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P AT 1) 9 P 22 S /AN, E L 437 v ) SOU B A O S 3 M BT BRAR s S5 4, EH A ) - 1
A TR SF 401 61) 2, Tt FEL AR 6 T P v PR A — s 52, (AT 1T LA Y 3 2 Tk L ol s A o v
FLIC, Y9/ T20.0 pMo I8 25 538 B, 3- ibe 3 AR IR 2R AL S 4 (DD o LTt AE ik 1 it P 410 1)
T T S v NI G O S T R 1 G R T 10065 LD, U BH AR & B BT A FF 1
AT < T R Bk 6 il LA e Bt F A ), SR BHZ SR S W A1 RS BRI/ o )
G, D 5E 25 5RI8 TR TEIE PR _E A FH (R BBy T X AChEAIHI A 1C,, 910,56 uM, % T Pk JIF A i
BEAIHIIIC, 2.6 M 3F HAn ~ B i Bk &4 (TD QLA 22 458 2 1Y 23 99 2780
NHERS) AU HEA0 B9 (LT 5% 2 B A B i g #70) F) TC o 242K T 1500M

O

TN R
(I

[i“'*n”x,, | |
e FE T a Vo Wallh T
[0027] & i"“\.--cm i \/~|’ o
(n (m

[0028]  (2) 3- ekt HEORBR AL A1 (D XTAB, I B SRAE Il viE Pk

[0029] MBSk Qiang, X.M. et al.Eur. J Med. Chem.2014, 76, 314-33D FrfRiE
7 R HEAT I 5 , B« T A0 B (IAB, ,, FIDMSOPC A fi 4% Y80 » {3 FF Al T pHT . 4 (19 PBS 22 1 ¥ il
FE 22 50uM; FFIIAL A4 FHDMSORC A2 . 5 mMfi #5948 FH 1 FH pHT . 4FIPBS 2% i ¥ 3 TR 28 A .
IR, BX20uLAB, ., T+20uL U AF AL S VDI T 20uL HJAB, VA VR+20uL IIPBS Z2 P (55
2%DMS0) T-96FLHk 1, 37 C W% & 24h, SR J5 I\ 1600l 75 SuMAR 3% 2 T 50mM A H & R -NaOH
G2 (pH=8.5) , #&#E5s Ja SLEP A 2 D REFARAXAE446 nmIFUR PR AN490 nm & AT I
SERNAE  AB,_ P I A DI DOGAE AL N IF , AB,_,, +PBSZE MR K 8 G i A TR, R &
PBSZEZ MR 1K) 2 S AB L N IF ), A S WIHIHIAB, _,, B & SRR 2 09 : 100- (IF - 1F ) / (IF -
IF ) 100 ; i £ A S0 T2 8 UREE , W e HAM 62 M SN EE I =1, P

9
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LV F N BAMEXT BRI 5E 2 R B, A BH St 91 o Bt o T 9 3 - Jl e B R ERR AL & 4 (D
LEHE AL &Y (D FIEURZH B H AR AB, B RS A B3 i, 75250
UMIR BE R XFAB, o B AR M FRAE20. 0%~55. 0% 1] 5 il A 132 f FH I HTAD 2454 -
ZHIRST R ERVT  ERIRE S WIIE UL R IR A &9 (TD ALk 2= 2540 0 1Y 2 il &
70 NHELS) A5t HEAG -S4 (TTD ££25.0 MR FE R XFAB, _,, H £ SR 14 Z2 25 /N T-10%.
[0030]  (3)3-Jékidt ZKBRAAL A9 (D BT /MR 28 H 76 1%

[0031]  HUAfEPE K %3 R, FHFI 2 R AR SR , T- R 43 B9 2005 2 Ik I, SR HX3 . 8% A IR
BNL:9PLHE, LA500 r/minB.0r 10435, fill % 'F ML/ (PRP) , Fl 4R 843 F5 LA3000 r/min
B0, )24 T /NI 2E (PPP) , 32 LE 23t AT i /Nl SR B 5256 - W 52 5 A i A 240 uLf¥JPRP
FN30 LA [ 52 3R 29 , B E 570 B, 437 BA30 uL g iR 11 (ADP) (249K 10 mol/
L), 30 uL&EIMES (KRR E~N0.5 U/mL) F130 uLied: TUMGER (AN (KIRZEN1.0 mmol /L) N
S5, MEAC 50 Bh N B R R AR I AEH R /K (NS) VRN IR, i 5145 2 1L S i il =%
%) o W 5 25 R B, AR B SERE 5 o BT A T 13 - B e SE 2R BRRL & 4 (D [EFE 4 59 (D
HIEZRANZ 20K B H AR5 ADP S |t ML B 75 5 ANAATS S (4 I /N SR 4R 34 8 25 i 4
F, HAES0.0 pMIR BE R 30 235 K T-25 . 0%. M R b2 48 B (I HTADZ ) « 2 250k 5%
R ERVTVERIRIE S NI UL R EIRT AL A (DD Ltk 2858 20 (1Y 2 51 3 7R 0 NH K
S) R HRAL A (LT FEAH [F)IR B R X6F /N SR 45 B4 R 2 /N F-15.. 0%

[0032] (4D 3-F&i d R FRSRAL A (1D S A 28 98 S5 ) 00 1) 9 P

[0033]  (a) fb &I ANNIE 2 B (LPS) BV - 240 3k 14 FA) 2 M

[0034]  HOw 5 AE K T BY - 240 0 PiC B 20 B =B i T-96 FLARL, B 37°C , 5%CO, 41 15 77 4
PBEFR24 DA 200 o G B i 49 9 0 I T A 38 0 952 590 L, 2 I N &% R A Ak &0 10
RLTIGE E 30 min, BN BE3ASFAT L, [FI B 15 2 B 0 BEZH s S8 )5 InEcAS InLPS , B 37°C , 5%
CO, 40 M 15 TR A N 4k 22159724 b, IIAMTTVEWR, 37T CHEF 4 h, 1% EISW BFLINA200 1
LDMSOJ ¥, B iR 3% 10 minj& , FIEGARIXAE490 nmAb il & ODIE , v+ 5 & 32 Ak S A [R) ik 2
BTl 45 ODIE I3AE , H% N 5 A F T AR BAFIE 2 A A7 TS 2 0 = 25 25 ZHODIME /%) iR
ZHODIAME X 100%. Mk 25 F R BH , A BH St 5] 1 B 8 JF IR B A 3 - e e 2 R BRR AL &4 (D
[ A &9 @ RMERAZA B H bR ) FILPSTEAS I 25 uMyk BE R ¥k o 4 i 25
PE 2N T <5%) o

[0035]  (b) 3-Figke ik ARBRISAL AW (D KPS -5 [IBV - 240 i B FEINO F) 5 1]

[0036]  Hy H5AE K T FIBY - 241 0 TiC B 2T B =B i T-96 FLARL, B 37°C , 5%CO, 41 15 77 4
PR FR24 DA 20 o G B i 45 9 0 I3 A 38 0 952 590 L, 2 S N %R A Ak &0 10
RLTIIE & 30 min, BN BE3IAFAT L, [FI B 15 2= 0 HEZH s 2R 5 I N LPS R, B 37°C , 5%
CO, 4L R N 4k 215 7724 b, HUAS [A) A B A A 7% B3 W, NN SR 1) Gr i e s siR 77
TRIEEARFRK)GriessitFITT, S iRBEE SN 10 min, FE540 nmAbI & W' E DAAS I 40 i _E 375
T HINOZK S CEAAR 3R 3 FENOAS I 771 50 0 B B 34T o I 2 SRR B , 4 K BH S it 491 1 B
AT 3- Faehi R BRI A &9 (D LSS 4L &4 (O FIEAZ=00 8 B AR 491460.5 uM
F25 UMK VS R Y 2 B R R ) PRI LPS 5 5 ABY - 240 JINOAS A (FE2.5 MK R
(R4 2R 38 8 20 . 0%) , FF B A B B R 8008 & s BB AT 3 P 5 oM RV B R (1 ik
XA B (TD Ak S 250 20 (Y 43 0 7R 0 NHERS) Fet 4L &4 (TT D 235 3 9 (n=
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N 110698445 B W R P 7/98 Tii
6,P<0.05) , & I A & BH St 9] o BT A 1 13 - B e ZE AR B ZRAL &) (D BF B E M A R
REVE M o I EGIE 33— 25 B, AL &) (D W) TF-44 H O XA A W0 B PR & 28 E 06 14 TG i 35 52
M) o

BRI R

[0037] @ik I T F) S 49 T X6k AR % BH IR AT HE— 2B R L SR, AR A B 3 B AN PR T
R St 5] o AR AT B ML N T RS R A, E R T B AR A BH (RS A AN Y R A TR R, T A
AR BHHEAT S A AR B

