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[0053]  7E& Bk 2k b KL A3 53111, 2- “FHHAC ke 1 48 I 45 & ] N, 75 34k
B SRR GBI EW6: AL G W6 S EMITRNL B2 5184 5118
HEmRE , R NAF RS9 AW HIRA R 20 [ A 2B A2 LTI &4 -
[0054] 7 B IE G A P it i 202 14k & W0 1l 2607 ik
[0055]  *4XAIY 73 A NS HIN, ZCOT , A& 0195 7K FY I 22 e i, 45 213l s0AL 5423,
EPA VR
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[0059]  AH[EIfA15.16.18FN19& L 1] kil &@ = (D) E.

[0060] A BHHRALA S5 (D) AR B A R R FEIEER LS, 58 H TP 6 op
TR 299 Do T A D 9 T 0 A O R R A, EL R I G TR e R T AR A
SR BT ~ T A R TR 0 L TR R ARG 2 00 « 7 B R R R R S AR R A A
REHAL P REE T B A% B B0 K B0 s BUR R &5 AN R AL & L E B L
AT AN bR b2 52 i B AR A, T DLRT I B R T R S A

B A

[0061] 1 S 4 (it 14y I ot 451 o] 5 48] 3 — 245 [ BH AN 28451 150 BH AR BA AL 4 B FL il 4% 7
o A BRI I STt 451 AR 1) 24 491 PR L S AN DA ART 7 2QRR AR A B Y

[0062]  SJiif5i]1 : N-Boc -4 - Wk BE H P i 211) 5 B

[0063]  K54-WRNE FH A% (12.00g,93.63mmol) ¥& T 220mL I £ F5 I, WU 3, 2 5l n
N R RUT BE (22.48g,102.99mmol) A4~ — F 57 AL IE (DMAP) (1.20g,9.82mmol) , 4R
J& ZE AR HE 10h, TLC I 22 5 87 58 s » B3 » N 150mL — 55 FF ¢ B 38 gt » SOmL 1 Al iR &
ENEEANLE , SomL M AN AL E BE I B HLZ , SOmLAY /K e i A HLE , SOmL ) v A S Ak Ak v
AHE, TARBRIRETIRAVLE o U8, B, 1330 5 B4 17.54g, U382, 1% , 45 1 153-
155°C . 'H NVR (400MHz,CDC1,) 85.54 (s, 2H,CNH,) ,4.13 (s, 2H,CH,) ,2.75 (s, 2H,CH,) ,2.25-
2.33(m, 1H,CH) ,1.84(d,J=15.80z,20,CH,) ,1.60-1.67 (m,2H,CH,) ,1.44 (s,9H, t-Bu-H) .
[0064] s f512 :N-Boc -4 - IR N it A FH Bk A& 3 10) & il

[0065]  ¥4N-Boc-4-WRAEH %2 (1.00g,4.38mmol) V& T 20mL ) VY &5k g VA T, 2R )5 -
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A5 #AFA (LR) (1.06g,2.63mmol) , AL FE 120, TLCWE I3 S 87 56 B, B I
20mL £ 18 PR EEHT A AR 5 15mL*211 10 % BIAT R BR BE i A L= » 15mL*2 (1) e AR B AW e 5
BLZ, 15mLIR K BEEANLZ , KRR E T A NLUZE , 108, Bl , 13 3] 3 A H 1£0. 88g, i %
82.2% 45 51:126-129°C.."H NMR (400MHz ,CDC1,) 87.45 (s, 1H,NH,) ,6.90 (s, 1H,NH,) ,4.22
(s,2H,CH,) ,2.65-2.82 (m,3H,CH+CH,) ,1.85-1.91 (m, 2H,CH,) ,1.66-1.77 (m,2H,CH,) ,1.46
(s,9H,t-Bu-H) .

[0066]  Sjitafsl3:4- (7-%A4%-4,5,6,7-WUEAFF [d]MEME -2- 55) RIE - 1 - FHERAAUT BESHI &
%

[0067]  H{Boc-4-WRIERALFHEERZ3 (1.00g,4.09mmol) , I 20mL ) 2 B v 7, 28 Ja Fi bk
R, SRR 2--1,3- B 2 E4 (0.78g,4.09mmol) , B INO . 26g, [A] B
15min, 58 B4k 48 = iR HE 15minfia , THE ZE85°C, Nk al i 3h, TLC W il & 52 v 58 1% » [ vk
B I, I8, WIS A PR 1 . 02, 20mL — S H e BT IS A, IO N 15mL IR /K BE A HLZ , Tk
IR TR A HLE , U8, WA 13 238 PR 0 . 72g, & AR ZE BT, 15 31 35 0 055 0K [ 44
0.35g, YR 25.4% , ¥ 15:77-79°C . 'H NMR (400MHz,CDC1,) 84.21 (s, 2H,CH,) ,3.09-3.16 (m,
1H,CH) ,3.02(d,J=5.8Hz,2H0,CH,) ,2.85 (s, 2H,CH,) ,2.61 (d,J=5.6Hz,2H,CH,) ,2.18-
2.24 (m,2H,CH,) ,2.04-2.09 (m,2H,CH,) ,1.67-1.77 (m,2H,CH,) ,1.46 (s,9H, t-Bu-H) .
[0068]  sjififsild - 2- (WRNE-4-FE) -5,6- A A I [d]BEME-T7 (4H) - BRH6H) & K

[0069]  HY4- (7T-%A%-4,5,6,7- VUSRI [d]mEmk-2-38) R - 1 - FH ER AL T g5 (3. 00g,
8.92mmol) , 4> HIAIA30mL 10 % (K] 5B F130mL — 50 H e 75, FHE 2£40°C , ik [al % 10h,
TLCH W 22 5 87 58 e » J5 R P il Ik IR A I VR 15 /K JZ2 I pH=9~10, 43 B tH A HLJZ , I
A30mL+5) & A BUKE , & FF A BOR , JoK IR EE T 1R A B, ik U8, IV 15 21 3
HERH2.01g, 15 3£95.4% o 'H NMR (400MHz,CDC1,) 83.57 (d,J=11.8Hz,2H,CH,) ,3.29-3.33
(m,1H,CH) ,3.13 (t,J=9.8Hz,2H,CH,) ,3.02 (t,J=5.6Hz,2H,CH,) ,2.63 (t,J=5.6Hz,2H,
CH) ,2.41(d,J=15.6Hz,2H,CH,) ,2.19-2.33 (m,4H, CH,+CH,) .

[0070]  SEjfsi5:2- (1- (2- (5-FH -3 =3 28 - TH-ME M- 1-58) T 28) WiRiE -4-2%) -5,
6- " EAIE [dIMEME -7 (4H) -1 8FIA K

[0071]  #2- (WRWE-4-3L) -5,6- A K [d]MEME-7 (4H) -FH6 (1g,2.975mmol) ¥ T 15mLfH)
&R, =% (0.90g,8.925mmol) K52~ (5-F k-3~ (9 AL - TH-mbme - 1-3%) £ 1k
FA7(0.67g,2.975mmol) ¥ T-5mL S H it , 218 AN S N, 2 i S M. 10h, TLC MR Wl 22 s )8
SE R SNSRI OmL A% £5 BR Pk » 10mL AL AR BR BN E , 10mL/K 3 , TC/K BRER BE T8, 1t € , ¥y
TR B TR 45 5, 15 B A ([ 4420 . 89g, P2 FT70.2% , 4 5 : 150-152°C . 'H NMR (400MHz,
CDC1,) 86.35 (s, 1H,Pyrazolyl-H) ,5.02 (d,J=3.4Hz,2H,CH,) ,4.62(d,J=15.8Hz,1H,
CH,) ,3.25-3.33 (m,2H,CH,) ,3.04 (t,J=5.6Hz, 21,CH,) ,2.87 (t,J=13.2Hz, 1H,CH) ,2.64
(t,J=7.2Hz,2H,CH,) ,2.33 (s, 3H,Pyrazolyl-CH,) ,2.16-2.27 (m,4H,CH,+CH,) ,1.73-1.85
(m,2H,CH,) .

[0072]  SEHif6: 1- (4- (7- RRE) -4,5,6,7- DU K I [d] Mems-2- ) WRIE - 1- 5£) -2-
(5- 2 -3- U FF B - TH- Ik - 1-288) 2002 - 1- O I & ik

[0073]  42- (1- (2- (5- FHAE-3- =& F AL - 1H-MEmE - 1-25) 2 W) WRIE-4-38) -5,6- =4
RIF[dIWEME-7 (4H) -1 8(4.00g,9.38mmol) ANASOmLII oK HEEEH , 94 J5 553 A DN 2R 1R
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¥4/ (0.98g,14.08mmo) FIBREREH (1.95g,14.08mmol) , FHE F65°C , [AI ¥R £F 10h, TLC W il
2N FERR B ok UE IV, 155 . A3g B AL EAA, N7 OmL — & e B BV g, 40mL*3 1) 7K
BB NLE , KBRS T IRANLE , I8, B, & R A Z 018 203, 33g 1 (] f4 , =%
80.8% , M A1:120-122°C.'"H NMR (4OOMHZ,CDC13) 89.45 (s, 1H,NOH) ,6.33 (s, 1H,Pyrazolyl-
M) ,4.95-5.05 (m,2H,CH,) ,4.61(d,J=13.6Hz, 1H,CH,) ,3.23-3.31 (m,2H,CH,) ,2.99 (t,J=
5.8Hz,2H,CH,) ,2.80-2.89 (m, 1H,CH) ,2.65 (t,J=5.4Hz,2H,CH,) ,2.31 (s, 3H,Pyrazolyl-
CH, ,2.19(t,J=13.6Hz,2H,CH,) ,2.04-2.10 (m,2H,CH,) ,1.74-1.82 (m,2H,CH,) .

