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[0001]  AHSGHHIE
[0002]  ASHEiE & —fF2r E G, IS 1S 5 9201410478475, 1, HiE H 201449 H
19H , &K WGt RN “2- 2 3B IR AL AL & H il 46 i F g .

BRARGUE

[0003] AT B J& 25 W 22 U, 0l — FEF B 2- B B B R B i AL S (D R H 245
TR B A% 5 S S AN R I N/ T AR R AT AR ISR 25
) g BLAEAE AN BR T I8 R PR IR S B R M B ERORE W < ARAE < S MUAE L H TV AH 5% i R
iE 2 RAEREARE EAT PR B R B ALRE | e VE R L T DGR S A SR AT PR

ERREA

[0004] [ JRIRIEFERAE (Al zheimer’ s disease,AD, Z M FE) & — M UL AT M IS HS
A2 18 F R AR RGBT MR , FROR R 28 4F &S, O TUR T 0
LA 95 AR R PR s A MRS5S , FERR SR S8 R IA B K & B A FE T 5 R S5 DY A7 H 1 57 P A
MM, 2Ek65 % L 2 N 10% 1EnG , Hp — 0y 2 —RARUR, )\ 5 UL R
ZIT50% . FEF FE AD 38 AFLI600-70077 , Ao 3 1 5% . B A5 A BR N 1 22 0 AL BEFE A
PR, R mE R E F AP HEALzheimer’s Disease International fE20134E12 H/AAR
(1) KT 7R 2% i BRORE ) 4 BR 21 < 2013-2050 ) H 5 H 48 HE 5 ADK RS AR L4 A K T I 1) 3¢
KA FRBk IR, £120304F , 8 NBORE H120134E174400/5 _ETH£I7600/7, $]20504F , X —Hfd
Bk B A1 . 3544 - B T-ADI IR R B RCAZBE 77 = 1a) g 77« R4 R R0 W 58 710808 , UL &
H i A TG e IR, £ 28 I S W RS A T O AR S, 3 AR P R P AR, 45 4k 2 R K g iy
KPrE A AE . B A7 H TR R/ T EEADI 250 AR AR R B (AChE) $MHI7), A & H
T H EEADIRTT IN-H 2E-D- R A& Z R (NMDA) SZARFE BT, (HIG PR FHER B , iX L 254 v] i it
e e B R N IR AR K P B3 1) Y B 1 2R TR 1Y) M oy BR M SR MR ADSE AR , (H AN BE A 2L
BH 11 83000 3 e A 5 10 HLid 2= 51 200« B R k@ S0 VO IR R PE L B AR IR DA AL
KA A % 5 7 R i A R AL R BT 8O EE AR R ot W PR o DD 75 20 e BB A
FIRLHIFIADIE T 259 .

[0005]  ADJ& Z AR 2 SIS0 , RO HLER B 2%, 22 400 oK 56 4 19 B R i WL, (H 9
T, B S BERRBEK TH N BE B TE R AR A I AR RS DR & R AR R
HLCa® - e 1 tau—F5 (3 BE BEIR (b 5 UK e 22 2 i i 45 A3 TR 2 v 1k 3ol v SR AL
W AR KBS TS (ROS) AT Hi 28 DA S 48 980 I M 56 22 Pl (R 3R 7EAD R A S i #2 HH 4 V8 =
BN BIRKIRR R, N R AR 25— 887 29 Be it o6 , B 1 R E X
— 0 B A v P AN R e B 25, T« LR R A o) R RN R D R A =B S AR Bt
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VE R 2, AN TRIATL ) 2 1) SRR B S BB AH B 2], A0 R T AD R A= RN R R ok 72 Hh 2 2% 1) 19 2%
WERG T LR R, RN REE 7“2 A FHAY” Multitarget-directed
Ligands, MTDLs) & RAH R BT EIBIT HEIRIR 2 . BTl “Z 8 R 2507 2 48 B — 22 sk
AR [) B AR FH T 9995 D) 4%+ T 22 AN 0, S5 88 ST 4 P BT 7 A B R 00 A5 S 308 K T 4%
BN 2 A, R AR N “‘Mul tifunctional” B8 “Mul tipotential” Z54). ZH#E S 25 5%
Z4A N UL RS 7 23 B X N AE T« vl gD IR 24 HE R VR T R R e 2 ) 2 [ 1)
FHEAE S el ittt R 25 BIE 38— 2540380 g e it A8 148 &5 - DRI, B e 01 AL
TR A g T A AL, HEAE 2 RS A A KB EE P B AT M IR T
AT G A 2 2R I8 V)7 2R, i BB A R 1 T S i 5 7E BT A 7 A, 341
B XFAD R o It R 1 L T IR AR I B AN AR A BB R 2R, W R A R T AT R O R T R AR H R
B 2K AT Y (CN101337956A.CN102603698A) \ — 2K 2 I B £ bt & 5 W IR i 2K 4L & )
(CN102816090A) 5 7 il 2, 2 HH R B SR AL &4 (CN102827131A) 3 il 5 2 i SR AL & 4
(CN103087024A) 4= 7 573 W i he JE e 2 AL &) (CN1031133404) R L w2 i itk &
) (CN103073440A) , X Letb &4 8 5 A BT 1) £, ok HE 8 g 410 1l AN A v P (BT AB -2
H B R HIH] (FE20.0 1M T 4 HI 2225/ T-65. 0%) 6 Cu 175 S AB1 a2 B8 £E [ #1 h)
(££20.0 pMiRBE R M1/ F65. 0% LA K& Cu® 75 S HIAB1- 1o R BB MR R 16 1 (£20.0
UMK FE R R SR R 25/ F60. 0% AN EAR , S EUX B AL 5 W) 7E sh P52 v 3k AD PR 20K
DRk, Wit R LR B B A P 2 B AR R EE R A A N &8 & 748 B JE M A
B ek AR RS U  ELVE PR YA 1 22 B s ADYR TT 2500 H AT E BRI 51

REARE
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P ST R IRHEY Ci~Crofit 3 s Rs R ZNHL Ci~Crolit 3 s ReF N Ci~Croli 28 R 3 VB R 2E.1,2, 3,
4-PUE Y IE-9-3E . 6-5—-1,2,3, 4- UMY mE -9 . 8-5-1,2,3, 4- VU &N g -9-FE 56, 8-
&-1,2,3,4-TY SNV g -9 ; ReReNH 1T & 7mN— it B 356 im %l 850 70 S0 Mk s 32 1ok 36 L i
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[0016] =0 :RiRa RsFIR4fH) m)(%zf%%ﬁmﬁﬂﬂﬁﬁﬁcﬁ% (D 2z g ¥ i@ A .
[0017]  DIAHR AR B BE SR A (D A2 F2 3L 75 2 W 2RAL A9 () i dh JEURE , 76 7 77 Al
B 2% A S B G 15 AN 2- FR R A R B L R G4 (D o Horp, [N BT FHBCN - 64
A B8t 4 B S AR S R R A T & R IR B i BRI A L e R
Tk PR & 36 Co-sBE I Bk 4 J& £ A WU SR B B e (U : = 2% =T it = ~F e L e N
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PR 5 U S0 PR N, N— — FR R R e e, — R R R S e VT 1, 4- SR VIR VR
LGB Co-st 8, LA IE A : I L LB S 57 NI N, N-— FE R FE I i TR B 08 DY &Pk
MR & B El R K R AL B (D 2R FE I 2B &4 (2 B BE IR BERHEE Ay
1.0~10.0:1.0:1.0~10.0, 3% EE/RBERHE H1.0~4.0:1.0:1.2~6.0; S H0~150°C,
3% S iR FE R Z L~ 100°C 5 S NI TR SR I~ 12078, A8 348 S B s [B] A 2~ 727N

[0018] A WA AR 46 JR B ——R1 38 750 (CHz) nNRsReH 16 4% FY S 2840 & 4 (1) AT 422 18 SC R
(Yong D., et al. CN 201310054592.0) Frlki& 7%, AR RGP 5E S AN T
TR R, BT A BRI T S HNRRe 28 e 3R A i LR A

[0019]  $% MR IR 7 VAR Z 2-FR AL B IR B BE R & (D 70 7 & A & 5 1% 2 20
PR, AT 5] A 38 () BRI ik 24 5 18 B ek 7 v IS L 02 B RT3, BT iR 1 1R
N R IR SRR IH IR IR ER R IR  Cr-e G TR IR (W : IR 1R INIRES) B R H IR 7K
MR~ BRI & SR BEIATR A R AT IR SRR I R  Cr-e ot S IR (R L1k
TR\ L HERHE IR AT R A IR 2Rt R Bl 6T Y 2R R

