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AT DAYVR A R o 487 38 5 14 7 925 1l 4% K 8 T JURE 7], 48] st 3 — -, AL R L B B i
RS IR AR S IR R TS YR 00 T 55 e .

[0083] G -T-df A BE 5% LA PR 57 He AL AT i UKL 55 (4 1] 2% T3 3%, 2 UL R 3k T 20, ol 4
“Spray Drying T E=M1979,G.GoodwinFHR A A, 165 ;J.E.Browning,
“Agglomeration” , L2 M TRE1967, 14TFF I ; “Perry’ stk 241 TREIH F M , 55 FLAR
McGraw-Hill, A £11973,8-57 5. 41 R E HIE ¢ T AE W AR 47 7 vt 1 1 770, 2 W44
G.C.Klingman, “Weed Control as a Science”,John WileyfiSons/A ], 4 %),196181-96
A J.D.Freyer,S.A.Evans “ZEFi R T , B L ,Blackwell Scientific
Rublications, 4+ AK%21968,101-103T1 .

[0084] & AL 2= A 55 B S E =110, 13199 % , 8 A £0 . 1395 % 1935 44 i =\
(1) o AT PR 79 vl PR B W B2 R, 4% B8 2 v T R 29 1021199 %6 , 38 5 1) i1l 77 20 43 44
A HZ EETHRIR E 100 % o W PP B M A L) P ik B 4 B S T AT DA R 4518190 %
L5280 % o A AR Ml FIEL & F H & 1H1 2130 % HyE R BT, 0 ik 2 E = 1153120 % 7S
TR 5T, SR T AT WG () VA VAL # B T R 20 053180 % , HRE 22150 %6 HE TR it . R T
KB T RURL 7 i PR B B &, 32 B AR VS PR A B A I A2 [ s, R L S A B
RS o KR TR RN s R BRI & ) and EE B U AE 1 3095 % 2 fA) Ak iR E
THELOFI80 % Z 1] o

(00851 3 A1 BT R 14 it P 40 o 140 +h) 7R P DA 45 BEORS 750 S R ) 4 GRS FLAR TR B 1B ) B
FE 50 7 R 700 s 70 SRR B4 L A TR YV TR 8 R AR SRR 8 8 B I O T R
pHATAY B I8 35 77

[0086] DA 3sk £ ihl] 57| g Al , 1 T B M AR 3% HL R T4 420 o 48] 2 3% H R SR 7] i B 1)
A% B TVR & AT AR 22 4 70)  IERL A/ B ) A K R & TR & 7 sl DU Pl Se iR &
TR EESRIR G o

[0087]  7¥ VR TAC il 5B AR TR il 770, BT BAFIAC R B 6 MR SR A A& s R R
N S AR 25 B AR R 42 ), v B O B B AR H A, 2010 9 FTX B 5] A SRk
(1L 5T o 9 DA B B ) B B RE A B m] O (DIR G MR & (B A &
PR B AR 4 R bR AL 20 23 (TS0 ) 1385 8 A4 0K, B AL 5 A0, & Y I RS )
OGS T B R LG ARG e T P B RS e TR T B TR B B L L v B L R
PRIIBE 555 i  R— 7 JE 2% TR I . i  FAORAE L MR T 5 Jl U P S i L SR B B e R B i T
Bl R T B R A G SRR L R S AR i L B
g B IG | m R EAR TR = A AR . AR B R BT B R T B
78 R N 79N L =N 73N = I =N 7 P o =R 730 ol B N7 N3 7 =N 17 L =N 708 BN 77N
R 7NN (7 R N 7 SN L N 7 QN B L N 7N NN (79 T (7 N 2 - N (/N I