[0074]  SEZjEBI7:1- (4- (7T- (CREELSEIL) WRIEL) -4,5,6,7-WUEA I [d]mEmk-2-35) IR
WE-1-58) -2- (5-FH 3L -3- =4 F 2L - 1H-AtE e - 1-35) 208 -1-BH 1 1af) & R

[0075] ¥4 4k4H (0.06g,1.50mmol) JIA 15mLIK) G KN, N- — H 35 Bk e (DMF) 2 S 3% 7
d B RE S IMNL- (4- (7- GRIETEIE) -4,5,6, 7- DU K I [d]mEme - 2- 25) DRI - 1 - 3E) -2-
(5- FF 3k -3- =40 - 1H-ME M- 1-38) Zke-1-Fd9 (0.60g,1.36mmol) , Hii+#k1h, SR J5 FE 2218
IR 10a (0. 24g, 1.50mmol) , 5minii 58 , % 56 f5 T+ 2 iR F # 2h , TLC M 22 [ B 58 i,
020 B B 1 AN S AR B AR TR R KRN, LB R NV R Ak, InN50mL UK,
30mL*3 [ 2,15 L e ZE B, & 20K, T 30mL3 1R 7K Sk , To/K BRIREE T A HLE , 1 g
i 5 5 s AL 2T, 13 A A0 . 6, U - 71.9% , 14 £5:110-112°C . 'H NMR (400MHz
CDC1,) 87.32-7.42 (m,5H,Ar-H) ,6.33 (s, 1H,Pyrazolyl-H) ,5.24 (s, 2H,CH,) ,4.98 (s, 2H,
CH,) ,4.59(d,J=13.2Hz,1H,CH,) ,4.02(d,J=14.0Hz, 1H,CH,) ,3.22-3.30 (m,2H,CH,) ,
2.96 (t,J=6.2Hz,2H,CH,) ,2.81-2.87 (m, 1H,CH) ,2.62 (t,]=6.2Hz,2H,CH,) ,2.31 (s, 3H,
Pyrazolyl-CH,),2.11-2.19 (m,2H,CH,) ,2.03-2.06 (m,2H,CH,) ,1.75-1.81 (m,2H,CH,) .
[0076] 4 F St 49 7 (1) 7 2%, I B i 1) s R AR 5 20 3 AR L Ib R 1L s A& 9 o B 1%
FRARI A2 A8 LG AT ) B AN 570 R DU 488 S5 it 497 1) 75 32 3 H 5 3 1 JoRsl A7)
[0077]  SEjEfs8:2- (5-F JE-3- = A - TH-NHEME-1-3E) -1- (4- (7- ((((2- 3L 30) &
5 WEIH) -4,5,6,7-WUE A I [d]WEME-2-38) RIE - 1-3%) Z ¢ -1-BR 11K & %,

[0078] {5 €[] fA , 45 25 : 103-105°C , Y% : 12.2% . 'H NMR (400MHz ,CDC1,) 87.31-7.39 (m,
IH,Ar-H) ,7.18-7.24 (m,3H,Ar-H) ,6.32 (s, 1H,Pyrazolyl-H) ,5.25(s,2H,CH,) ,4.98 (s,
2H,CH,) ,4.59 (d,J=13.2Hz,1H,CH,) ,4.02(d,J=14.0Hz, 1H,CH,) ,3.17-3.28 (m,2H,CH,) ,
2.95(t,J=6.2Hz,2H,CH,) ,2.83-2.86 (m, 1H,CH) ,2.63 (t,]=6.2Hz,2H,CH,) ,2.41 (s, 3H,
Ar-CHS) ,2.31 (s,BH,Pyrazolyl-CHB) ,2.02-2.17 (m,4H,CH,+CH,) ,1.71-1.80 (m,2H,CH,) .
[0079]  SEjff9:1- (4- (7- ((((2-& ) HH) WH L) -4,5,6,7- VAR I [d] wEM:-2-
B WRHE -1-25) -2- (5- H 2L -3- U A - TH-ME k- 1-288) 20~ 1- B 1 1e i &

[0080] {5 €[] fAc , 445 25 : 101-103°C, g% :31.2% . 'H NMR (400MHz ,CDC1,) 87.35-7.45 (m,
2H,Ar-H) ,7.24-7.27 (m,2H,Ar-H) ,6.32 (s, 1H,Pyrazolyl-H) ,5.35(s,2H,CH,) ,4.98 (s,
2H,CH,) ,4.59 (d,J=13.6Hz, 1H,CH,) ,4.02(d,J=13.6Hz, 1H,CH,) ,3.17-3.30 (m,2H,CH,) ,
2.96 (t,J=6.2Hz,2H,CH,) ,2.84-2.89 (m, 1H,CH) ,2.63 (t,]=6.2Hz,2H,CH,) ,2.30 (s, 3H,
Pyrazolyl-CH,),2.11-2.23 (m,2H,CH,) ,2.05-2.08 (m,2H,CH,) ,1.75-1.81 (m,2H,CH,) .
[0081]  SjEfs10:1- (4- (7- (((2-9F3) A L) WR L) -4,5,6,7- WY [d] mEmk-2-
B WRHE -1-25) -2- (5- H 2L -3- U A - TH-mE k- 1-288) 2~ 1- B 1 1d A &

[0082] {5 €l fAc, 45 25 : 109-111°C , Y% :28.9% . 'H NMR (400MHz ,CDC1,) 87.42-7.46 (m,
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IH,Ar-H) ,7.29-7.34 (m, 1H,Ar-H) ,7.13-7.17 (m, 1H,Ar-H) ,7.06-7.10 (m, 1H,Ar-H) ,6.33
(s,1H,Pyrazolyl-H) ,5.31 (s,2H,CH,) ,4.98 (s,2H,CH,) ,4.59 (d,J=13.2Hz, 1H,CH,) ,4.02
(d,J=13.6Hz,1H,CH,) ,3.18-3.30 (m,2H,CH,) ,2.95 (t,J=6.2Hz,2H,CH,) ,2.81-2.88 (m,
1H,CH) ,2.62 (t,]J=6.4Hz,2H,CH,) ,2.31 (S,BH,Pyrazolyl-CHB) ,2.11-2.19 (m, 2H,CH,) ,
2.02-2.08 (m,2H,CH,) ,1.72-1.84 (m,2H,CH,) .

[0083]  SEjfsl11:1- (4- (7- (((2-JRFH) L) MR -4,5,6,7-WUE IR [d] MEmE-2-
HE) WRHE - 1-45) -2- (5- H L -3- U A - TH-ME k- 1-55) Z-1- B 1 Le ) & ik

[0084] 5 ¢ fif] {4, 45 55 99-101°C, Y% : 18.3% . 'H NMR (400MHz,CDC1,) 87.57-7.59 (m,
1H,Ar-H) ,7.42-7.44 (n, 1H,Ar-H) ,7.30-7.34 (m, 1H,Ar-H) ,7.16-7.21 (m, 1H,Ar-H) ,6.33
(s,1H,Pyrazolyl-H) ,5.33 (s,2H,CH,) ,4.98 (s,2H,CH,) ,4.59(d,J=13.2Hz,1H,CH,) ,4.03
(d,J=13.6Hz,1H,CH,) ,3.21-3.31 (m,2H,CH,) ,2.97 (t,J=6.2Hz,2H,CH)) ,2.82-2.88 (m,
1H,CH) ,2.64 (t,]=6.2Hz,2H,CH,) ,2.31 (S,BH,Pyrazolyl-CHB) ,2.13-2.21 (m, 2H,CH,) ,
2.03-2.09 (m,2H,CH,) ,1.76-1.82 (m,2H,CH,) .

[0085]  Sijififsi)12:2- (5- I JE-3- = Fl 3L - TH-MEmE-1-388) - 1- (4- (7- ((((3-HIIEHEIE) &
F) WRHL) -4,5,6,7- VYA FKFF [d] HEME -2- ) DRiE - 1-3) Zbe-1-BR1LF & %

[0086] {5 €[] fAc , 445 25 : 101-103°C, Y% :79.3% . 'H NMR (400MHz ,CDC1,) 87.25-7.29 (m,
IH,Ar-H) ,7.20-7.22 (m,2H,Ar-H) ,7.12-7.14 (m, 1H,Ar-H) ,6.32 (s, 1H,Pyrazolyl-H) ,
5.20(s,2H,CH,) ,4.98 (s,2H,CH,) ,4.58(d,J=13.2Hz,1H,CH,) ,4.02(d,J=14.0Hz, 1H,
CH,) ,3.18-3.30 (m,2H,CH,) ,2.95 (t,]J=6.2Hz,2H,CH,) ,2.81-2.87 (m, IH,CH) ,2.62 (t,]=
6.4Hz,2H,CH,) ,2.36 (s,3H,Ar-CH,) ,2.31 (s, 3H,Pyrazolyl-CH,) ,2.11-2.19 (m, 2H,CH,) ,
2.01-2.08 (m,2H,CH,) ,1.75-1.81 (m,2H,CH,) .

