬂll)».:s*t{a"{'!‘u_;n;iv!mkﬂ*il[gﬂlﬁw“‘ TR AEE R AP R EREF e~ BSE U fRd o FASE PV A R ér»'%ﬁf; PRI RE R EN2L LERRIEE
PURSRACR A F m EAnd o foder 2 U RBIAF R &4 SR FBORES B G A 0 B e fe s Dokt BER RS o BB AR WRWAF S8R N 1,32 F RN ek SR F IR E 1T 0 ek 2907 o

[0066] AT HdR C2-8 N ~(1,3-2 F 1A etk 5o FRAR( £ 1T LG s CER B LA TS 0§ ¢ HDI4TI 49T 5 L NMR(CDC14 , 200MHiz) G 7. 14Cs, 1H, Py-ID), 7. 22-T. 68(m, 111, Arl), 7. 70-7. 94(m, 3H, AriD), 8. 64(b, 1H, N B NMR(SUMHZ CDCly

)696. 2, 125 5(2xCH), 125. 8(2xC), 127. 5, 128. 2, 128. 6(2xCH), 128.9, 129. 5(2CID, 130. 5, 131. 2, 132. 0, 132. 5, 132. 9, 136. 6, 137. 6, 151. 9, 162. 7, 168.9 : IR(KBr)3256(brs, NI}, 3066, 1666, 1566, 1502, 1460, 1369, 1263, 1117, 1051, 765, 696cm ' : MSw /7 Cip 455 2)373(M"
»10), 338(18), 234(1), 206(2), 141(44), 139(100), 111(36), 102(34), T7(36), 51(16). Cyp Hyg CINg 04 473K i : C:70. 68;H:4. 31;N:11.24 5 3 % it = C:70. 29;H:4. 513N:11. 14 -
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RIS ki Gehva o Bher & TCRBIER R A4 R RS ek G B 0 B it e 8 ROk SBIRToRERE 0 BB ERTH L TRUWAF S TIN3-E N 1,32 F 1A ek SR FPRR( £ 4 18)  dok 297 o

[oo68] AT ledy t 3-F N —(1,3-2 ¥ R-1H ek -5 1) ¥ EF18) s CER B LTS 0§ ¢ HHDI68I1T0T ¢ L NMR(CDC14 , 200MHiz) G 7. 14Cs, 1H, Py-ID, 7. 22-T. 61(m, 101, Arl), 7. 65-7. 94(m, 3H, AriD), 8. 04(b, 1H, N : 3¢ NMRC50MITZ, CDCly
)G 96. 4, 124. 8(2xCH), 124. 9, 125. 8(2xCH), 127. 7, 128. 2, 128. 6(2xCH), 128. 8, 130. 1(2xCH), 130. 3, 132. 6, 133. 7, 134. 9, 136. 2, 137. 8, 152. 1, 162. 6, 169. 6; ]R(KBr)BZA&(brs NH), 3052, 1675, 1573, 1498, 1455, 1431, 1358, 1292, 1252, 1061, 758, 692cm | 5 NSm /2 Cip %t 5
R)3730MT, 15), 343(1), 234(2), 206(3), 141(33), 139(100), 111(46), 102(32), 77(33), 75(27), 51(19). Cyp Hyg CINg 04 #7345 i 0. 68;H:4. 31;N:11. 2 4. 515N 11, 14 »

[0069] *+ & § hsa™ » o2 e (1 pH1D)& R F e o A g Sk TR SRS R AP £ ST YA 0 AT AT R EEL N AR U3 CFEIRE BRI ERRATRERF BT o FF
Bk CURSRER B Eivd o R ohor 2 § 0 RBIAF B EF Fﬁ’**—ﬂ'&?"}i&‘ﬂ“ﬁ F ot fe s @olokis o RERTERS  RBRERTRL > TREAS J8%2-7 AV (1, F U etk o5 ) FPRIE( £ $19) 0 do R 297 o

