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AR (D) Frostb &9 R i N2~ 10mL/mmol , Z B /KB 20 B FK ) 44
I N2:1~8:1, ¥R (V) Bt &40 DU Eskm AR & LR (V) Bt S84
JREEIC N 2~6mL/mmol .

[0024]  Jt—20Hh, 2B UR4) i it AN S Ab B K I VR AR A 2 DX (V) Fios b &4
JREEICN0. 2~2mL,/mmo] »

[0025] it — Db, 2B BRE) oA 2 A 43 B A W B0 7R 350 R PR AR LG 3 - 1 T Tk A 2 /R £ T
BET



CN 115477615 A W R P 4/93 T
[0026]  HE—DHh, B UR3) th e MR A HV & FIE 5, SN RN UK 7K HR R 33 SRR 3N KoK

HH I % A1 ~5mL/min.
00271 5 HE— 45 M, A DR BB TN- (3- AR FFIRIN -2 45) 0 0) Wi 2 1 0 7E 1 6
A& BRI R A

[0028] AR EBHRIA 2 SR TE T

[0029] 7z W ) 4% 7 vk i B L BR AR D 1, AR P I G5 K 22 TH NMRAIMS BEAT T 83N, 5%
B3 89614 B AR 053E4T 7 2% B PEN , 45 528« 76 200ug/mLAG IR T K&
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[0037]  fm - R4 B 500mL IS JEE K H 73 ) I\ 30mmo 144 & ) T - 1~ IIT - 4 F130mmo 14k, &
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8



N 115477615 A W OB P 5/93 T

P I8 R 4 22 R ARFR B 1/5 J5 FHEAZEHYL , A HLAH F R AN R 7K B — IR 5 Te /K B R B T2 Uk
B 7R B FARI 54, FHREIR A 2T (PE:EA=6:1) S B A8 SV -1~V -5,

[0040] St f51120 H #5241 -1~1-6 111 il &

[0041]  7E614~50mL 5 [ [5] Ji& e i = 43 ) o N SmL 82 1) DY SRR, 766 1A I\ DY &Rk i
(1) 50mL ER. 1 [3R] JE Joe I R 23 SN Bl STt 51 14 - 1943 20 lmmo 1AL G4 V -1~V -5F11 . 2mmo
SO BB ST KRR A R I BV -1~V - 581 = £ B B 1 RSB
ZEME AL . 5mmo 1 HUREESIRCOCT , H 5L N Bitbk 1~ 3/, TCLAS: Il S I 58 4, Jol s 76 o o 25
(630 S5 BH 5 2 5 FIRERSAE EHT (PE:EA=3:1) r B8 8 H AR &1 -1~1-61, B Ak
B R 1R,

[0042] 1 N- (3- CHEFFBEME -2-58) HIE) B b & W s B0

E;’;: LI X i{; Hﬁf ECHAR | q&f rﬁj
I-1 5-CF; HE | 2-Cl 2-S I ik | 66.7 | 260-261
[-2 5-CF; FE | 2l 3-F AL HeaEE | 569 | 243-245
I-3 5-CF; Fi | 2-Cl 3-F R A W E k| 52.6 | 214-215
L0043 I-4 5-CF, R | 2-Cl | 2-=m PR | KGR | 553 | 235-237
[-5 5-CF; FE | 2l 4-FIHORHL | Rk | 748 | 231-233
1-6 5-CF; FE | 2l 4- A LRI A | 62.3 | 227-229
[-7 5-CF; Fi | 2-Cl 4-RCT HFHE [ B | 66.8 | 201-203
-8 5-CF; FE | 2l 2,6- A FfEE | 44.7 | 221223
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I-9 5-CFj; I | 2-Cl 24- @ AHE | RFEARE | 61.5 | 245-247
I-10 5-CF3 FE | 2-Cl - H kst A | 59.7 | 216-218
I-11 5-CFs5 R | 2-Cl I7NRE Ffafilfk | 44.7 | 193-195
I-12 5-CF; HE | 4-Cl Ik A | 514 | 111-113
[-13 5-CF; HIt | 4-Cl 2- Gk HEEEk | 57.0 | 230-231
I-14 5-CF; F3 | 4-Cl 3-SR W aEA | 61.7 | 115-117
I[-15 5-CF; FE | 4-Cl 4-SRHE FfEdE | 67.4 | 210-212
I-16 5-CF3 F3t | 4-Cl 4T -k wE A | 510 | 121-122
I[-17 5-CF; I | 4-Cl | 2-=mFPHEoRdt | ikis i g | 53.1 | 128-130
I-18 5-CF; Pt | 4-Cl 2-MEEEIRSE | kBl | 49.3 | 251-252
I-19 5-CF; FIE | 4-Cl 3- PR A R A | 64.9 | 148-150

[0044] I-20 5-CF3 FE: | 4-Cl 4- BRI e m A | 451 | 156-157
I-21 5-CF; Hi | 4-Cl pRLIE S & A | 693 | 122-124
I-22 5-CF; Hi | 4-Cl 3-FL ORI A | 49.6 | 115-117
I-23 5-CF; Fit | 4-Cl 4-FUT HEORIE | RS A A | 67.5 | 194-196
I-24 5-CF; FE | 4-Cl -FREAEOREL | Ak | 59.1 | 127-129
I-25 5-CF; R | 4-Cl 4- R ok A FfE g | 63.1 | 111-113
I-26 5-CF; HE | 4-Cl 24- & | mE A E | 653 | 133-135
I-27 5-CF; FIE | 4-Cl | 2-8-3-fidE it | vkigalifh | 53.6 | 125-126
I-28 5-CF; F3 | 4-Cl Ik -2~ 5k I aE g | 587 | 112-113
I1-29 5-CF; FE | 4-Cl MEE-3-45 R A | 52.1 | 234-236
I-30 5-CF3 R | 4-Cl 6-FMeme-3-yl | ks AalEAk | 67.3 | 286-287
I-31 5-CFy Bt | 4-Cl B AST W tafE A | 72.5 | 189-190

FE-1 H-nE -5 5
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I-32 5-CFj; I | 4-Cl 23-FCRAE | REEAME | 502 | 151-153
I-33 5-CF; FIE | 4-Cl F ik R thld {4 | 48.8 | 118-120
I-34 5-CF; HiL | 4-Cl LAk etk | 61.5 | 103-106
I-35 5-CF; R | 4-Cl IETA A FlgE | 56.9 | 99-101
1-36 5-CF; HIE | 4-Cl [ISE=E" FfafEd | 707 | 93-95
I-37 5-CF; R | 4-Cl R AfEAE | 507 | 221-222
I-38 5-CF; B | 2-cl 2- AR W E A | 459 | 210-212
I-39 5-CF; B | 2-cl 3RS, A | 51.9 | 220-222
I-40 5-CF; BN | 2-cl - WK EALE A | 57.1 | 203-205
I-41 5-CF; AA | 2-Cl | 2-=HF RS | RKAEE | 44.6 | 246-248
[-42 5-CF; BA | 2-al 3-HEREE | kA | 48.6 | 116-117
I-43 5-CF3 ®A | 2l 3- B IR FfafEE | 56.3 | 121-123

[0045]

I-44 5-CF3 ®HA | 2-al -S| KAk | 46.5 | 158-161
I-45 5-CF; ®A | 2-al 4T HEREE | s Ak | 703 | 100-102
I-46 5-CF; ®A | 2-cl 2,6- @A | R | 77.5 | 227-230
I-47 5-CF; B | 2-c 2,4-FH A Ak | 62.0 | 225-226
I-48 5-CF; B | 2-Cl 6-FtnE-3-4 | Pk | 47.9 | 166-168
I-49 5-CF; ®A | 2-cl 7 YRE R A | 65.8 | 158-160
[-50 | 5-(CF3)CF | H3t | AHUL 2-§ ORI Ak | 69.4 | 178-180
[-51 | 5-(CF3),CF | B | AHUR 3-SRk @ | 72.7 | 224-225
[-52 | 5-(CF3),CF | F5t | ANHUR A-FUR Ik FafEE | 758 | 145-147
[-53 | 5«(CF3),CF | H3E | AHEUE | 2-= PRI | Afllid | 653 | 132-134
[-54 | 5-(CF3).CF | H2k | AHUR 4-F L IR K Hfali k| 64.1 | 137-138
[-55 | 5-(CF3)CF | B3 [ AHUR P WA EE A | 66.1 | 173-175