[0087]  SEjifsl13:1- (4- (7- ((((B-FARIL) AL W HE) -4,5,6,7- VUSRI [d]HEmE-2-
HE) WRWE - 1- ) -2- (5- H L -3- g0 Ak - TH-ME k- 1-5) Z0-1- B 1 1gH & ik

[0088] 5 2] {4k , 45 55 :95-97°C, K % :22.9% . 'H NMR (400MHz,CDC1,) 87.40 (s, 1H, Ar-
H),7.27-7.30 (m,3H,Ar-H) ,6.32 (s, 1H,Pyrazolyl-H) ,5.20 (s, 2H,CH,) ,4.98 (s, 2H,CH,) ,
4.59(d,J=13.6Hz, 1H,CH,) ,4.03 (d,J=14.0Hz, 1H,CH,) ,3.19-3.31 (m,2H,CH,) ,2.96 (t,]
=6.0Hz,2H,CH,) ,2.82-2.88 (m, 1H,CH) ,2.61 (t,J=6.2Hz,2H,CH,) ,2.30 (s, 3H,
PyraZolyl-CH,) ,2.12-2.21 (m,2H,CH,) ,2.02-2.08 (m,2H,CH,) ,1.72-1.85 (m,2H,CH,) .
[0089]  sEjiiffl14:1- (4- (7- ((((3-FFHL) AL WKL) -4,5,6,7- VUSRI [d]mEmk-2-
5E) WRWE - 1- ) -2- (5- H JE-3- =0T Ak - TH-MiE k- 1-5) 20~ 1- B 1 Thi) & ik

[0090] {5 £l 4, 45 £1: 89-91°C , I %€ :35.9% . 'H NMR (400MHz ,CDC1,) 67.29-7.36 (m, 1H,
Ar-H) ,7.10-7.17 (m,2H,Ar-H) ,6.98-7.03 (m, 1H,Ar-H) ,6.33 (s, 1H,Pyrazolyl-H) ,5.23
(s,2H,CH,) ,4.98 (s,2H,CH,) ,4.58 (d,J=13.6Hz,1H,CH,) ,4.03 (d,J=13.6Hz, 1H,CH,) ,
3.21-3.31(m,2H,CH,) ,2.96 (t,J=5.4Hz,2H,CH,) ,2.82-2.88 (m, 1H,CH) ,2.62 (t,]=
5.2Hz,2H,CH,) ,2.31 (s, 3H,Pyrazolyl-CH,) ,2.12-2.20 (m,2H,CH,) ,2.03-2.07 (m, 2H,
CH,) ,1.73-1.85 (m,2H,CH,) .

[0091] Sl 15:1- (4- (7- ((((3-¥FHL) A HL) WKL) -4,5,6,7- VUSRI [d]memk-2-
5E) WRWE - 1- %) -2- (5- H L -3- =0 Ak - TH-ME k- 1-8) Z0-1- B 111 F & ik

[0092] (3¢l 4A , 45 5 :88-90°C, i % : 48.2% . 'H NMR (400MHz,CDC1,) 87.57-7.58 (m, 1H,
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Ar-H) ,7.43-7.46 (m, IH,Ar-H) ,7.31-7.34 (m, 1H,Ar-H) ,7.20-7.24 (m, IH,Ar-H) ,6.33 (s,
1H,Pyrazolyl-H) ,5.20 (S,2H,CH2) ,4.99 (s,2H,CH2) ,4.59 (d,J:13.4HZ,1H,CH2) ,4.03,
J=13.6Hz,1H,CH,) ,3.20-3.32 (m,2H,CH,) ,2.96 (t,]=6.0Hz,2H,CH,) ,2.83-2.90 (m, 1H,
CH) ,2.60-2.64 (m,2H,CH,) ,2.31 (s,3H,Pyrazolyl-CH,) ,2.17 (t,J=16.0Hz,2H,CH,) ,
2.02-2.08 (m,2H,CH,) ,1.73-1.86 (m,2H,CH,) .

[0093] S 5116 2~ (5- FF k-3 - 350 FF L - TH-mb e - 1-J) - 1- (4- (7- ((((4- AL 5E) 4
) WA HE) -4,5,6,7-PUEARIF [d] MM -2-56) DRIE - 1-58) 206 -1- B 11 iR A

[0094] {5 €[] fA , 445 257 : 150~ 152°C , Y % :66.5% o 'H NMR (400MHz ,CDC1,) 87.25-7.32 (m,
2H,Ar-H) ,7.14-7.19 (m,2H,Ar-H) ,6.32 (s, 1H,Pyrazolyl-H) ,5.20 (s,2H,CH,) ,4.98 (s,
2H,CH,) ,4.59(d,J=13.2Hz,1H,CH,) ,4.01 (d,J=13.6Hz,1H,CH,) ,3.18-3.29 (m,2H,CH,) ,
2.95(t,J=6.2Hz,2H,CH,) ,2.80-2.88 (m, 1H,CH) ,2.62 (t,]J=6.2Hz,2H,CH,) ,2.36 (s, 3H,
PH-H) ,2.32 (s, 3H,Pyrazolyl-CH,) ,2.10-2.18 (m,2H,CH,) ,2.01-2.07 (m,2H,CH,) ,1.74-
1.83 (m,2H,CH,) .

[0095] S 17:1- (4- (7- ((((4-GREE) SAAE) W) -4,5,6,7- DU AT [d]mEms-2-
) WRWGE - 1-5E) -2- (5- 12k -3- =40 FF 5 - LH-AEEME - 1-3) - 1- 1Lk &5

[0096] {5 €[] f4 , 445 25 : 106-108°C , Y % :68.6% . 'H NMR (400MHz ,CDC1,) 87.28-7.33 (m,
4H,Ar-H) 6.32 (s, 1H,Pyrazolyl-H) ,5.18 (s, 2H,CH,) ,4.98 (s, 2H,CH,) ,4.58 (d, J=13.6Hz,
1H,CH,) ,4.01 (d,J=13.6Hz,1H,CH,) ,3.19-3.29 (m,2H,CH,) ,2.94 (t,]J=6.0Hz,2H,CH,) ,
2.79-2.86 (m,1H,CH) ,2.60 (t,J=6.2Hz,2H,CH,) ,2.29 (S,BH,Pyrazolyl-CHB) ,2.10-2.18
(m,2H,CH,) ,2.00-2.06 (m,2H,CH,) ,1.71-1.84 (m,2H,CH,) .

[0097] S 18:1- (4- (7- ((((4-FR4E) SAIE) WAL -4,5,6,7- DU AT [d]mEms-2-
) WRWE - 1-2E) -2- (5- 12k -3- =4 FF 5 - LH-AEEME - 1-38) £0- 1-FRT LT B

[0098] {5 €[] fA¢ , 445 25 : 109-111°C , Y% :61.0% . 'H NMR (400MHz ,CDC1,) 87.36-7.40 (m,
2H,Ar-H) ,7.03-7.08 (m,2H,Ar-H) ,6.33 (s, 1H,Pyrazolyl-1) ,5.19 (s,2H,CH,) ,4.98(d,]
=3.2Hz,2H) ,4.60 (d,J=13.20z, 1H,CH,) ,4.04 (d,J=13.6Hz, 1H,CH,) ,3.18-3.30 (m, 2H,
CH,) ,2.95(t,J=6.0Hz,2H,CH,) ,2.80-2.87 (m, 1H,CH) ,2.60-2.63 (m,2H,CH,) ,2.31 (s, 3H,
Pyrazolyl-CH,),2.11-2.19 (m,2H,CH,) ,2.01-2.08 (m,2H,CH,) ,1.71-1.84 (m,2H,CH,) .
(00991 SCEfi19:1- (4- (7- ((CU-ERRF) SAI) WaH) -4,5,6,7- PRI [d]mEmk-2-
) WRWGE - 1-5E) -2- (5- 12k -3- =40 FF 5 - LH-AEEME - 1-3) - 1- [ ) 5

[0100]  p5 ol ¢4, 45 25 : 113-115°C , Yt % :46.8% . 'H NMR (400MHz ,CDC1,) 87.45-7.51 (m,
2H,Ar-H) ,7.24-7.32 (m,2H,Ar-H) ,6.35 (s, 1H,Pyrazolyl-H) ,5.20 (s,2H,CH,) ,5.01 (s,
2H,CH,) ,4.62(d,J=14.0Hz,1H,CH,) ,4.05(d,J=13.6Hz,1H,CH,) ,3.18-3.33 (m,2H,CH,) ,
2.98(t,J=6.0Hz,2H,CH,) ,2.83-2.90 (m, 1H,CH) ,2.63 (t,J=6.2Hz,2H,CH,) ,2.33 (s, 3H,
Pyrazolyl-CH,),2.14-2.22 (m,2H,CH,) ,2.03-2.10 (m,2H,CH,) ,1.74-1.87 (m,2H,CH,) .
[0101]  SLi 1202 1- (4- (7- ((3-P-2-FUREL) AIL) WAL -4,5,6,7- DU H I [d] e
M- 2- ) WRWGE - 1-286) -2- (5- 12k -3- =40 FF 2 - LH- AL - 1-3) Zi-1-F 1 In ) &K

[0102] R ¥ EE A, 1585 120-122°C, e H - 32.8% . 'H NMR (400MHz,CDC1,) 67.47-7.53
(m, 1H,Ar-H) ,7.34-7.39 (m, 1H,Ar-H) ,7.00-7.05 (m, 1H,Ar-H) ,6.33 (s, 1H,Pyrazolyl-H) ,
5.30(s,2H,CH,) ,4.98 (s,2H,CH,) ,4.59 (d,J=13.6Hz, 1H,CH,) ,4.02(d,J=13.6Hz, H,
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CH,) ,3.18-3.31 (m,2H,CH,) ,2.95 (t,J=6.2Hz,2H,CH,) ,2.81-2.89 (m, 1H,CH) ,2.61 (t,]=
6.2Hz,2H,CH,) ,2.31 (s, 3H,Pyrazolyl-CH,) ,2.12-2.20 (m,2H,CH,) ,2.00-2.07 (m, 2H,
CH,) ,1.72-1.85 (m,2H,CH,) .

[0103]  SEfifl21:1- (4- (7- ((2-5-6- 9 W 3E) A IE) L2 HE) -4,5,6,7- VIS A IF [d]mE
W - 2- ) WIRNE - 1-KE) -2- (5- Y0 -3~ =G0 2 - TH-AE e - 1-258) 2, - 1- i 1 1o 5

[0104] {5 €afi] ¢4, 45 25 : 128-130°C, Y % :62.0% . 'H NMR (400MHz ,CDC1,) 87.20-7.33 (m,
2H,Ar-H) ,7.01-7.08 (m, 1H,Ar-H) ,6.33 (s, 1H,Pyrazolyl-H) ,5.38 (d,J=2.0Hz,2H,CH) ,
4.98 (s,20,CH,) ,4.58 (d,J=13.6Hz,1H,CH,) ,3.99(d,J=13.6Hz, 1H,CH,) ,3.16-3.28 (m,
2H,CH,) ,2.88-2.95 (m,2H,CH,) ,2.79-2.86 (m, 1H,CH) ,2.61 (t, J=6.4Hz,2H,CH,) ,2.30 (s,
3H,Pyrazolyl-CH,) ,1.99-2.16 (m,4H,CH,+CH,) ,1.68-1.80 (m,2H,CH,) .