too70] AAT Ay 27 AN (1,32 FA-1H k-5 ) FpeR(it £519) %8 Cly Cly /2 = ¢ R g5 ¢ AWISTLIIRT ; it NHR(CDCI , 200MHz) & 2. 17Cs, 3, CH, ), 6. 82(s, 1H, Py-H), 6. 91-7. 56(m, 12H, ArH), 7. 86(dd, 2H, J =T.1, 1. OHiz, ArH) ; B
NMR(50MHz, CDCly ) 619.7,102.8,125.2,125.7,125.9, 127. 3, 128.2, 128.6, 129. 1, 129. 4, 131. 3(5xCID, 132. 8, 134. 3(2xC), 137. 6, 138. 3(2xC), 151. 8, 172. 1 5 IR(KBr)3064(brs, NI, 1718, 1683, 1599, 1549, 1501, 1458, 1383, 1319, 1233, 1140, 1108, 1078, 953, 901, 841cm ' : NS
/z Gosts £)35000 |, 14), 336(13), 307C11), 289(11), 262(8), 235(9), 219(12), 178(9), 154(68), 136(65), 119(100), 107(36), 91(79), T7(50), 69(43), 55(50). Cog Hg Ny O 473+ 5 @& 2 C:78.16;H:5. 42:N:11.89 ¢ 3 % & © 78.19:H:5. 4T;N: 11,69 =

[00T1] 3§ § e o 37 e § (a1 R £ s ag LR R 0 kG T R SRR R A R éﬂL/fuT‘ﬂw‘ ,y{ PR EEURT A Y G ek S gpk 0 P EI TR L REALIE AR R E RS R o 4 5 R
B PTRRSA e Sk Fhon D E 0 SRR R E B SR E IR f b G B B o 8 Bk SRR 0 RS R TR YRR AT L TB T RV (1,32 ¥ - e BFRIEC £ 420) ¢ ek 2995

[o072] AAT Ay AT AN (1,32 FA-1H etk -5- ) FpeR(it £ 520) ¢ %8 Cly Cly /2 = ¢ R g5 ¢ AWISILILT it NMR(CI)CI‘.S » 200MHz) 6 2. 39(s, 3, CH, ), 7. 19Cs, 1H, Py-HD), 7. 24-7. 65(m, 12H, ArH), 7.89(dd, 2H, / =7. 3, 1. 4liz, ArH), 8. 12(b, 1H, NH) ;
C NMR(50Mz, CDC1y ) 6 21. 5, 95. 7, 124. 8(2xCH), 125. 8(2xCH), 127. 1(2xCH), 128. 1, 128. 6(2xCH), 129. 6, 129. T(2xCH), 130. 0(2xCH), 130. 3, 133. 0, 136. 8, 137. 9, 143. 3, 152. 0, 163. 6 5 IR(KBr)3277(brs, Ni), 1654, 1558, 1505, 1459, 1387, 1282, 1074, 1018, 953, 915, 834cn-!
TMSm /7 G e £)354(M | 6), 233(2), 205(2), 177(1), 167(1), 130(3), 119(100), 102(19), 91(56), 77(19), 65(8), 51(5). Cog Hig Ny 024735 & T8.16;H:5.42;N:11.89 5 % %t * C:78.05;H:5. 34;N:11. 71 »

[0073] %0 & F ™ o o e §(I G IDHBF R T ARBAGFET K BLP P 5kl THE SRR BB LS ERIE lﬁ}“rﬁ i ”il‘{”ﬂls N I A o SR PR R RN R R R T BRI R e e
LR N "M&%ﬁit'ﬁﬁ‘ﬁi‘li”“ﬁ PRGN FVRBEE R E S SRIIGRGE Tk A 0 £ e d Rk SRk 0 R EF RIS PHWAF LT8IE-2 £ 7 AN -(1,3-2 FR-IH ek 5o ) FhRR(I £ 521) 0 A 29T o

TO0T4] o ety = 32 &% AV (1,32 ¥ -1F —eob5- ) F=C £ 21 1 58(A Ol Cly /2 %9 £ 24 » § 6 AHD1962198C | B NUR(CDCL , 200MHz) & 7. 19s, TH, Py-H), 7. 29-7. 49(m, 4H, Ari), 7. 56-7. 58, 4, Ar), 7. 71(d, 2H, J