11
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[0046]

[0047]

[0048]

I-56

6-(CF3),CF

3

ANEUAR

EREEE

69.5

118-120

[-57

6-(CF3),CF

3

AHAR

RGN RN

63.2

114-116

I-58

6-(CF3),CF

A

AHAR

SREAEReN

60.0

287-288

I-59

6-(CF;),CF

FA

ANEUAR

EREATIES

T2

126-127

I-60

6-(CF3).CF

FA g

ANHAR

EREARICS

584

273-274

I-61

6-(CF3),CF

FR

RHLAR

TR [

71.9

201-203

%2 N- (3~ CEIEDRME-2-3E) FRIE) BRGS0 H NMRAIMS K #Hs

S

'H NMR i1 MS #AF 5

'"H NMR (600 MHz, CDCl3) 6: 3.72 (s, 3H, CHs), 7.36 (dd, J = 7.6, 1.5 Hz,
1H, Ph-H), 7.43 (i, J = 7.4, 1.5 Hz, 1H), 7.47 (1d, J = 7.6, 1.8 Hz, 1H),
7.49 —7.51 (m, 3H), 7.63 (dd, J = 8.5, 1.3 Hz, 1H, Ph-H), 7.86 (dd, J = 7.6,
1.4 Hz, 1H, Ph-H), 8.11 (s, 1H, Ph-H), 8.67 (s, 1H, CONH), 8.79 (d, J = 8.1
Hz, 1H, Ph-H); ESI-MS calcd for CoHsCLF;N3O ([M + HJ") 464, found
464.

'H NMR (600 MHz, CDCls) 6: 3.73 (s, 3H, CHs), 7.37 (dd, J = 7.6, 1.5 Hz,
1H, Ph-H), 7.48 (t, J = 7.9 Hz, 1H, Ph-H), 7.51 — 7.56 (m, 2H, Ph-H), 7.58
~7.59 (m, 1H, Ph-H), 7.64 (d, J = 8.5 Hz, 1H, Ph-H), 7.80 (d, J = 7.8 Hz,
1H, Ph-H), 7.94 (t, J = 1.8 Hz, 1H, Ph-H), 8.14 (s, 1H, Ph-H), 8.51 (s, 1H,
CONH), 8.72 (dd, J = 84, 14 Hz, 1H, Ph-H); ESI-MS caled for
C,H 5CLF3N;0 ([M - H]) 462, found 462.

'H NMR (600 MHz, CDCls) &: 3.73 (s, 3H, CHs) , 7.30 — 7.33 (m, 1H,
Ph-H), 7.38 (dd, J = 7.6, 1.6 Hz, 1H, Ph-H), 7.51 — 7.56 (m, 3H, Ph-H),
7.64 (d, J = 8.5 Hz, 1H, Ph-H), 7.68 (dd, J = 9.0, 2.1Hz, 1H, Ph-H), 7.70
(d, J = 7.9 Hz, 1H, Ph-H), 8.15 (s, 1H, Ph-H), 8.55 (s, 1H, CONH), 8.74
(dd, J = 8.4, 1.4 Hz, 1H, Ph-H); ESI-MS caled for Cy,H;sCIF4N;O ([M +
H]") 448, found 448.

I-4

'H NMR (600 MHz, CDCl5) &: 3.71 (s, 3H, CHs), 7.36 (d, /= 7.6 Hz, 1H,
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Ph-H), 7.49 — 7.53 (m, 2H, Ph-H), 7.59 — 7.61 (m, 1H, Ph-H), 7.65 (t, J =
7.6 Hz, 1H, Ph-H), 7.69 — 7.74 (m, 2H, Ph-H), 7.80 (d, J = 7.8 Hz, 1H,
Ph-H), 7.96 (s, 1H, Ph-H), 8.45 (s, 1H, CONH), 8.62 (d, J = 8.2 Hz, 1H,
Ph-H) ; ESI-MS calcd for Cy3H;sCIFsN;O (M + H]") 498, found 498,

I-5

'H NMR (600 MHz, CDCls) 6: 2.45 (s, 3H, Ph-CH3), 3.72 (s, 3H, N- CH3),
7.34 (d, J = 8.3 Hz, 3H, Ph-H), 7.51 — 7.54 (m, 2H, Ph-H), 7.63 (d, J = 8.5
Hz, 1H, Ph-H), 7.84 (d, J = 8.2 Hz, 2H, Ph-H), 8.14 (s, 1H, Ph-H), 8.55 (s,
1H, CONH), 8.78 (dd, J = 8.4, 1.3 Hz, 1H, Ph-H); ESI-MS calcd for
Co3H sCIF3N30 ([M + H]") 444, found 444,

I-6

'"H NMR (600 MHz, CDCls) J: 3.72 (s, 3H, O-CH;), 3.89 (s, 3H, N-CH3),
7.01 — 7.04 (m, 2H, Ph-H), 7.32 (dd, J = 7.6, 1.5 Hz, 1H, Ph-H), 7.51 -
7.53 (m, 2H, Ph-H), 7.63 (dd, J = 8.5, 1.3 Hz, 1H, Ph-H), 7.90 — 7.93 (m,
2H, Ph-H), 8.13 (s, 1H, Ph-H), 8.49 (s, IH, CONH), 8.77 (dd, J = 8.4, 1.5
Hz, 1H, Ph-H) ; ESI-MS caled for Ca3H sCIF3N30, (IM + H]") 460, found
460.

[-7

'H NMR (600 MHz, CDCls) &: 1.36 (s, 9H,C(CHj)s), 3.72 (s, 3H, N-CH),
7.34 (dd, J=7.6, 1.6 Hz, 1H, Ph-H), 7.50 — 7.56 (m, 4H, Ph-H), 7.63 (dd, J
= 8.6, 1.7 Hz, 1H, Ph-H), 7.90— 7.92 (m, 2H, Ph-H), 8.13 (s, 1H, Ph-H),
8.68 (s, 1H, CONH), 8.73 (dd, J = 8.4, 1.5 Hz, 1H, Ph-H); ESI-MS calcd
for CaeHa4CIF3N30 ([M + H]") 486, found 486.

I-8

'H NMR (600 MHz, CDCls) &: 3.72 (s, 3H, N-CH3), 7.05 (t, J = 8.3 Hz,
2H, Ph-H), 7.37 (dd, J = 7.6, 1.5 Hz, 1H, Ph-H), 7.46 — 7.54 (m, 3H, Ph-H),
7.62 (dd, J = 8.4, 1.3 Hz, 1H, Ph-H), 8.07 (s, 1H, Ph-H), 8.50 (s, 1H,
CONH), 8.72 (d, J = 8.0 Hz, 1H, Ph-H); ESI-MS calcd for C,Hy4CIFsN30
(IM + HJ") 466, found 466.

'"H NMR (600 MHz, CDCls) &: 3.72 (s, 3H, N-CH3), 7.37 (dd, J = 7.6, 1.5
Hz, 1H, Ph-H), 7.42 (dd, J = 8.4, 2.0 Hz, 1H, Ph-H), 7.50 — 7.55 (m, 3H,
Ph-H), 7.63 (dd, J = 8.4, 1.8 Hz, 1H, Ph-H), 7.83 (d, J = 8.4 Hz, 1H, Ph-H),
8.10 (s, 1H, Ph-H), 8.71 (s, 1H, CONH), 8.75 (d, J = 8.4 Hz, 1H, Ph-H);
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ESI-MS caled for Co,H 4ClsF5N;O ([M + HJ') 498, found 498.

'H NMR (600 MHz, CDCls) d: 3.71 (s, 3H, N-CH3), 4.28 (s, 2H, CI-CH.,),
7.37(dd, J= 7.6, 1.5 Hz, 1H, Ph-H), 7.51 (dd, J = 15.6, 8.0 Hz, 2H, Ph-H),
7.49 — 7.53 (m, 1H, Ph-H), 8.13 (s, 1H, Ph-H), 8.61 (dd, /= 8.4, 1.4 Hz,
1H, Ph-H), 9.06 (s, 1H, CONH); ESI-MS caled for C;H;3CLF;N;0 ([M +
H]") 402, found 402.