[0038] ity 1 fh A4 (D K & Bk

[0039]  42.0 mmolAHMfI3- B4 (1 2.4 mmol = 2EFEBEFI20 ml H 28 N A\ e B
THE ELR S RE SN 12~24 ., 0N (s S 3EFE FH TLCER I 5 [ S0 45 o i, B I B A 2= 5 06
e, SEDEAR YR LA F 2R AU B PR, T4, 1 AR 3 - =R BB SR L & (D ek
60.0%-88. 0%, HiAk 2 55 4 15 48 "H-NMRAFIE ;

[0040] K¢ L DG B3 - = R BEEE R A (2 1.0 mmol ki 3L ERL A9 ()
1.3 mmol A1 — & FFE30 mlIAN A NI, S L ST E AN = 2841 .5 mmol , 2R 5 I fid £
12~ 24 . 0/ (e SEEFE FH TLCER BR) 5 I BL&5 RIS » I8 ZEBR i 71, B R R N30 mL
FBT K T 10%8E R /K VA VR 1% S 7 3 pH 2 5 R A , PR PR L R 0 TR A /K 7 YR 1 e I Y
pHZ 5508 P , FH 120 mL & be 7 =R ZEHL, B HLZ G IF 5 MR S s K Is e ik, &
IR IR AN 15 5 0 8 Bl ZE B VA TR, BR AR BN AL &) (D TIE/ Z K RV & WL % 35. 6%
~85.0%) ;¥4 FT 13 A P Rk ek 2 M 43 B 4l , 90 3945 B AR S B - 0Bk 7 - s BUML &4
HoAb 2 25 422 'H-NMRFIES T -MSHAE -

[0041]  sEjtafil2 3- Bk HERERRAL A (D (1] &8

[0042] K 2 ISt 1 5 ¥k Bl ) 2% 19 B AL &0 (D TR A4 1.0 mmol 25 ml A X
RN T RE 510, IN10%Pd/C 40mg, S E e =R )5, T 2% & N EENFE RN
2.0~24. 0/ (e B EFR FITLCER B , S B 45 3R 5, YU 2R RV 77, SR AR G ik e A J2 A
b Ui : & e HEE=20~30:1 v/v) , AN 3 - Fe bt R BRAL & (D L U
60.5%-92. 0%, Ffb 2 45 3525 'H-NMR . °C-NMRANES T -MSHILE 5 BT 75 H FR40 1 26 i ZHPLC
TE YR T97. 0% K H bkl %15 2100 B A&

(0]
Ry x‘\.—"”?"“'\-\,‘!.l'j{,
X

R |
HaC—(CHyn—N
R
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B m [ =[x ][] = = |
1-11-1 |OCH; |OCH:; | O |1 -CH: -CH:Ph 3422
1-1-2 OCH; | OCH; 0 1 -CH: -CH-Ph({2'-OCH3) £ |
1113 |OCH; |OCH: | 0 |1 -CH; ~CH:Ph(2-NMey) | 3852
114 |OCH; |OCH:| O |1 CH: _CH:Ph(4'-NMes) | 3853
1-1-5 OCH; | OCH; 0 1 -CH:+CH; -CH-:Ph 356.0

[0044] 1316 |OCH:;|OCH:| O |1 | -CH:.CH; | -CH:Ph(2OCHj) | 3862
1117 |OCH; |OCH:| O |1 | -CH:CH; | -CH:Ph(2’-NMe:) | 3993
1-1-8 OCH; | OCH: L8] 1 -CH-CH; -CH:Ph(4’-NMe=) 399.1
121 |OCH; |OCH:| O |2 -CH: -CH:Ph 356.2
122 |OCH; |OCH: | O |2 -CH: CH:Ph(2’-OCH:) | 386.2
1-2-3 OCH; | OCH: 0 2 -CH: -CH:Ph(2"-OCF3) 440.1
124 |OCH; |OCH:| O |2 -CH: -CH:Ph(2’-CH3) | 370.2

12
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125 |OCH; |ocHs| o |2 -CH; CH:Ph(2-CFs) | 42422
1-2-6 OCH; | OCH; (0] 2 -CH3 -CH,Ph(2'-CI) 390.2
127 |ocH; |ocH,| o |2 -CH; -CH,Ph(3"-F) 374.0
128 |OCH; |ocH;| o |2 CH; -CH,Ph(3'-Br) 4341
129 |OCH; |oCcH;| o |2 CH; -CH;Ph(2'-NMey) | 3992
1210 |OCH; |OCH; | 0o |2 CH; CCH:Ph(4'-NMes) | 3992
1211 |OCH; |OoCcH;| 0 | 2 | -CHiCH; -CH:Ph 370.1
1212 |OCH; |OCH;| O | 2 | -CH:CH; | -CH:Ph(2-OCH;) | 4003
1213 |OCH; |OCH; | O | 2 | -CH:CH; | -CH:Ph(2-OCFy) | 4542
1214 |OCH; |OCH;| 0 | 2 | -CH:CH; | -CH:Ph-CHy) | 3842
1215 |ocHs |ocHs| o | 2| -cmcHs | -cEsPn@-cFy | 4383
1216 |OCH; |ocH;| o | 2| -cH.cH; -CH,PL(2'-C]) 404.0
1217 |OCH; |OCH; | 0 | 2 | -CHyCH; -CHyPh(3"-F) 3882
1218 |OcH; |ocH;| O |2 | -cH:cH; _CH;Ph(3"-Br) 448.3
1219 |OCH; |OCH; | O | 2 | -CHyCH; | -CH:Ph(NMey) | 4131
1220 |OCH: |OCH; | O | 2| -CH:CH; | -CH:Ph(4'NMes) | 4132

[0045] 1221 |ocH; |oCH;| O | 2 CH: CH: 250.0
1222 |OCH; |OCH; | O |2 | -CH:CH; -CH;:CH; 3082
1223 |OCH, |OCH, | 0 |2 CH; _CH:CH; 294.2
1224 |OCH; |ocH; | o |2 N o 335.2
1-2-25 OCH; | OCH; (0] 2 N':_:N CHsPh 411.2
1226 |OCH; |OCH;| O |2 —N::_:N—crhmzﬂcm 4413
1227 |OCH; |OCH; | 0 | 2 —_ ) 3202
1228 |ocH; |ocH; | o |2 o 3221
1229 | OCH; |ocH; | o | 2 N )-oron 348.0
1-2-30 OCH; | OCH; O 2 NE" CH:Ph 410.2
1231 |OCH; |OoCH, | o |2 ] 306.0
1232 |OCH; |OCH, | 0 |2 — 321.2
131 |OCH; |OCH;| O |3 -CH; -CH:Ph 370.0
132 |ocH; |ocH;| o |3 _CH; "CH:Ph(2’-OCHy) | 4001
133 |ocH; | ocH;| O |3 -CH; CH:Ph(2-OCE3) | 4542
134 |OCH; |OCH;| o |3 CH; CH:Ph(-CHy) | 3941




CN 110698445 B 10/28 7
135 |ocH;|ocH;| o |3 CH3 -CH:Ph(2-CF) | 4382
1-3-6 OCH; | OCH; 0 3 -CH; -CH;Ph(2’-CI) 404.3
1-37 |OCH; |OCH; | O 3 -CH; -CH:Ph(3"-F) 3§8.1
1-38 |OCH; |OCH; | O 3 -CH; -CHPh(3"-Br) 448.3
139 |OCH;|OCH;| O |3 _CH; CHPh(2'NMey) | 4137
1310 |OCH; |OCH;| O |3 -CH; -CH:Ph(4'-NMe2) | 4132
1311 |OCH; |OCH;| O | 3 | -CH:CH; -CH;Ph i
1312 |OCH; [OCH; | O |3 | -CH:CH; |-CH:PRQ2-OCH3) | 4145
1313 |OCH; |OCH;| O | 3 | -CH.CHy | -CH:Ph(2-OCF3) | 453
1-3-14 |OCH; |OCH; | © 3 -CH:CH; -CH:Ph(2°-CH:) 398.1
1315 |OCH; [OCH;| O |3 | -CH:CHy; | -CH:Ph(2-CF) | 4595
1316 |OCH; |OCH;| O | 3 | -CH:CH; -CH;Ph(2’-C]) 4182
1317 |OCH; |OCH;| O | 3 | -CH:CH; -CH;Ph(3’-F) 4021
1318 |OCH; |OCH;| O | 3 | -CH:CH; -CH;Ph(3'-Br) 4622
1-3-19 |OCH; |OCH; | O | 3 | -CH:CH; | -CH:Ph-NMes) | 4272
1320 |OCH; |OCH;| O | 3 | -CH:CH; | -CH:Ph(#'NMes) | 4971