=8, Thz, Ark), 7. 82-7. 91(n, 48, ArlD), 8. 21 (b, 1H, M) + ' C NUR(50MHz CDC1; ) 696, 4, 124.0, 124. 7(2CH), 125. 8(2xCH), 126. 1, 127. 6(2xCH), 128.3, 128, 6(2xCH), 128. 6, 128.8, 129, 4, 130, 1(2xCH), 130.5, 131.1, 133.8, 1361, 1

1378, 152. 1, 162. 6 ; IR(KBr)3205(brs, NH), 3051, 1658, 1593, 1556, 1537, 1498, 1460, 1367, 1303, 1168. 1066, 854, 758, 688cn | < MSm /z (ip #3 240701, 30), 377(2), 234(4), 206(4), 173(100), 145(54), 131(6), 102(38), T1(38), 51(15). Cyy By Fy Ny 04 fi34 %
S67.81:H:3.96:N:10.31 5 % % & @ C:68. 12;H:4. 10;N:10.21 -

[0075]*”{» B BT RET e §(ERIDERY R RIiE TR 201 B WakiE TR R iR L 8 #éﬂk/f@‘h FA¥UfaE - WU § &‘{"pg RER SRR CrEI R BRI U ERRTRERF R £
Bt i RARICRA G e S ohd o R der 2§ 0 RBRE R £ o Sk F ik Tk d A R e d Bopikis o SR fokRE 'i-»y}t AT R A S 9082 § AV (1, 'S ly =t 1) F ARSI £ 4 22) 0 ek 294 o

L0076] oty = 27 § - (1,32 ¥ A-LH —vek-5-3) FARIR(1 £ 422) 0 GBCEP B F 1K 180 + 9 & ARDI962198C | B NR(CCL , 200MHz) & 3. 52(s, 3, Ne), 6. 91(d, 18, J =6. 9z, Ark), 7. 10Ct, 1H, J =4, 6z, Ar), T. 13(s, 1H, Py~
1), 7. 33-7. 89(m, 8, AriD), 7. 91(dd, 28, J =6.7, 1. 3Hiz, Arl), 8. 43(dd, 18, J =6.7, 1. 3hz, Arfl) : ' C NUR(50MHz, CDC1
)655.6,94.6, 1.4, 120. 1, 121.8, 125. 8(2xCH), 125. 9(2xCH), 128. 0, 129, 8(2xCH), 132. T(2xCH), 133. 1, 133.9, 135. 1, 136. 7, 138. 1, 152. 1, 157. 2, 161. 25 IR(KBr)3306(brs, NH), 3062, 2924, 1674, 1598, 1570, 1496, 1483, 1371, 1296, 1244, 1163. 118,759, 694cn ' < NSw /z (4
#3690, 2), 206(1), 135(100), 120(3), 102(15), 92(25), T7(49), 63(T), 51(11). Cyy Hyg Ny 04 473+ 5 it : C:74. 7830:5. 18;N: 1137 5 3 % i+ C:74. 983 M:5. 43;N:11.48

[0077] %0 % § 46 » 2% 7 e § (* B 1B E B TR 2 B 0 ki T AR R S BT F AT RE 0 T T AT AR R RS BBk D R RN TR KT ERE e o §
ot i CURSRCR B E ek fhor S e Bk E Bk o B o i befe S Bokikis SRR R S AT T R AT A TR § BN (1,32 FB1H k5 ) FRaR(ie £ 523) 0 4ok 257