12
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J RO R L R T R RV i L B T I TR L R L R L (ML B kL R
L A AN URE SN L/ 417N I N 73N R RN 770N S e SNTTITB S e SN (N RE (N 2B RE NI RE N
F5 KA AR R VR VBRI R T SRR R G ER P H A VB L Fh
P SCNIEZ SN A RE N S =RE NI ARE 7 NVS = eI e NS A B BE I (LIS IS B G S
PRV BB B AT SR L 55 2500 L K Bl H B L = R ER L Indaz i flam, S04 FE |
Tl o S M itk o | G o o DR o L R TR L LY e R | R R e | R SRR [ £ L FR Ik
S T | TR | TR TR A R M O | MR TR L i ORI O | IR T R | £ SRR T R L 2R
TR D T [ PR T [, 7L Al i [ g o P o P T S P T R e D T [
SR Tt A TS o | AR L P e o | R T R L DA R | = R T TR L = R
i B R i o B L = 9B RO B L R T B A R L R LR R TR RS R R L R ORI T BE
Propyrisulfuron(7Bg IR ) (RIS TR | = FURBATRE | sl I B Tk FLAROR B R L LR
BT AR AR OR B SRR LR R ORBR BB = T R AR B
Tk . = A LI R o B TRE R B TRE L R G TR L P K L P LT SR T SR | S S A
Halosafen ZRZ & \ 5 PARE RIS B OB RE L T0 4008 B IR L OR IR Y ORI [ L R L
FRAE R | B VR T R LR (BB RUIREE R BERE B ELRE P AUR ERE RS RE
PR VSRR VR BLRE IR ELRE (AERLRE R IE (AR AR R R R Bl (AR
MR SRR L T MERE NG FS R OO SRR P R ME MR | PR BRR L = SRR LB FE \Monisouron,
Anisuron.Methiuron.Chloreturon. VY& &l 7 B K T - L BE B S8 22 i B R Vi
R R AR ARG R AR EEKE R &R Carboxazole Chlorprocarb,
Fenasulam.BCPC.CPPC.Carbasulam. ] BAF R E S} KBS R EAF B2 R IRES R
SRR 7NN N b ) QAR R e DO SNV i S N LN D S SRR N
BOK B Isopolinate Methiobencarb.2,4-% T B& . 2FH4& 49 2,4 5 F g 2 4& 7 o7
G2, 4-TNEE 2,40 —F g 2 A AR EE 2 450 2, AT R IR« i 2, A— R T R R . 2,
4= TR 2R AR IR 2P AR IR EE 2 AU T 1R 2, 4,5-1.2,4, 536 AR . 2,4, 5-T T
PR 2FR AU e Eh 2 R AL AR e R L SRR VE SR A SRR VR B
REFRARE R KRR G R R R R S U s aR R R R KRR EMER B
RFG G R B R R FLIE | FUA L G e 0 B fla B Bl R R B RV HUR R R IOR R
ZRARENT OB B R R R AT SRR R AR R PR R R
RBEFARR . CTRR ADLRAR BRLFER MR R G LR R Methalpropalin,
PR B B B TR B B 5 B P R R B | M L IR B OO = b R
Tl S EL R | & BB AR R XU i S | B AR IR P SR | DK A A TR IR PR R R R
WK B0 | P AR DK B AR e 2 L R IR P AR PR B B L AL 2 TR AR 2 O TR e o IR
ML E IR 2 UL BE IR - — S 42 - U B 08 b B0~ — UL g 1y L R B IE L JRUNE Bl L S
ZLIE IR IR =S A AR T A AL AR Cliodinate B ARWE - I FLHEH  HE B R 5
RPRZRELER T R B 5 B I B  Buthidazol e R BERR R i | 2508 BLfR . 2,
AR Ametridione Amibuzin JRANE ¢ BLERRNE 32 BoBUR G ORGSR O IE . R 4
JiE XU B R EELE L Todobon i 1[5 B8 | WAk 6 it B iz L U TR 0 i T 30T O e T e e
g SRR B O SR B flc W Tt S 1 R 2 ACETRR | W E o S TR L B I B TR s B TR s
T BLTRE XA 2 ) S e ) L i BB L Tembotrione .Tefuryltrione.Bicyclopyrone.

13
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Ketodpiradox. e B | & 5Ll . Fenoxasul fone Methiozolin . AL BLES (I 5
Tk | FLE PR 2R | B AL | R T bk B (L S B 1% W Pyrasul fotole KM LR . Pyroxasul fone
A L g | M B L R B i A T | A I R SRR B L FR B W Bencarbazone XK
W S R A P L PR B E L BT VIR BLNE VKRBT JFlupropaci 1 |k R B | R B
PR TR R FR B L B B i BRETE WF Lumez in S0 CBN) < HbU SRy R SR 0 7 R A I
TURE Ty EURE Y R SRR PR R R IR R A O B | R B VR B R I
DL A 5 A fl R R B L R B VRS B R AR B AR A B TRE | AR | BLE A (A ELAR
Pyridafol, S EIKMER & FF MR IR R IAHS  Ih Bl AN Bl B R L e R B ] L PR e 2
Tk | S PR R K AT I T B B L SRR S o B = B IR L — SUBE R 7S SR VU F A
P W B AR VR e L T R R IR B | VUK B L 2K B | e BT | SRR L
W& SRR B AR PRI R R BLER e i T PR B i Ml T R B L S SR TR
B KR R B fG E BE s . =& AR . Alorac.Diethamquat.Etnipromid.
Iprymidam.Ipfencarbazone.Thiencarbazone-methyl .Pyrimisulfan.Chlorflurazole.
Tripropindan.Sulglycapin. B Ak b & Cambendichlor 3R P BENE R IR B K 1L B L I
EN N R N LN N E N N I SR o (N7 N R N A L2 R NS L) A
P |5 B 22 U R — SR I T RS ML E B L DOW8 48 . UBH-509.D489, LS 82-556 .KPP-
300.NC-324.NC-330.KH-218.DPX-N8189.5C-0744 .DOWC0535.DK-8910.V-53482.PP-600.
MBH-001.KIH-9201.ET-751 .KIH-6127 FIKI1H-2023.