[0020] AR A BT A TF I 25 A B FE VR T B ORI — Pk £ Fho -2 R Ay R e 2R 4k
E (D B2y E Al sz 3 A A S b S a2 M2 LT
AR BRI BTk VA IT B R f2 48 51T 7 B A B x4 RGP A&
WVIER s 24 [ N ) 2 0 ER 25 I & 5 BT I “2H A7 S i ek — b DA J5 2 7 AR T
(772 s BT “24 2% bRl 82 U™ 2 46 255 _F T 8252 W o 20 G D BBk A, T« R AR B
(] 4 2L 7 751 A R 1) TR T 751 9 7 B E BB 5T, A1 1485 i B 3 SRR 20 IR o AR R BT
HER 25 A ) BRI L 2, 2- PR R A R B E R AL & (D B 245 % BT 8252 (1) #hAE
IEPER Y i R R 2%~99 . 5%, He AR E 0 N b M E R EL98%LL T .
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[0021] AU AT A I 2- R B R RE R AL G (D S Ho 2% Bl 8z i 3t AT 7T r
[ A= 3 1 A A
[0022] (D 2-FRIE A /REINZ R EH (D X AB1-12 H B B B FM il 14
[0023]  ZMBCHk (Qiang, X.M. et al.Eur. J Med. Chem.2014, 76, 314-331) FriRi&
() 773 HE4T I 5E , B < Ak 35 5 [ AB 1 -2 FDMSOTC B2 i 4% V0 , 15 FH i P pH7 . 41K PBS 22 1Mk 7
P& 2 50uM; FF AL A4 FIDMSORE E2 . O mMAik 45380 , i FH AT FHpHT . 41K PBS 22 o V00 % 25 AH .
W, B 200L AR AB1-a2 ¥ Wi +20uL ) A5 AL A W0 R« 20Ul ) AB 14237 W +20uL A PBS 2 PR (&5
2%DMS0) F-96FLI H , 37 °CHiF & 24h, SR J5 I 160uL & 45 SuMAR 5 25 TH 50mM i) H & B2 -NaOH
2 M (pH=8.5) , & #i5s Ja SLED FH 2 ThRERGAR X AE446 nmIFUR K AI490 nm & SFHEA T I
SE B GAR s ABr-aot FE ML B W0 58 YA A TF 1, AB1-ao+PBSZE R (1 9% Y6 A0 N TP, R
PBSZZ MR (1) ¢ FEAE1E N TR0, (A PN 1 AB1-42 H B R EE B HIHHI %4 : 100~ (IFi—~1Fo) / (IFe~
IFo) %100 ; i AL S0 T 28 /S AR EE, W5 A0 28, I DLz A& W) BE R BE () oo 4 5
HFE L 14D 00 1) 26 2 A2k [R5 5 SR A3 5 0% F00 1) 2R e 1 B 7R A< 55 RIA1ZA B ) B 1 CoofE - AL S 9
FEANRBER I =R, DA 2258 2 9B M0 R N 25 SR AR B, Ak B SIeTita 9] vh e A TR 2 25
BRI A (D XFAB1-12 H B SR B A B MHNENE, 7/£20.0 pMIRFE TXFAB1-2H
A HI I 2635 K T-65. 0%, 22 B8 2 75 AH R BE 1 R4 28 943 . 1% s i I R b )32 A
IPTADZIY) : 2 ZRWR ST RELRLYT  BR R L & Wi LA S A4 (D 1 B ——2- 2 B A /R B
FAAPIL (D Ri=Re=Rs=R=HFT R /R A4 5 (2) Ri=Rs=H, Ro=R4=CHsFr R /R AW 5 (DR
=H, Re=R3=Re=CHs T RN AL & D HE20 . 0 M B X AB1-12 I B SR AR [ M1 58 38 /N F-20% o
[0024] (D 2-FRIEEBE/REIZRUEY (D 548 E 146175 Mz
[0025]  FHHIEEIAMECUC]: © 2H20.7ZnCl2 FeS04 © TH20A1CT3 S AR AL &4, B 75 umol/L
(R 5 T 96 FLAR A N 100RLASE Wl A4, & 0¥ i FH 1 00nL 4 & B I3 W, TR 50, = IR E 30
min, fEVarioskan Flash Multimode Readerf¥ FidZIB-EW1E200-600 nmy[HE A ) 28 4k
Wi 2% 5 3 DA 10ORLAR AL & s AT 100 1wl FF s Vi &0 Vi o ot FE, L824 J8 S 1 S5 437 AL,
B IR B VR ) e R ST U PR 21 A% B 0 % e RIS U P i P2 o TN & SR B, A B 5 it 491
A T B 2- 2 R B RIS &9 (D BRI & B3 T A B S 1EH .
[0026]  (3) 2-FRIL A /REAFL AL A4 (D X Cu 555 1 AB1 42 T B A F 1135 1
[0027]  #4CuCloFHHEPESZE MR AL 75 uMiA K » FHHEPESZE MUK AL & Wit £ 31 (2.0 mAD
F1200 LMIIAB 1ol 2 A REZET5 UM, 43 HIEL20uL Cu® VAT +20ul ABi-a2 i +20uL A5 4L
B 20uL Cu® FETR+20uL AB1-12 ¥ +20ul. HEPESZE i LA K 60ul. HEPESZZ K T96
FLMCH A1, 37°CiEE 24 h, SR 5 TN 190uL 248 SuMAR 3 25 T 50mMI H 2 ER -NaOHZZ M
(pH=8.5) , i #E5s J 5. B} F 22 ThRE B AR A AE 446nmId & % K A1490nm & 5 i K R Wl 5E ¢ 6
18 s Cu® +AB a0+ F5 AL & W) 5 S AL 37 AN IF 1, Cu +AB1-1o+HEPES 22 il 1) % YA L % N
IFe, R&HHEPESZE PR 9 Y6 H AL 3 N TR0, AL A WX Cu i85 T AB1-1o B SR I PR A «
100- (IFi—1IFo) / (IFc—IFo) *100 . BEAMYA WM EE N E = AN E AL, L2233 NBH M X .
e 25 R, AR BH S 51 R BT A TR 2- ¥ 36 2 R B8 A4 (D 75200 pMiR FE R 54
Cu® i F I AB1 -1 B L A FN 1] R 25 K F-80 . 0%, 323 2 AE AR R IR B N A 401 5 54 . 0% Tk
AW (D B ——2- 5 3 & R B2 A YL (D Ri=Re=Rs=Ra=HFT KR FIML AW 5 (2 Ri=Rs=
H, Ro=Ra=CHs It Z /R K46 &1 s (3) Ri=H, Ro=R3=R4=CHs JJ1 F& 7~ (K144 & 0 ) 26 FR ] B T 1 49161
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FRINF20. 0%,

[0028] (&) 2-FRIL AT REAFL AL AW (D X Cu* 5 S 1 AB -1 T K AR SR I 1

[0029]  HY20nl Cu*' ¥ iK+20ul AB1-ao¥E il T-96FLARH, 37 °CHE & 24h, I 20uL A ML A
P T (Cu™ S AB1-ao FIRF AL & 010 B MR FE 320 WD, 7E37 °CHEI% & 24h, 2R J5 I 190w
L&A buMii 3 2 THI50 mMI®) H 28 B -NaOHZZ M (pH=8.5) , #ik#%5s J5 32 B FH 22 TR E AR X
7£446 nmBURKPEAA490 nmA S A R W 5E 2GR s LApH=6 . 6T HEPESZ2 K (20 m\D Ky 2
bt Cu® +AB —ao+ 13 WAL A W1 5% YAB 10 3% A TR, Cu® +AB1—1o+tHEPES 22 W 1 9% Yo AB id 3% A
IFe, (LA WIXTCu* 155 F I AB -2 R IR R AT B A N : 100 (IF5) / (IF) %100, &ML
BRI E =ANE AL, CASETE R N B X L I 5 25 B I, A &k B S 45 wR BT s
[F2— ¥ 36 A R B AL A0 &) (D 76200 pMIRFE R XFCu® i T IAB - R E MR R K T
70.0%, 255 ZAE AR R BE T IR S8 2456 . 5%, AL &4 (D (I BHZ AL & ) ——2- 52 HE A /R
A A A0 (D Ri=Re=Ra=Re=HFT RIR AW 5 (2 Ri=Rs=H, Re=Ra=CHs T RIR L &4 5 (B
Ri=H, Ro=Rs=Ra=CH3 I R 7R I A0 A& M AE AR IR IR B T [ 3 3R % 380 /N 20 0%

[0030]  (B) 2-FRIE A /REAfZ AL &4 (D BB 4 id P (ORAC-FL )

[0031]  ZMBCHk (Qiang, X.M. et al.Eur. J Med. Chem.2014, 76, 314-331) FriRki&
) 7 v AT e , B - 6-F23E-2,5,7, 8- i L fa J5e—2-FR IR (Trolox) FpHT . ARPBSZE MR
BLA10-80 umol/LE¥ETR , %t E (Fluorescein) HpHT . 4/ PBSZE MR ELE% 250 nmol /LI
V2,2 AR T BRIk Eh R ER (AAPHD {3 FH AT FHpHT . 4f PBSZE MR L 40 mmol /LI
- 196 LR H IIA50-10 wmol /LI &I AR 2 W, 1R 2T, 37 °CIE & 15min, fil
NAAPHIE VR , f R FL SR FH 200 L, V8 25), VB & TVarioskan Flash Multimode Reader
A, 72485 nmiBUR PR FN535 B T IE LRI E 90 min. T H 5B 3 R 26 T T
FLAUC, H A BA1-8umo 1 /LI Trol ox {EARHE , AASINAH MU o 2 B B P st | A vE v
SR LR NTrolox ) &, HitH AR N [ (AUC Sample-AUC blank)/ (AUC Trolox—-AUC
blank) ] [ (concentration of Trolox/concentration of sample) ], & MMbEER N
TE 3N AL TR SIS B AT =R W e 4 SRR, AR BH S 5 R BT A T ) 2-FR AR AR
B R 2R (D (R HL BTG N Trolox 1. 0-15. OF% , Ut B % 254k & 1) B A SR B B A4S
P

[0032]  (6) & gk AV i P il R T T JORL ik s Pl 41 3 1

[0033]  []96FLAR KK IIATL.0 mmol/LIALBRAR 2, Bt AR AR S Ak B AR T BE AR AR (400 H
SigmaZy @) 30 uL.pH7 .4 IPBSZE 40 uL fFALEPIIE20 ul OMSO & & /N T 1% F110
WL 2 T AR P T R BRU B2 2 5% 2032 300, pHT . AR BRI 25 v A 21 3 A 5D BT Tk E ik
P il ORBR M5 25% FIF M, pH7 . 4B IR 22 PPl S1 R0 O W, INERIR A )5, 37T CiEE
15min, [ & FLH N0 2%[115, 5" - — B -3 C-F4E A ) (DINB, W [H Sigmaly 7)) K
30 BLZ A, FIBEAR OO 2 405nmAb £ LI 6% B (ODIED , 5AN A A i 1) 2 1 FLEL 3, o
SEAL B W0 R A 1) 28 (B2 (%) = (1-FF & 4LODE /¥ H ZHODME) X 100%) s & FE A
(1 F 2 /S AR EE , W5 SLRG 2, I DAZAk B 0 JBE J1 I FEE 14D 755 250 5 g 1 0 ) 6 28 1k [l
VA, SR A5 50%:$ il e B 11 B 7R R B BV A2 A A 0 110 T Cao o U 5 25 SR BH L 8 5 BH S it 491 B A
TF 22 HE A R B L SRAL A4 (D %) B RR AR e B 35 B A B2 H0HIE F , F61Cs5090.01 i~
50.0 uM;sH BALEY) (D X 2. T RE Bk P e 1 00 bt v P 2 25 v T 00T T FOEL A 7 g 1) 40 1 37
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P, 1 B A B I A T 1AL S W00t 2 T REL Bl g i LA S B PR 4 4 FH o e &5 SR R B L {E
EW) (D BB ——2- 2 FE A R B AL (D Ri=Re=Ra=Re=HFT KR HIML &5 (2 Ri=Rs=
H, Ro=Ra=CHs It Z /R K46 &1 s (3) Ri=H, Ro=R3=R4=CHs JJ1 & 7 (K144 S Y XoF . Pk R sl i g 441 51
11 1C5034 K F-500uM.