[oo78] A ledy 13T F AN (1,32 FALH ek -5 R)FRR( £ 423) 1 G ECER M AL § ARDITSIITIC ¢ Tn NHR(CDCL, , 200MHz) & 3. 84Cs, 3H, Me), 7. 19Cs, 1H, Py-1), 7. 28-7. 72(m, 12H, ArlD), 7. 88(d, 2H, .7 =8. Oliz, ArH), 8. 21 (b, 1H, NH) Be
NMR(50MHz, CpCly
)655.5,96. 1, 112. 6, 118.6, 118. 7, 124. 4(2xCH), 124. 8, 125. 9(2CID), 128. 2, 128. 6(2xCH), 129. 6, 130 0(2CID, 133. 0, 134. 6, 136. 6, 137. 9, 152. 0, 160. 1, 163.7 : [R(KBr)3257(brs, NI), 3066, 2843, 1667, 1597, 1560, 1502, 1460, 1369, 1284, 1230, 1041, 769, 702em | NS /2
Cia s 236900, 1), 234(2), 208(2), 135(100), 107(27), 92(25), T7(52), 64(13), 51(12). Cog Mg Ny O& 473+ B i : C:74. T8:H:5. 18:N:11. 87 1 3 % & * C:74.55:H:5. 645N: 11,72 =
[0079] *+d § haa™ » ¥ 7 e § (1 AP 1@ RF R endse o G RBMGFERTF L) A o ok T RR SRS B E 0 £ ERE G i e AR < EAFURRE o FEH- L ATUME RNl RO v T R R HEN2E IPI&,&,{WAESE‘IF&'
FF RS LB GRS B R Eekvh 0 R der D £ ORI R E S SRR e b A B e 8 Bk BRI 0 A S AR WAL S 88N 42 & RN (1,3 Fah-14 -5 &); B ded 2557 -
[0080] AA A 2,42 & AN (1,32 FAIH ek 5o R)FerR( £ 424) 1 G Ch, Cl, /= = ¢ RS 4 AWI621164T 5 T NHR(CDCI , 200MHz) & 6. 74-6. 89(m, 1H, Arl), 7. 92-7.10(m, 1H, ArlD), 7. 26(s, 1H, Py~
1), 7.31-7.51(m, 4H, ArH), 7. 55-7. 59(m, 4H, Arli), 7. 88(dd, 2H, 7 =6.7, 1. 4Hiz, Arll), 8. 14-8. 39(m, 1H, ArH), 8. 74(b, 1, NH) ; B NHR(50MHz, CDC1y
)695.5,104.0,104.5,105.0,112.9, 113. 3, 116. 7, 116. 9, 117. 0, 125. 1(2xCH), 125. 8(2xCH), 128. 2, 128. 6(2xCH), 128. 8, 130. 0(2xCH), 132. 9, 134. 2, 134. 4,136. 7, 152. 0, 158. 2, 164. 3 5 IR(KBr)3423(brs, NHI), 3061, 1693, 1614, 1570, 1494, 1289, 1111, 970, 766, 694cn”"  MSm /2
Gin$t3 2)376(M" , 100), 358(3), 336(3), 304(3), 282(5), 262(3), 234(6), 219(4), 207(5), 154(5), 141(98), 113(7), 92(4), T7(12), 57(4). Cop Hyg Fy Ny 044535 @ 0 C:70.39;H:4.03;N:11.19 3 F % & = C:70. 81;H:4. 19;N:11.54 =
CwiE

TO081] 55§ 50 o 5o e § ( f 4 I)2 84 £ ensos o 0@ AU K B2 BF S o S0okis ™ R SR R £ RSB BT A AR AT AT R A g R I AL L LLE LR T
LB CGRSRERB G kv 0 e n D § 0 R IRE R B g o ORI e B B e D B BRI BT RS AT 1 W AT S 90%B-F N ~(1,3-= *g Ll w5 3h) 5 FbR(i £ 4425) 0 4ok 2547