[0046]  f3321 |ocH; |OocH;| O |3 CH; -CH; 204.1
1322 |OCH; |OCH;| O | 3 | -CH:CH; -CH:CH; ]
1323 |OCH; |OCH;| O |3 -CH; -CH:CH; 308.0
1324 |OCH; |OCH;| O |3 - heon 349.1
1-325 |OCH; |OCH; | O | 3 N N-arPh 4253
326 | OCH; |OCH;| © | 3 N N-crrzock) 4552
1327 |OCH; |OCHs| O | 3 —N;:: 3340
1328 |OCH; |OCH;| 0 |3 N o 3363
1329 |OCH; |OCH;| O | 3 N )-omon 1622
1-330 |OCH; |OCH;| O | 3 - )-arn B
1331 |OCH, |OCH;| O |3 —:{T 30
1-332 |OCH; |OCH;| 0O |3 W ——
151 |OCH; |OCH;| O |5 -CH; -CH:Ph 198.2
152 |OCH;|OCH;| O |5 -CH; CH:Ph(2-OCH3) | 4753
153 |OCH;|OCH;| O |5 CH; -CH:Ph(2-OCF3) | 4322
154 |OCH;|OCH;| O |5 CH; CH:PW(2-CH3) | 4120
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CN 110698445 B 11/28 T
155 |OCH; |OCH;| O |5 -CHj CH:Ph(Z-CF3) | 4663
156 |OCH; |OCH;| O |5 -CHj _CH:Ph(2’-Cl) B
157 |OCH; |OCH; | O |5 ~CH3 _CH:Ph(3"-F) 4162
158 |OCH; |OCH; | O |5 “CH; CH:Ph(3-BY) | 4763
159 |OCH; |OCH; | O |5 _CH; _CH:PR(2’NMes) | 4410
1510 |OCH; |OCH: | O |5 -CH; _CH:Ph(#*-NMes) | 4412
1511 |OCH; |OCH; | O |5 | -CH:CH, _CH:Ph 4122
1512 |OCH; [OCH; | O | 5| -CH:CH; | -CH;Ph(2-OCH) | 4495
1513 |OCH; |OCH; | O | 5 | -CH:CHy | -CH:Ph(2-OCFs) | 4063
1514 |OCH; |OCH; | O |5 | -CH:CHy | -CH:Ph2-CH) | 4262
1515 |OCH; |[OCH; | O |5 | -CH:CH; | -CHPhI-CF) | 4505
1516 |OCH; |OCH; | O |5 | -CH:CH; -CH:Ph(2’-C]) 4461
1517 |OCH; |OCH; | O | 5| -cH:CH; _CH;Ph(3"-F) 4303
1-518 |OCH: |OCH; | O |5 | -CH:CH; | -CH:PW(-Br) | 400
1519 |OCH; |OCH; | O | 5 | -CH:CH; | -CH:Ph(-NMey) | 4352
1520 |OCH; |OCH; | O | 5| CH:CHy | CH:Ph#*NMes) | 4553

(00471 11521 |ocH: |[ocH; | O | 3 _CH; CH; s
1-5-22 | OCH; | OCH; 0 5 -CH;CH; -CH;CH; 1502
1523 |OCH; [OCH; | O |5 -CH; -CH;CH; 336.3
1524 |OCH:; |OCH; | O | 5 - o s
1525 |OCH; |OCH:; | O |5 N N-aren 4533
1526 |OCH; |OCH; | O |5 N N-cHprzocH) o
1527 |OCH; |OCH;| O | 5 — ) i
1528 |OCH; |OCH; | O |5 N b 3640
1529 |OCH; |OCH; | O |3 N -y 1902
1530 |OCH; |OCH: | O |5 N -Crpn 4523
1531 |OCH; |OCH; | O |5 | S
1-532 |OCH; |OCH; | O |53 N _—
171 |OcH; |ocH;| O |7 -CH; _CH:Ph 4262
172 |OCH; |ocH; | O |7 -CH3 -CH:Ph(2-OCHY) | 4562
173 |OCH; |OCH; | O |7 -CHj -CH:Ph(2-NMey) | 4603
174 |OCH; |OoCH; | O |7 _CH; _CH:Ph(4'NMes) | 4691
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1-75 |OCH; |OCH;| O | 7 | -CH.CH, -CH:Ph 4403
176 |OCH; [OCH;| O | 7 | -CH)CH; |-CHPW(2-OCH3) | 4793
1-77 |OCH; |OCH; | O | 7 | -CHyCHy | -CH:Ph(2'NMes) | 4933
1-78 |OCH; |OCH; | O | 7 | -CHyCH; | -CH:Ph(#'-NMey) | 4934
221 |OCH; |OCH; | s |2 -CH; -CH;Ph 1722
222 |OCH:; |OCH; | s |2 -CH; CH:Ph(2-OCH:) | 4021
223 |OCH; |OCH; | s |2 -CH; -CH:Ph(2-OCF3) | 4363
224 |OCH; |OCH; | s |2 -CH; CH:Ph(2’-CH3) | 13561
225 |OCH, |OCH,| s |2 -CH; CH:Ph(’-CFy) | 4402
226 |OCH; |OCH;| s |2 -CH; -CH,PL(2’-C) 4063
227 |OCH; |OCH; | s |2 -CH; -CH;Ph(3"-F) 190.1
228 |OCH; |OCH; | s |2 -CH; -CH:PI(3"-Br) 4502
229 |OCH; |OCH; | s |2 -CH; -CH:Ph(2-NMes) | 4152
2210 |OCH; |OCH; | § |2 _CH; CH:Ph(#-NMes) | 4153
2211 |OCH; |OCH; | S | 2 | -CH.CH; -CH:Ph 186.0
2212 |OCH; |[OCH; | S |2 | -CH:CH; | -CH:Ph(2-OCHy | 4162

00481 2233 |OCH, |OCHs| S | 2 | -CH:CH, | -CHPh@-OCFy) | 4701
2214 |OCH; |OCHy | S | 2 | -CH,CHy | -CH:Ph2-CH) | 4000
2215 |OCH; |OCHy | S | 2 | -CHiCHy | -CH:PW(2-CFy) | 4549
2216 |OCH; |OCH; | S |2 | -CH,CH, ~CH,PL(2'-Cl) 4303
2217 |OCH; |OCH; | S | 2 | -CH:CH; ~CH;Ph(3'-F) 4042
2218 |OCH:; |OCH; | S | 2 | -CHCHy ~CH;Ph(3'-Br) 4642
2219 |OCH; |OCHs | S | 2 | -CH:CH; | -CH:Ph(2NMes) | 4299
2220 |OCH; |OCH; | S | 2 | -CH.CH; | -CH:Ph(#'-NMe3) | 4303
2221 |OCH; |OCH; | S 2 -CH; -CHs 296.1
2222 |OCH; |OCH; | S |2 | -CH.CH, -CH:CH; 1941
2223 |OCH; |OCH; | s |2 -CH; -CH:CH; 3100
2224 |OCH; |OCH; | s |2 N heon 3510
2225 |OCH; |OCH; | § |2 — N-crh 471
2226 |OCH; |OCH:| S |2 N N-orenzooky 655
2227 |OCH; |OCH; | s |2 ' i
2228 |OCH; |OCH; | S | 2 N 0 1380
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2229 | OCH; | OCH; | s N )-arons 5642
2230 |OCH; |OCH; | s |2 N )-cHh 426.0
2231 |OCH: |OCH;| S |2 N 154
2232 |OCH:; |OCH:; | s |2 N T
231 |OCH; |OCH; | s |3 -CH; -CH:Ph 1862
232 |OCH; |OCH; | s |3 -CH; -CH:Ph(2-OCH) | 4160
233 |OCH; |OCH; | S |3 -CH; -CHPh(2-OCF3) | 4703
234 |OCH; |OCH;| S |3 -CHj -CH:Ph(2'-CH3) | 4000
235 |OCH; |OCH; | s |3 “CH; CH:Ph(2'CFy) | 4541
236 |OCH; |OCH;| S |3 _CH; _CH:Ph(2’-Cl) 308
237 |OCH: |OCH:| s |3 ~CH; _CH:Ph(3'-F) 4042
238 |OCH; |OCH; | s |3 _CH; _CH:Ph(3’ Br) 4642
239 |OCH; |OCHs | S |3 -CH; -CH:Ph(2-NMey) | 4295
2310 |OCH; |OCH: | S | 3 -CH; CH:Ph(#-NMes) | 4203
2311 |OCH; |OCH; | s |3 | -cH:cCH, _CH:Ph 4002
2312 |OCH; |OCH; | S |3 | -CH:CH; |-CH:PW(2-OCH) | 430.