[0034] (7D X ABBUK BR i R AR A v\ R0 D RE P A ) 52 ) (LAAL S 02— LA AT Ui D
[0035]  Wistar KR (10 f8#) AR E 2805w A2 A7 , Bl AL 43 « tof HE 4L i o i Y 20, i o i 7Y
HhP I LG Z A PRI (40mg/kg, 1.p.) JEIH E TVLIE T-CA KRB SLAR E AL A b, o FEVH
BEJE VT B, B EEATIX, PR v S 48 1) KRR 22 Mg 5 X 1@ N TREE S AB1-12 (AB1-12fif
B A B AR KRR BE A2 . Ong/ul, 37°CHE & 24h) 5. 0uL, B 4520 B LAFABIE 43 IR 8L, 4R Ji5 22
P 48 A4 1 X R AL 45 T S R AR AR B R K TRV ST ABIR H , W g it R 2H KRR B AL 2 A
52 R 52 R (9. 9mg /ke) (3. 3mg/ke) K (1. 0mg/kg) 7515 2L AN FH 14 %+ R 2 250k
5 (5mg/kg) 41, BB, HEH 45 2j O IEAZH A Y A0 25 T S5 AR ARV 4D , 1R IR, i 424 ) 5 7
Y2553 FMorr i s 7K 3 B iR I 5 KRR R 2 21 e 2 BE 0. I s 5 SRR BH , 1550} HE AL AR L ,
A ZHMorri s 7K 2K B IR A P8 AR U BE S22 Z2E K (P<O. 01D 5 2540  Hh 771 5 2 P s AR 30 A
AT B 2B A5 (P<O. 01 , T 291 TR 41 RN 22 3R 5520 -5 9 R A ZRY 2H AR LG P AR 3 —
TES R A BT R E M ZE R P>0.05) .

BASHES
[0036] i it T~ T F S e 451 ) X6 AR e B 3R AT 3k — 2D (R IR, SR, A R B I E AN R T
R S A o AU LN L RE S ER AR 7R AN B AR B BRSNS A RT RS R, AT BAKY
A I B HEAT & AR AL FIE M o
[0037]  sijafill  2-FRE A R RAL G4 (D I il 2% 18 2
[0038]  7EJ M IIANZ.0 mmol AHRN R 2-F2 HE A L W2 AW (2) 3.0 mmol AH M. [ 2K
AL A9 (D FI30 ml LB, B 51 )5, N 30% KOH/K##12.0 mmol,40-50°C#i
PEINE2.0~T72. 07K O N3ERE FHTLCERED 5 IR M &5 R 5 , A H1 2 =0, FH10% 3 FR /K 73 K
YR N R pH S 5 R A, P PR VL R s PR B /K VA YR R e B R pH 2 S5 Bl 2k, Vel 7% Bk LT
R IIN100 mL22 B F7K, 1300 mL =& H ki =R 20, A HLES 3 5 B AL
BRI » B TC /K BR BR AN T8 5 I 98, V80 28 R V5 711, B R D & A E A 4liAb Qe s - —
A RE: FEE=100:1 v/v) , (AR 2- B 2 & R A A4 (D, R 30 0%-92. 0%, AL
2 R 28 H-NMR L PC-NMRRIES T-MSHIE ; B 759 B ARP i) 46 B ZHPLCI 52 K F97 . 0% 5K
F ikl e A3 20 B AR ST -
[0039] (D) RiZ7R~0 (CHz) nNR5Rs :

OH

Q
2
3 S =
[0040]  RgRyNn(H,CIO——B8 | A
4 28 RO E= OR,
" R,



CN 107698492 B w B P 7/23 B
s | RHER ESI-MS
P AR R: Rs R: Ra Ry (+Q) miz
1-2-1 4 {ir 2 -CH; -CH:Ph H | H| H | 43622
1-2-2 44 2 -CH; -CH;Ph(2*-OCH:) H | H| H | 4662
1223 4 {ir 2 -CH; -CH:Ph(2’-OCF3) H|H|H 520.1
1-24 | 44 2 -CH; -CH:Ph(2’-CH)) H | H| H | 4502
1-2-5 4 {ir 2 -CH; | -CH:PM2-N(CH:)z) | H | H | H | 4793
1-2-6 44 2 _CH; -CH:Ph(4-N(CHz):) | H H H 479.2
123 4 {ir ? |-CH.CH; -CH,Ph H| H | H | 4501
[0041] 1-2-8 4 {ir 2 |-CH.,CH; | -CH,Ph(2’-OCH;) H | H | H | 4802
1-2-9 44 2 |-CH.CH; | -CH,Ph(2’-OCF;) H| H|H 534.3
1-2-10 | 44 2 |-CH:CH; | -CH:Ph(2’-CHj) H | H| H | 4642
1-2-11 | 41 ? |-CHCH; | -CH:PW2-N(CH3);) | H | H | H | 4933
1-2-12 | 44 2 |-CH,CH: | -CH:Ph(4'-N(CH:)») | H | H | H [ 4933
1-2-13 | 44 2 -CH; -CH; H | H| H | 23600
1-2-14 | 41 ? |-CH.CH: -CH:,CH: H | H| H | 382
1-2-15 | 44 2 -CH; -CH:CH, H H H 374.2
1-2-16 | 41 2 H [ [f'l‘-r’“** H | H | H | 5132
et "




CN 107698492 B " O B 8/23
1-2-17 | 44 2 H TS H H | H 547.1
X0,
1210 | 4fr | 2 N o H | H | ®H | 452
1220 | afr | 2 N o H | H | H | 4913
1-2-21 4 {ir 2 N N-CHPhZ-0CH) H H H 521.2
1-2-22 | 44 2 - H | H | H | 4002
1223 | 4 2 ) H | H | H | 4021
1-2-24 | 41 2 Nj -CHOH, H|H | H | 481
1225 | afr | 2 N -onm H | H | H | 102
1 L
1-2-26 | 44 2 -N_ | H | H | H | 386
1227 | 4 | 2 e H | H | H | 4012
1-2-28 4 {if 2 -CH: -CHaPh CH; H CH; 464.3
1-2-29 4 {ir 2 -CH; -CH-Phi{2*-0OCH;) CHa H CH; 494.2
1230 | 4% 2 | CH; | CHPh(2’OCFy) |CH;| H | CH; | 5483
1231 | 4% 2 | CH; CH.Ph(2-CHy) |CH;| H | CH; | 4781
1232 | 4fx 2 | CH; | -CHPh(2’-N(CHyy |CH; | H | CH: | 5072
1233 | 41 2 | CH; | CHPW@-N(CHyy |CH; | H | CH: | 5072
1234 | 41fr 2 |-CH:CH; “CH:Ph CH: | H | CH: | 4780
looa2] | 1235 | afr ) |-CH:CH; | -CH:Ph(2’OCHy |CH:| H | CH: | 508.
12-36 | 41r 2 |-CH:.CHy| -CHPW(2’'-OCF:) |CH:| H | CH: | 5624
1237 | 4fx ? |.CH.CH,| CHPh2CH) |CH:| H | CH:| 4922
1238 | 41" 2 |-CH:CH; | -CH:Ph(2’N(CH:)s) | CH: | H | CH: | 5212
1-2-39 | 4fr 2 |-CH:CH: | -CH:Ph(4'-N(CHz):) |CH: | H | CH:; | 521.3
1240 | 41r 2 | CH; -CH; CH; | H | CH; | 3882
1-2-41 4 {if 2 -CH-CH; -CH-CH; CHa H CH; 416.1
1-2-42 4 {ir 2 -CH: -CH.CH: CHa H CH: 402.2
1-2-43 | 44 2 H [’“f”‘“’”‘. CH; | H | CH; | 541.2
T
1-2-44 | 41 2 H - f‘“L“ CH:; | H |CH: | 5753
! i
P
1-2-46 | 41 2 N N-CHy CHy | H |CH: | 4432
1-2-47 4 {ir 2 —N:r_:?"‘c""ip"' CHa H CH; 519.2
1-2-48 | 41 2 N N-Crpnz-ocHs) CH; | H |CH:| 5493
1-2-49 | 4 2 —NQ CH: | H |cHy | 4282
1250 | 4fr | 2 ' CH: | H |CH; | 4302
1-2-51 4 i 2 —N\ )—l}lzCH: CHa H CH; 456.3
1252 | 41 2 N )-crm CH:| H |cm: | 5182
1-2-53 4 2 —N:'_ CHa H CH; 414.2