[0105]  SLfif]22:1- (4- (7- ((2-iR-5- 9 W 3E) A IE) W2 HE) -4,5,6,7- VI HIF [d]mE
W - 2- ) WIRNE - 1-KE) -2- (5- Y0 -3~ =G0 2k - TH-AE e - 1-58) 2, - 1- W 1 1pf) A5

[0106] [ ¢ il {4k , 45 55 99-101°C, e % :43.8% . 'H NMR (400MHz,CDC1,) 87.48-7.53 (m,
IH,Ar-H) ,7.11-7.15(m, 1H,Ar-H) ,6.86-6.93 (m, 1H,Ar-H) ,6.33 (s, 1H,Pyrazolyl-H) ,
5.28 (s,2H,CH,) ,4.99 (s, 2H,CH,) ,4.60(d,J=14.0Hz,1H,CH,) ,4.03 (d,J=13.6Hz, 1H,
CH,) ,3.19-3.32 (m,2H,CH,) ,2.98 (t,J=6.2Hz,2H,CH,) ,2.86-2.90 (m, 1H,CH) ,2.64 (t,]=
6.4Hz,2H,CHy) ,2.31 (s, 3H,Pyrazolyl-CH,) ,2.15-2.22 (m,2H,CH,) ,2.02-2.10 (m, 2H,
CH,) ,1.74-1.87 (m,2H,CH,) .

[0107]  SEifsl23:1- (4- (7- ((2,6- ~&FIE) HAL) WREIL) -4,5,6,7- VIS [d] memk:-
2- ) WRIE - 1-2) -2- (5- F k-3~ =50 T 2 - LH-ME e - 1-3) 20 1- B 1 1a ) &

[0108] [ ¢l A, 445 45 : 126-128°C, e % :41.9% . 'H NMR (400MHz ,CDC1,) 67.33-7.38 (m,
2H,Ar-H) ,7.20-7.25 (m,1H,Ar-H) ,6.33 (s, 1H,Pyrazolyl-H) ,5.50 (s,2H,CH,) ,4.98 (s,
2H,CH,) ,4.58 (d,J=13.6Hz,1H,CH,) ,4.00 (d,J=13.6Hz, 1H,CH,) ,3.15-3.28 (m,2H,CH,) ,
2.93(t,J=6.0Hz,2H,CH,) ,2.80-2.86 (m, 1H,CH) ,2.63 (t,J=6.2Hz,2H,CH,) ,2.31 (s, 3H,
Pyrazolyl-CH,),2.01-2.16 (m,4H,CH,+CH,) ,1.69-1.79 (m,2H,CH,) .

(01091 St 24« 1- (4- (7- ((((2,6- = HEF) FH) WEHE) -4,5,6,7- WA FIf [d]
WEIE - 2- ) DRIGE - 1-J) -2- (5- 2k - 3- =G FF - TH- AL - 1-68) 2, - 1- L 1r () 65

[0110] {5 ol A, 45 1 : 98-100°C , Yt % :56.0% o 'H NMR (400MHz,CDC1,) 87.03-7.18 (m,
3H,Ar-H) ,6.32 (s, 1H,Pyrazolyl-H) ,5.28 (s,2H,CH,) ,4.97 (s,2H,CH,) ,4.57(d,J=
13.6Hz, 1H,CH,) ,4.00 (d,J=13.6Hz,1H,CH,) ,3.17-3.27 (m,2H,CH,) ,2.93 (t,J=6.0Hz,
2H,CH,) ,2.81-2.84 (m,1H,CH) ,2.63 (t,J=6.2Hz,2H,CH,) ,2.43-2.47 (m, 6H, CH,+CH,) ,
2.30 (s, 3H,Pyrazolyl-CH,) ,2.01-2.16 (m,4H,CH,+CH,) ,1.67-1.77 (m,2H,CH,) .

[0111] SEftif]25: 1- (4- (7- ((((2,6- Z5FE) ) WRK) -4,5,6,7- WA [d] B
W - 2- ) WIRNE - 1-KE) -2- (5- YA -3~ =G0 ik - TH-AE e - 1-258) 24~ 1- W1 1s () A

(01121 FJ il {4, 4 25 : 139-141°C, Y5 : 18.1% . 'H NMR (400MHz ,CDC1,) 67.27-7.35 (m,
1H,Ar-H) ,6.88-6.96 (m,2H,Ar-H) ,6.33 (s, 1H,Pyrazolyl-H) ,5.30 (s, 2H,CH,) ,4.98 (s,
2H,CH,) ,4.58 (d,J=13.2Hz,1H,CH,) ,4.00 (d, J=13.6Hz, 11,CH,) ,3.16-3.30 (m,2H,CH,) ,
2.92(t,J=6.2Hz,2H,CH,) ,2.85-2.88 (m, 1H,CH) ,2.60 (t,]=6.2Hz,2H,CH,) ,2.30 (s, 3H,
Pyrazolyl-CH,) ,2.08-2.16 (m,2H,CH,) ,1.99-2.05 (m,2H,CH,) ,1.72-1.81 (m,2H,CH,) .
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[0113]  SEjff26: 1- (4- (7- ((FEIEE) WKL) -4,5,6,7-VUE A I [d] e -2- 55) ke -
1-38) -2- (5- F 3k -3- = 40 AL - TH-mEme - 1-55) 2%~ 1- P 13t & ik

[0114] R, K& 48N (0.07g,1.75mmol) I 20mLI¥I JE /KN, N- — FF I i i (DMF) J2
A BEEE S, AN (4- (T- GREETEIE) -4,5,6,7- VYA A I [d] mEme -2 - 38) WRIE - 1-
3) -2- (5-FH2E-3- =& 2L - IH-MEMe-1-25) Z48-1-Bd9 (1.59g,0.70mmol) , Fii#F:1h, 2R f5
T8 oK Bk §012a (0. 23g,1.67mmol) , bminii 58, i 58 Ja TE = IR+ 1h, TLCHA M 2 )
IS 5E S T N/ 1 ) P AN G A B K T VAR KR NE 5 BB S B SR Ik R i IR BE N
AT5mL 7K s FH50mL*3 [ 1R £ R A B, & FE A B » F FH 70mL*3 1) K S e, To /K Bt IR BE 1
KA HUZ 3 D B 8 5 8 R AL 2T, 15 G R0 73 , U 1 84. 7% , 14 11:220-222°C . 'H
NMR (400MHz ,CDC1,) 88.19-8.21 (m, 2H,Ar-H) ,7.65-7.69 (m, 1H,Ar-H) ,7.54-7.58 (m, 2H,
Ar-H) ,6.33 (s, 1H,Pyrazolyl-H) ,4.99 (d,J=4.4Hz,20,CH,) ,4.62(d,J=13.6Hz, 1H,CH,) ,
4.06(d,J=13.6Hz,1H,CH) ,3.24-3.32 (m,2H,CH,) ,3.04 (t,]=6.2Hz,2H,CH,) ,2.83-2.91
(m, 3H,CH,*+CH) ,2.31 (S,BH,Pyrazolyl-CHB) ,2.14-2.18 (m,4H,CH,+CH,) ,1.77-1.81 (m, 2H,
CH,) .

[0115]  F& MRSt 451 26 11 7925 , e 4986 3 ) s R A7), 23 3ol 11145 1 3b 22 1 3m I A &40 - B 1%
FRARI A2 A8 LG AT ) B AN 570 R DU 488 S5 it 497 1) 75 32 3 H 5 3 1 JoRl A7)

[0116]  SEjEf5]27 : 2- (5- F 3L -3- = G F k- 1H-nHhme - 1-3%) - 1- (4- (7- ((((2- FF 3L 28 F
F) E ) W) -4,5,6,7-VUEIKFF [d] MEME -2- ) DRE - 1-38) 2 8- 1-Bi13bf & %
(01171 %k Ca [l 4k , 45 12 93-95°C W% : 72.5% . 'H NMR (400MHz ,CDC1,) 87.90-7.98 (m,
IH,Ar-H) ,7.43-7.52 (m,1H,Ar-H) ,7.28-7.36 (m,2H,Ar-H) ,6.33(d,J=9.2Hz, 11,
Pyrazolyl-H) ,4.97-5.00 (m,2H,CH,) ,4.59 (d,J=13.2Hz, 1H,CH,) ,4.03 (d,J=13.6Hz, 1H,
CH, ,3.18-3.29 (m,2H,CH,) ,3.03 (t,J=6.2Hz,2H,CH,) ,2.93-2.98 (m, 1H,CH) ,2.86-2.90
(m,2H,CH,) ,2.64 (S,BH,AI‘-CH3) ,2.30 (S,SH,Pyrazolyl-CH3) ,2.07-2.23 (m,4H, CH,+CH,) ,
1.72-1.80 (m,2H,CH,) .

[0118]  SEjiffsi28:1- (4- (7- ((((2- AR I BEHL) A L) W) -4,5,6,7- YA K H [d]
W -2 - 58) WRWE - 1-55) -2- (5- FE 2 -3- =50 A 2k - TH-mb e - 1-355) 20-1-P 13 & A

(01191  p5 ol fA, 45 25 : 188-190°C , Y% :80.8% . 'H NMR (400MHz ,CDC1,) 87.99-8.03 (m,
IH,Ar-H) ,7.59-7.65(m,1H,Ar-H) ,7.22-7.33 (m,2H,Ar-H) ,6.32 (s, 1H,Pyrazolyl-H) ,
4.92-5.02 (m,2H,CH,) ,4.59(d,J=13.6Hz,1H,CH,) ,4.03 (d,]=13.6Hz, 1H,CH,) ,3.20-
3.30 (m,2H,CH,) ,3.02 (t,J=6.2Hz,2H,CH,) ,2.84-2.89 (m,3H,CH+CH,) ,2.31 (s, 3H,
Pyrazolyl-CH,),2.10-2.19 (m,4H,CH,+CH,) ,1.70-1.80 (m,2H,CH,) .