00491 15313 [ocms [ocm | s |3 | cmcw; -CH:Ph(2-OCF3) | 4842
2314 |OCH; |OCH; | S |3 | -CH:CHy | -CH:Ph2'-CHy) | 4140
2-315 |OCH:; |OCH; | S |3 | -CH:CH; | -CH:PR('CF) | 4653
2316 |OCH; |OCH; | S |3 | -cH:CH, _CH:Ph(2’-Cl) 4342
2317 |OCH; |OCH; | S | 3| -CH:.CH, _CH:Ph(3'-F) 4182
2318 |OCH; |OCH; | S | 3| -CH:CH; _CH:Ph(3"-Br) R
2319 |OCH; |OCH; | S | 3| -CH:CHy | -CH:PR(-NMen | 4430
2320 |OCH; |[OCH; | S | 3| -CH:CH; | -CH:Ph(#-NMey) | 4432
2.3.21 |OCH; |OCH; | S |3 -CH; -CH; 55
2322 |OCH; |OCH; | s |3 | -cH:cH, _CH,CH; 138.0
2323 |OCH; |OCH; | s |3 -CHj _CH;CH; 3341
2324 |OCH; |OCH; | s |3 N oy 365.0
2325 |OCH; |OCH: | S |3 — n-cgen 4412
2326 |OCH; |OCH; | S |3 [ NcHPrzooH) a0
2327 |OCH; |OCH; | s |3 N ) —
2328 |OCH; |OCH; | s |3 N b 152.1
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2329 |OCH; |OCH; | S | 3 N )-arons 378.0
2330 |OCH; |OCH:| S | 3 N )-cHh 4402
2331 |OCH: |OCH; | S |3 N e
2332 |OCH; |OCH; | S | 3 N .
251 |OCH; |OCH;| S |5 -CHj -CH:Ph 4142
252 |OCH; |OCH;| S |5 -CHj -CH:Ph(2-OCHY) | 4449
253 | OCH; |OCH; | S 5 -CH; -CH:Ph(2-OCF3) | 4083
254 |OCH; |OCH;| S |5 -CH; CHPh(2’-CHy) | 4281
255 |OCH; |OCH:| S |5 -CH; CH;Ph(2’CFy) | 4512
256 |OCH; |OCH:| S |5 -CH; _CH:Ph(2’-C]) 4483
257 |OCH; |OCH:| S |5 ~CH3 _CH:Ph(3"-F) 4322
258 |OCH; |OCH:| S |5 -CH; ~CH;Ph(3-Br) 4922
259 |OCH:; |OCH:| S |5 -CH; -CH:Ph(2-NMe3) | 457,
2510 |OCH; [OCH: | S | 5 -CH; -CH:Ph(#-NMey) | 4571
2511 |OCH; |OCH;| S |5 | -CH:.CH; -CH:Ph 4281
2512 |OCH; |OCH; | § |5 | -CH:CHy |-CH:Ph(2-OCH) | 4eg3

N PYET OCH; |OCH; | S |5 | -CH:CH; | -CH:PhQ2-OCFs) | 5122
2514 |OCH; |OCH; | S |5 | -CH:CHy | -CH:Ph(2'-CHy) | 44271
2515 |OCH; |OCH; | S |5 | -CH:CHy | -CHPPh(-CF3) | 4061
2516 |OCH; |OCH: | S | 5 | -CH:CH; _CH:Ph(2’-C) 4623
2517 |OCH; |OCH: | S | 5 | -CH:CH; _CH:Ph(3"-F) 4462
2518 |OCH:; |OCH: | S | 5 | -CH:CH; _CH:Ph(3’-Br) Siiii
2519 |OCH; |OCH; | S |5 | -CH:CHy | -CH:Ph2-NMep) | 4713
2520 |OCH; |OCH: | S | 5| -CH:CHy | -CH:PR#-NMey) | 471
2521 |OCH; |OCH;| S | 5 -CH; -CH; 1380
2522 |OCH; |OCH; | S | 5 | -CH:CHy _CH;CH; 366.2
2523 |OCH; |OCH; | S | 5 -CHj _CH;CH; 1521
2524 |OCH; |OCH;| S |5 N NeH 103.0
2525 |OCH; |OCH:| S | 5 N N-omph 4692
2526 |OCH; |[OCH; | s |3 —N -crerzocH) 499.2
2527 |OCH; |OCH; | & 5 Ni::‘ -
2538 |OCH; |OCH; | S | 5 “SD 180.2

18




i

2

CN 110698445 B 15/28 T
2529 |OCH; |OCH; | s | 5 ---Nﬂcmc:—h pr
2530 |OCH; |OCH; | S |5 N )-cHh 1682
2531 |OCH; |OCH;| S |5 N i
2532 |OCH; |OCH; | S | 5 N %
271 |OCH: |ocH;| s |7 -CH; -CH;Ph 4421
272 |ocH:; |ocHy| s |7 -CH; -CH:;Ph(2-OCHy) | 4773
273 |OCH:; |OCH; | s |7 -CH; _CH:Ph(2NMes) | 4555
274 |OCH: |OCH:| s |7 CH; -CH:Ph(4-NMey) | 485
275 |OCH: |OCH; | S8 | 7| -CH:.CH: _CH:Ph P
276 |OCH; |OCH; | S |7 | -CH:CH; | -CH:Ph(2-OCH) | g3
277 |OCH; |OCH; | s |7 | -CH:CHy | -CH:PR-NMep) | 4992
278 |OCH; |OCH; | S |7 | -CH:CHy | -CH:Ph(#-NMe») | 4993
321 |OCH: |OCH; | NH | 2 -CHj -CH:Ph S
322 |OCH:; |OCH; | NH | 2 -CH; -CH:Ph(2-OCHy) | 3952
323 |OCH:; |OCH; | NH | 2 -CH; -CH:Ph(2-OCFs) | 4392

00s1] |32+ |OCH: | OCH; | NH | 2 CH: CH:Ph(2-CH) | 3600
325 |OCH: |OCH; | NH | 2 CH; CH:Ph(2’-CF3) | 4232
326 |OCH; |OCH; | NH | 2 _CH; _CH:Ph(2’-C) 43
327 |OCH: |OCH: | NH | 2 -CH; _CH:Ph(3'-F) o
128 |OCH: |ocH:; | NH | 2 -CH; -CH:Ph(3’-Br) 453
329 |oOCH:; |ocH; | NH | 2 -CH; CH:Ph(2-NMes) | 3982
3210 |OCH:; |OCH; | NH | 2 -CH; -CH:Ph(4-NMey) | 3057
3211 |OCH:; |OCH; | NH | 2 | -CH:CH; _CH:Ph 360.0
3212 |OCH; |OCH; | NH | 2 | -CH:CH; | -CH:Ph(2-OCH:) | 3993
3213 |OCH:; |OCH; | NH | 2 | -CH:CH; | -CH:Ph(2-OCF3y) | 4533
3214 |OCH; |OCH; | NH | 2 | -CH:CH; | -CH:PR(Z’-CHp) | 3833
3215 |OCH; |OCH; | NH | 2 | -CH:CH; | -CHPh(X-CF) | 4372
3216 |OCH; |OCH:; | NH | 2 | -CH:CH; -CH:Ph(2’-C}) 4050
3217 |ocH:; |ocH; | NH | 2 | -cH.cH; _CH:Ph(3'-F) 3873
3218 |OCH:; |OoCcH; | NH | 2 | -cH.CH; -CH3Ph(3*-Br) 473
3219 |OCH; |OCH; | NH | 2 | -CH:CH; | -CH:Ph(2NMey) | 4125
3220 |OCH; |[OCH; | NH | 2 | -CH:CH; | -CH:Ph(#'NMey) | 4123
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3221 |OCH; |OCH: | NH | 2 -CH; -CH: 279.0
3222 | OCH; |OCH; | NH | 2 CH,CH; CH:CH; 3071
3223 |OCH; |OCH; | NH | 2 _CH; CH:CH; 2931
3224 |OCH; |OCH; | NH | 2 h{:u Cry 134.0
3225 |OCH; |OCH: | NH | 2 —_ N-crh 4102
3226 |OCH; |OCH; | NH | 2 --Nj:jw- CHPH(ZOCHS) 4402
3227 |OCH; |OCH; | NH | 2 N\LS T
3228 | OCH; | OCH; | NH —Nf_ “o 1212
3229 | OCH; |OCH; | NH | 2 N )-omon, 2470
3230 |OCH; |OCH: | NH | 2 —N )—Chph 409.1
3231 |OCH; |OCH; | NH | 2 ~\ ' 1052
3232 |OCH; |OCH; | NH | 2 -N(_:NH 1201
331 |OCH:; |OCH:;| NH | 3 _CH; _CH:Ph 1692
332 |OCH; |OCH;| NH | 3 CH; CH:Ph(2-OCH3) | 1993
333 |OCH; |OCH;| NH | 3 CH; CH:Ph(2-OCF3) | 4533