10



CN 107698492 B W OB P 9/23 B
" Za
1-2-54 4 ‘[1.[ 2 —l-"wl\_2 CH: H CH: 4292
1-2.55 | 4{r 1 | -CH;: _CH:Ph CH; | CH; | CH; | 4782
1-2.56 | 4{r ? | -CH; | -CH:Ph(2-OCH:;) | CH: | CH; | CH; | 508.3
1257 | 41 2 | -CH: _CH:Ph(2-OCF;) | CH: | CH; | CH; | 562.3
1-2-58 | 41{r 2 | -CH: _CH:Ph(2’-CH:) | CH: | CH; | CH: | 4922
1-2.50 | 4{r 2> | -CH: | -CH:Ph(2’N(CHi)») | CH: | CH: | CH: | 5213
1-2.60 | 41r ? | CH; | CH:Ph(4’N(CHy):) | CHy | CH; | CHy | 5212
1-2-61 4 {ir 2 |-CH.CH; -CH:Ph CH: | CH: | CH: | 4921
1-2-62 4 ﬁ'{ 2 -CH-CH3 -CH:Ph{2’-OCH;) CH: | CH: | CH: 522.0
1-2-63 4 ‘[1".[ 2 -CH-CH; -CH:Ph{2’-OCF3) CH: | CH: | CH; 576.2
1-2-64 4 ﬂ.{' 2 -CH-CH3 -CH-Ph(2'-CHz) CH: | CH; | CH; 506.3
1-2-65 4 -ﬁ'{ 2 -CH:CH; | -CH;Ph{2°-N(CH3):) | CH; | CH; | CH, 5354
1-2-66 | 41{r 2 |-CH:CH; | -CH:Ph(4-N(CH,):) | CH: | CH: | CH; | 535.2
1-2-67 4 ﬁ.[ 2 -CH; -CH; CH: | CH:; | CH; 402.0
1-2-68 4 ﬁ'{ 2 -CH-CH;3 -CH-CH; CH. | CH; | CH; 430.2
1269 | 4fx 7 | -CH; “CH.CH, CH; | CH, | CH; | 4162
1-2-71 | 44 2 H L”“Tf“r"’*‘j CH; | CH; | CH; | 555.3
,_.-"'E‘N-"m_a."
1-2-72 | 4 i 2 H i CH: |CH: | CH: | 5894
L,
1273 | a4 2 N neom CH: | el | el | 4572
-2-74 N M M : H 533.
[0043] 1 4 fir 2 A CH#h CH: | CH: | CH: 33.2
1275 | 44 2 N N-oupharoo CH; | cH;, | cH: | 5632
1-2-76 4 ﬁ{ 2z N::> CH: | CH: | CH: 442.0
1277 | 4t | 2 e CH: | CH: | CH; | 444.1
1278 | afr | 2 —N_ - CH: | CH: | CHy | 4702
1-2-79 | 4 {r 2 O CHPn CH, | CH, | cH, | 5322
1280 [ 4fr | 2 - CH: | CH: | CHy | 4282
12.81 | 4 2 --NShH CH; | CH, | cH, | 4433
1-3-1 4 ﬁ.{ 3 -CH: -CH-Ph H H H 450.1
1-3-2 4 ﬁ.[ 3 -CH; -CH:Ph{2’-OCH3) H H H 450.2
1-3-3 4 ﬁ.{ 3 -CH; -CH:Ph{2’-OCEFE3;) H H H 534.3
134 | 4x 3 | -CH; “CHPh(2’-CHj) H | H | H | 4642
135 | 4fx 3 | -CH;, | CH:Ph(2’N(CH.)2) | H | H | H | 493.0
1-3-6 4 {ir 3 -CH; -CH-Ph(4'-N(CHz):) | H H H 493.2
137 | 4z 3 |-CH.CH; “CH:Ph H | H | H | 4642
138 | 41 3 |-CH.CH;| -CH:Ph(2-OCHy | H | H | H | 4942
139 | 4(x 3 |-CH.CH;| -CH:Ph(2’OCFy) | H | H | H | 5483
13-10 | 4{r 3 |-CH:.CH; | -CH:Ph(Z'-CHj) H | H | H | 4781
1311 | 4{% 3 |-CH:.CH; | CH:Ph(2’N(CH:)y) | H | H | H | 507.2
13-12 | 4{r 3 |-CH.CH; | -CH:Ph(#N(CH:)2) | H | H | H | 5073
13-13 | 4{r 3 | -CH; _CH; H | H | H | 3741

11



CN 107698492 B W BA H 10/23 T
1-3-14 | 4 {iF i3 |-CH:.CH: -CH:CH: H H H 402.1
1-3-15 | 4{iF 3 -CH; -CH:CH; H H H 388.0
1-3-16 | 41F 3 H i e 527.3

C:T*NL&,-‘J
1-3-17 | 44 3 H G i H H H 561.3
L_\__I'\.“.H;ﬁhﬂ
.
1-3-18 | 41 3 PP H | H | H | 5882
o~ o
1-3-19 | 4 {ir 3 ~N_ N-cHs H H H 420.1
1-3-20 4 ﬂ{ 3 —Nf \l‘-‘-CHzm H H H 505.2
P
1-3-21 | 4 {ir 3 N N-Crnz-ochy) H H H 535.2
1322 | 4fr 3 —N;:_> H | 8 | 8 | 4142
1323 | 44 3 N b H| B | B | 9162
Y
1-3-24 4 {E{ 3 —N CHLCH, H H H 442.2
, —
1-3-25 | 44F 3 N = H H H 504.2
1326 | 4fr | 3 N | H | H | H | 4000
1327 | afr 3 —rqf ;‘ H | H | H | 4152
[0044] 1-3-28 | 44 3 -CH; -CH:Ph CH: | H |CH:| 4781
1-3-29 | 44 3 -CH; -CH:PW(?’-OCH;) |CH: | H |CH:; | 5083
1-3-30 | 4 1r 3 -CH; -CH:Ph(2’-OCF:) |CH: | H |CH:y | 562.4
1-3-31 4 ﬂ{ 3 -CH; -CH:Ph(2'-CH3) CH: H CHa 4922
1-3-32 4 {1‘{ 3 -CH; -CH-Ph{?'-N(CH:)-) | CH; H CH; 521.2
1-3-33 4 {!{ 3 -CH; -CH:Ph{4’-N(CHz):) | CH;: H CHa 521.2
1-3-34 | 4{ir 32 |.cH.CH; -CH;Ph CH: | H |CH; | 4922
1-3-35 | 41 3 |-CH.CH;| -CH.Ph{2’-OCH;) |CH; | H |CH; | 5223
1-3-36 | 41{r 3 |-CH.CH:;| -CH:Ph(2’-OCF;) |CH: | H |CH; | 576.2
1-3-37 | 44 3 |-.CH,CH:| -CH.Ph(2’-CHj) CH: | H |CH: | 506.2
1-3-38 | 4 {iF 3 |-CH:CH: | -CH:PW(2’-N(CH:):) | CH: | H | CH: | 5351
1-3-39 | 4 {ir 3 |-CH:CH: | -CH:PW(4-N(CH:);) | CH: | H | CHy | 535.2
1-3-40 | 4 {iF 3 -CH; -CH; CH: | H |CH: | 402.0
1-3-41 | 41 3 |-CH.CH: _CH:CH; CH: | H |CH:| 4302
1-3-42 | 44 3 -CH; -CH:CH, CH: | H |CH:| 4161
1-3-43 | 41 3 H O“%"“j CH:; | H |CH; | 5553
‘:'““N”“u-f"
1-3-44 | 41 3 H (YT CH: | H |CH:| 5892
N
B
1-3-45 | 41 3 Y CH: | H |CH: | 6164
|.|:,-"‘"'--.-""'GP— "o
1-3-46 4 i 3 —N_ N-CH CH: | H |CH: | 457.2

12
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. 7 .
1347 | 44 | 3 —N Je-cre CH: | H |CH:| 5331
1348 | 44 3 N N-CHPHZ-oCHY CH, | H |cH,| 5632
1349 | 44 3 Nf_> CH: | H |CH:| 4421
1-3-50 4 {y[ 3 N\_{'G CH; H CHa 444.0
1351 | 44k 3 = i— CHCH, CH:, | H |cHy| 4702
1352 | 4fr | 3 N )-omen CH:; | H |CHy| 5323
1353 | 4 3 —s(] CH, | B |cH, | 4282
1354 | 44 3 ui_jm CH: | H |CHy | 4432
1355 | 411 3 | -CH; “CH:Ph CH, | CH; | CH, | 492.1
1356 | 4 1% 3 | CH, | -CH.Ph(2’-OCH;) |CH, | CH, |CH; | 5222
1357 | 41 3 | -CH; _CH,Ph(2’-OCF;) | CH, | CH; | CH; | 576.2
1358 | 4fx 3 | -CH, CH.Ph(2’-CH:;) | CH, | CH, | CH: | 506.0
1-3-59 | 4{x 3 .CH; | -CH,Ph(2’-N(CHj);) | CH; | CH; | CH; | 5352
1360 | 41r 3 | CH; | -CH:Ph(4'-N(CH):) | CH; | CH; | CH; | 535.2
1-3-61 4‘E‘L 3 -CH-CH; -CH:Ph CH: | CH: | CH: 506.2
1362 | 4T 3 |-CH:.CH;| -CH:Ph(2-OCHy |CH: |CH: | CH; | 536.3
1-3-63 4{1"1[ 3 -CH:CH: -CH;Ph{2’-0OCEFE3) CH: | CH: | CH: 5004
1-3-64 | 4{r 3 |-CH.CH;| -CH.,Ph(2’-CH;) |CH;|CH; |CH;| 5202
1-3-65 | 41 3 |-CH:CH; | -CH:Ph(2’-N(CHy)y) | CH: | CH; | CH: | 549.2
[0045] 1-3-66 | 4 3 |-CH:CH; | -CH:Ph(4’-N(CHy):) | CH: | CHy | CH, | 549.3
1-3-67 4‘['?_I’ 3 -CH: -CH; CH: | CH: | CH: 416.2
1-3-68 4{1"1[ 3 -CH:CH: -CH-CH: CH: | CH: | CH: 4442
1-3-69 4‘Eﬁ 3 -CH: -CH-CH: CH: | CH: | CH: 430.1
1-3-70 | 44 3 H 7 CH: | CH: | CH: | 569.2
'E'N.-""HH_.-}"
1.3.71 | a4 3 H e CH; | CH; | CH; | 603.3
oo ‘\M '('-"xﬂ

M.
13712 | 4% 3 ﬁ\; _wgh cH, | cH; | cH, | 6302

H}J‘V"‘O

5 )
1373 | afr 3 N N-oks CH; | CH; | CHy | 47L1

%
1374 | 4% 3 —N N-cign CH; | CH; | CH; | 5472
1-3-75 | 4{I 3 N N-CHPHZ-0CH:) CH; |CH; (CH; | 577.3
1-3-T6 4 i 3 —NS CH: | CH: | CHa 456.1
1377 | 44y 3 —Ni ::o CH: | CH: | CH: | 4582
1-3-73 4 {ir 3 —N CHLCH, CH: | CH; | CH: | 4842
1379 | 4 3 N )crpn CH; | CH; | CH; | 546.3
1-3-80 | 44 3 ui_ CH: | CH: | CH: | 442.2
1-3-581 4*&" 3 —N:hﬂ CH: | CH: | CH: 457.2