[0120]  SEZjfif5]29:2- (5- F 3L -3- = G F k- 1H-NHm - 1-3%) - 1- (4- (7- ((((3- FF 3L 2 T
F) E ) WREIL) -4,5,6,7-VUEIRFF [d] MEME -2- ) DRE - 1-38) 2 b - 1-Bi13dA & %
[0121] [ fafi] ¢4, 45 25 : 143-145°C , Y% :48.6% . 'H NMR (400MHz ,CDC1,) 87.87-8.02 (m,
2H,Ar-H) ,7.35-7.48 (m,2H,Ar-H) ,6.33 (s, 1H,Pyrazolyl-H) ,4.93-5.02 (m,2H,CH,) ,4.59
(d,J=13.2Hz,1H,CH,) ,4.02(d,J=14.0Hz, 1H,CH,) ,3.23-3.32 (m, 2H,CH,) ,3.03 (t,J=
6.2Hz,2H,CH,) ,2.94-3.00 (m, 1H,CH) ,2.87-2.90 ((m,2H,CH,) ,2.44 (d,J=7.2Hz, 3H,Ar-
CH,) ,2.32(d,J=4.8Hz,3H,Pyrazolyl-CH,) ,2.07-2.22 (m,4H,CH,+CH,) ,1.75-1.85 (m, 2H,
CH,) .
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[0122] S i130: 1- (4- (7- (((G-FORHBEHR) A WKL) -4,5,6,7- WU IR [d]WE
W -2 - ) RIE - 1-2) -2- (5- F 2k - 3- =3P 2k - TH-WHEME - 1-28) 24 - 1- [ 13e 5k

[0123] {5 €5 [ 44, 15 45 : 160-162°C, I % :62.2% . 'H NMR (400MHz,CDC1,) 88.20 (t,J=
1.8Hz,1H,Ar-H) ,8.05-8.08 (m, 1H,Ar-H) ,7.60-7.63 (m, 1H,Ar-H) ,7.49 (t,J=8.0Hz, 1H,
Ar-H) ,6.31 (s, 1H,Pyrazolyl-H) ,4.98 (s, 2H,CH,) ,4.59 (d,]J=13.6Hz,1H,CH,) ,4.03(d,]
=13.6Hz,1H,CH,) ,3.24-3.33 (m,2H,CH,) ,3.03 (t,J=6.0Hz,2H,CH,) ,2.90-2.99 (m, 1H,
CH) ,2.84-2.88 (m,2H,CH,) ,2.30 (s, 3H,Pyrazolyl-CH,) ,2.08-2.23 (m,4H, CH,+CH,) ,1.74-
1.87 (m,2H,CH,) .

[0124] St ff31: 1- (4- (7- (CCE-HORHBLIL) S 2E) WRH) -4,5,6,7- VIR [d] B
W -2~ 5) R E -1 -3) -2~ (5- F 2 -3~ — g0 2 - TH-ME e - 1-355) 2 -1 - 13 £/ &

[0125] {9 €5 [ 4, 5 45 : 155-157°C, I % :48.3% . 'H NMR (400MHz,CDC1,) 87.98 (d, J=
8.0Hz,1H,Ar-H) ,7.86-7.90 (m,1H,Ar-H) ,7.50-7.56 (m, 1H,Ar-H) ,7.33-7.38 (m, 1H,Ar-
H) ,6.32 (s, 1H,Pyrazolyl-H) ,4.98 (s,2H,CH,) ,4.61(d,J=13.6Hz,1H,CH,) ,4.06 (d,]=
14.0Hz, 1H,CH,) ,3.21-3.33 (m,2H,CH,) ,3.03 (t,J=6.2Hz, 2H,CH,) ,2.82-2.89 (m,3H,CH+
CH,) ,2.30(s,3H,Pyrazolyl-CH,) ,2.09-2.22 (m,4H,CH,+CH,) ,1.73-1.86 (m,2H,CH,) .
[0126]  SEjfiff32:1- (4- (7- (CCE-KHFLIL) S 2E) WRH) -4,5,6,7- VIR [d] B
W -2~ 5) R E -1 -3) -2 (5- F 2 -3~ — G0 2 - TH-MIE e - 1-355) 2, -1- W 13g &

[0127] o[ 4, 45 5 159-161°C, Yt % :52.4% . 'H NMR (400MHz,CDC13) 88.38 (t,J=
1.8Hz,1H,Ar-H) ,8.10-8.13 (m, 1H,Ar-H) ,7.76-7.79 (m, I1H,Ar-H) ,7.43 (t,J=8.0Hz, 1H,
Ar-H) ,6.32 (s, 1H,Pyrazolyl-H) ,4.98 (s, 2H,CH,) ,4.59 (d,]J=13.2Hz,1H,CH,) ,4.04(d,]
=13.6Hz,1H,CH,) ,3.24-3.3 4 (m,2H,CH,) ,3.04 (t,J=6.2Hz,2H,CH,) ,2.86-2.99 (m, 3H,
CH+CH,) ,2.30 (s, 3H,Pyrazolyl-CH,) ,2.09-2.25 (m,4H,CH,+CH,) ,1.77-1.88 (m,2H,CH,) .
[0128] S 5133+ 2- (5- FF Ak -3~ =980 Y - TH- kM- 1-8) - 1- (4- (7~ ((((4- F ALK A ik
) ) WK -4,5,6, 7-PUATF [d]WEME-2- L) URIE - 1-J5) L4 -1-Bi 13hA) & L
[01291 {5 €afi] fA , 45 25 : 207-209°C , Y % :53.0% . 'H NMR (400MHz ,CDC1,) 88.06-8.08 (m,
2H,Ar-H) ,7.34(d,J=10.4Hz,2H,Ar-H) ,6.32 (s, 1H,Pyrazolyl-H) ,4.94-5.03 (m, 2H,
CH,) ,4.61(d,J=14.0Hz,1H,CH,) ,4.04 (d,J=14.0Hz,1H,CH,) ,3.22-3.31 (m,2H,CH,) ,
3.02(t,J=6.0Hz,2H,CH,) ,2.81-2.97 (m, 3H,CH+CH,) ,2.46 (s, 3H,Ar-CH,) ,2.30 (s, 3H,
Pyrazolyl-CHg) ,2.08-2.21 (m,4H,CH,+CH,) ,1.73-1.83 (m,2H,CH,) .

[0130]  SEjfiff34: 1- (4- (7- ((((4-FORHBLIL) S2E) WA H) -4,5,6,7- VIR [d] B
W -2~ 5) R E -1 -3) -2~ (5- F 2 -3~ — G0 2 - TH-ME e - 1-355) 2 -1 - 131 /9 6

[0131] [ fafi] ¢4, 45 25 : 210-212°C , Y % : 79.6% . 'H NMR (400MHz ,CDC1,) 88.11-8.14 (m,
2H,Ar-H) ,7.51-7.54 (m,2H,Ar-H) ,6.33 (s, 1H,Pyrazolyl-H) ,4.98 (d,J=6.0Hz,2H,CH) ,
4.62(d,J=14.0Hz,1H,CH,) ,4.07 (d,J=13.6Hz,1H,CH,) ,3.23-3.32 (m,2H,CH,) ,3.03 (t,]
=6.2Hz,2H,CH,) ,2.85-2.89 (m, 3H, CH+CH,) ,2.31 (s,SH,Pyrazolyl-CHB) ,2.10-2.21 (m,
4H,CH,+CH,) ,1.73-1.86 (m,2H,CH,) .

[0132]  SEjtifs35: 1- (4- (7- ((((4- 2 T E L) S0E5) WA ) -4,5,6, 7- DU S 6 I [d] me
W -2~ 5) R E -1 -3) -2~ (5- F -3~ — G0 2 - TH-MIE e - 1-355) 2 -1 - 13 3/ B

(0138 (A fil {4, 4 4:195-197C, L% : 58.4% . 'H NVR (400MHz,CDC1,) 68.20-8.23 (m,
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2H,Ar-H) ,7.21-7.25 (m,2H,Ar-H) ,6.33 (s, 1H,Pyrazolyl-H) ,4.98(d,J=7.6Hz,2H,CH,)) ,
4.62(d,J=14.0Hz,1H,CH,) ,4.08 (d,J=14.0Hz, 1H,CH,) ,3.23-3.32 (m,2H,CH,) ,3.04 (t,]
=6.2Hz,2H,CH,) ,2.94-3.00 (m, 1H,CH) ,2.87-2.90 (m, 2H,CH,) ,2.32 (s, 3H,Pyrazolyl-
CH,) ,2.07-2.20 (m,4H,CH,+CH,) ,175-1.85 (m,2H,CH,) .

[0134]  Sjtifp36:1- (4- (7- ((C(4-BERFWEEE) ) W2 E) -4,5,6,7- PUSAIF [d] M
-2~ J2) WRIE - 1-E) -2- (5- FF1 -3~ =40 2 - TH-ME M- 1-2) 2 - 1- A 13k B K

[0135] {9 €l fAk , 445 457 : 205-207°C , Y % : 73.0% . 'H NMR (400MHz ,CDC1,) 88.02-8.05 (m,
2H,CH,) ,7.67-7.70 (m,2H,CH,) ,6.31 (s, 1H,Pyrazolyl-H) ,4.98 (d,J=4.8Hz,2H,CH,) ,
4.61(d,J=13.2Hz,1H,CH) ,4.05(d,J=16.0Hz, 1H,CH,) ,3.22-3.31 (m,2H,CH,) ,3.02 (t,]
=6.2Hz,2H,CH,) ,2.84-2.87 (m, 3H,CH+CH,) ,2.30 (s, 3H,Pyrazolyl-CH,) ,2.09-2.20 (m,
4H,CH,+CH,) ,1.72-1.85 (m,2H,CH,) .