[00s2] |3-34 |OCH; |OCH;| NH | 3 -CH; -CH:Ph(2’-CH3) | 1532
335 |OCH; |OCH:| NH | 3 -CH; -CH:Ph(2-CF3) | 4373
3.3.6 |OCH:; |OCH;| NH | 3 -CH; -CH:Ph(2’-Cl) 4033
337 |OCH; |OCH; | NH | 3 -CH; _CH:Ph(3"-F) 1872
338 |OCH; |OCH; | NH | 3 _CH; _CH;Ph(3"-Br) 4473
339 |OCH; |OCH; | NH | 3 -CH; -CHPL(-NMe) | 4122
3310 |OCH; |OCH; | NH | 3 -CH; -CH:Ph(#-NMey) | 412
3311 |OCH; |OCH: | NH | 3 | -CH:CH; _CH:Ph 1831
3312 |OCH; |OCH; | NH | 3 | -CH:CH; | -CH:Ph(2-OCH3) | 4131
3313 |OCH; |OCH; | NH | 3 | -CH:CH; | -CH:Ph(2-OCF3) | 4674
3314 |OCH; |OCH; | NH | 3 | -CH,CH; | -CH:Ph(2’CH:) | 3972
3315 |OCH; [OCH; | NH | 3 | -CH:CH; | -CH:Ph(2-CFy) | 4s19
3316 |OCH; |OCH; | NH | 3 | -CH:CH; -CH:Ph(2’-Cl) 417.0
3317 |OCH; |OCH; | NH | 3 | -CH:CH; _CH:Ph(3"-F) 4012
3318 |OCH; |OCH; | NH | 3 | -CH,CH; _CH;Ph(3"-Br) 4613
3319 |OCH; |OCH; | NH | 3 | -CH:CH; | -CH:Ph(2NMes) | 4263
3320 |OCH; |OCH; | NH | 3 | -CH:CH; | -CH:Ph(#'-NMes) | 4261
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3321 | OCH; |OCH: | NH | 3 -CH; -CH; 2010
3322 |OCH; |OCH; | NH | 3 | -CH)CH; -CH:CHj 111
3323 |OCH; |OCH; | NH | 3 -CH; -CH,CH; 3071
3324 |OCH; |OCH; | NH | 3 N o i
3325 |OCH; |OCH; | NH | 3 — N-crpn .
3326 | OCH; |OCH; | NH | 3 N NoHazooH 4543
3327 |OCH; |OCH; | NH | 3 ~i> 434
3328 |OCH; |OCH; | NH | 3 -~ b -
3329 | OCH: |OCH; | NH | 3 N -omong 1612
3330 | OCH; |OCH; | NH | 3 —N_)—crn A
3331 | OCH; |OCH; | NH | 3 | i
3332 | OCH; |OCH; | NH | 3 N _—
351 |OCH; |OCH; | NH _CH; _CH:Ph 1972
352 |OCH: |OCH: | NH | 5 _CH; _CH:Ph(2’-OCH:) | 42712
353 |OCH: |OCH; | NH | 3 _CH; _CH:Ph(2-OCF3) | 4514

lo0s3] |3-54 |OCH:; |ocH: | NH |3 -CH; CH:Ph(2-CH:) | 4112
355 |OCH: |OCH:| NH | 5 -CH; CH:Ph(?’CF3) | 46522
3.56 |OCH:; |OCH: | NH | 5 -CH; _CH:Ph(2’-CI) s
357 |OCH; |ocH; | NH | 3 -CH; -CH:;Ph(3-F) 4151
358 |OCH; |oCH;| NH | 3 -CH; -CH,Ph(3"-Br) 475
359 |OCH; |OCH;| NH | 5 -CH; -CHLPh(2-NMe) | 4402
3510 |OCH:; |OCH: | NH | 5 “CH; -CH:Ph(4-NMe3) | 4400
3511 |OCH: |OCH: | NH | 5 | -cH.cH; _CH:Ph 4112
3512 |OCH; [OCH; | NH |5 | -CH.CH; | -CH:PhQ2-OCH3) | 4413
3513 |OCH: |OCH: | NH | 5 | CH:CH; | CH:Ph(2 OCFy) | 4954
3514 |OCH; |OCH: | NH | 5 | -CH:CH; | -CHPh(2’-CH) | 4259
3515 |OCH; |OCH; | NH | 5 | -CH:CHy | -CH:Ph(’-CFy) | 4703
3.516 |OCH; |OCH: | NH | 5 | -CH:CH; _CH:Ph(2’-Cl) 4452
3517 |OCH; |OCH; | NH | 5 | -CH:CH; -CH:Ph(3"-F) 4291
3518 |OCH; |OCH; | NH | 5 | -CH.CH, _CH:Ph(3'-Br) 4809
3519 |OCH; |OCH; | NH | 5 | -CHCH; | -CH:Ph(2-NMes) | 4542
3520 |OCH; |OCH; | NH | 5 | -CHyCH; | -CEH:Ph(4'-NMes) | 4542
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3.521 |OCH; | OCH; | NH | 5 CH, -CH; 3210
3522 |OCH; |OCH; | NH | 5 | -CH:CH; -CH:CHj 1493
3523 |OCH; | OCH, | NH | 5 CH; CHCH; —
3524 |OCH; |oCH, | NH | 5 N heon s
3525 | OCH; | OCH; | NH | 5 —N_ N-criPh 4522
3526 |OCH; | OCHy | NH | 5 N N-crzook A%22
3527 | OCH; |OCH; | NH | 5 N ) 6
3528 |OCH; |OCHy | NH | 5 N b _—
3529 | OCH; | OCH, | NH | 5 N )-omons _—
3530 |OCH; |OCH; | NH | 5 —N_)—crn i
3531 |OCH; |OCH, | NH | 5 N | AT
3532 |OCH; | OCHy | NH | 5 N 1622
371 |OCH; |OCH; | NH | 7 CH; _CH:Ph Es
372 |OCH; |OCH;,| NH | 7 CH; | CH:Ph2-OCH3) | 4552
373 | OCH; |OCH, | NH | 7 CH: | CH:Ph’NMe:) | 4652

l00s4] |374 |OCH;|OCH;| NH |7 -CH; CH;Ph(#NMes) | 4683
375 |OCH; |OCH; | NH | 7 -CH,CH; -CH:Ph 439.1
376 |ocH; |ocm, | NH | 7| cH:CH, | -CH:Ph@-OCH) | 44
3.77 |OCH; |OCH,| NH | 7 | -CH:CH, | -CH:Ph(2-NMes) | 4575
378 |OCH; |OCH,| NH | 7 | -CH:CH; | -CH:Ph(#'NMes) | 473
421 | OCH; | OCH; | NCH; | 2 -CH; -CH.Ph —
422 | OCH; | OCH; | NCH: | 2 CH; | -CH:Ph(2-OCH3) | 399
423 | OCH; | OCH; | NCH; | 2 CH; | -CH:Ph(’-OCFs) | 4533
424 | OCH; | OCH; | NCH: | 2 _CH; CH:PhZ’-CHy) | 1937
425 | OCH; | OCH; | NCH; | 2 CH; CH:Ph2'CF3) | 4373
426 | OCH; | OCH; | NCH; | 2 -CH; CHPh2'C) | 4032
427 | OCH; | OCH; | NCH: | 2 -CH; -CH:Ph(3-F) 3872
428 | OCH; | OCH; | NCH: | 2 CH; CH:Ph(3-BY) | 4472
429 | OCH; | OCH; | NCH; | 2 -CH; -CH:Ph(2’-NMes) | 4120
4210 | OCH; | OCH, | NCH; | 2 CH; CHPh(#-NMes) | 4172
4211 | OCH; | OCH; | NCH; | 2 | -CH;CH; -CH.Ph _—
4212 | OCH; | OCH; | NCH: | 2 | -CH:CH; | -CH:Ph(2-OCH3) | 413.0
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4213 |OCH; | OCH; | NCH: | 2 | -CH:CH; | -CH:;Ph(2-OCF3) | 4672
4214 |OCH; |OCH; | NCH: | 2 | -CH:CH; | -CH:Ph(2-CHy) | 397,
4215 | OCH; | OCH; | NCH; | 2 | -CH:CH; | -CH:Ph(2-CFy) | 4513
4216 | OCH; | OCH; | NCH: | 2 | -CH,CH; ~CH;Ph(2'-C) 4171
4217 | OCH; |OCH; | NCH: | 2 | -CH,CH; _CH:Ph(3'-F) 40L0
4218 | OCH; | OCH; | NCH: | 2 | -CH:CH; ~CH;Ph(3"-Br) 4613
4219 | OCH; | OCH; | NCH; | 2 | -CH:CH; | -CH:Ph(2NMed) | 4262
4220 | OCH; | OCH; | NCH: | 2 | -CH:CH; | -CH:Ph(4-NMes) | 4262
4-2-21 | OCH; | OCH; | NCH: | 2 -CH; -CH; 2931
4222 | OCH; | OCH; | NCH: | 2 | -CH,CH; -CH;CH; 3210
4223 | OCH; | OCH; | NCH: | 2 -CHj; -CH:CH; 307.0
4224 | OCH; | OCH; | NCH; | 2 N oo 3482
4225 | OCH; | OCH; | NCH; | 2 —NCN-GHQPH 243
4226 | OCH; | OCH; | NCH; | 2 —N N-crenzocHy i
4-227 | OCH; | OCH; | NCH: | 2 -~’:> 3331