T0082) 4 s ity = 3§ -0 ~(1,3-= ¥ A1 o5 ) FRIECH & #25) © B CAP B 1k 135 4+ 169 A7 208C : | H NIR(CDCLy , 200MHz) 6 6. 90Cs, 1H, Py-H), 7. 26-7. 45(n, 118, ArfD), 7. 79-7. 92(m, 3H, Ark) 1% € NR(50MHz, CDC1,
) 6100.5, 12,7, 117. 1, 124, 3(2xCH), 125 3(2xCH), 128. 3(2xCH), 128. 7, 129, 5(2xCH), 129, 6, 131, 2, 131, 8, 134.4, 135. 3, 135.7, 138.6, 151.7, 164.3 5 [R(KBr)3309(brs, NH), 3068, 2022, 2852, 2232, 1689, 1654, 1560, 1498, 1438, 1363, 1292, 1190, 1072, 916em™ | : MSw /7 i ##
5536401, 59, 234(11), 207(6), 147(8), 130(100), 102(49), 91(2), T7(15), 64(1), 51(8). Cyq Hyg N, 04 45544 75.8130:4.43;N:15.38 3 3 % i © C:75. 49;H:4. 65;N:15. 18 -
[0083] %% § 438 » B¥ 7 e F (R G HFIDREF BT ARBMEE T F 2L WG 0 ks T RS S R G F 0 FERE FATORE  FHTAY RIS s
L URSHERA R EAR 0 B s 2 § T BB IS R A S R FRR o B G R 0 B LR BokikiE - SEATE Sk TRE AL S T8 F AV (1,3
L00B4] 2 45 dichf 1 4-F SN ~(1,3-= F 31—k 5-3) FRRVECH £ $26) 4 CALP B F LA 173 % > § & AT 209C 5 ' 1 MIRCCDCL , 200MHz) 6 7. 02(s, 1H, Py~
1), 7. 35-7. 49(n, 68, Ark), 7. 66-7. 72Cm, 31l Arl), 7. 90-7. 95(n, 31, ArlD), 8. 12-8. 20(m, 20, ArlD), 8. 27Cb, 11, M) 5 ™% ¢ NUR(50Mz, CDC1,,

)699.7, 112. 7, 117. 7, 124. 0(2xCH), 125. 3(2xCH), 127. 7, 127. 9, 128. 6(2xCH), 129. 9(2xCH), 129. 9, 131. 3, 132 1,133.4,134. 9, 135. 3, 136. 8, 139. 2, 150. 7, 163. 8 5 IR(KBr)3250(brs, NH), 3087, 1686, 1578, 1501, 1296, 769, 699cm ' 5 MSw /2 (ip $#4 /2 )364 (M
,100), 335(6), 262(3), 234(12), 206(7), 130(98), 102(44), T7(16), 51(5). Cog Mg Ny 04453+ 5 i C:75.81;H:4.43;N:15.38 : % ©C:76.12:H:4.425N:15. 14 «

(0085145 § 4 56 9570 fhe § (1t 64 IS8 § Rmsos - LR aliF T & RIS+ Sk T RS AR b RS RO B R R 25 ke SRR EEENLLR  EA AR E RS B - § £ Y
IR Y 2 PR T CURE RN SRy % REPEFE  fchf A 0 E s BokkSE  LERTCEIRE BB E AR TRE A S D TR R ~(1,3-7 FR-1F -5 R) FRRECE £ $2T) 0 e d 257 -

[0086] A ety R AN (1,32 F A1 sk -5- ) FpsR( £ 5 2T) D G 8 CHy Cly /2 %@ F 5 d > 6 4 FAH)2292 231C 5 L H NHR(CDCL, , 200MHz) & 7. 00Cs, 1H, Py-H), 7. 36-7. 89(m, 12H, ArH1), 8. 08-8. 26(m, 3H, ArHNH) 5 Be NMR(50MHz, CDC1,y

)6 100. 1,124, 4(2xCH), 124. 8, 125. T(2xCH), 128. 3, 128. 6, 129. 2(2xCH), 129. 7, 130. 22xCH), 132.0, 133. 1, 134. 6, 135. 6, 137. 0, 138. 9, 144. 4, 147. 0, 150. 8, 167. 8 : IR(KBr)3261(brs, NH), 3061, 1718, 1533, 1502, 1354, 1249, 7574, 690cm™' : MSw /z (4p#+5 & )385(M"
,66), 370(27), 339(22), 323(10), 307(45), 289(39), 285(18), 262(15), 234(32), 206(22), 178(31), 165(48), 154(100). Cpp Hyg Ny Og ol i :68.74;H:4. 205N:14.58 5 3 % @& @ C:68. 815H:4. 15;N: 14.