'H NMR (600 MHz, CDCls) 6: 1.32 — 1.40 (m, 2H, CH,), 1.54 — 1.61 (m,
4H, CH,), 1.85 - 1.89 (m, 2H, CH,), 2.03 — 2.06 (m, 2H, CH,), 2.33 —2.39
(m, 1H, CH), 3.70 (s, 3H, N-CH3), 7.28 (dd, J = 7.6, 1.6 Hz, 1H), 7.46 (t, J
= 8.0 Hz, 1H), 7.51 (d, J = 8.5 Hz, 1H), 7.62 (dd, J= 8.5, 1.7 Hz, 1H), 7.82
(s, 1H), 8.12 (s, 1H), 8.62 (dd, J = 8.5, 1.6 Hz, 1H); ESI-MS calcd for
CaHxnCIF3N;O ([M + HJ") 436, found 436.

[0050]

[-12

'H NMR (600 MHz, CDCl3) 4: "H NMR (600 MHz, CDCls) & 3.74 (s, 3H,
N-CH3), 7.34 (1, J = 7.8 Hz, 2H, Ph-H),7.45 — 7.51 (m, 3H, Ph-H), 7.60
(dd, J= 8.1, 2.4 Hz, 1H, Ph-H), 7.78 (d, J = 2.6 Hz, 1H, Ph-H), 7.86 — 7.89
(m, 3H, Ph-H),8.01 (dd, J = 8.8, 2.6 Hz, 1H, Ph-H), 9.55 (s, 1H, CONH);
ESI-MS calcd for C2,H;¢CIF3N3;O ([M + H]") 430, found 430.

[-13

'H NMR (600 MHz, CDCls) 8: 3.73 (s, 3H, N-CH3), 7.16 (t, J = 7.4 Hz,
1H, Ph-H), 7.21 (d, J = 7.7, 1.6 Hz, 1H, Ph-H),7.30 (d, J = 7.9 Hz, 1H,
Ph-H), 7.44 — 7.47 (m, 2H, Ph-H), 7.54 — 7.57 (m, 2H, Ph-H), 7.65 (s, 1H,
Ph-H),7.81 (d, J = 2.5 Hz, 1H, Ph-H), 7.95 (dd, J = 8.8, 2.5 Hz, 1H, Ph-H),
10.25 (s, 1H, CONH); ESI-MS calcd for C,H5CLF3N;0 ([M + H]") 464,

found 464.

'H NMR (600 MHz, CDCls) d:3.73 (s, 3H, N-CH3), 7.22 (t, J = 7.9 Hz,
1H, Ph-H), 7.36 (d, J = 8.0 Hz, 1H, Ph-H), 7.45 (d, J = 8.8 Hz, 1H, Ph-H),
7.51 (d, J = 8.5 Hz, 1H, Ph-H),7.60 (d, J = 8.5 Hz, 1H, Ph-H), 7.74 (d, J =
2.5 Hz, 1H, Ph-H),7.76 (d, J = 7.9 Hz, 1H, Ph-H),7.79 (s, 1H, Ph-H),7.83
(s, 1H, Ph-H),8.03 (dd, J = 8.8, 2.5 Hz, 1H, Ph-H), 10.22 (s, I1H, CONH);
ESI-MS calcd for C,H;sCL,F3N;0 ([M + H]") 464, found 464,
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[-15

'"H NMR (600 MHz, CDCl3) d: 6 3.73 (s, 3H, N-CH3), 7.28 (d, 2H, J = 8.4
Hz, Ph-H),7.48-7.52 (m, 2H,Ph-H), 7.61 (d, J = 8.5 Hz, 1H, Ph-H), 7.74 (d,
J=2.5 Hz, 1H,Ph-H),7.80 — 7.83 (m, 3H, Ph-H), 8.04 (dd, /= 8.8, 2.5 Hz,
IH, Ph-H), 9.85 (s, 1H, CONH); ESI-MS calcd for C2;H;sClLF3N;O ([M +
H]") 464, found 464.

'H NMR (600 MHz, CDCls) 8: 3.74 (s, 3H, N-CH3).6.97 (t, J = 8.6 Hz, 2H,
Ph-H), 7.47 (d, J = 8.8 Hz, 1H, Ph-H),7.51 (d, J = 8.5 Hz, 1H, Ph-H), 7.61
(dd,J=8.5, 1.1 Hz, 1H, Ph-H), 7.75 (d, J = 2.6 Hz, 1H, Ph-H), 7.83 (s, 1H,
Ph-H), 7.87 — 7.910 (m, 2H, Ph-H), 8.04 (dd, J = 8.8, 2.6 Hz, 1H, Ph-H),
9.90 (s, 1H, CONH); ESI-MS calcd for CyH;3CIF4sN;O ([M - HJ) 446,
found 446.

[0051]

[-17

'H NMR (600 MHz, CDCls) d: 3.73 (s, 3H, N-CH3), 7.33 — 7.35 (m, 2H,
Ph-H), 7.43 — 7.48 (m, 3H, Ph-H), 7.50 — 7.53 (m, 2H, Ph-H), 7.63 — 7.65
(m, 1H, Ph-H), 7.75 (d, J = 2.5 Hz, 1H, Ph-H), 7.99 (dd, J = 8.8, 2.5 Hz,
1H, Ph-H), 10.59 (s, 1H, CONH); ESI-MS calcd for C3HsCIFsN;O ([M +
H]") 498, found 498.

[-18

'H NMR (600 MHz, CDCls) &: 3.72 (s, 3H, N-CH3), 7.35 (s, 1H, Ph-H),
7.37(td, J=17.9, 1.5 Hz, 1H, Ph-H), 7.42 — 7.46 (m, 3H, Ph-H), 7.52 (dd, J
=8.6, 1.6 Hz, 1H, Ph-H), 7.57 (dd, J = 7.5, 1.1 Hz, 1H, Ph-H), 7.74 (d, J =
2.5 Hz, 1H, Ph-H), 7.90 (dd, J = 8.8, 2.5 Hz, 1H, Ph-H), 7.94 (d, J = 7.8
Hz, 1H, Ph-H), 11.25 (s, 1H, CONH); ESI-MS calcd for CoH;sCIFsN4Os
(IM + HJ") 475, found 475.

[-19

'"H NMR (600 MHz, CDCl3) 6: 3.74 (s, 3H, N-CHs), 7.46-7.52 (m, 3H,
Ph-H), 7.58 (d, J = 8.6 Hz, 1H, Ph-H), 7.63 (s, 1H, Ph-H), 7.74 (d, J = 2.6
Hz, 1H, Ph-H), 8.08 (dd, J = 8.8, 2.5 Hz, 1H, Ph-H), 8.20 — 8.24 (m, 2H,
Ph-H), 8.63 (1, /= 1.8 Hz, 1H, Ph-H), 10.83 (s, 1H, CONH); ESI-MS calcd
for Co»H;sCIF3N4O5 ([M + HJ") 475, found 475.

[-20

'H NMR (600 MHz, CDCl5) J: 3.73 (s, 3H, N-CH;),7.47 (d, J = 8.3 Hz,
2H, Ph-H),7.51 (d, J = 8.9 Hz, 2H, Ph-H ), 7.59-7.61 (m, 2H, Ph-H ), 7.74
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(d,J=2.5 Hz, 1H, Ph-H), 7.91 (d, J = 8.3 Hz, 2H, Ph-H), 8.20 (dd, J = 8.9,
2.5 Hz, 1H, Ph-H),11.03 (s, 1H, CONH): ESI-MS calcd for C3H;sCIF;N4O
(IM + HJ") 455, found 455.