13
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1-4-1 | 4 4 _CH; _CH:Ph H | H | H | 4642
142 | 44 4 _CH; CH:PW(2'-OCH:) | H | H | H | 49423
143 | 44 4 -CH; CH:PH(2-OCF;) | H | H | B | 5482
144 | 4{r 4 _CH; _CH:Ph(2’-CH3) H | H| B | 4781
145 | 41 4 CH: | CH:Ph(2'N(CHz)2) | H | H | H | 5072
146 | 44 4 CH: | CH:Ph(#-N(CHz)») | H | H | H | 5072
1-4-7 4 {ir 4 |-CH.CH; -C'H:Ph H H H 478.2
148 | 41 4 |CH.CH:| <CH:PW2’OCHy | H | H | B | 5083
149 | a4 4 |-CH-CH:| -CH:PR(?’-OCF;) | H | H | H | 5622
1-4-10 | 4 {ir 4 |-CH:CH:;| -CH:Ph(2’-CH3) H H H 492.0
1411 | 4{r 4 |-CH:CH:| CH:Ph(2’’)N(CH3)») | H | H | H | 5212
1412 | 44 4 |-CH:CH; | -CH:Ph(4-N(CH3):) | H | H | H | 521.2
1413 | 41 4 _CH; -CH; H | H | H | 3880
1-4-14 | 4{7 4 |-CH.CH, -CH.CH, H | H | H | 4162
1-4-15 | 44 4 _CH; -CH.CH; H | H | H | 4022
1-4-16 | 41 4 H T H H | H 541.2

e
1-4-17 | 41 4 H i’“‘j"’ T H | H| B | 5754
e N
rf.ﬁ\
1418 | 4fr | 4 E\f H | H | H | 6024
N
1419 | 44 4 N o N-CHs H | H| B | 4432
[0046] f N
1-4-20 | 44 —N_ N-CHgPh H H | H 519.3
7
1-4-21 4 {ir 4 N N-CHPh@-0CH) H H H 5492
1-4-22 | 4l 4 -« H | H | B | 452
1423 | 4 4 —N_ b H| H | B | 4300
1-4-24 | 4f 4 ND CHLH, H | g | 8| 41
1425 | 4fr | 4 -N_)-cHm H | H | H | 581
—
1-4-26 | 4{% 4 :‘l\— H H H 414.2
1427 | 44 4 N H | H| H | 4293
1-4-28 | 4{¥ 4 _CH; _CH:Ph CH; | H |CH: | 4922
1-4-290 | 41 4 -CH; CH:Ph(2’-OCH:;) |CH:| H |CH:| 5221
1430 | 44 4 -CH; _CH:Ph(2’-OCF;) |CH:; | H |CH:| 5762
1-4-31 | 41{r 4 _CH; CH.Ph(2’-CH;) |CH:| H | CH:| 5063
1432 | 4{y 4 -CH: | -CH:Ph(2’-N(CH:):) |CH: | H | CH: | 5352
1433 | 44 4 -CH; | -CH:Ph(4'-N(CH3)» |CH: | H | CH: | 5351
1-4-34 | 44 4 |-CH.CH; -C'H:Ph CH: | H |CH: | 506.2
1-4-35 | 4{1 4 |-CH.CH)| -CH:PW(2’-OCHy |CH;| H |CcH:| 5362
1-4-36 | 44 4 |-CH:.CH:| -CH:sPh(2’-OCF;) |CH:| H | CH:| 590.3
1437 | 41 4 |-CH:.CH:| -CHPW2'-CHy) |CH:| H |CH:| 5203
1-4-38 | 44 4 |-CH.CH:| -CH:Ph(2’N(CH:):) |CH: | H | CHy | 5492
1-4-39 | 41{r 4 |-CH:CH:| -CH:Ph(4'-N(CH:):) |CH: | H | CH: | 549.

14
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1440 | 44 | 4 | -CH -CH; CH: | H [CH:| 4162
1-4-41 | 441 4 |-CH:CH; -CH;CH; CH: | H |CH: | 4440
1442 | 441 4 -CH; -CH:CH; CH: | H |CH: | 4302

-
1-4-43 | 44 4 H i CH; | H |[CHy | 5693
1444 | 44 4 H (L CH; | H |CH;| 603.3

g
.'N""'\_

1-4-45 | 44 4 %) { Y CH; | H |CH; | 6302

s o M
1446 | 440 | 4 N o CHy | H |CH;| 4712
1-4-47 | 44 4 ”S” CHgPh CH: | H |CH: | 547.3
1-4-48 | 44{x 4 —N \N-cwmuo CH; | H |CHy | 577.2
1449 | 44z | 4 N ) CH: | H |CH; | 4562
1450 | 44z | 4 -« CH; | H |CH, | 43581
1-4-51 | 44 4 —N;_:}—Wﬁ CH: | H |CH:| 4842
1-4-52 | 44 4 N )-Chn CH; | H |CH; | 546.2
1453 | 4 4 — | CHy | H |CHy| 4420
1454 | afr | 4 N e CH; | H | CHy | 4571

[0047] 1455 | 411 4 | -CH; “CH:Ph CH; | CH; | CH; | 5063
1-4-56 | 4 {1 4 -CH; CH:Ph(2’-OCHy) | CH: | CH; | CH; | 536.3
1-4-57 | 41 4 -CH; -CH,Ph(2’-OCF;) | CH; | CH; | CH: | 590.2
1-4-58 | 44 4 _CH; -CH:Ph(2’-CH:) | CH: | CH: [ CH: | 5202
1-4-59 | 44 4 -CH; | -CH,Ph(2’-N(CH:).) | CH; | CH; | cHy | 549.3
1-4-60 | 447 4 -CH; | -CH:Ph(4-N(CH:)2) | CH: | CH; | CH; | 549.2
1-4-61 | 44 4 |-CH:CH: -CH:Ph CH: | CH: | CH: | 5201
1-4-62 | 41 4 |-CH.CH:| -CH:Ph(2-OCH: | CH: | CH: | CH: | 5502
1463 | 44 4 |-CH:CH:| -CH:PW(2’-OCF:y) |CH: | CH: |[CH: | 6042
1-4-64 | 41 4 |-CH.CH:| -CH:Ph(2-CHy) |CH: |CH: |CH: | 5342
1465 | 44 4 |-CH:CH; | -CH:Ph(2’-N(CH3):) | CH; | CH: | CH: | 563.3
1-4-66 | 44 4 |-CH:CH: | -CH:Ph(4'-N(CH3)2) | CH: | CH: | CH: | 563.3
1-4-67 | 41t 4 CHa -CH; CH: | CH: | CH: | 430.0
1-4-68 | 41 4 |-CH.CH: _CH:CH: CH: | CH: | CH; | 4581
1-4-69 | 41 4 _CH; .CH,CH; CH; | CH; | CH; | 4442
1-4-70 | 44 4 H L':“‘IJ ‘T"““j CH:; | CH; | CH; | 5833

o "N’“‘a_-."
14-71 | 44 4 H e e CH; | CH: | CH: | 617.2
e T g
N
1472 | 44 4 P W CH; | CH; | CHy | 6442
Pra S
1473 | 44 4 N o CH: | CH: | CHy | 4852

15
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Y
1474 | afr | 4 — o CH: | CH; | CH: | 5613
1475 | 44 4 —r{:hwmm CH: | CH, | cH, | 5912
1476 | 4 4 i{ CH:; | CH, | CH: | 4702
1477 | af 4 N b CH: |CH: | cH: | 4721
1478 | 4fx 4 = D—wm CH:; | CH; | CH, | 4982
1479 | 4fr | 4 —N -cua CH: | CH: | CH: | 560.2
1-4-80 | 414 4 —u: CH; | CH; | cH; | 4561
1481 | 44 4 ”\F: CH: | CH: | CH: | 4710
151 | 34 4 | -cH, “CH:Ph H | H | H | 4641
152 | 3fr 4 | -CH, | -CH:Ph2’OCHy) | H | H | H | 4942
153 | 34 4 | -CH; | -CHPh(>-OCF;) | H | H | H | 5483
154 | 3fr 4 | -CH, “CH.Ph(2’-CH,) H | H | O | 4782
155 | 3{x 4 CH; | -CH;Ph(2-N(CH:z);) | H | H | B | 5071
156 | 3fr 4 | CH; | CHPh@-N(CH:):) | H | H | H | 5072
1-5-7 3 ‘EI 4 -CH-CH; -CH-Ph H H H 478.2
158 | 34 4 |-CH.CH; | -CH:Ph(2OCHy | H | H | H | 5082
1-5-9 3 ‘EI 4 -CH.CH: -CH>Ph{2'-0OCF3) H H H 562.3
1-5-10 | 3{x 4 |-CH,CH;| -CH.Ph(2’-CHj) - RE EEE
1-5-11 3 *E[ 4 -CH.CH; | -CHaPh(2’-N(CH3z)2) H H H 521.2
[0048] 1-5-12 | 34 4 |-CH.CH, | CH:Ph(4N(CH;)) | H | H | H | 5211
1-5-13 3 ‘[ﬁ 4 -CH; -CH: H H H 1588.2
1-5-14 3 ‘E[ 4 -CH-CH: -CH-CH: H H H 416.0
1-5-15 3 ‘E[ 4 -CH; -CH-CH; H H H 402.1
1-5-16 | 3{r 4 H (:% = H H H 541.3
0
1517 | 3@ 4 H i g H | H | B | 5752
S |
e
1518 | 3fx 4 53 2 g | 5 | 5| 6022
4 5 o
1519 | 3{x 4 —NSN—CHE, B | HE | 72 | 4431
1520 | afr | 4 N norm H | H | B | 5102
1-5-21 3 {ir 4 M N-CHPhZ-0CH:) H H H 549.3
1522 | 3fx 4 —ND H | B | B | 4581
1523 | 3 | 4 —N_ b H | H | H | 4302
1524 | 3fr | 4 —N ot H |H | H | 450
1525 | 34 4 N -cn H | H | B | 5182
1526 | 3fx 4 ; r{_ H | H | B | 4140
1-5-27 3 *E[ 4 — ;\N'i H H H 4292