[0136]  SLjif5i37:2- (5- F 0k -3~ =380 F - LH-MEme-1-36) -1- (4- (7- ((((4- =5 BE K
FA L) SUE) TEBRHE) -4,5,6,7- DU SR I [d] e - 2- 58) WRIE - 1-J8) Z 6% -1- W 13110 5
[0137] 9 a [ 44, 4 £195-197°C, K % :32.0% . 'H NMR (400MHz,CDC1,) 88.31 (d,J=
8.4Hz,2H,CH,) ,7.82(d,J=8.4Hz,2H,CH,) ,6.32 (s, IH,Pyrazolyl-H) ,4.93-5.03 (m, 2H,
CH,) ,4.63(d,J=14.0Hz,1H,CH,) ,4.09(d,J=13.2Hz,1H,CH,) ,3.25-3.32 (m,2H,CH,) ,
3.05 (t,J=6.0Hz,2H,CH,) ,2.82-2.91 (m, 3H,CH+CH,) ,2.31 (s, 3H,Pyrazolyl-CH,) ,2.14-
2.21 (m,4H,CH,+CH,) ,1.75-1.86 (m, 2H,CI,) .

[0138] S 1138 1- (4- (7- ((((2- FAZEIRHELIL) A28 W) -4,5,6,7- WK
(] PR I - 2- ) WRIGE - 1 - 2) -2- (5- FT 2 -3 - 5 1Y 228 - TH-PEME - 1-2) 2, - 1- i 13mif) 5 A%
[01391 [ fafi] fA, 45 5 : 133-135°C , Yt % :35.2% . 'H NMR (400MHz ,CDC1,) 87.80-7.84 (m,
IH,Ar-H) ,7.49-7.57 (m, 1H,Ar-H) ,6.99-7.07 (m,2H,Ar-H) ,6.31 (s, 1H,Pyrazolyl-H) ,
4.91-5.01 (m,2H,CH,) ,4.58 (d,J=13.6Hz, 1H,CH,) ,4.01 (d,J=13.6Hz, 11,CH,) ,3.89 (s,
3H,0CH,) ,3.16-3.31 (m,2H,CH,) ,3.00 (t,J=6.0Hz, 2H,CH,) ,2.78-2.87 (m, 31, CH+CH,) ,
2.29 (s, 3H,Pyrazolyl-CH,) ,2.06-2.17 (m,4H, CH,+CH,) ,1.69-1.75 (m,2H,CH,) .

[0140]  SEjitiff]39:4- (4-4A4K-4,5,6,7- DU AT [d] MEME-2-5) WRAGE - 1 - FRERAUT B 15
B

[0141]  HXBoc-4- R ke B FH kA3 (1.00g,4.09mmol) , JI20mLI¥ AL T By 7 , &8 i ik
PR R IR -1, 2- ZHd (U e14 (0.86g,4.50mmol) , 565, 4k 4 S IR At HE 15min 5
THEZ85°C , IFA I FE5h , TLCHE I 2 S5 87 5 Bl » S5 R ok il » S 30 » Fi v > i 20mlL — G0 e
OB IO 15mLER KB A L, 15mL+ 2 FIBRIR SN e A HLZ » 15mLER K AR e A AL
JZ TERBRIR T B A HLUZ 2L 98, BV, AL JZ A7 15 238 (il iR [ K0 . 64, 77
46.5% .'H NMR (400MHz,CDC1,) 84.20 (s, 2H,CH,) ,3.14-3.21 (m,1H,CH) ,3.08 (t,J=6.2Hz,
2H,CH,) ,2.84 (t,J=13.6Hz,2H,CH,) ,2.66 (t,]=6.6Hz,2H,CH,) ,2.22-2.28 (m, 2H,CH,) ,
2.06-2.10 (m,2H,CH,) ,1.67-1.77 (m,2H,CH,) ,1.47 (s,9H, t-Bu-H) .

[0142]  SLitifs]40:2- (WRME -4-5E) -6,7- —Z AT [d]mEmk-4 5H) -FH 161945 &

[0143] M4~ (4-%84X-4,5,6,7-PUZURIF [d] mEme - 2- ) WRIE - 1 - FRIRAU T TR 15 (7.62¢g,
22.6Tmmol) , 73 HIANAT5mL 10 % [ 85 BRI 75mL — S H e, S S THIR 2240 °C , JndA el
PE10h, TLCHE I 2 J5 ML 58 B » S R » AN AN , P9 pH=9~10, 0 B NG ML= K=
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A60mL*4f) & e AL, & FHZE U, To /KR BR B5 T8 2 O, 1 8, v 15 2138 (A IR
P)1.46g, Y %53.3% . 'H NMR (400MHz,CDC1,) 83.17-3.19 (m, 1H,CH) ,3.12-3.16 (m, 2H,
CH,) ,3.06 (t,J=6.2Hz,2H,CH,) ,2.68-2.75 (m,2H,CH,) ,2.63 (t,]=6.6Hz,2H,CH,) ,2.19-
2.26 (m,2H,CH,) ,2.08-2.11 (m,2H,CH,) ,2.05-2.07 (m, 1H,NH) ,1.64-1.74 (m,2H,CH,) .
[0144]  SEjfafsl41:2- (1- (2- (5- F AL -3- = U FF 2L - TH- MLk - 1-28) A WEHRL) RnE -4-45) -6,
7- AR [d]mgEmE -4 (BH) - 118K & ik

[0145]  FEUKIKWG , #42- (5-FIJE-3- —H A 2L - TH-mEme-1-38) 4 /R17 (2.56¢g,12.32mmo1)
%5 T-25mL % VY SR IE , BiAN, N7 - $ 3 ke (CDI) (2.20g,13.55mmol) , = da$+E1h, Fo
IO =2 (1.87g,18.48mmol) Fl4- — F g FEmkiE (DMAP) (0.32g,2.62mmol) , 52~ (R
WE-4-F5) -6,7- “E ARSI [d]WEME-4 (5H) - 16 (3.20g,13.55mmol) ¥ T-25mL THF , ZZ 15 A\
SNV s 23 ROV 10h, TLC S Wl 22 s 37 58 5 5 S YRR I 4 Sh R i pH=1, I A\ 40mL*3 ] £
BE CERAICEWLZ , & 9F oK BRER B TR 2 U, L 3, Bt , 19 213k 28 [ 143 . 89g, = &
T4.1% ¥ 51:145-147°C.'H NMR (400MHz,CDC1,) 86.33 (s, 1H,Pyrazolyl-H) ,4.98 (d,J=
6.4Hz,2H,CH,) ,4.58 (d,J=13.6Hz,1H,CH) ,3.22-3.33 (m,2H,CH,) ,3.09 (t,]=6.2Hz,2H,
CH,) ,2.79-2.86 (m, 1H,CH) ,2.65 (t,J=6.4Hz,2H,CH,) ,2.31 (S,BH,Pyrazolyl-CHB) ,2.22-
2.28 (m,2H,CH,) ,2.12-2.19 (m,2H,CH,) ,1.68-1.84 (m, 2H,CH,) .

[0146]  SEjEfsl42:1- (4- (4- BRRD) -4,5,6,7-DUSEZE - [d] mEME - 2- F5) DR g - 1-38) -2-
(5-F 3 -3~ =60 FF 3 - TH- Ik - 1-388) 2% - 1- 19 Ak

[0147]  42- (1- (2- (5-FIHRE-3- =& FF 3L - TH-MEME-1-35) 2 We ) RiE-4-38) -6,7- — 4
AT [d]mEME-4 (5H) -1 18(0.6g,1.41mmol) I 15mLIF) TC/K FE B, 88 5 F- 2 AN 2R R
$20% (0.15g,2. 11mmol) FIHREREH (0.29g,2. 11mmol) , FHEFI65°C , [l i HitHE 10h , TLC W i %
TG 5E R B S U T VA A5 B R [ A4, 15mL & P e VAR, N 10mL* 37K B i A AL
2, KBRS T IRANLZ, 08, B, 5 A EHT 19510 42g 5 Bl 44, 7= 2867 . 7% , 1
A1:116-118°C.'H NMR (400MHz,CDC1,) 88.71 (s, 1H,NOH) ,6.31 (s, 1H,Pyrazolyl-H) ,4.99
(s,2H,CH,) ,4.54(d,J=13.8Hz,1H,CH,) ,3.21-3.29 (m,2H,CH,) ,2.79-2.88 (m, 5H, CH,+CH+
CH,) ,2.29 (s,3H,Pyrazolyl-CH,) ,2.11-1.20 (m,2H,CH,) ,1.96-2.02 (m,2H,CH,) ,1.68-
1.81 (m,2H,CH,) .