[-21

'H NMR (600 MHz, CDCls) &: 2.49 (s, 3H, Ph-CHs), 3.74 (s, 3H, N-CHs),
7.08 (1, J = 7.4 Hz, 1H, Ph-H), 7.18 (d, J = 7.5 Hz, 1H, Ph-H), 7.23 (t, J =
7.4 Hz, 1H, Ph-H), 7.42 (d, J = 7.5 Hz, 1H, Ph-H), 7.46 (d, J = 8.5 Hz, 1H,
Ph-H), 7.52 (d, J = 8.8 Hz, 1H, Ph-H), 7.56 (d, J = 8.5 Hz, 1H, Ph-H), 7.74
(s, 1H, Ph-H), 7.78 (d, J = 2.2 Hz, 1H, Ph-H), 7.99 ((dd, J = 9.0, 2.5 Hz,
1H, Ph-H), 9.22 (s, 1H, CONH); ESI-MS caled for C3HsCIFsN;0 ([M +
H]") 444, found 444,

[-22

'"H NMR (600 MHz, CDCl) d: 2.41 (s, 3H, Ph-CHj), 3.74 (s, 3H, N-CHs),
7.24 (d,J = 2.1 Hz, 1H, Ph-H), 7.35 (1, J = 7.6 Hz, 1H, Ph-H), 7.48 (d, J =
8.8 Hz, 1H, Ph-H), 7.51 (d, J = 8.5 Hz, 1H, Ph-H),7.66 — 7.67 (m, 2H,
Ph-H), 7.78 (d, J = 2.6 Hz, 1H, Ph-H), 7.86 (s, 1H, Ph-H), 7.91 (d, J = 8.5
Hz,1H, Ph-H), 8.04 (dd, J = 8.8, 2.6 Hz, 1H, Ph-H), 9.56 (s, 1H, CONH);
ESI-MS calcd for C3H;sCIFsN;O ([M + H]") 444, found 444.

[-23

'H NMR (600 MHz, CDCl;3) 6: 1.26 (s, 9H, C(CHs)3), 3.74 (s, 3H, N-CH3),
7.34 (d, J = 8.3 Hz, 2H, Ph-H), 7.43 (d, J = 8.8 Hz, 1H, Ph-H), 7.51 (d, J =
8.5 Hz, 1H, Ph-H), 7.60 (d, J = 8.5 Hz, 1H, Ph-H), 7.77 (d, J= 2.5 Hz, 1H,
Ph-H), 7.82 (d, J = 8.4 Hz, 2H, Ph-H), 7.92 — 7.94 (m, J = 8.5, 2.6 Hz, 2H,
Ph-H), 9.55 (s, 1H, CONH), MS calcd for Co6H3CIF3N;0 ([M + H]") 486,
found 486.

1-24

'"H NMR (600 MHz, CDCl) &: 3.75 (s, 3H, N-CHs), 3.81 (s, 3H, O-CH3),
7.04 (dd, J = 8.2, 2.5 Hz, 1H, Ph-H), 7.29 (t, J = 7.9 Hz, 1H, Ph-H), 7.40
(d, J = 7.8 Hz, 1H, Ph-H), 7.43 (s, IH, Ph-H), 7.50 — 7.52 (m, 2H, Ph-H),
7.61 (d, J = 8.2 Hz, 1H, Ph-H), 7.77 (d, J = 2.6 Hz, 1H, Ph-H), 7.96 (dd, J
= 8.8, 2.6 Hz, 1H, Ph-H), 7.99 (s, 1H, Ph-H), 8.93 (s, 1H, CONH), MS
caled for C3H;sCIF3N;0; ([M + H]") 460, found 460.

[-25

'H NMR (600 MHz, CDCl3) 8: 3.75 (s, 3H, N-CHs), 3.82 (s, 3H, O-CH),

16



CN 115477615 A

W B B 13/23

[0053]

6.87 — 6.90 (m, 2H, Ph-H), 7.49 (d, J = 8.8 Hz, 1H, Ph-H),7.51 (d, J = 8.5
Hz, 1H, Ph-H), 7.61 (d, J = 8.5 Hz, 1H, Ph-H), 7.76 (d, J = 2.6 Hz, 1H,
Ph-H), 7.85 (d, J = 8.8 Hz, 2H, Ph-H), 7.95 (dd, J = 8.8, 2.6 Hz, 1H, Ph-H),
8.00 (s, 1H, Ph-H), 888 (s, 1H, CONH); ESI-MS caled for
Ca3H 5CIF3N;0, ([M + H]") 460, found 460.

I-26

'"H NMR (600 MHz, CDCls) d: 3.73 (s, 3H, N-CH3), 7.01 (dd, J = 8.3, 1.9
Hz, 1H, Ph-H), 7.25 (d, J = 1.9 Hz, 1H, Ph-H), 7.39 (d, J = 8.3 Hz, 1H,
Ph-H), 7.46 (d, J = 8.5 Hz, 1H, Ph-H), 7.49 (d, J = 8.8 Hz, 1H, Ph-H), 7.56
(dd, J= 8.5, 1.9 Hz, 1H, Ph-H), 7.60 (s, 1H, Ph-H), 7.75 (d, /= 2.5 Hz, 1H,
Ph-H), 8.12 (dd, J = 8.8, 2.5 Hz, 1H, Ph-H), 10.94 (s, 1H, CONH); ESI-MS
caled for Cy,Hy4CLF3N;O ([M + H]") 498, found 498.

I-27

'"H NMR (600 MHz, CDCls) d: 3.75 (s, 3H, N-CH3), 7.30 (1, J = 7.9 Hz,
1H, Ph-H), 7.48 (d, J = 8.3 Hz, 1H, Ph-H), 7.53 (d, J = 8.8 Hz, 1H, Ph-H),
7.57 (d, J = 8.6 Hz, 1H, Ph-H), 7.61-7.64 (m, 2H, Ph-H), 7.69 (dd, J = 7.7,
1.4 Hz, 1H, Ph-H), 7.80 (d, J = 2.5 Hz, 1H, Ph-H), 8.16 (dd, J = 8.8, 2.5
Hz, 1H, Ph-H), 10.74 (s, 1H, CONH); ESI-MS calcd for C:H4ClF3N4O3
(IM +H]") 509, found 509.

[-28

'H NMR (600 MHz, CDCls) : 3.75 (s, 3H, N-CH3), 6.53 (dd, J = 3.5, 1.7
Hz, 1H, furan-H), 7.23 (d, J = 3.5 Hz, 1H, furan-H), 7.40 (s, 1H, furan-H ),
7.49 (d, J = 8.8 Hz, 1H, Ph-H), 7.53 (d, J = 8.5 Hz, 1H, Ph-H),7.63 (d, J =
8.5 Hz, 1H, Ph-H), 7.82 (d, J = 2.6 Hz, 1H, Ph-H), 7.94 (dd, J = 8.8, 2.6
Hz, 1H, Ph-H), 8.12 (s, 1H, Ph-H), 8.82 (s, 1H, CONH); ESI-MS calcd for
CaoH14CIF3N;0, (M + H]") 420, found 420.

I1-29

'"H NMR (600 MHz, CDCls) d: 3.73 (s, 3H, N-CH3), 7.23 (dd, J = 7.9, 4.8
Hz, 1H, pyridine-H), 7.50 (t, J = 8.3 Hz, 2H, Ph-H), 7.59 (d, J = 8.5 Hz,
1H, Ph-H), 7.73 (d, J = 2.5 Hz, 1H, Ph-H), 7.76 (s, 1H, Ph-H), 8.06 (dd, J =
8.8, 2.5 Hz, 1H, Ph-H), 8.19 (d, J = 8.0 Hz, 1H, pyridine-H), 8.62 (d, J =
4.8 Hz, 1H, pyridine-H), 9.09 (d, J= 1.9 Hz, 1H, pyridine-H), 10.45 (s, 1H,
NH); ESI-MS calcd for C»H;sCIFsN4O ([M + H]") 431, found 431.
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I-30

'"H NMR (600 MHz, CDCls) 6: 3.74 (s, 2H, CHs), 7.30 (d, J = 8.3 Hz, 1H,
pyridine-H), 7.49-7.53 (m, 2H, Ph-H), 7.63 (d, J = 8.5 Hz, 1H, Ph-H), 7.71
(d, J=2.5 Hz, 1H, Ph-H), 7.85 (s, 1H, Ph-H),8.00 (dd, /= 8.9, 2.4 Hz, 1H,
Ph-H), 8.16 (dd, J = 8.3, 2.4 Hz, 1H, pyridine-H), 8.88 (d, /= 2.3 Hz, 1H,
pyridine-H), 9.98 (s, 1H, CONH); ESI-MS calcd for C2H4CLF3sN4O ([M
+ H]") 465, found 465.