16
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1528 | 3¢ 4 | CH; _CH:Ph CH, | H | CH; | 4921
1520 | 34 4 | CH; | -CH:Ph(2-OCHy |CH:| H |CH:| 5222
1530 | 3% 4 | CH;, | CHPW2OCF;y) |CH:| H |CH:| 5763
1531 | 3¢ 4 | -CH; CH:Ph(2’CHy) | CH: | H | CH: | 5062
1532 | 3¢ 4 | CH; | CH:Ph(2-N(CH::) |CH: | H [CH: | 5352
1533 | 3¢ 4 | CH; | -CH:Ph(#'N(CH:):) | CH: | H | CH: | 5353
1534 | 341 4 |-CH:CH; _CH:Ph CH; | H | CHy | 5062
1-5-35 | 3{¢ 4 |-CH.CH:| -CH:Ph(2-OCH:) |CH:| H |CH; | 5362
1536 | 3¢ 4 |-CH.CH, | -CH.Ph(2-OCF;) | CH:; | H | CH: | 5902
1537 | 341 4 |-CH,CH; | -CH:Ph(2’-CH;) |CH:;| H | CH; | 5203
1-5-38 | 3{t 4 |-CH,CH; | -CHPL(2-N(CH;)y) |CH:; | H | CH; | 5493
1530 | 341 4 |-CH,CH, | -CH,Ph(4"-N(CHy);) | CH; | H | CH; | 5492
1540 | 34u 4 | -CH; CH; CHy; | H | CH; | 4160
1541 | 3{u 4 |-CH.,CH, “CH,CH; CHy | H | CH; | 4441
1542 | 3{u 4 | -CH; “CH,CH: CH; | H | CH; | 4302

k
1-5-43 | 3{x 4 H (r |j CH; | H |CH: | 569.2
1-5-44 | 340 4 H e C H |C 603.2
> R, [ Ha
I
1545 | 34 4 el g CHy; | H |CH;| 6303
,..;,-'w-"-::}- {um
1546 | 3 {x 4 N N-or CH; | H |CH; | 4712
[0049] A :
1547 | 34 4 —N_ N-creh CH: | H |CH:| 5472
1-5-48 3{ir 4 N N-CHPhZ-OCH;) CH: H CH; 5713
1549 | 34y 4 N ) CH; | H |CH;y| 4562
1550 | 34 4 N o CH; | H |CH;| 4582
1-5-51 | 34 4 N ) CHLH CH: | H | CHy | 4841
1552 | 34 | 4 —N —crh CHy; | H |CH;| 5463
1553 | 341 | 4 W CH; | H |CH: | 4421
15854 | 3 4 N CH; | H |cH; | 4570
1555 | 34u 4 | -CH; _CH:Ph CH; | CH: | CH; | 506.2
1556 | 34u 4 | CH; | -CH:Ph(2-OCH:;) |CH:|CH; | CH; | 5362
1557 | 3{u 4 | CH; | -CH.,Ph(2-OCF;) | CH; | CH; | CH; | 590.3
1558 | 34u 4 | -CH; _CH:,Ph(2’-CH;) | CH; | CH; | CH; | 5201
1559 | 3{u 4 | -CH; | -CHPh(2’-N(CH))) | CH; | CH; | CH; | 549.2
1560 | 3{u 4 | CH; | -CHPh(#-N(CH:))) | CH; | CH; | CH; | 549.3
1561 | 3 4 |-CH,CH; “CH;Ph CH; | CH; | CH; | 5201
1562 | 34 4 |-CH.CH,| -CH:.Ph(2’-OCHy | CH: | CH, | CH; | 550
1563 | 34 4 |-CH.CH:| -CH.PW(2-OCF;) | CH: | CH; | CH: | 6043
1564 | 31{u 4 |-CH,CHy| -CH:Ph(2’-CHy | CH: | CH; | CH; | 5342
1565 | 314u 4 |-CHyCH, | -CH;Ph(2’-N(CH:);) | CH: | CH; | CH: | 5634
1566 | 31u 4 |-CH.CH: | -CH:Ph(4-N(CH:):) | CH: | CH: | CH: | 35633

17
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1567 | 3L 4 | CH; CH; CH, | CH, | CH, | 4302
1-5-68 3 ‘f_'-"{ 4 -CH-CH; -CH.CH; CH; | CH: | CH: 458.0
1560 | 3¢ 4 | -CcH; CH.CH, CH, | CH, | CH; | 4441
1-5-70 3 {ir 4 H “ CH; | CH: | CH; | 5832
1-5-71 | 3 4 H " CH; | CH: | CH: | 6173

C-IDE:“G
M.
1572 | 3 | 4 :\HE CH; | CH; | CHy | 6443
,_.5)-\,*'-.;}' =
1573 | 3¢ | 4 N oy CH, | CH, | CcH, | 4853
1-5-74 | 341 4 N N-crrn CH: | CH: | CH: | 561.2
1-5-75 3 ‘f_'-"{ 4 —NI"r \‘N—ng CH: | CHa: | CH: 591.3
1576 | 31t 4 ~ ‘;_) CH; | CH: | CH: | 4702
1577 | 34 4 N b CH: |CH: | CH: | 4722
— e
1578 | 314t 4 2 _}—c% CH, | CH, | CH, | 4983
1579 | 3{r | 4 N )-omen CH: | CH: | CH: | 560.2
1-5-80 3 ‘f_'-"{ 4 —N'( CH: | CH: | CH; 456.2
1581 | 3{r | 4 N CH; | CH: | CH: | 4712

[0050] 161 | aft | 6 | -cH; “CH.Ph H | H | 5 | 4921
162 | 44t | 6 | -CH; | CH:Ph2-OCHy | H | H | H | 5222
163 | 4fr 6 | CH, | CH:Ph(2’.OCFs) | H | H | H | 5763
164 | afr 6 | -CH; CH.Ph-CH;) | H | H | H | 5062
165 | 4fr 6 | CH, | CH:Ph@N(CHy;) | H | H | H | 5353
166 | 4{r 6 | -CH; | -CHPh(#-N(CHy);) | H | H | H | 5352
167 | afr 6 |-CH.CH, “CH:Ph H | H | H | 5062
1-6-8 4 ﬁ[ [i] -CH-CH; -CHsPh(2’-OCH;) H H H 536.2
160 | 4l 6 |-CH:.CH,| -CH:Ph(2.OCE;) | H | H | H | 5903
1-6-10 4 ’ﬁ{ (i} -CH-CH; -CH:Ph(2’-CHj3;) H H H 520.2
1-6-11 4 ‘fﬂ [} -CH-CH; —CH:P]I(E’-E{CHJ]Q H H H 549.3
1612 | 41r 6 |-CH:CH;| -CH:Ph(4-N(CH3)) | H | H | H | 5491
1613 | 44z 6 CH; _CH; H | H | H | 4162
1-6-14 4 ‘fﬂ[ (i} -CH-CH; -CH-CH; H H H 444.0
1-6-15 4 ﬁ'{ [} -CH; -CH-CH; H H H 430.0

|
1616 | 41 6 H g H|H | H| 5694
X0
1617 | 41 6 H AN H|H | H| 6323
_N
1-6-18 | 4 {r 6 :e r Y, H H H 630.2
pﬂ'l R v ] l} {'J-'B
5 F
1619 | 41 6 N N-cry g |5 | 5| 43

18
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1-6-20 | 4fx 6 N N-crph H | 10 | 5 | 5472
1-6-21 4 {if ] “N  N-CHPHZ-OCHs) H H H 577.3
1622 | 4fr | 6 — ) H | H | H | 461

8,
1-6-23 | af 6 N b H | B | 85 | 4582
1-6-24 | 41y 6 uf} CHLH; H | H | H | 4840
1-6-25 4 {ir 6 - CHePh H H H 546.2
1-6-26 | af 6 —ui_ H | B | 8 | 4422
1627 | 44 6 N w H | H | H| 4572
1628 | 411 6 | -CH; _CH;Ph CH: | H | CH: | 5203
1629 | 41 6 | -CH; "CH:Ph(2’-OCH;) |CH: | H | CH; | 5502
1-6-30 | 414 é | -CH; _CH.Ph(2-OCF:;) |CH: | H | CH; | 6043
1-6-31 | 4fr 6 | -CH; CH.Ph(2’-CH; |CH;| H | CH; | 5342
1632 | 4f% 6 | -CH; | -CH:Ph(2N(CH;):) |CH; | H | CH; | 563.1
1-6-33 | 4{r 6 | -CH; | -CH:Ph(#-N(CHj):) |CH; | H | CH: | 5632
1-6-34 | 4{x 6 |-CH.CH, “CH.:Ph CH, | H | CH; | 5342
1635 | ¢ 6 |-CH.CH,| -CH:Ph(2-OCH;) |CH, | H | CH;| 5643
1-6-36 | 4f 6 |-CH:CH;| -CH.Ph(2-OCF;) |CH;| H | CH; | 6183
1637 | 4{r 6 |-CH.CH:| -CH.Ph(2-CH;) |CH;| H | CH:; | 5482
1638 | 4{r 6§ |-CH.CH, | -CH:Ph(2’-N(CHj):) |CH; | H | CH; | 5772
[0051] 1-6-39 | 4{r 6 |-CH.CH; | -CH.Ph(4-N(CHy):) |CH; | H [CH; | 5773
16-40 | 41{r 6 | -CH; CH; CH, | H | CH: | 4441
1641 | 41{r 6 |-CH.CH; _CH.CH; CH, | H | CH: | 4722
1642 | afr 6 | -CH; _CH.CH, CH, | H | CH:| 4582
1-6-43 | 4 {r 6 H [ [xj\“‘a CH: | H |CH: | 5972
e
1-6-44 | 4 6 H LJ’ CH; | H | CH:| 6312
[ e |
N
1645 | 4z | 6 ~0Y CH; | H | CH; | 6584
] E e
1-6-46 | 4 1fi 6 —N::_:M—CI-I; CH: | H |CHs| 499.2
1647 | 4fy 6 N N-chn CH, | H |cH,| 5752
1-6-48 | 4{I 6 N N-CHPH(Z-OCH:) CH: | H |CH: | 6052
1649 | 4fr 6 . :B CH: | B | cH, | 4340
1-6-50 | 41 6 N ::o CH: | H | CH:| 486.2
1-6-51 | 41 6 —N:_ CHLH; CH:| H |CH:| 5123
1652 | 44 6 NC} CHPh CH: | H |cHs| 5742
1-6-53 | 41 6 Hi_ CH: | H |CHs| 4702
1654 | afr 6 —Nﬁm cH, | B | cH.| 4852