oss] | 428 | OCH: | OCH: | NCH, | 2 f r:j:_fb 1350
4229 | OCH; | OCH; | NCH: | 2 —N_ -criony 161.0
4230 | OCH; | OCH:; | NCH: | 2 N -cren -
4231 | OCH; | OCH; | NCH; | 2 —NL 319.0
4232 | OCH; | OCH; | NCH; | 2 N 3342
431 | OCH; | OCH; | NCH: | 3 -CH; -CH3Ph 1831
432 | OCH; | OCH; | NCH: | 3 -CH; -CH:PW(2-OCH3) | 4132
433 | OCH; | OCH; | NCH; | 3 CH, _CH:Ph(2-OCF3) | 4472
434 | OCH: | OCH:; | NCH: | 3 _CH; _CH:Ph(2’-CH3) | 13979
435 | OCH; | OCH: | NCHy | 3 -CH; “CH:Ph(’-CFy) | 4512
436 |OCH:; | OCH; | NCH: | 3 -CH; ~CH:Ph(2"-Cl) 417.0
437 | OCH:; | OCH; | NCH: | 3 -CH; -CH:Ph(3*-F) 4011
438 | OCH; | OCH; | NCH: | 3 -CHj; _CH:Ph(3’-Br) 4612
439 | OCH; | OCH; | NCH; | 3 -CH; -CH:PW(2-NMes) | 4262
4-310 | OCH; | OCH; | NCH; | 3 -CH; -CH:PR(#-NMey) | 4963
4311 | OCH; | OCH; | NCH: | 3 | -CH,CH; -CH;Ph 3972
4312 | OCH; | OCH; | NCH: | 3 | -CH:CH; | -CH:Ph(2-OCH3) | 4279
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4313 | OCH; | OCH; | NCH; | 3 | -CH:CH; | -CH:Ph(2-OCF3) | 4513
4-3-14 OCH; | OCH; | NCH: | 3 -CH-CH; -CH;:Ph(2"-CH3;) 411.1
4315 |OCH; |OCHy | NCH; | 3 | -CH:CH; | -CH:Ph('-CF) | 4651
4316 |OCH; | OCH; | NCH: | 3 | -CH:CH; _CH:Ph(2'-Cl) 4312
4317 |OCH:; | OCH; | NCH: | 3 | -CH:CH; CH:Ph(3"-F) .
4318 |OCH; |OCH; [ NCH: | 3 | -CH:CH; | -CH:Ph(3'-Br) .
4319 | OCH; | OCH; | NCH; | 3 | -CH:CH; | -CH:Ph(2-NMes) | 4402
4320 |OCH; |OCH; |[NCH; | 3 | -CH;CH; | -CH:Ph(#’-NMes) | 440
4321 | OCH; | OCH; | NcH; | 3 -CH; -CH; 3073
4322 | OCH; | OCH; | NCH: | 3 | -CH:CH; _CH:CH; 3350
4323 | OCH; | OCH; | NCH; | 3 -CH; _CHCH; 3%
4324 | OCH; | OCH; | NCH; | 3 N o 1622
4325 | OCH; | OCH; | NCH; | 3 N N-cwen 4382
4326 |OCH; | OCH; | NCH; | 3 N N-crurzooH) s
4327 | OCH, | OCH; | NCH; | 3 N ) -

oosg] | 4328 | OCH; | OCH, | NCHy | 3 : u:ﬁb —
4329 | OCH; | OCH; | NCH; | 3 —N_ )-crcn 375.0
4-3-30 | OCH; | OCH; | NCH; | 3 —N )cuen —
4331 | OCH; | OCH; | NCH; | 3 —_ | 33,0
4332 | OCH; | OCH; | NCH; | 3 N e
451 |OCH; | OCHy | NCH; | 5 -CH; CH;Ph _—
452 |OCH: | OCH; | NCH;: | 5 CH: -CH:Ph(2-OCH3) | 4410
453 | OCH; | OCH; | NCH; | 5 _CH; CH:Ph(2-OCF:) | 4953
454 |OCH; | OCH; | NCH; | 5 CH; CH:Ph(CH3) | 4953
455 |OCH; | OCH; | NCH; | 5 CH; CH:Ph('CFy) | 4703
456 | OCH; | OCH; | NCH; | 5 CH; -CH,Ph(2’-C]) i
457 | OCH; | OCH; | NCH; | 5 -CH; -CH:Ph(3"-F) 4393
458 | OCH; | OCH; | NCH; | 5 -CH, -CH,Ph(3-Br) 4893
459 |ocH; | OCH; | NCH; | 5 -CH; CH:Ph(I-NMes) | 4542
4510 | OCH; | OCH; | NCH; | 5 -CHj CH:Ph(#NMes) | 4547
4511 |OCH; | OCH; | NCH: | 5 | -CH:;CH; _CH;Ph 4351
4512 | OCH; | OCH; | NCH: | 5 | -CH:CH; | -CH:Ph(2-OCH3) | 4350
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4513 | OCH; |OCH; | NCH: | 5 | -CH:CH; | -CH:;Ph(2-OCF3) | 502
4514 |OCH; |OCH; | NCH: | 5 | -CH:CH; | -CH:Ph(P-CHy) | 4393
4515 | OCH; | OCH; | NCH; | 5 | -CH:CH; | -CH:Ph(2-CFy) | 4032
4516 |OCH; |OCH; | NCH: | 5 | -CH,CH; ~CH;Ph(2'-C) 4592
4517 | OCH; | OCH; | NCH: | 5 | -CH,CH; _CH:Ph(3'-F) 4432
4518 | OCH; | OCH; | NCH: | 5 | -CH:CH; ~CH;Ph(3"-Br) 5034
4519 | OCH; | OCH; | NCH; | 5 | -CH:CH; | -CH:Ph(2-NMed) | 4683
4520 | OCH; | OCH; | NCH: | 5 | -CH:CH; | -CH:Ph(4-NMes) | 4652
4-5-21 | OCH; | OCH; | NCH: | 5 -CH; -CH; 3351
4522 | OCH; | OCH; | NCH: | 5 | -CH,CH; -CH;CH; 363.0
4523 | OCH; | OCH; | NCH: | 5 -CHj; -CH:CH; 349.0
4524 | OCH; | OCH; | NCH; | 5 N oo 390.1
4525 | OCH: | OCH; | NCH: | 5 —NCN—C:—@PH 1663
4526 | OCH: | OCH; | NCH: | 5 —N N-crenzocHy Siia
4-527 | OCH; | OCH; | NCH; | 5 -ND —_—

—

005 | #5728 | OCH: | OCH; | NCH, | 5 f r:\ ). 3770
4529 | OCH: | OCH; | NCH: | 5 —N_-cron, 4032
4530 | OCH; | OCH:; | NCH: | 5 N -cren _—
4531 | OCH; | OCH; | NCH, | 5 _L 36L1
4-5.32 | OCH:; | OCH; | NCH: | 5 N _;‘m 376.0
471 | OCH; | OCH; | NCH: | 7 -CH; -CH3Ph 4392
472 | OCH; | OCH; | NCH: | 7 -CH; -CH:PW(2-OCH3) | 4692
473 |OCH; |OCH; | NCH; | 7 CH, _CH:Ph(2NMes) | 4523
474 | OCH: | OCH:; | NCH: | 7 _CH; _CH:Ph(4*-NMes) | 4975
475 |OCH:; |OCH; | NCH: | 7 | -CH:CH; _CH;Ph 453
476 |OCH; |OCH; |[NCH; | 7 | -CH:CH; | -CH:Ph(2-OCH) | 4g33
477 |OCH: | OCH; | NCH: | 7 | -CH:CH; | -CH:Ph(2-NMes) | 4063
478 |OCH; | OCH; |NCH: | 7 | -CH:CH; | -CH:Ph(4-NMe) | 4064
531 |OCH; |OCH; | NPh | 3 -CH; -CH:Ph 4453
532 |OCH; |OCH; | NPh | 3 -CH; -CH:PL(2’-OCHy) | 4752
533 |OCH; |OCH; | NPh | 3 -CH; -CH,Ph(2-NMe;) | 4883
534 |OCH; |OCH; | NPh | 3 _CH; _CH:Ph(4"NMes) | 4882
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535 |OCH:; |OCH; | NPh | 3 -CH,CH; -CH:Ph 459.2
53.6 |OCH:; |OCH; | NPh | 3 -CH:,CH; | -CH:Ph(2’-OCH3) | 489.1
537 | OCH; | OCH; | NPh | 3 -CH:CH; | -CH:Ph(2-NMe:) 502.2
538 |OCH; |OCH; | NPh | 3 -CH:CH; | -CH:Ph(4’-NMe;) 502.3
551 |OCH:; |OCH; | NPh | 5 -CH; -CH:Ph 473.1
552 |OCH:; |OCH; | NPh | 5 -CH; -CH:Ph(2’-OCH3) | 503.3
5.5 OCH:; | OCH; | NPh | 5 -CH; -CH:Ph(2’-NMe:) 516.2
554 |OCH; |OCH; | NPh | 5 -CH; -CH:Ph(4’-NMe:) 516.2
555 |OCH; |OCH; | NPh | 5 -CH:CH; -CH:Ph 487.3
556 |OCH; |OCH; | NPh | 5 -CH:.CH; | -CH:Ph(2’-OCHy) | 517.2
557 |OCH; |OCH; | NPh | 5 -CH:CH; | -CH:Ph(2’-NMe:) 530.4
558 |OCH; |OCH; | NPh | 5 -CH:CH; | -CH:Ph(4-NMe:) 530.2
6-2-1 H H 0 2 -CH; -CH;Ph 296.2
6-2-2 H H 0 2 -CH; -CH:Ph(2’-OCH3) | 326.2
6-2-3 H H 0 2 -CH; -CH:Ph(2’-F) 314.1