[0148]  SZjifs|43:2- (5- FFE-3- = H JE - TH-MEME-1-388) - 1- (4- (4- ((((2-HIEHEIE) &
5 WEIH) -4,5,6,7-WUE A I [d]WEME-2-38) RIE - 1-3%) Z 8¢ - 1-Fi21ai) & %

[0149]  fIKif K &AL H (0. 06g, 1.50mmol) A 15mLE) TG /KN, N- = B 2 B I fie (DMF) J2
R BRI IO - (4- (4- BRIV -4,5,6,7-DUE A I [d] BEME-2-3E) DR IE-1-3E) -2-
(5- FH L -3- U HH 2 - TH-Mib M- 1-385) Zbe-1-Hi19 (0.60g, 1. 36mmol) , #iFE:1h, 28 5 42 1%
2 - L IRAL 204 (0. 26g, 1. 43mmol) , 5minii§ 52 , 4 52 J5 T+ 2 i FE2h , TLC Wa I 28 2 )3
SE R » ¥ 102 6 VR R S A A AR R IR RS LB R BERS A SN IR SR S RSN
50mLI¥I 7K , FH30mL*3 (1) £ 8 £ BR 2B, 5 7 2 B, P F30mL*k3 (1) 7K Bt » o 7K Ak R 1 45
AHLE i e A 5 5 AL 2 HT, 15 (U E K0 . 62, UK :80.9% , 44 A1:150-152°C . 'H NMR
(400MHz ,CDC1,) 67.36-7.38 (m, 1H,Ar-H) ,7.16-7.24 (q,]=21.2,3H,Ar-H) ,6.33 (s, H,
Pyrazolyl-H),5.32(s,2H,CH,) ,4.98 (m,2H,CH,) ,4.64(d,J=13.6Hz,1H,CH,) ,4.02(d,J=
14.0Hz,1H,CH,) ,3.34-3.42 (m, 1H,CH) ,3.19-3.26 (m, 1H,CH,) ,2.86 (t,]=6.0Hz,2H,CH,) ,
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2.81(t,J=6.4Hz,2H,CH,) ,2.72-2.76 (m,1H,CH,) ,2.37 (s, 3H,Ar-CH,) ,2.31 (s, 3H,
Pyrazolyl-CH,) ,2.14-2.24 (m,2H,CH,) ,1.93-1.20 (m,2H,CH,) ,1.63-1.77 (m,2H,CH,) .
[0150] 2 M S 114 31K 7 ik » e % 5 & ) JEUREAT IR, 73 Al A2 Th 21 I 540 - B %
BRAPRIC) 2 R8I AU BN 53T DURR 5 S8 i 9] 14 75 2230 3% L 45385 1 BORE AT 71
(01511 Sjif44:1- (4- (4- ((CQ-FRED) AEL) WaH) -4,5,6,7- DI IRIH [d]WEmE-2-
) WRNE - 1-2) -2~ (5- F 5 -3~ =9l FH 5 - TH-ME ML - 1-3%) 2 - 1-BR21 bR & Ak

[0152] {5 ol ¢4, 45 25 : 159-161°C Y% : 77.6% . 'H NMR (400MHz ,CDC1,) 87.42-7.46 (m,
1H,Ar-H) ,7.25-7.30 (m, 1H,Ar-H) ,7.10-7.14 (n, 1, Ar-H) ,7.01-7.06 (n, 1H,Ar-H) ,6.32
(s,1H,Pyrazolyl-H) ,5.36 (s, 1H,CH) ,4.98 (q,J=20.4Hz,2H,CH,) ,4.64 (d,J=13.6Hz,
1H,CH,) ,4.02(d,J=13.6Hz,1H,CH,) ,3.34-3.40 (m, 1H,CH) ,3.23 (t,J=11.8Hz, 1H,CH,)
2.81-2.88 (m,4H,CH,+CH,) ,2.74-2.76 (m, 1H,CH,) ,2.31 (s, 3H,Pyrazolyl-CH,) ,2.14-2.24
(m,2H,CH,) ,1.94-2.01 (m,2H,CH,) ,1.63-1.76 (m,2H,CH,) .

[0153]  Sjtiffl45:1- (4- (4- (((Q-FFI) AH) WaH) -4,5,6,7- WK [d]WEmE-2-
) WRNE - 1-2) -2~ (5- F 5 -3~ =9l FH 5 - TH-ME ML - 1-3%) - 1-BR21 B A Ak

[0154] {5 ol {4, 45 25 : 168-170°C , Y % :70.2% . 'H NMR (400MHz ,CDC1,) 87.44-7.47 (m,
IH,Ar-H) ,7.34-7.36 (m, 1H,Ar-H) ,7.21-7.25 (m,2H,Ar-H) ,6.32 (s, 1H,Pyrazolyl-H) ,
5.41 (s, 1H,CH) ,4.97 (q,J=22.0Hz,2H,CH,) ,4.63 (d,J=13.6Hz,1H,CH,) ,4.00 (d,]=
13.6Hz,1H,CH,) ,3.32-3.40 (m, 1H,CH) ,3.21 (t,J=11.6Hz, 1H,CH,) ,2.85-2.88 (m,4H, CH,+
CH,) ,2.72-2.78 (m,1H,CH,) ,2.30 (s, 3H,Pyrazolyl-CH,) ,2.12-2.22 (m,2H,CH,) ,1.96-
2.02 (m,2H,CH) ,1.61-1.74 (m,2H,CH,) .

[0155] S fil46:1- (4- (4- (((2-IR-FH) SIE) WaFE) -4,5,6,7- DU AT [d]mEmk-2-
) WRIE - 1-2) -2~ (5- F 5 -3~ =9l FH 5 - TH-ME M - 1-3%) 2 - 1-BR21d R & Ak

[0156] {5 ol fA¢ , 45 257 : 156~ 158°C, Y% : 74.5% . 'H NMR (400MHz ,CDC1,) 87.54-7.56 (m,
1H,Ar-H) ,7.44-7.46 (m, 1H,Ar-H) ,7.28-7.32 (m, 1H,Ar-H) ,7.13-7.17 (m, IH,Ar-H) ,6.33
(s,1H,Pyrazolyl-H) ,5.38(s,2H,CH,) ,4.91-5.05 (m,2H,CH,) ,4.64 (d,J=13.8Hz, IH,
CH, ,4.03(d,J=14.0Hz,1H,CH,) ,3.34-3.41 (m, 1H,CH) ,3.22 (t,]=13.0Hz, 1H,CH,) ,2.88
(t,J=6.4Hz,4H,CH,+CH,) ,2.76 (t,J=12.8Hz,1H,CH,) ,2.31 (s,BH,Pyrazolyl-CHS) ,
2.13-2.23 (m,2H,CH,) ,1.97-2.03 (m,2H,CH,) ,1.66-1.75 (m,2H,CH,) .

(01571 S 1147 : 2~ (5- FF Rk -3- 450 FF AL - TH-mb e - 1- ) - 1- (4- (4- ((((3- FHAEE ) 4
3) WEHE) -4,5,6,7-PUEIRH: [d] ML -2-J8) WRAE - 1-58) Zbe-1-F21 e &

[0158]  S€a iR, L% : 73.6% . 'H NMR (400MHz,CDC1,) 87.20-7.25 (m,3H,Ar-1) ,7.11-
7.14 (m,1H,Ar-H) ,6.34 (s, IH,Pyrazolyl-H) ,5.27 (s, 2H,CH,) ,4.92-5.05 (m,2H,CH,) ,4.64
(d,J=13.4Hz,1H,CH,) ,3.34-3.42 (m, 1H,CH) ,3.20-3.27 (m, 1H,CH,) ,2.81-2.88 (m,4H,CH,
+CH,) ,2.73-2.80 (m, 1H,CH,) ,2.36 (s, 3H,Ar-CH,) ,2.32 (s, 3H,Pyrazolyl-CH,) ,2.14-2.24
(m,2H,CH,) ,1.94-2.01 (m,2H,CH,)) ,1.67-1.73 (m,2H,CH,) .

[0159] S fil48:1- (4- (4- (((B-FFH) FIE) WaFE) -4,5,6,7- DU AT [d]mEmk-2-
) WRNE - 1-2) -2~ (5- F 5 -3~ =9 FH 5 - TH-ME M - 1-3%) 2 - 1-BR21F R A Al

[0160] B£8R, YL % :65.5% . 'H NMR (400MHz,CDC1,) 87.39-7.40 (m, 1H,Ar-1) ,7.27-
7.28 (m,3H,Ar-H) ,6.34 (s, 1H,Pyrazolyl-H) ,5.28(s,2H,CH,) ,4.92-5.05 (m,2H,CH,) ,4.64
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(d,J=13.2Hz,1H,CH,) ,4.04 (d,J=13.6Hz,1H,CH)) ,3.33-3.41 (m, 1H,CH) ,3.20-3.27 (m,
1H,CH,) ,2.82-2.90 (m,4H, CH,+CH,) ,2.73-2.81 (m, 1H,CH,) ,2.32 (S,BH,Pyrazolyl-CHS) ,
2.14-2.24 (m,2H,CH,) ,1.96-2.03 (m,2H,CH,) ,1.63-1.76 (m,2H,CH,) .

[0161]  Sjtifsl49:1- (4- (4- ((((B-VRARIE) S HL) W HE) -4,5,6,7- VUSRI [d]HEmE-2-
5 WRWE - 1- ) -2- (5- H JE-3- =0 A - TH-MiE k- 1-8) 20~ 1-B21g 1 & ik

[0162] o iR, Y% :68.7% . 'H NMR (400MHz,CDC1,) 87.53 (s, 1H,Ar-H) ,7.41(d,J=
8.0Hz,1H,Ar-H) ,7.30(d,J=7.6Hz,1H,Ar-H) ,7.21(t,J=7.8,1H,Ar-H) ,6.32 (s, 1H,
Pyrazolyl-H) ,5.25 (s,2H,CH,) ,4.90-5.03 (m,2H,CH,) ,4.62(d,J=13.2Hz,1H,CH,) ,4.01
(d,J=14.4Hz,1H,CH,) ,3.31-3.39 (m,1H,CH) ,3.22 (t,J=12.8Hz,1H,CH,) ,2.80-2.88 (m,
4H,CH,+CH,) ,2.75 (t,J=11.6Hz,1H,CH,) ,2.30 (s, 3H,Pyrazolyl-CH,) ,2.12-2.22 (m, 2H,
CHy) ,1.94-2.01 (m,2H,CH,) ,1.63-1.74 (m,2H,CH,) .

[0163]  Sjiif5]50: 2- (5- FHJE-3- = F FH 3L - TH-MEME-1-358) - 1- (4- (4- ((((4-FIEHEIE) &
5 WEIH) -4,5,6,7-WUE A I [d]WEME-2-38) RIE - 1-3%) 268 -1-FA21h1) & %

[0164] 4B €A [ A, 15 5 : 117-119°C, K% :97. 1% . 'H NMR (400MHz,CDC1,) 87.30 (d,J=
7.6Hz,2H,Ar-H) ,7.16(d,J=7.6Hz,2H,Ar-H) ,6.33 (s, 1H,Pyrazolyl-H) ,5.25 (s, 2H,
CH,) ,4.91-5.04 (m,2H,CH,) ,4.63(d,J=13.6Hz,1H,CH,) ,4.01 (d,J=13.6Hz,1H,CH,) ,
3.33-3.40 (m, 1H,CH) ,3.19-3.26 (m,1H,CH,) ,2.85 (t,J=6.2Hz,2H,CH,) ,2.80 (t,]=
6.6Hz,2H,CH,) ,2.73-2.76 (m, 1H,CH,) ,2.34(5,3H,CH3) ,2.31 (s,3H,Pyrazoly1-CH3) ,
2.13-2.23 (m,2H,CH,) ,1.92-1.98 (m,2H,CH,) ,1.62-1.75 (m,2H,CH,) .