19
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1-6-55 | 44 6 -CH; -CH:Ph CH: | CH; | CHy | 5342
1-6-56 | 41 6 -CH; -CH:Ph(2’-OCH:) | CH: | CH: | CH: | 564.2
1-6-57 | 44 6 -CH; -CH:Ph(2’-OCF:) | CH:; | CH: | CH: | 6184
1-6-58 | 44 6 -CH; CH-Ph(2’-CH:) | CH:; |CH: | CH: | 5482
1-6-39 | 44y 6 -CH; | -CH:Ph(2’-N(CH3):) | CH: | CH: | CHy | 5772
1-6-60 | 417 6 -CH; | -CH:Ph(4-N(CH:);) | CH: | CH: | CH:y | 577.3
1-6-61 4 fir 6 |-CH.CH: -CH:Ph CH: | CH: | CHy | 548.3
1-6-62 | 41 6 |-CH.CH:| -CH:Ph(2’-OCH:) |CH:|CH: |CH: | 5782
1-6-63 | 41 6 |-CH:CH;| -CH:Ph(2-OCF:;) | CH: | CH: |[CH:| 632.3
1-6-64 | 41 6 |-CH.CH; -CH:Ph{2’-CH3) CH; | CH: | CH: | 5622
1-6-65 | 417 6 |-CH:CH: | -CH:Ph(2’-N(CH:):) | CH: | CH: | CH; | 591.1
1-6-66 | 4 fir 6 |-CH:CH; | -CH:Ph(4’-N(CHz):) | CH: | CH: | CHy | 591.2
1-6-67 | 41 6 -CH; -CH; CH:; | CH:; | CHy | 458.2
1-6-68 | 41 6 |-CH.CH; .CH.CH; CH; | CH; | CH; | 486.0
1-6-69 | 4 i 6 -CH; -CH:CH; CH:; | CH; | CH; | 4723
1-6-70 4 {ir 6 H [ﬂTfLTﬁ“j CH; | CH: | CH; | 6112

_— HN’F\\;-’
1-6-71 | 44 6 H i CH: | CH: | CH: | 645.3
E;"LHJ“F‘“G
M
1-6-72 4 {ir 6 ¢':ff-<.}1“\.-' CH; |CH: (CH: | 6724
=
e i a
1673 | 4fr 6 N Necrs CH: | CH: | CH: | 5132
[0052] - = i
1-6-74 4 fir —N  W-CHFh CH; | CH:; | CH; | 589.2
Fam
1-6-75 4 {ir 6 N N-CHPHZ-0CH:) CH: | CH: | CHy | 619.3
1-6-76 | 414 6 —nj: CH; | CH; | CH; | 4951
1677 | 4fr | 6 - b CH; | CHs | CHy | 500.2
1-6-78 | 4f 6 O CHOH, CH; | CH:; | CH; | 5262
1679 | 41 6 -~ - CH; | CH: | CH:y | 588.3
1-6-80 | 4 { 6 --n{_ CH: | CH:; | CH; | 484.0
1-6-81 | 41 6 -Niu-l CH: | CHs | CH: | 499.2
1-7-1 3{ir 6 -CH; -CH:Ph H| H | H | 4922
1-7-2 3{r 6 -CH; -CH:Ph(?’-OCH3) H | H | H 522.2
1-7-3 3{i 6 -CH; -CH:Ph({2’-OCF3) H| H|H 576.3
174 | 34 6 -CH; -CH:PhL(2’-CH) H| H|H 506.2
1-7-5 34 6 CH; | -CH:Ph(Z’'N(CH:):) | H | H | H 535.2
1-7-6 | 31 6 -CH; | -CH:Ph(4-N(CH:):) | H | H | H 535.3
1-7-7 3{ir 6 |-CH.CH: -CH:Ph H| H|H 506.2
1-7-8 3{ir 6 |-CH.CH:| -CH:Ph(2’-OCH:) H | H|H 536.3
1-7-9 34 6 |-CH:CH: | -CH:Ph(2-OCF3) H H H 590.4
1-7-10 | 3 4{¥ 6 |-CH:CH:| -CH:Ph(2’-CH3) H H H 520.2
1-7-11 | 34 6 |-CH:CH:| -CH:PW(2’’N(CH::) | H | H | H 549.2
1-7-12 | 34 6 |-CH)CH:;| -CHiPh(4'-N(CH:)x) | H | H | H 549.2

20
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1713 | 3 (¢ 6 | -CH; CH; H | H | H | al6o
1-7-14 3 ‘I'ﬂ'_' i) -CH-CH: -CH:CH; H H H 444.2
1715 | 3fr 6 | -CH; “CH,CH, H | H | H | 4301
1-7-16 | 34 6 H Cri@ H H H 569.2
1-7-17 | 3{k 6 H (C] H | H | H | 6032

R |
=N
Ly
1718 | 3 6 . ¥ {} H | H | B | 603
e [=1
1.7.19 | 3 6 N N-chy H |8 | H | 412
1-7-20 | 34 6 N N-Crfn H | H| H | 5473
170 | 3 6 —N\_:N—cwml-m H| H | H | 5m2
1722 | 3 6 - Q H|H | H | 460
1723 | 3 6 —NEO H | H | H | 481
1.7.24 | 3 6 N crom | u | B | 4842
1-7-25 | 3 6 ND CHan H | H | H | 5463
1726 | 3 6 vy H |85 | 3 | 4422
1727 | 34 6 N ) H | H | H | 4573

[0053] 558 3@ 6 | -cH, “CH:Ph CH, | H |CH,| 5202
1720 | 3fr 6 | -CH; | -CH.PL(2-OCH; |CH;| H | CH;| 5503
1.7.30 | 3{r 6 | CH; | -CH.Ph(2.OCF:) |CH; | H | CH:| 6042
1731 | 3fr 6 | -CH; CH:Ph(2’-CH;) |CH, | H | CH, | 5343
1732 | 3{r 6 | -CH; | CH:Ph(2’.N(CHy) |CH; | H | CH; | 563.4
1.7-33 | 3fx 6 | -CH; | -CH:Ph(4-N(CHy):) | CH; | H | CHi | 5632
1.7.34 | 3 6 |-CH.CH, “CH:Ph CH: | H | CH, | 5342
1-7-35 3 ‘[ﬁ (i) -CH-CH: -CH:Ph(2*-0OCHj3) CHa H CH; 564.2
1-7-36 | 31t 6 |-CH.CH;| -CH.Ph(2’-OCF;) |CH; | H | CH; | 6182
1-7-37 3 ‘I'f.[ i) -CH-CH; -CH>Ph(2’-CHj) CHa H CH; 548.1
1-7-38 3 ‘[11 o -CH-CH; —CH;Ph{E’—N{CHJ}:) CH: H CH: 5712
1-7-39 3 ‘[ﬁ (i) -CH:CH; | -CH:Ph{4’-N(CH3;):) | CH; H CH; 5717.2
1-7-40 | 31 6 CH; “CH; CH; | H | CH; | 4442
1-7-41 3 ‘I'f.[ i) -CH-CH: -CH-CH: CHa H CH: 472.0
1-7-42 3 ‘[11 o -CH: -CH,CH; CH; H CH; 458.3
1-7-43 | 3{x 6 H @“r’“ CH: | H |CHa| 597.3

N.—"
1744 | 34 6 H NS CH: | H | CH: | 6314
EXT
L
1745 | 3@ | 6 st CH, | H |CH; | 6383
w-'":l}- I\D“F
1.7.46 | 3{r 6 N N-cry CH: | H | cHy | 4992
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17-47 | 3 6 N h-crpn cn; | B |cm | 5753
1-7-48 | 31 6 N N-CHPhZOH:) CH: | H |cH,| 6052
1749 | 34r | 6 ) CH: | H |CHy| 4842
17-50 | 3 6 N;o cH:; | B |cH, | 4861
1-7-51 | 31 6 N )-crom, CH: | H |cH | s122
1-7-52 3 ﬁ.[ 6 —h{l:_}—ﬂl"f“ CH: H CHa 574.2
1753 | 3fc | 6 e CH; | H |cHy| 4703
1-7-54 3{ir 6 —N':.;M-l CH: | H |CH:| 4852
1755 | 31r 6 | -CH; “CH:Ph CH; | CH; | CH; | 5343
1-7-56 | 3{r 6 | -CH; | -CH:Ph(2-OCH:) | CH: | CH; | CH: | 564.2
1757 | 34r 6 | -CH; | -CH.,Ph(2’-OCF:y) | CH: | CH, | CH, | 618.2
1.7-58 | 3fr 6 | -CH; CH.Ph(2’-CH:) | CH; | CH; | CH; | 5483
1.7-59 | 3% 6 | -CH; | -CH:Ph(2’-N(CH,),) | CH; | CH, | CH, | 577.3
1.7-60 | 3{r 6 | -CH; | -CH:Ph(4-N(CH;);) | CH; | CH; | CH; | 577.2
1.7-61 | 3{r 6 |-CH.CH, _CH.Ph CH; | CH, | CH, | 5483
1.7-62 | 3{r 6 |-CH.CH,| -CH:.Ph(2-OCH; | CH:|CH; |CH:| 578.4
17-63 | 3% 6 |-CH:CH;| -CH:Ph(2-OCF;) | CH; | CH, | CH, | 6322
1.7-64 | 3{r 6 |-CH.CH:;| .CH:Ph(2’.CH;) |CH;|CH, |CH;| 5623
1.7-65 | 3{z 6 |-CH:CH; | -CH:Ph(2’-N(CH,):) | CH; | CH: | CH; | 3912
1.7-66 | 3 {r 6 |-CH:CH, | -CH:Ph(4"-N(CHy)») | CH; | CH; | CH, | 5913

[0054] = : : - .