I-31

'H NMR (600 MHz, CDCls) &: 1.26 (t, J = 7.6 Hz, 3H, CH,CHs), 2.67 (q, J
= 7.6 Hz, 2H, CH,CHj3), 3.77 (s, 3H, N-CH3), 4.16 (s, 3H, pyrazole-CHj3),
7.52 (d, J = 8.5 Hz, 1H, Ph-H), 7.57 (d, J = 8.8 Hz, 1H, Ph-H), 7.60— 7.65
(m, 1H, Ph-H), 7.83 (d, J = 2.6 Hz, 1H, Ph-H), 7.91 (dd, J = 8.8, 2.6 Hz,
1H, Ph-H), 8.11 (s, 1H, Ph-H), 8.62 (s, 2H, CONH); ESI-MS calcd for
C23H2CIF3NsO ([M + H]") 476, found 476.

[0054]

I[-32

'H NMR (600 MHz, CDCl3) &: 3.73 (s, 2H, CHa), 3.74(s, 3H, N-CHs),
7.06-7.13 (m, 3H, Ph-H), 7.47 (d, J = 8.9 Hz, 1H, Ph-H), 7.52 (d, J = 8.5
Hz, 1H, Ph-H), 7.56 (s, 1H, Ph-H), 7.62 (d, J = 8.5 Hz, 1H, Ph-H), 8.00 (d,
J=9.1 Hz, 1H, Ph-H), 8.05 (s, 1H, Ph-H), 8.94 (s, 1H, CONH); ESI-MS
caled for Ca3H;4CIFsN;O ([M + H]") 480, found 480.

[-33

'H NMR (600 MHz, CDCls) 8: 2.07 (s, 3H, CHs), 3.74 (s, 3H, N-CH3),
7.41 (d,J = 8.9 Hz, 1H, Ph-H), 7.51 (d, J= 2.5 Hz, 1H, Ph-H), 7.54 (d, J =
8.5 Hz, 1H, Ph-H),7.63 (dd, J = 8.5, 1.0 Hz, 1H, Ph-H), 8.05 (s, IH, Ph-H),
8.10 (dd, J = 8.9, 2.5 Hz, 1H, Ph-H), 10.08 (s, 1H, CONH); ESI-MS calcd
for C19H2oCIF;N;0 ([M + H]") 368, found 368.

1-34

'"H NMR (600 MHz, CDCls) d: 1.28 (t, /= 7.1 Hz, 3H, CH,CH3), 3.73 (s,
3H, N-CHs), 4.22 (g, J = 7.1 Hz, 2H, CH,CH3), 7.39 (br s, 1H, NH), 7.46
(d, J = 8.8 Hz, 1H, Ph-H), 7.50 (d, J = 8.5 Hz, 1H, Ph-H), 7.56 (d, J = 2.5
Hz, 1H, Ph-H), 7.61 (dd, J = 8.4, 1.5 Hz, 1H, Ph-H), 7.67 (d, J = 7.7 Hz,
1H, Ph-H), 8.10 (s, 1H, Ph-H); ESI-MS caled for C;sHsCIFsN30, ([M +
H]") 398, found 398.

[-35

'H NMR (600 MHz, CDCl3) &: 0.92 (t, J = 7.4 Hz, 3H, CH,CH,CH3),
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1.63-1.68 (m, 2H, CH,CH,CH3), 3.73 (s, 3H, N-CH3), 4.11 (t, J = 6.7 Hz,
2H, O-CH,), 7.45 (d, J = 8.8 Hz, 1H, Ph-H), 7.50 (d, J = 8.5 Hz, 1H,
Ph-H), 7.56 (d, J = 2.3 Hz, 1H, Ph-H), 7.61 (d, J = 8.5 Hz, 1H, Ph-H), 7.68
(d, J = 7.8 Hz, 1H, Ph-H), 8.10 (s, 1H, Ph-H); ESI-MS caled for
C1oH 5CIF3N;0, ([M + H]") 412, found 412.

I-36

'H NMR (600 MHz, CDCl3) &: 6 0.88 (1, J = 7.4 Hz, 3H, (CH,);CHs),
1.29-1.36 (m, 2H, (CH»),CH,CHs), 1.57-1.62 (m, 2H, CH,CH,CH,CHj),

3.73 (s, 3H, N-CHs), 4.14 (1, J = 6.6 Hz, 2H, O-CH,), 7.4 (d, J = 8.8 Hz,
1H, Ph-H), 7.50 (d, J = 8.5 Hz, 1H, Ph-H), 7.55 (d, J = 2.4 Hz, 1H,
Ph-H),7.63 — 7.59 (m, 1H, Ph-H), 7.71 (d, J = 7.7 Hz, 1H, Ph-H), 7.89 (br
s, 1H, NH) 8.10 (s, 1H, Ph-H); ESI-MS calcd for CaHaCIF3N30, ([M +
H]") 426, found 426.

1-37

'H NMR (600 MHz, CDCls) 6: 3.72 (s, 3H, N-CH3).5.19 (s, 2H, O-CH,),
7.34 —7.36 (m, SH, Ph-H), 7.46 (d, J = 8.8 Hz, 1H, Ph-H), 7.50 (d, J = 8.5
Hz, 1H, Ph-H), 7.58 (d, J = 2.3 Hz, 1H, Ph-H), 7.61 (d, J = 7.8 Hz, 1H,
Ph-H), 7.65 (d, J = 8.4 Hz, 1H, Ph-H), 8.09 (s, 1H, Ph-H); ESI-MS calcd
for C3H;sCIF3N305 ([M + H]") 460, found 460.

1-38

'H NMR (600 MHz, CDCls) 6: 0.74 — 0.77 (m, 2H, CH,), 0.99 — 1.02 (m,
2H, CH,), 3.44 — 3.48(m, 1H, CH), 7.32 — 7.35 (m, 2H, Ph-H), 7.39 (dd, J
= 7.6, 1.4 Hz, 1H, Ph-H), 7.44 — 7.48 (m, 1H, Ph-H), 7.62 (d, J = 8.5 Hz,
1H, Ph-H), 7.73 (d, J = 8.5 Hz, 1H, Ph-H), 7.86 (d, J = 7.1 Hz, 1H, Ph-H),
7.95 (dd, J = 7.7, 1.6 Hz, 1H, Ph-H), 8.11 (s, 1H, Ph-H), 8.75 (s, 1H,
CONH), 8.78 (d, J = 8.2 Hz, 1H, Ph-H); ESI-MS caled for CosH7CLF3N;O
(IM + HJ") 490, found 490.

I-39

'"H NMR (600 MHz, CDCls) 8: 0.75 — 0.77 (m, 2H, CH,), 0.98 — 1.01 (m,
2H, CHy), 3.44 — 3.47 (m, 1H, CH), 7.37 (dd, J = 7.6, 1.5 Hz, 1H, Ph-H),
7.46 — 7.59 (m, 4H, Ph-H), 7.63 (dd, J = 8.5, 1.6 Hz, 1H, Ph-H), 7.74 (d, J
= 8.5 Hz, 1H, Ph-H), 7.81 (d, J = 8.0 Hz, 1H, Ph-H), 8.12 (s, 1H, Ph-H),
8.55 (s, 1H, CONH), 8.72 (d, J = 7.0 Hz, 1H, Ph-H); ESI-MS calcd for
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Cs4H7CLF;N50 ([M + H]") 490, found 490.