[0087] *+& § ™ » B¥vppe § (41D R g ey b ef#]u;w TR B2 P TR TSR R A R MR R A AT RE  FHAAY T R L 3 o wEIRE PGP ER BT R RRE o dF
i ‘A%Aﬁi'i'#%’%‘l Fekwd o BAer 2 KU RBEF ) RE PR Tk B 0 R e 8 Bk o SR ok s BeEgATA L R A S L8N - RN (1,32 FR-LH k5 ) FRRR(I £ 1028) 0 e 2995 o

TO0B8] 1 s ity = 4ot -V ~(1,3-= ¥ 14 o5 ) FRIRCic & 28) - 8 CHy CLy /2 %% 468 5 ¢ AN2215223C 3 | H WR(CDCL, , 200MHz) 6 7. 23(s, 18, Py-1D), 7. 37Ct, 11D, 7. 43(t, 11D, 7. 51(q, 11D, 7. 60(d, 2H, J
=4 5z, ArH), 7.36-7. 89(n, 128, ArfD), 8. 08-8. 26(n, 3H, ArH+NID, 7. 92(m, 41D, 8. 09(b, 1H, NH), 8. 32(d, 28, 7 =8. THz, Ark) : 1% € NUR(50Mhz, CDC1,

) 6100. 1,122, 9(2xCH), 123. 0(2xCH), 124. T(2xCH), 126. 9, 127. 5, 128. 1(2xCH), 128. 6(2xCH), 128. 8(2xCH), 132. 3, 136. 1, 138. 3, 138. 5, 150. 8, 162. 0, 163. 5 ; IR(KBr)3250(brs, NH), 3087, 1686, 1578, 1501, 1296, 769, 699cn ! MSw /z G5 7 )364 0"
21000, 335(6), 262(3), 234(12), 206(7), 130(98), 102(44), T7(16), 51(5). Cyy Hyg Ny 04 453+ 3 i © C:75. 81:H:4. 43:N:15.38 5 # % i : C:76. 12;H:4. 42:N:15. 14 »
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[0092] %0 % fF hsa™ »n¥o e § (I EFIDRBF T LRBHFEETE B2 A - Sk THEL 9 fRd  F2vhen TR R e A1 HUf FEDEE  REEOLL P ER R ERIR R e R R
[ ‘A%Aﬁxé'#%’f‘t Eekvd o FherZ F U RBRF I kEPkE o ok A 0 £ 'lff‘kﬁﬁ Hw AR AT W R A S S T0% N -2-rkea ], FRDRM - ek (1 £ 4229) 0 4o 3HT o

[0093] i dedy t N 2ok 1,30 FASERLH ek (1 £ 4220) T B EBRCER B F AT A FHD1433 145C ¢ 't NMR(CDCL, , 200MHz) & 6. 54(dd, 1H, J =3. 6, 1. THz, *% s -1, 7. 18(s, 1H, Py-H), 7. 25(d, 1H, / =3. 6Hiz, % s
-H), 7.32-7.51(m, 6H), 7. 56-7. 60(m, 3H), 7. 89(dd, 2H, J =8. 0, 1. 3Hz, ArH), 8. 34(b, 1H, NH) 5 e NHR(50MHz, CDC1y
)695.4,112.8,116.4, 124. 7(2xCH), 125. 8(2xCH), 128. 1, 128. 6(3xCH), 130. 0(2xCH), 133. 0, 136. 0, 137. 9, 144. 8, 146. 8, 152. 0, 154. 2 5 IR(KBr)3400(brs, NH), 3277, 3138, 3061, 1672, 1587, 1556, 1537, 1500, 1471, 1415, 1365, 1288, 1228, 1157, 1074, 1012, 954, 883, 763, 692en”!
TMSm /7 Cin#tas £)330M , 100), 315(9), 262(11), 236(14), 221(16), 207(12), 154(28), 121(42), 119(58), 95(95), T9(5T), 69(100), 55(99). Cyp g Ny 0, HRMS3 i+ 329. 1164 5 9 % i@ : 329. 1241 -