17-67 | 3{r 6 | -CH; “CH, CH, | CH, | CH, | 4582
1.7-68 | 3{r 6 |-CH:CH; CH:CH, CH; | CH; | CH, | 4861
1.7-60 | 3{r 6 | -CH; CH.CH: CH: | CH, | CH, | 4722
1-7-70 | 34 6 H Q’“I’“ CH; | CH: | CH: | 6113
Sy
1771 | 3 6 H o CH: | CH: | CH: | 6452
L H“,--.‘_\ﬁsw_m
M
1-7-72 | 3{i 6 e { v;;. CH: |CH; | CH: | 672.3
e B
: —~ :
1773 | 3fr 6 —+ or, cH; | cH, | cH, | 5131
1774 | 3 6 N N-crn CH: | CH: | CH, | 5893
1-7-75 | 3{r 6 N N-CHPhZ-OCH:) CH: |CH: | CHy | 619.2
1776 | 34 6 —r{_) CH: | CH: | CH, | 4982
1777 | 3 | 6 N o CH: | CH: | CHy | 500.3
1778 | 34 6 —Mi_:}—ﬂ-lgcl-lg CH; | cH:s | CH: | 5263
1779 | 3 6 NC> CHn CH: | cH: | cH. | sss2
1780 | 3 6 ';_ CH: | CH: | CH: | 4842
1.7.81 | 3 6 N CH: | cH, | cH, | 4993
[0055] i : FRHIRsFIReFE FH— AN FRITAS Y , RN BUARZE “NRsRe”
[0056]  (2) RiZF/~RsReNHT :
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8 OH
3 ]
[0057] |:E14—.Er
OR4
ORs
b4 | RWEB ESI-MS
: R ; :
ge | Faw 1 2 R Ri | qQmes
2-1 4 'EE (CHai)xM H H H 316.0
2-2 4 ﬁ'{. {CsHz)2N H H H 3442
23 4 4 N H H H 3421
3.4 448 ﬂ;N— H H H 358.2
2.5 4 fir CH— H H H 356.1
26 41 | (CH)N | CH; H CH: 344.1
27 4L | (C:HzsN | CH; H CH: 3721
2.8 44 }:— CH; H CH; 370.2
29 | 4fr | g N | CH H CH; | 3860
210 | 44 ( » | cH H CH, 384.0
211 afr | (CHN | CH; CH: CH: 358.2
2-12 4 'ffl (CaHz)2N CHa CH: CH: 356.0
2-13 4 4y N CH; CH: CH: 384.1
214 410 ﬂ:}u— CH; CH, CH, 400.2
[0058] 315 44 - CH; CH: CH: 398.1
2-16 3 | (CH3:N H H H 316.1
2-17 3t | (CGHaN| H H H 344.0
2.18 3 L = u n u 342.1
219 34 c( ;‘N- H H H 3581
220 | 3k | (N u H H 356.2
221 34 (CH;):N | CH; H CH; 3442
22 37 | (C:H::N | CH; " CH: 372.0
. %
2-23 34 D5 CH; H CH: 370.1
224 | 3 | d N | CH H CH; 386.2
2.25 34 _}.n = | o H CH; 384.1
2-26 3 | (CH):N | CH; CH; CH: 358.0
227 3 | (C:H::N | CH; CH: CH: 386.2
2.28 3fir L;u— CH; CH, CH; 384.2
220 | 3 | N | CH CH; CH; 400.1
2.30 34 <_/N' £ CH; CH: CH: 398.0
[0059] (3) HYRiFIREK IR —O —{Hzﬂlm——CN—Fir i

23



CN 107698492 B

L
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0
T,
[0060] @
RF—ND—M{HE{:]—G R.O

[0061]

OH
OR4

OR5
s sI-M
P R7 m R: R: Ry g ) Hfs__
3-1-1 -CH; 1 H H H 400.2
3-1-1 -CH-CH; 1 H H H 414.3
3-1-3 -CH:Ph 1 H H H 476.2
314 _CH-Ph(2’-OCH3) | 1 H H H 506.2
3-1-5 -CH-Fh{2’-N(CH3):) | 1 H H H 519.3
3-1-6 -CH-Phi4’-N(CHz)2) | 1 H H H 519.2
31-7 -CH; 1 CH; H CH;: 428.1
3-1-8 -CH-CH: 1 CH: H CH: 442.2
3-1-9 -CH>Ph 1 CH: H CH. 504.1
3-1-10 -CH-Ph(2’-OCH3) 1 CH; H CH; 534.3
3-1-11 -CH,Ph{2’-N(CH3)2) | 1 CH: H CHa 547.2
3-1-12 -CH,Phi4’-N(CH3)2) | 1 CH: H CHa 547.3
3-1-13 -CHs 1 CH: CH: CH: 4422
3-1-14 -CH:CH: 1 CH: CH: CHa 456.0
3-1-15 -CH:Ph 1 CH; CH: CH: 518.2
3-1-16 -CH:Ph(2"-0CHz) 1 CH; CH: CH;: 548.2
3-1-17 -CH-Ph{2’-N(CH;z)=) | 1 CH; CH; CH; 561.2
3-1-18 CHsPh(4'-X(CHz)2) | 1 CH: CH: CHa 561.2
3-2-1 -CH; 2 H H H 414.1
322 -CH-CH: 2 H H H 428.2
3-2-3 -CH:Ph 2 H H H 490.0
3-2-4 -CH:Ph(2"-0CH2) 2 H H H 520.2
325 -CH:Ph(2’-N(CH3)2) | 2 H H H 533.2
3-2-6 -CH-Phi4’-N(CH3):) | 2 H H H 533.3
3-2.7 -CH; 2 CH: H CH; 442.2
3-2-8 -CH-CH: 2 CH; H CH; 456.0
3-2-9 -CH2Ph Z CH: H CHa 518.2
3-2-10 -CH-Ph(2’-0OCH:) 2 CH: H CHa 548.2
3-2-11 -CH-Ph{2'-N{CH3)2) | 2 CH: H CH: 561.2
3212 -CH:Fhi4’-N(CH3)2) | 2 CH: H CH; 561.2
3-2-13 -CH; 2 CH;: CH; CH: 456.1
3-2-14 -CH:CH: 2 CH;: CH: CH: 470.2
3-2-15 -CH:Ph 2 CH; CH; CH; 532.3
3-2-16 -CH-Ph{2’-OCH:) 2 CH; CH;: CH: 562.1
3.2.17 | -CH;PL(2’-N(CH3)2) | 2 | CH; CH. CH. 5753
32.18 | -CH:Ph(4'-N(CH3)2) | 2 | CH; CH, CH, 575.2
3-3-1 -CH; 3 H H H 428.2
3-3-2 -CH:CH: 3 H H H 442.0
333 -CH:Fh 3 H H H 504.2
3-34 -CH-Ph{2*-OCH3) 3 H H H 534.2
3-3.5 -CH-Phi{2’-N(CHjz)-) | 3 H H H 547.3
3-3-6 -CH-Phi4’-N(CH;z)-) | 3 H H H 547.2
3-3.7 -CHs; 3 CH: H CH: 456.1
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3-3-3 -CH-CH: 3 CH: H CH: 470.2
3-3-9 -CH-Ph 3 CH;: H CH; 5323
3.3.10 | -CH,Ph(2’-OCHy) | 3 | CHs: H CH; 562.1
3-3-11 | -CH,Ph(2’-N(CH:z)») | 3 | CH: H CH; 575.2
3.3.12 | -CH,PW(#'-N(CH3)») | 3 | CH;: H CH; 575.2
[0062] 3-3-13 -CH; 3| cH; CH; CH; 470.0 |-
3-3-14 .CH.CH, 3| cH; CH; CH, 484.1
3.3.15 _CH:Ph 3| CH; CH; CH; 546.2
3.3.16 | -CH.Ph(2’-OCH; | 3 | CH: CH; CH; 576.3
3.3.17 | -CHPh(2’-N(CH3)2) | 3 | CH; CH; CH; 589.2
3.3.18 | -CH,Ph#’-N(CH3):) | 3 | CH; CH; CH; 589.3

[0063]  sijiafyl2  2-FRHEA REHRERAA Y (D SR Ak i & i

[0064] 7 J W J A N F B b 0 S ] 1 i A3 2 2 F2 24 A IR RG240 &40 (D 2.0 mmol
AIPIEAS0 ml, BEPEII SIS INS. 0 mmo 1 AH M. I BR » FHIR BRI FE R V.20 7 8, [ B 25 5
AR =, R BRVE T TR AW H B E 25 8 AT A [ A, B 15252 A R I A%
FAEY (D FI L, AL L5 M2 H N\MRAIES T-MSHAILE .

[0065]  SEjafs]3 & r2-FR A A /R RESRAL A4 (D B AE )T 1 I ik 45

_ o A 151 # Cu® % :# “u ] l?u:“%’i:- W :'i!lx'l;lll AChE elél;!_.:J BuChE
SRR et e | B FEE | AfLo IR | 09 1Cs ) ICs
i 5 fir 362 (%) CuM ) fuh)
1-3-29 67 4% 91.0% 84.6% 345 =300
1-3-35 82.1% 90.2% 82.8% 0.73 310
1-4-29 68.4% 92 5% 79.1% 1.63 =500
1-4-35 73.8% 91.7% 79.8% 0.58 =500
1-4-56 63.2% 84.1% 76.6% 1.77 =500
1-4-62 T2.7% 82.4% 73.2% 032 =500
1-6-29 63.7% 96.2% 83.7% 1.40 =500
[0066] 1-6-35 78.0% 03.5% 84.5% 041 =500 |,
1-6-56 63.3% 86.2% 717.0% 1.68 =500
1-6-62 69.0% 51.0% 81 4% 0.61 =300
2.1 04 2% 90 6% 28.5% 0.78 =500
2-6 98.0% 93.0% 86.3% 1.25 =300
2-11 91.0% 83.5% 78 8% 4.50 =500
EEE 43.1% 34.0% 36.5% =300 =500
E A =5% =1(P%s =10% 0.02 207
e <5% <10% <10% 9.5 1.80
o P 55 1 g =5% =10% =10% =500 =500
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