[-40

'H NMR (600 MHz, CDCl3) : 0.75 — 0.77 (m, 2H, CHs), 0.98 — 1.01 (m,
2H, CH,), 3.43 — 3.47 (m, 1H, CH), 7.29 — 7.33 (m, 1H, Ph-H), 7.37 (dd, J
= 7.6, 1.5 Hz, 1H, Ph-H), 7.49 — 7.54 (m, 2H, Ph-H), 7.62 (dd, /= 8.5, 1.6
Hz, 1H, Ph-H), 7.68 (dt, J = 9.1, 2.1 Hz, 1H, Ph-H), 7.71 (dt, J = 7.8, 1.3
Hz, 1H, Ph-H), 7.73 (d, J = 8.5 Hz, 1H, Ph-H), 8.12 (s, 1H, Ph-H), 8.57 (s,
1H, CONH), 8.75 (dd, J = 8.4, 1.5 Hz, 1H, Ph-H); ESI-MS calcd for
Ca4H7CIF4N;0 ([M + H]") 474, found 474.

I-41

'H NMR (600 MHz, CDCl;) &: 0.74 — 0.76 (m, 2H, CH,), 0.98 — 1.01 (m,
2H, CHy), 3.41 — 3.45 (m, 1H, CH), 7.37 (dd, J = 7.6, 1.6 Hz, 1H, Ph-H),
7.51 (1, J = 8.0 Hz, 1H, Ph-H), 7.58 — 7.62 (m, 1H, Ph-H), 7.65 (t, J = 7.6
Hz, 1H, Ph-H, 7.69 — 7.74 (m, 3H, Ph-H), 7.80 (d, J = 7.8 Hz, 1H, Ph-H),
8.01 (s, 1H, Ph-H), 8.30 (s, 1H, CONH), 8.66 (d, J = 8.2 Hz, 1H, Ph-H).
ESI-MS caled for CosH;7CIFsN;O ([M + H]") 524, found 524.

[-42

'"H NMR (600 MHz, CDCls) &: 0.76 — 0.78 (m, 2H, CHs), 0.99 — 1.02 (m,
2H, CH,), 3.45 — 3.49 (m, 1H, CH), 7.41 (dd, J = 7.6, 1.4 Hz, 1H, Ph-H),
7.55 (1, J = 8.0 Hz, 1H, Ph-H), 7.63 (dd, J = 8.4, 1.7 Hz, 1H, Ph-H), 7.73 -
7.78 (m, 2H, Ph-H), 8.1 (s, 1H, Ph-H), 8.29 (d, J = 7.8 Hz, 1H, Ph-H),
8.46 — 8.48 (m, 1H, Ph-H), 8.61 (s, 1H, CONH), 8.72 (dd, J = 8.3, 1.2 Hz,
IH, Ph-H), 8.81 (i, J = 1.9 Hz, 1H, Ph-H); ESI-MS caled for
C»4H,7CIF3N;05 ([M + H]") 501, found 501.

I-43

'H NMR (600 MHz, CDCl3) 8: 0.75 — 0.77 (m, 2H, CH,), 0.97 — 1.00 (m,
2H, CH»), 2.46 (s, 3H, Ph-CH3), 3.43 — 3.46 (m, 1H, CH), 7.33 (dd, J= 7.6,
1.4 Hz, 1H, Ph-H), 7.41 — 7.42 (m, 2H, Ph-H), 7.51 (t, J = 8.0 Hz, 1H,
Ph-H), 7.62 (dd, J = 8.5, 1.1 Hz, 1H, Ph-H), 7.71 — 7.73 (m, 2H, Ph-H),
7.77 (s, 1H, Ph-H), 8.11 (s, 1H, Ph-H), 8.56 (s, 1H, CONH), 8.79 (dd, J =
8.3, 1.3 Hz, 1H, Ph-H); ESI-MS calcd for CasHaCIFsN;O ([M + HT) 470,
found 470.

I-44

'H NMR (600 MHz, CDCls) &: 0.74 — 0.77 (m, 2H, CH,), 0.97 — 1.00 (m,
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2H, CH,), 3.42 — 3.46 (m, 1H, CH), 3.89 (s, 3H, O-CH;), 7.02 (d, J = 8.9
Hz, 2H, Ph-H), 7.32 (dd, J = 7.6, 1.5 Hz, 1H, Ph-H), 7.50 (t, J = 8.0 Hz,
1H, Ph-H), 7.62 (dd, J = 8.5, 1.6 Hz, 1H, Ph-H), 7.73 (d, J = 8.5 Hz, 1H,
Ph-H), 7.92 (d, J = 8.9 Hz, 2H, Ph-H), 8.11 (s, 1H, Ph-H), 8.53 (s, 1H,
CONH), 8.78 (dd, J = 83, 1.6 Hz, 1H, Ph-H); ESI-MS caled for
CasHaCIF3N;0, ([M + H]*) 486, found 486.

[-45

'H NMR (600 MHz, CDCl5) 6: 0.72 — 0.79 (m, 2H, CH,), 0.97 — 1.00 (m,
2H, CHa), 1.37 (s, 9H, C(CHs)s), 3.43 — 3.47 (m, 1H, CH), 7.33 (dd, J =
7.6, 1.5 Hz, 1H, Ph-H), 7.51 (t, J = 8.0 Hz, 1H, Ph-H), 7.56 (d, J = 8.5 Hz,
2H, Ph-H), 7.62 (dd, J = 8.5, 1.7 Hz, 1H, Ph-H), 7.73 (d, J = 8.5 Hz, 1H,
Ph-H), 7.89 (d, J = 8.5 Hz, 2H, Ph-H), 8.11 (s, 1H), 8.60 (s, 1H, CONH),
8.80 (d, J = 8.3 Hz, 1H, Ph-H); ESI-MS calcd for CosHasCIF3N3O ([M +
H]") 512, found 512.

I-46

'H NMR (600 MHz, CDCl;) : 0.74 — 0.76 (m, 2H, CH,), 0.93 — 1.01 (m,
2H, CH,), 3.43 — 3.45 (m, 1H, CH), 7.05 (t, J = 8.4 Hz, 2H, Ph-H), 7.35
(dd, J = 7.6, 1.6 Hz, 1H, Ph-H), 7.52 — 7.45 (m, 2H, Ph-H), 7.60 (dd, J =
8.5, 1.2 Hz, 1H), 7.71 (d, J = 8.5 Hz, 1H, Ph-H), 8.01 (s, 1H, Ph-H), 8.62
(s, 1H, CONH), 8.69 (d, J = 83 Hz, 1H, Ph-H); ESI-MS calcd for
Co4HCIFsN5O ([M + HJ") 492, found 492.

1-47

'H NMR (600 MHz, CDCl;) 6: 0.75 — 0.77 (m, 2H, CH,), 0.98 — 1.01 (m,
2H, CH,), 3.43 — 3.46 (m, 1H, CH), 7.32 (dd, J = 8.4, 1.8 Hz, 1H, Ph-H),
7.38 (dd, J = 7.6, 1.2 Hz, 1H, Ph-H), 7.42 (dd, J = 8.4, 1.8 Hz, 1H, Ph-H),
7.62 (d, J = 8.6 Hz, 1H, Ph-H), 7.73 (d, J = 8.5 Hz, 1H, Ph-H), 7.84 (d, J =
8.4 Hz, 1H, Ph-H), 7.92 (d, J = 8.4 Hz, 1H, Ph-H), 8.11 (s, 1H, Ph-H), 8.70
(s, 1H, CONH), 8.77 (d, J = 8.0 Hz, 1H, Ph-H); ESI-MS calcd for
Ca4H16ClsF3N;0 ([M + H]) 524, found 524.

I-48

'"H NMR (600 MHz, CDCls) : 0.75 — 0.77 (m, 2H, CH>), 0.98 — 1.01 (m,
2H, CHa), 3.44 — 3.47 (m, 1H, CH), 7.39 (dd, J = 7.6, 1.5 Hz, 1H, Ph-H),
7.52 — 7.55 (m, 2H, Ph-H, pyridinyl-H), 7.63 (dd, J = 8.5, 1.3 Hz, 1H,
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Ph-H), 7.73 (d, /= 8.5 Hz, 1H, Ph-H), 8.10 (s, 1H, Ph-H), 8.23 (dd, /= 8.3,
2.6 Hz, 1H, pyridinyl-H), 8.55 (s, 1H, CONH), 8.69 (dd, J = 8.3, 1.4 Hz,
1H, Ph-H), 8.97 (d, J = 2.3 Hz, 1H, pyridinyl-H); ESI-MS caled for
CxHi6ClLF3N4O ([M + H]") 491, found 491.