0058] 6-2-4 H H 0 2 -CH; -CH:Ph(2’-NMe3) 339.2
6-2-5 H H 0 2 -CH; -CH:Ph(4°-NMe:) 339.0
6-2-6 H H 0 2 -CH,CH; -CH;Ph 310.2
6-2-7 H H 0 2 -CH:CH; | -CH:Ph(2’-OCH3) | 3400
6-2-8 H H 0 2 -CH:CH; -CH:Ph(2’-F) 328.2
6-2-9 H H 0 2 -CH:CH; | -CH:Ph(2-NMe:) 353.1
6-2-10 H H 0 2 -CH:CH; | -CH:Ph(4’-NMe:) 353.2
6-3-1 H H 0 3 -CH; -CH;Ph 310.0
6-3-2 H H 0 3 -CH; -CH:Ph(2’-OCH3) | 3403
6-3-3 H H 0 3 -CH; -CH:Ph(2’-F) 3282
6-3-4 H H 0 3 -CH; -CH:Ph(2°-NMe:) 353.1
6-3-5 H H 0 3 -CH; -CH;Ph(4’-NMe3) 353.2
6-3-6 H H 0 3 -CH.CH; -CH:Ph 324.2
6-3-7 H H 0 3 -CH:CH; | -CH:Ph(2’-OCH:) | 354.1
6-3-8 H H 0 3 -CH,CH; -CH:Ph(2’-F) 342.1
6-3-9 H H 0 3 -CH:CH; | -CH:Ph(2’-NMe:) 367.2
6-3-10 H H 0 3 -CH:CH; | -CH:Ph(4’-NMe:) 367.2
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7-2-1 Br H 0 2 -CH; -CH:Ph 374.1
(25 Br H 0 2 -CH3 -CH:Ph(2’-OCH3) | 4043
7-2-3 Br H 0 ) -CH; -CH:Ph(2’-F) 392.0
7-2-4 Br H 0 2 -CH; -CH:Ph(2’-NMe;) | 417.3
7-2-5 Br H 0 2 -CH; -CH:Ph(4'-NMez) | 417.2
7-2-6 Br H 0 2 -CH:CH; -CH:Ph 388.2
g S Br H 0 2 -CH:CH; | -CH:Ph(2’-OCH3) | 4182
7-2-8 Br H 0 2 -CH:CH; -CH:Ph(2’-F) 406.2
7-2-9 Br H o] 2 -CH,CH; -CH:Ph(2-NMe;) | 431.2
7-2-10 Br H 4] 2 -CH,CH; -CH:Ph(4’-NMe2) | 4313
7-4-1 Br H 0 4 -CH; -CH:Ph 402.2
7-4-2 Br H 0 4 -CH;3 -CH:Ph(2’-OCH3) | 4322
7-4-3 Br H 0 4 -CH; -CH:Ph(2’-F) 420.0
7-4-4 Br H 0 4 -CH; -CH:Ph(2'-NMeyz) | 445.1
7-4-5 Br H 0 4 -CH3 -CH:Ph(4'-NMez) | 445.2

0059] 7-4-6 Br H 0 4 -CH:CH; -CH:Ph 416.1
7-4-7 Br H 0 4 -CH:CH; | -CH:Ph(2’-OCH3) | 446.3
7-4-8 Br H 4] 4 -CH,CH; -CH:Ph(2’-F) 434.2
7-4-9 Br H 0 4 CH,CH; -CH:Ph(2’-NMe:) | 459.3
7-4-10 Br H 0 4 -CH:CH; -CH:Ph(4-NMe2) | 459.2
8-2-1 Me:N | H 0 2 -CH; -CH:Ph 339.0
8§22 |MeN| H 0 2 -CH3 -CH:Ph(2’-OCH3) | 369.2
823 |MeN| H 0 2 -CH; -CH:Ph(2’-F) 357.0
824 |MeN| H 0 2 -CH; -CH:Ph(2’-NMes) | 3821
825 |MeN| H 4] 2 -CH3 -CH:Ph(4'-NMez) | 382.2
826 |MeN| H 0 2 -CH:CH; -CH:Ph 353.1
827 |MeN| H o] 2 -CH,CH; | -CH:Ph(2>-OCH;) | 383.2
828 |MeN| H 0 2 -CH:CH; -CH:Ph(2’-F) 371.2
829 |MeN| H 4] 2 -CH,CH; -CH:Ph(2’-NMe2) | 396.2
8210 |MexN| H 4] 2 -CH:CH; | -CH:Ph(4’-NMe:) | 396.0
§-4-1 Me:N | H 0 4 -CH;3 -CH:Ph 367.2
8§42 |MexN| H 0 4 -CH; -CH:Ph(2’-OCH3) | 397.3
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843 |MeN| H o |4 -CH; -CH;Ph(2'-F) 385.1
844 |MeN| H o |4 -CH; -CH,Ph(2-NMes) | 4102
845 |MeN| H o |4 -CH; -CHyPh(4-NMes) | 410.2
§46 |MeN| H O | 4| -CH)CH; _CH:Ph 381.0
8§47 |MeN | H 0 | 4| -cH:cH; | -CH,PLQ’-OCHy | 4112
848 |MeN| H O |4 | -CHxCH; -CH:Ph(2"-F) 399.0
$49 |MeN| H O | 4| -CH.CH, | -CH:Ph(2-NMe;) | 4243
$410 | Me:N | H 0 | 4| -CH:CH; | -CH:Ph(@-NMes) | 4242
921 “n| H o |2 -CH; -CH:Ph 365.1
9-2-2 v | H o |2 -CH; -CH:Ph(2-OCH;) | 395.0
923 | [ v | H o |2 -CH; -CH:Ph(2"-F) 383.2
9.2-4 n | = o |2 -CH; -CH,Ph(2-NMes) | 408.2
925 | [ n | H o |2 -CH; CH:Ph(4"NMes) | 4081
926 |[ n | H O | 2| -CH:.CH; _CH,Ph 379.0
927 | [~ | H O | 2| -CH)XH; | -CH:;Ph(2’-OCH:) | 409.2

00601 9-2-8 [”;:n H 0O |2 | -CH.CH; -CH:Ph(2"-F) 397.1
929 | [N | H 0 | 2| -CH:CH; | -CH:Ph(2’NMe:) | 4223
9210 | [ N H O | 2| -CH.CH; | -CH:Ph(4-NMez) | 4222
9-4.1 [~ | H o |4 -CH; -CH:Ph 393.2
042 ([ v | H o |4 -CHj; -CH:Ph(2’-OCH3) | 4231
9-4-3 v | H o |4 -CHj -CH;Ph(2'-F) 411.2
9-4-4 N | H o |4 -CH; CH,PL(2-NMey) | 4362
045 [N | H o |4 _CH; CH:Ph(4"-NMes) | 4361
046 [~ | H 0 |4 | -cH:.CH; -CH:Ph 407.0
047 | [~ | H O | 4| -CHCH; |-CH:Ph(2-OCH:) | 437.3
048 | [~ | H o |4 | -cmcH _CH:Ph(2"-F) 4252
949 | [ v | H 0 | 4| -CH)CH; | -CH:PRQ2-NMes) | 4502
9410 | [ N | H O | 4| -CHyCH; | -CH:;Ph(4-NMey) | 450.3
1031 | OH |OCH;| O |23 -CH; _CH:Ph 356.2
1032 | OH |OCH;| O |3 -CH; -CH:Ph(2’-OCHy) | 3861
1033 | OH |OCH;| O |3 -CH; -CH;Ph(2'-F) 3742
1034 | OH |OCH;| O |3 _CH; _CH:Ph(2’-NMes) | 399.1
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1035 | OH |OCH;| O 3 -CH3 -CH:Ph(4-NMes) | 399.2
10-36 | OH |OCH;| O 3 -CH,CH; -CH:Ph 370.0
1037 | OH |OCH;| O 3 -CH:CH; | -CH:Ph(2’-OCH3) | 400.2
1038 | OH |OCH;| O 3 -CH:CH; -CH:Ph(2’-F) 388.2
1039 | OH |OCH;| ©O 3 -CH:CH; | -CH:Ph(2’-NMe:) 413.0
10-3-10 | OH |OCH;| O 3 -CH:CH; | -CH:Ph(4-NMes) | 4131
11-3-1 | OCH; | OH 4] 3 -CH; -CH:Ph 356.1
11-3-2 | OCH; | OH 0 3 -CH; -CH:Ph(2’-OCH;) | 386.2
11-3-3 | OCH; | OH ] 3 -CH; -CH:Ph(2’-F) 374.1
11-3-4 |OCH:; | OH 0 3 -CH; -CH:Ph(2>-NMe:z) | 399.0
11-3-5 | OCH; | OH 0 3 -CH; -CH:Ph(4>-NMe:) 399.0
11-3-6 | OCH; | OH 0 3 -CH;CH; -CH:Ph 370.2
11-3-7 | OCH; | OH ] 3 -CH:CH; | -CH:Ph(2’-OCHg3) | 400.1
11-3-8 | OCH; | OH ] 3 -CH:CH; -CH:Ph(2™-F) 388.0
11-3-9 | OCH:; | OH 0 3 -CH:CH; | -CH:Ph(2’-NMe3) 413.2