(00155 § oo G2 e § (B FIDE S EReTos s LRGN 8 RIS ko™ SRS IS Bt £ 2 R Do ® R 0 WOBra 0 AR5 O TR RN IR K78 RIS Rk 5 s
i 0 rURSRCRA fvz Feked o fer 2§ T CRBIEF R ES 0 RRERREE ok 8k 0 B e e 8 BoRREF 0 DRk i PR TUWAF LT V -2-sfe AR -1, 3-2 3’& 5 SR f ek (1 £ 47 30) 0 dod 3T o

T0095] 1 s iy = ¥ —2srd AR, B ¥ A-5-0R 14 ek (it & 3#30) 229 942 1 | H NIRCCDCLy ):7. 04Cdd, 1K, J =4.9, 3. 8Hz, 5= ), 7. 13Cs, 1H, Py-H), 7. 36-7. 66(m, 10H, Ark), 7. 86-7. 90(n, 28, =1, 7. 90(b, 18NH) : 1% € Nmucnu3

):96. 0, 124. T(2xCH), 125. 8(2xCH), 128. 1, 128. 2, 128. 6(2xCH+CH), 129. 2, 130. 1(2xCH), 131 8 132 9 136 2,137.4,137.8,152.0, 158. 1 ; IR(KBr)3061 (brs, NH), 2922, 2851, 1654, 1554, 1537, 1504, 1365, 1283, 1214, 1171, 1065, 1038, 888cm | s MSm /2 (ip %35 22 )34500°
,42),236(4),207(3), 111(100), 102(11), 83(2), 77(10), 51(3). Cyp Hy5 Ny OS HRMS ¥ i SR 345.0039 -

[uose]**nwﬂv»:wmna(wm—n)gsﬁ{m*{-ﬁvM,mvz‘wu;rﬁx,wnrﬂ'! £HAE R e R SIE iRk 5 BIAE R ke b BT %% 5 RO v BRI RN R R E RS R
Bk F R RS S Dok B r D 0 R EE R A F 0 SR IGER  Joh S A 0 B e ki R ICR AR EEF AR TRE A 5 TINON - E Bk SRR AL, 32 F AR e (£ F31) e A 39

L0097] s ity = ¥~ vk -5opti b1, 3= ¥ 50 - 1f —eeb (i £ 431 ¢ G BCER B F LA TR+ 4 FDI532155C ¢ | H NIR(CDCLy ):T. 04(d, TH, / =1. 8liz, % &e2-H), 7. 19Cs, 1H, Py-H), 7. 35-7. 58(n, 8K, ArtD), 7. 87(dd, 28, =6..6, 1. 4hiz, ArtD), 8. 35(d, 1H, /
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5,5

~1.8l1z, £ =21, 8.51(b, 10 NI : 1% € WRCCDCL,
):96.2, 107. 9, 124, T(2xCH), 125. 8(2xCH), 128. 3, 128. 6(2xCH), 128. 9, 130, 2(2xCH), 132. 7, 135. 0, 137.5, 151. 4, 151, 7, 152, 0, 161, 5 : [R(KBr)3399(brs, NI, 3306, 3151, 3085, 1700, 1550, 1498, 1457, 1418, 1364, 1330, 1270, 1204, 1162, 1073, 1018, 825cm | < WSw /2 (o5
)3, 62), 26215, 236(11), 203(11), 169(12), 154(22), 12121, 119(41), 95(T4), T9(53), 69(96), 55(100). Cyg Hy, Ny 0 HRUS3 5 i 2 330, 11175 3 % 5 2 330, 11875 Cg My, Ny O, #4735 (& © C:69. 6850:4.27:N:16.96 1 % % & : C:69. 91;H:4. 54;N:17.21 -

[0098] *+ % § ;™ » ¥ v fpe § (1 EF 1L R G en¥ o LRBMFET £ B2 P TR T R SR R A5 B ERIE A2 Frked U fpk o F2-¥eked U RE ‘]‘ﬁ?utMa CHOf R iR R N2 P R RATA R RF I o ¥ R s
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