I-49

'H NMR (600 MHz, CDCls) 6: 0.70 — 0.72 (m, 2H, cyclopropyl-CH,), 0.93
— 0.96 (m, 2H, cyclopropyl-CH»), 3.38 — 3.42 (m, 1H, cyclopropyl-CH),
1.22 - 128 (m, 2H, cyclohexyl-CHy), 1.52 - 1.73 (m, 4H,
cyclohexyl-CH»), 1.83 — 1.86 (m, 2H, cyclohexyl-CH,), 2.01 — 2.03 (m,
2H, cyclohexyl-CH»), 2.34 — 2.39 (m, 1H, cyclohexyl-CH), 7.24 (dd, J =
7.6, 1.6 Hz, 1H, Ph-H), 7.39 (t, J = 8.0 Hz, 1H, Ph-H), 7.59 (d, J = 8.5 Hz,
1H, Ph-H), 7.70 (d, J = 8.5 Hz, 1H, Ph-H), 7.98 (s, 1H, Ph-H), 8.07 (s, 1H,
CONH), 8.54 (d, J = 8.2 Hz, 1H, Ph-H); ESI-MS calcd for C24H»4CIF3N;0
(IM + H]") 462, found 462.

I-50

'H NMR (600 MHz, CDCl3) 8: 3.97 (s, 3H, N-CHj), 7.35 (td, J = 7.4, 1.4
Hz, 1H, Ph-H), 7.39 (td, J = 7.6, 1.8 Hz, 1H, Ph-H), 7.43 (dd, J = 8.0, 1.2
Hz, 1H, Ph-H), 7.51 (d, J = 8.7 Hz, 1H, Ph-H), 7.55-7.58 (m, 3H, Ph-H),
7.74 (dd, J = 7.5, 1.5 Hz, 1H, Ph-H), 7.81 (d, J = 7.3 Hz, 1H, Ph-H), 8.06
(s, 1H, Ph-H), 8.17 (s, 1H, Ph-H), 8.43 (s, IH, CONH); ESI-MS calcd for
CoyH16CIFN;O  ([M + H]9)330 , found 530.

1-51

'H NMR (600 MHz, CDCls) 6: 3.97 (s, 3H, N-CH3), 7.39 (t, J = 7.9 Hz,
1H, Ph-H), 7.49 (ddd, J = 8.0, 2.0, 0.9 Hz, 1H, Ph-H), 7.52 — 7.58 (m, 4H,
Ph-H), 7.75 (dt, J = 7.7, 1.2 Hz, 1H, Ph-H), 7.81 (dt, J = 7.5, 1.8 Hz, 1H,
Ph-H), 7.84 (1, J = 1.8 Hz, 1H, Ph-H), 8.04 (s, 1H, Ph-H), 8.14 (s, 1H,
Ph-H), 8.50 (s, 1H, NH, CONH); ESI-MS caled for Ca4H sCIF;N30 ([M +
H]) 530, found 530.

[-52

'H NMR (600 MHz, CDCls) 8: 3.94 (s, 3H, N-CH;), 7.41 (d, J = 8.6 Hz,
2H, Ph-H), 7.48 -7.52 (m, 3H, Ph-H), 7.58 (d, J = 8.6 Hz, 1H, Ph-H), 7.74
-7.76 (m, 1H, Ph-H), 7.83 (d, J = 8.6 Hz, 2H, Ph-H), 8.04 (s, 1H, Ph-H),
8.07 (s, 1H, Ph-H), 8.58 (s, 1H, CONH); ESI-MS calcd for Ca4H;sCIF;N;0
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(M + H]") 530, found 530.

[-53

'"H NMR (600 MHz, CDCl;) &: 3.95 (s, 3H, N-CHs), 7.50 (d, J = 8.7 Hz,
1H, Ph-H), 7.57 - 7.63 (m, 5H, Ph-H), 7.63 (d, J = 7.3 Hz, 1H, Ph-H), 7.72
(d, J = 7.8 Hz, 1, Ph-HH), 7.75 — 7.77 (m, 1H, Ph-H), 8.00 (s, 1H, Ph-H),
8.09 (s, 1H, Ph-H), 8.27 (s, IH, CONH); ESI-MS calcd for CasH;4F1oNsO
(IM - H]) 562, found 562.

I-54

'H NMR (600 MHz, CDCls) d: 3.95 (s, 3H, N-CHj), 7.50 — 7.54 (m, 3H,
Ph-H), 7.59 (d, J = 8.6 Hz, 1H, Ph-H), 7.71 (d, J = 8.4 Hz, 2H, Ph-H), 7.81
(d, J=17.5 Hz, 1H), 7.97 - 8.00 (m, 3H, Ph-H), 8.09 (s, 1H, Ph-H), 8.85 (s,
1H, CONH); ESI-MS caled for CosHygFsN4O ([M + H]") 521, found 521.

[0059]

I-55

'H NMR (600 MHz, CDCls) 8: 3.92 (s, 3H, N-CH3), 5.22 (s, 2H, O-CH,),
6.93 (s, 1H, NH), 7.34 — 7.42 (m, 5H, Ph-H), 7.48 — 7.51 (m, 2H, Ph-H),
7.50 — 7.51 (s, 2H, Ph-H), 7.57 (d, J = 8.5 Hz, 1H, Ph-H), 7.90 (s, 1H,
Ph-H), 8.10 (s, 1H, Ph-H); ESI-MS caled for CysHsF7N;0, ((M + H])
526, found 526.

[-56

'H NMR (600 MHz, CDCls) 6: 3.99 (s, 3H, N-CH3), 7.32 (td, J = 7.4, 1.5
Hz, 1H, Ph-H), 7.35 (td, J = 7.5, 1.8 Hz, 1H, Ph-H), 7.38 (dd, /= 7.8, 1.6
Hz, 1H, Ph-H), 7.52 (d, J = 8.3 Hz, 1H, Ph-H), 7.54 — 7.58 (m, 2H, Ph-H),
7.66 (s, 1H, Ph-H), 7.70 (dd, J = 7.5, 1.6 Hz, 1H, Ph-H), 7.84 (d, J = 8.6
Hz, 1H, Ph-H), 7.86 — 7.88 (m, 1H, Ph-H), 8.17 (s, 1H, Ph-H), 8.53 (s, 1H,
CONH); ESI-MS calcd for C»4H;6CIFsN;0 ([M + H]") 530, found 530.

[-57

'H NMR (600 MHz, CDCls) &: 3.98 (s, 3H, N-CHs), 7.35 (1, J = 7.9 Hz,
1H, Ph-H), 7.44 (ddd, J = 8.0, 2.0, 1.0 Hz, 1H, Ph-H), 7.50 (d, /= 8.7 Hz,
1H, Ph-H), 7.53 — 7.54 (m, 2H, Ph-H), 7.67 (s, 1H, Ph-H), 7.74 (dt, J = 7.7,
1.2 Hz, 1H, Ph-H), 7.80 — 7.84 (m, 3H, Ph-H), 8.13 (s, 1H, Ph-H), 8.75 (s,
1H, CONH); ESI-MS caled for Co4H;6CIF;N;0 ([M + H]") 530, found 530.

I-58

'H NMR (600 MHz, CDCl;) 8: 3.99 (s, 3H, N-CH;), 7.47 (d, J = 8.6 Hz,
2H, Ph-H), 7.54 — 7.55 (m, 3H, Ph-H), 7.68 (s, 1H, Ph-H), 7.79 (dt, J = 7.1,

2.0 Hz, 1H, Ph-H), 7.85 (d, J = 8.6 Hz, 2H, Ph-H), 7.88 (d, J = 8.6 Hz, 1H,
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Ph-H), 8.10 (s, 1H, Ph-H), 8.26 (s, 1H, CONH); ESI-MS calcd for
C24H16CIF,N50 ([M + H]") 530, found 530.