00611 11-3-10 | OCH; | OH 0 3 -CH:CH; | -CH:Ph(4’-NMe:) | 413.2
12-3-1 |SCH; | H 0 3 -CH3 -CH:Ph 356.2
1232 |SCH; | H 4] 3 -CH; -CH:Ph(2’-OCH;) | 386.0
1233 | SCH: | H 0 3 -CH; -CH:Ph(2*-F) 374.0
1234 | SCH; | H 0 3 -CH; -CH:Ph(2>-NMe:) 399.2
1235 | SCH; | H 0 3 -CH; -CH:Ph(4’-NMe3) 399.1
1236 | SCH; | H ] 3 -CH:CH; -CH3Ph 370.0
1237 | SCH; | H 0 3 -CH:CH; | -CH:Ph(2’-OCH3) | 400.2
1238 | SCH; | H 0 3 -CH:CH; -CH:Ph(2™-F) 388.2
1239 | SCH; | H 0 3 -CH:CH; | -CH:Ph(2’-NMez) 413.1
12-3-10 | SCH; | H ] 3 -CH:CH; | -CH:Ph(4’-NMe:) | 413.2
13-3-1 | CH; H 0 3 -CH; -CH:Ph 324.0
13-3:2 | CH; H 4] 3 -CH; -CH:Ph(2’-OCH;) | 354.1
13-3-3 | CH; H 0 3 -CH; -CH:Ph(2*-F) 342.0
13-3-4 | CH; H 0 3 -CH; -CH:Ph(2’-NMe:) | 367.1
13-3-5 | CH; H 0 3 -CH; -CH:Ph(4’-NMe:) 367.2
13-3-6 | CH; H 0 3 -CH,CH; -CH:Ph 338.1
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13-3-7 CH;: H 0] 3 -CH,CH: -CH:Ph{2*-OCH3) 365.0

13-3-8 CH; H o 3 -CH:CH; -CH:Ph(2’-F) 356.2
10062] 13.3.9 CH; H O 3 -CH.CH; -CH:Ph{2’-NMe:) 381.0 ;

13-3-10 | CH; H 0 3 -CH;CH: -CH:Ph{4’-NMe:) 381.2

[0063] i : AR FIR L — AN BTG I, FORBURIE “NR R, ;
[0064] AL W H-NMRECHE G F

o

[0065] }
I:H:.F OCH,

i
OCH,
[0066] 'H NMR (CDC1,) : 7.35-7.27 (m, 4H), 7.26-7.24 (m, 2H), 6.96 (s, 1H),
5.46 (t, J = 7.6 Hz, 1H), 4.00 (s, 3H), 3.95 (s, 3H), 3.55 (s, 2H), 2.50 (q,
J =7.6Hz, 2H), 2.49 (t, J = 7.6 Hz, 2H), 2.21 (s,3H), 1.81-1.75 (m, 2H):

oo, OCH,

[0067] ’\.—5
S SN
"\J/ CH,
[00s8] 'H NMR (CDCl,) : 7.30 (s, 1H), 7.29-7.26 (m, 5H), 7.21 (s, 1H), 5.71

(t, J = 8.4 Hz, 1H), 3.97 (s, 3H), 3.90 (s, 3H), 3.57 (s, 2H), 2.60 (q, J =

8.4 Hz, 2H), 2.57-2.53 (m, 2H), 2.26 (s,3H), 1.84 (t, J = 7.2 Hz, 2H);
0

O
W*é =
[0069] E:]fgm %} st
OCH,
[0070] 'H NMR (CDC1,): 7.32-7.25 (m, 6H), 6.80 (s, 1H), 5.37 (dd, J = 3.6,
7.6 Hz, 1H), 3.97 (s, 3H), 3.94 (s, 3H), 3.52 (s, 2H), 2.41 (t, J = 6.8 Hz,
2H), 2.22 (s,3H), 2.04-1.99 (m, 1H), 1.73-1.69 (m, 1H), 1.62-1.58 (m, 2H),

1.54-1.47 (m, 2H);
O
OCH, c;r}
R
e e v
“\u’;’ H \
3
OCH;
[0072] 'H NMR (CDClS): 7.67 (d, J =7.6 Hz, 1H), 7.33 (t, J = 7.6 Hz, 1H),
7.24 (s, 1H), 7.04 (s, 1H), 6.98 (t, J =7.6 Hz, 1H), 6.89 (d, J = 7.6 Hz,
IH), 5.53 (t, J = 8.0 Hz, 1H), 4.24 (s, 2H), 4.03 (s, 3H), 3.96 (s, 3H), 3.86
(s, 3H), 3.07 (g, J = 8.0 Hz, 2H), 2.96 (t, J = 6.8 Hz, 2H) , 2.48 (q, J =
7.2 Hz, 2H), 2.21-2.17 (m, 2H), 1.44 (t, J = 7.2 Hz, 3H);
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H,co, ot
El 7_:__:(\
W A
[0073] OGH;3 N ;.
@/me“«ff"l‘o e
2 CH,

[0074] 'H NMR (CDCl,): 7.46 (d, J = 7.6 Hz, 1), 7.29 (s, 1), 7.25 (t, J =
7.6 Hz, 1H), 7.20 (s, 1H), 6.90 (t, J = 7.6 Hz, 1H), 6.84 (d, J = 7.6 Hz,
M, 5.67 (t, J = 8.0 Hz, 1H), 3.97 (s, 3H), 3.93 (s, 3H), 3.78 (s, 5H),
2.78-2.70 (m, 4H), 2.62 (q, J = 7.6 Hz, 2H), 1.98-1.88 (m, 2H), 1.16 (t, J =

7.6 Hz, 3H);

0
OCH;

[0075] [—'H/ " W*
L / ~OCH;

OCH1
[0076] 'H NMR (CDCl,): 7.44 (d, J = 7.6 Hz, 1H), 7.27 (s, 1), 7.23 (t, J =
7.6 Hz, 1H), 6.94 (t, J = 7.6 Hz, 1H), 6.86 (d, J = 7.6 Hz, 1H), 6.81 (s,
), 5.35 (dd, J = 3.6, 7.6 Hz, 1H), 3.97 (s, 3H), 3.94 (s, 3H), 3.82 (s,
3H), 3.71 (s, 2H), 2.63 (q, J = 6.8 Hz, 2H), 2.55 (t, J = 7.2 Hz, 2H), 2.04-

1.99 (m, 1H), 1.73-1.64 (m, 3H), 1.56-1.47 (m, 2H), 1.12 (t, J = 6.8 Hz, 3H);

8]
A
O

[0077] f’“w"“a/“w—'l‘“

MR,J ﬁ /’ OCH;

OCH;
[0078] 'H NMR (CDCL,): 7.24 (s, 1), 7.02 (s, 1), 5.52 (t, J = 7.6 Hz, 1H),
4.01 (s, 3H), 3.95 (s, 3H), 2.62-2.55 (m, 6H), 2.49 (g, J = 7.6 Hz, 2H),
1.92-1.85 (m, 2H), 1.75-1.72 (m, 4H), 1.55-1.50 (m, 2H);

DCH,
5
[0079] N A

,f“‘“u%/w'fl“g)‘:ﬂ

HECO

[0080] 'H NMR (CpCl,) : 7.30 (s, 1H), 7.22 (s, 1H), 5.73 (t, J = 8.0 Hz, 1H),
4.03 (s, 3H), 3.97 (s, 3H), 2.59 (q, J = 7.6 Hz, 2H), 2.47 (t, J = 7.2 Hz,

6H), 1.87-1.80 (m, 2H), 1.64-1.60 (m, 4H), 1.48-1.45 (m, 2H);

8]
/i
ﬂ

[0081] ﬂuww

waj ﬁ /‘ OCH;

OCH,4
[0082] 'H NMR (CDC13): 7.26 (s, 1H), 6.89 (s, 1H), 5.40 (dd, J = 3.2, 8.0 Hz,
1H), 4.01 (s, 3H), 3.94 (s, 3H), 2.95-2.90 (m, 4H), 2.78 (t, J = 8.0 Hz, 2H),
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2.20-2.12 (m, 1H), 1.95-1.88 (m, 6H), 1.80-1.71 (m, 1H), 1.61-1.45 (m, 4H).
[0083]  Sjtafsl3 3- ki AR BRIAL G (D 5B iR 2% 18

[0084]  7F S R H M0 ON $2 B b 3 S 5 1 AN S it 51 2 B 45 2 3 - i Jo 2 IR R SR AL &4 (D
1.0 mmol FAPAEA25 ml, $EHE A E N2, 5 mmol AN FHIER , THiR a1 i BE 5 N 2070 8 5 [
IO 28 T JE VA A 22 B R 25 BRI ), 2 BT VR o AL RIS 3 - il SRR R R AL &4 (D
(&L, Fofb 245/ 4 H NMRFIES T -MSHE .
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