[0165]  SEjpifsil51:1- (4- (4- ((((4-JRARIE) S AL W HE) -4,5,6,7T- VUSRI [d]EEmE-2-
) DRIE -1-38) -2- (5- PR -3- U 2 - TH-mE k- 1-2%) & - 1-BH21i 05 R

[0166] {5 €5 [ 44, 15 45 : 143-145°C , I % :65.0% o 'H NMR (400MHz,CDC1,) 87.47 (d,J=
8.4Hz,2H,Ar-H) ,7.27(d,J=6.4Hz,2H,Ar-H) ,6.33 (s, 1H,Pyrazolyl-H) ,5.24 (s,2H,
CH,) ,4.91-5.05 (m,2H,CH,) ,4.63(d,J=13.6Hz,1H,CH,) ,4.02(d,J=13.6Hz,1H,CH,) ,
3.32-3.40 (m, 1H,CH) ,3.19-3.26 (m,1H,CH,) ,2.86 (t,J=6.2Hz,2H,CH,) ,2.80 (t,]=
6.4Hz,2H,CH,) ,2.72-2.75 (m, 1H,CH,) ,2.31 (s, 3H,Pyrazolyl-CH,) ,2.13-2.22 (m,2H,
CHy) ,1.94-2.00 (m,2H,CH,) ,1.62-1.75 (m,2H,CH,) .

[0167]  SEZjiffsi52: 1- (4- (4- ((((2,6- = FHIHEARIE) E AL Wb -4,5,6,7- VAR IH [d]
WE I - 2- ) WRIE - 1-J%) -2- (5- k-3~ =4 FH - TH-MEmE - 1-38) & - 1-FR21 j1) & %

[0168] {5 fafil A, 45 51:89-91°C, I % :33.9% . 'H NMR (400MHz ,CDC1,) 67.12-7.16 (m, 1H,
Ar-H) ,7.04-7.06 (m,2H,Ar-H) ,6.34 (s, 1H,Pyrazolyl-H) ,5.36 (s, 2H,CH,) ,4.92-5.06 (m,
2H,CH,) ,4.64 (d,J=13.2Hz,1H,CH,) ,4.03(d,]=13.6Hz, 1H,CH,) ,3.35-3.43 (m, 1H,CH) ,
3.21-3.27 (m,1H,CH,) ,2.85 (t,J=6.0Hz,2H,CH,) ,2.78-2.81 (m, 1H,CH,) ,2.74 (t,]=
6.4Hz,2H,CH,) ,2.43 (s,6H,CH,+CH,) ,2.32 (s, 3H,Pyrazolyl-CH,) ,2.16-2.25 (m,2H,CH,) ,
1.90-1.97 (m,2H,CH,) ,1.64-1.77 (m,2H,CH,) .

[0169]  SLji553:1- (4- (4- ((C(2- AR H BE ) SA08) Wz 58) -4,5,6, 7- VUSRI [d] e
M- 2- ) WRIE - 1-58) -2- (5- F 2 -3- =0 Ak - TH-RHE M - 1-58) 2~ 1-Bi23al) & ik

[0170] IR, K& 4k %4 (0.10g,2.49mmo) I 20mLI¥ JE /KN, N- — FF I i i (DMF) J2 B
R RS N - (4- (4- BRV[D) -4,5,6,7-DUE I [d] BEME-2-38) DR IE-1-3E) -2-
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(5-F 3 - 3- =40 35 - 1H-MEmE - 1-385) 2 %¢-1-F19 (1.00g,2.27mmol) , , #EFE 1h, SR )5 F- 2%
1R AR F s k58224 (0. 38g, 2. 38mmol) , bminii 78, Wi 58 Ja FE IR 4+ 1h, TLCHA M 2 )
IS 56 S T N/ B ) P AN G A B K VAR KR NE 5 BB S SRR SR Ik R i IR BE TN
AT5mLE 7K , FH50mL*31) £ 1R L BEASHL , & FF AU, 75 FH70mL*3 1 7K [ e , Tk B B Bk 1
KA HLZ I DEBVA J5 8 AT E AT, 350 i 140 81g, A £1: 109-111°C , I % :63.4% . 'H
NMR (400MHz,CDC1,) 68.02-8.06 (m, 1H,Ar-H) ,7.54-7.59 (m, IH,Ar-H) ,7.24-7.28 (m, 1H,
Ar-H),7.15-7.19 (m, 1H,Ar-H) ,6.33 (s, 1H,Pyrazolyl-H) ,4.96-5.05 (m,2H,CH,) ,4.60 (d,
J=13.6Hz,1H,CH,) ,4.03(d,J=14.0Hz, 1H,CH,) ,3.32-3.36 (m, 1H,CH) ,3.24-3.30 (m, 1H,
CH,) ,3.02 (t,J=6.4Hz,2H,CH,) ,2.96 (t,]=6.2Hz,20,CH,) ,2.80-2.87 (m, 1H,CH,) ,2.31
(S,BH,Pyrazolyl-CHS) ,2.15-2.27 (m,2H,CH,) ,2.05-2.11 (m,2H,CH,) ,1.68-1.86 (m,2H,
CH,) .

(01711 St 5154 « vk ek 003 2 565 I e 49

[0172]  B4A - I3k 2% T v M A ) 5

[0173] Mt I 4T R B RN & 50ug L 253 R R I DY L BN 25 " C A= A 57 4 v 2
W 3G 77, 3R G B AN B AR AR AL B 5 IR E . DL FUINTE B /KA N2 71135 ) B

01741 B )="E E%ﬁgg?é%?%:&i%ﬁ%é -

[0175] R 1A AE Y (D) BB 55 B4R RS M (I Z£100%)

T BHUEEBIA (ugmL™)
%' A 50 25 12.5 6.25 3.125
1la H 81.3 75.0 75.0 65.6 65.6
11b 0-CHj 100 100 100 100 100
1lc o-Cl 34.4 21.9 18.8 18.8 18.8
[0176] 11d o-F 100 100 100 100 100
1le 0-Br 100 100 100 100 100
1f m-CH; 80 56.7 26.7 13.3 6.7
g m-Cl 100 100 100 100 100
11h m-F 100 100 97.1 82.4 76.5
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2

H

CN 111662280 B 20/21 71
11i m-Br 93.5 63.6 40.9 18.2 4.5
11j p-CH; 100 82.4 67.6 50 38.2
11k p-Cl 21.7 21.7 10.9 6.5 43
111 p-F 85.2 50 31.8 13.6 2.3
11m p-Br 93,5 68.2 40.9 27.3 4.5
11n 2-F, 3-Br 32.6 21.7 17.4 10.9 6.5
1o 2-F, 6-Cl 43.5 39.1 32.6 21.7 6.5
11p 2-Br, 5-F 21.7 10.9 6.5 6.5 5.3
11q 2-Cl, 6-C1 47.8 43.5 32.6 30.4 21.7
11r 2-CH3,6-CH; 43.5 30.4 21.7 17.4 8.7
11s 2-F, 6-F 71.9 68.8 65.6 62.5 56.3
13a H 100 97.1 85.3 67.6 50.0
13b o-CH3 83.3 66.7 46.7 20.0 6.7
13¢ o-F 100 94.1 82.4 55.9 23.5
13d m-CH3 90.3 63.6 31.8 18.2 9.1
13¢ m-Cl 90.3 54.5 31.8 13.6 45
13f m-F 54.3 43.5 39.1 28.3 19.6

(01771 13g m-Br 43.5 32.6 15.2 10.9 13
13h p-CH3 87.1 54.5 27.3 18.2 4.5
13i p-Cl 100 73.5 55.9 23.5 8.8
13 p-F 100 76.5 52.9 23.5 8.8
13k p-Br 65.2 43.5 32.6 21.7 8.7
131 p-CF3 83.9 63.6 40.9 183 4.5
13m 0-OCH3 90.3 86.4 72.7 45.5 27.3
2la 0-CH;, 92.9 82.1 75.0 67.9 57.1
21b o-F 100 96.4 89.3 82.1 78.6
21c o-Cl 71.4 64.3 57.1 35.7 21.4
21d 0-Br 78.6 60.7 50.0 42.9 25.0
2le m-CH; 87.1 87.1 87.1 87.1 80.6
21f m-Cl 100 83.9 71.0 54.8 32.3
21g m-Br 90.3 80.6 64.5 48.4 22.6
21h p-CHj 87.1 87.1 87.1 87.1 87.1
21 p-Br 96.8 83.9 64.5 48.4 22.6
21j 2-CH,,6-CH; 77.4 64.5 51.6 41.9 19.4

i EHE N ek 100 100 100 100 100
XU 14 fri 100 100 100 100 100

[0178]  “-” . yE P AR MK

[0179] Xl A G (1) A iE YRR I A0 B W AR 07 28 TR B 5 iR 25 A 1 it — 2D I

PR TR TS PR I

[0180] 274k A WAL AR IR o o) BB 25 25 A R TR v 1 (P12 100 %)
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CN 111662280 B W R P 21/21 T
2 0. BB A (ugmL™D
= 0.2 0.1 0.05 0.025 | 0.0125 | 0.006 0.003
11b 100 93.1 89.7 79.3 58.6 37.9 103
11d 62.1 37.9 13.8 - - - -
[0181] 11e 44.8 20.7 10.3 - - - -
llg 37.9 10.3 i, " . i 5
55 UL N bk 63.2 42.1 26.3 0 - - -
AU B 13 i 82.7 70.6 56.3 323 10.1 0.0 -
[0182] -7 . y& ot R Wik
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