'H NMR (600 MHz, CDCls) d: 3.97 (s, 3H, N-CHs), 7.50 (d, J = 8.0 Hz,
2H, Ph-H), 7.54 — 7.56 (m, 4H, Ph-H), 7.65-7.66 (m, 2H, Ph-H), 7.79 (d, J
I-59 = 8.7 Hz, 1H, Ph-H), 7.86 — 7.88 (m, 1H, Ph-H), 8.12 (s, 1H, Ph-H), 8.39
(s, 1H, CONH); ESI-MS calcd for CysH4F1gN3O ([M - HJ]") 562, found
562.

[0060] '"H NMR (600 MHz, CDCls) &: 3.99 (s, 3H, N-CH3), 7.53 — 7.56 (m, 3H,
I Ph-H), 7.69 (s, 1H, Ph-H), 7.78 — 7.82 (m, 3H, Ph-H), 7.86 (d, J = 8.6 Hz,

-60
1H, Ph-H), 8.02 (d, J = 8.4 Hz, 2H, Ph-H), 8.09 (s, 1H, Ph-H), 8.52 (s, 1H,

CONH); ESI-MS caled for CosHisF7N4O ([M + H]") 521, found 521.

'H NMR (600 MHz, CDCls) J: 3.94 (s, 3H, N-CHs), 5.23 (s, 2H, O-CH,),

: 6.88 (s, 1H, NH), 7.34 — 7.43 (m, SH, Ph-H), 7.48 — 7.49 (m, 2H, Ph-H),
-61
7.54 (d, J = 8.1 Hz, 2H, Ph-H), 7.66 (s, 1H, Ph-H), 7.89 — 7.91 (m, 2H,

Ph-H); ESI-MS calcd for CosH;oF2N30, ([M + H]") 526, found 526.

[0061] St 512 L xof il He ) 4% Bt

[0062] A AFMIAL 541 P25 1 96 i it - 8O 7L A 771 A DM 45 i P 1) ol Jo Bk EE D2 . 5 %6 BRI, 44
Je P& B 2 R K BB 21120 00g /mL 25 o 5 3 B K R FR 4 0 265 90 78 0= 11w R T
T BONRAT YR AR 15 TR LA, 50kl 3% v I 4 520k /1L, B +-24~ 27T CHLERE N BT 7%,
T2h R R E SR A B s A, T MR SE R

[0063] %3 N- (3- CAEIFWKIME-2-5) KAL) B SAL S P800, s 1

&Y HIHE (%) WwE) FALE (%) A HILE (%)
I-2 22.5 [-23 25 I-44 90
[0064]
[-3 0 [ -24 40 [ -45 75
[-4 22.5 [-25 95 [-46 32,5
I-5 25 I-26 40 I -47 35
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I -6 35 [-27 40 [-48 27.5
[-7 22.5 I-28 35 [-49 32,5
-8 30 [-29 275 [-50 0
[-9 0 [-30 325 [-51 30
[-10 37 5 [-31 95 [-52 40
[-11 30 [-32 275 [-53 0
I-12 40 I-33 30 [ -54 37.5
1-13 ’5 I -34 70 I -55 85
L00es] [-14 4 [35 e [-56 "
[-15 25 [ -36 100 [-57 0
[-16 85 L-37 100 [-58 325
[-17 32.5 [-38 225 [-59 20
[-18 325 [-39 30 [-60 27.5
[-19 35 [ -40 0 [-61 25
[-20 22.5 I-41 275
[-21 35 [-42 17.5
[0066] £ AR AL KA 2 PO IRB IR I 200us/mL XK HLEAS — 52 0 s

P A b A 1-16.1-25.1-31.1-36.1-37.1-44 1- 5511 -6 1 {E i B 9K £ 200ng /mL R i Ak
HRILHS5% UL EHIEBER.,

[0067]
[0068]

SEHt A1 225%F B 15 W i % g P
B A1 % i35 - 807 Ak 71 Yy DMF Y it I 1) 5 o iR B 2. 5% B, SR

Jr HI3E B 78 TR MR 2 200ng /mL 46 FH o R 8 B A5 0 10 2 S TPot ter i 15 RS54k
AR S E T 20~ 22 CE = A RTIR, T2h R B 45 R . LB sl Rk, o S AR

AHEHL,
[0069] 34 N- (3- CRIFBKME-2-38) ZRIL) B fL RS W8 B 18 1 iE 1
waEY | B (% | wEY | B3R (% | AW | BUEE (%)
[0070]
I-1 20 [-22 65 I-43 20
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[-2 0 [-23 40 [ -44 0
-3 25 [ -24 10 [-45 25
[ -4 85 [-25 85 [ -46 35
[-5 10 [-26 45 [ -47 15
I-6 40 [-27 75 [ -48 50
[-7 0 [-28 20 [-49 20
[-8 35 [-29 0 [ -50 15
[-9 15 [-30 15 [-51 35
[-10 30 [-31 30 [ 58 0
[-11 55 [-32 90 [-53 15
Loo7] [ 12 0 [-33 25 [ -54 25
[-13 5 [-34 35 [-55 15
[-14 0 [-35 85 [-56 30
[-15 30 [-36 50 I -57 20
[-16 5 [-37 5 [-58 0
[-17 85 [-38 50 [-59 25
[-18 0 [-39 0 [ -60 5
[-19 0 [-40 85 [-61 45
[ 20 30 [ -41 35
[ -21 50 1-42 30

[0072]  Z5R B RFR1FM KR4 EWLE IR £ 200ng /mL N X 15 18 iF B A — 1R B
W, P &4 1-17.1-25.1-32.1-35F1 1 -407E 1R 96 1 20 0ug /mL R X6 B 7 def 22 71
H85% LA EIEUER .

[0073]  sizjitafpl23 % g & L) A UG 1

[0074] S FEMAk A4 1 %6 3 - 80FL A 751 P DME 45 A 1C il Jsd o B34k B2 . 5 %6 B, 48
Ji P18 & 72 KM B 2)2000ng /mLag F o 4~ 6K FE 1 (K213 ~4em, ZENEH) HE A%
WO 7€ 107 em (B FRILN , F2CO, R FFE R K A8 K B3 ke T 1% U5+, B T-Potterit 25 1%
FE R E A (/7 H51b/in®, Wl & 4 . 35mg/em®) , RN 5 4 30K, Wi % 5 3% W 9B
B E AR T ME E N (24~27°C, 14h6 1) , 72h 5 A 45 R . R A i), DL B 2B R fil Uik,
TG AR AT

[0075] 385 N- (3- CRIFBRME-2-3) AL BEL AL B4 RE CElE

26



N 115477615 A W OB P 93/23 B

7l e [BUEE (0 [aw  [SUER () AW [8UEE (%)
I-1 40 [-22 20 [-43 35
I-2 30 [-23 35 [-44 0
I-3 25 [-24 20 I-45 25
I-4 65 I-25 20 I-46 25
I-5 30 I-26 10 [-47 45
I-6 45 I-27 85 [-48 40
1-7 95 [-28 30 I-49 35
I-8 95 [-29 10 I-50 35
I-9 40 I-30 60 I-51 30
I-10 95 I-31 15 [-52 0
[-11 45 [-32 20 [-53 40
[-12 35 [-33 15 [-54 65
[-13 30 [-34 20 I-55 15
I-14 0 I-35 0 [-56 0
I-15 40 [-36 30 [-57 20
I-16 15 [-37 90 [-58 0
[-17 25 [-38 10 [-59 25
[-18 0 [-39 30 I-60 0
I-19 45 I-40 35 I-61 15
I-20 85 [-41 20
[-21 20 [-42 25

[0077] g5 BB IRFIHRER G MR R ISR E2000ng /mL X A8 K EVE A —E MR R
W, A ET-7.1-8.1-10.1-20.1-27  FIT - 37AER IR 2000g /mL R X Fg K A F B
H85% LA EHIEER .

[0078] A1t B A5 il (1) P 2R AN AN 2 o % B AL B S BLE 2C 10 910 2%, A R W IR R 4750 B AN
A AN AN PR T S Tt A7) P o o PR R A4 T 2, A i B ) DR 4 Y0 TRl A, B T AR S RN AR
AR B R ST e 8 AR 28 1) 45 [ R TF B
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