[0088] =it I, 40 G 75 2, 1% 17 B 1 il LA B DL 04 7 XA, 491 G 8 T I 1A 791 L Tk 4
FLIR AT VBRI AE 7K R V7 R ORI 58 FH 7K R R o 2R 338 i 245 P FH 1 R 7] B 4 i
W55 Y7 XV VAL, — FBCAE A AT AN 5 B33 — 20 IS MR o e o B 25 A B 6 AH 1 A4k, R =X
(DA EARASE , SRS AR, R B2 g B A A %) o B 700 ) ok o S 5 o e ]
PLA KIS ALIE FZ, BIan7E0. 001 2 1. Okg/ha 2 7] , BE §E 2 H v MR 5t , (HAR 1EAE0 . 005 3
750g/ha [ , £E A & 7E0. 00522508 /haZ [H] .

[0089] ¥ AT EMIA T 2 AR UL SRS YE, FA ML A i T — &5, /25
R 2 A0 A REGR 2 T N R BARR AL B WSS K S RE AL A5 B ER L BT
TN BRI EM R ZN T BIFE UL AR B H AR 8 A & B, 0o T AR GUR I AR A
T E 5 AR R g AR B 3 32 R S R AR T BA N6 & 4 AR B & BT
BRI RHFATIRIE

[0090]  R1{LAWEs 4 I H NURELE
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[0091]

NO. R R; R; R, Rs THNMR

"H NMR
4/—\\ Y (DMS:C’)-—_a’@ 500
01 —CHjy —CHj ~ N e N p MHz): & 2-.98_'-(53,
e 3H), 2,34 (s, 3H),
3 3.26 (s, 3H), 3.35
(s,3H),3.77 (s,

15



CN 105503728 B

n B

12/59 L

[0092]

3H), 5.75 (5, 2H),
6.26 (s, 1H), 7.25
(s, 1H), 7.56 (s,
1H), 7.59 (d, 1H, J
= 8.0 Hz), 7.91 (d,
IH, /= 8.0 Hz),
8.02 (s,1H).

—CHj

_CH 3

'H NMR
(DMSO-d;, 500
MHz): 8 2.09 (s,
3H), 2.29 (s, 3H),
2,37 (s, 3H),3.15
(s, 3H), 3.58 (s,
3HJ, 3.77 (s, 3H),
5.76 (s, 2H), 6.29
(s, 1H), 7.55 (5,
1H), 7.58 (d, 1H, J
= 8.0 Hz), 7.92 (d,
1H, J=8.0 Hz),
8.03 (s,1H).

03

“—CH,

—Cl

'H NMR
(DMSO-dg; 500
MHz): 6 2.07 (s,
3H), 2.17(s, 3H),
2.26 (s, 3H), 2,34

(s, 3H), 3.00 (s,
3H), 3.58 (s, 3H),
3.74 (s, 3H), 572

(s, 2H), 6.24 (s,
1H), 7.56 (d, 1H, J
= 8.0 Hz), 791 (d,

1H, J= 8.0 Hz),
8.02 (s, 1H).

04

—'CH3

Ha

N’-N

HaC

'H NMR
(DMSO-dy, 500
MHz): 6 1.99 (s,
3H), 2.28(s, 3H),
2,35 (s, 3H), 3.07

(s, 3H), 3.56 (s,
3H), 3.76 (s, 3H),
5.74(s,2H), 7.24

(s, 1H), 7.54 (s,
H), 7.57 (d, 1H, J
= 8.0 Hz), 7.90 (d,

1H, /= 8.0 Hz),
8.00 (s,1H).

16
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[0093]

'H NMR
(DMSO-dy, 500
MHz): 6 2.24 (s,
3H), 2,36 (s, 3H),
CHy | 3.25(s, 3H), 3.58
: . _ J NNy (s, 3H), 3.79 (s,
05 CHj CHa @N —Cl 1z 3H), 5.72 (s, 2H),
l HyC' 7.28 (s, 1H), 7.56
(d, 1H, J= 8.0 Hz),
7.93(d, 1H, /=80
Hz), 7.99 (s, 1H),
8.05 (s,1H).

"H NMR
(DMSO-dy, 500
MHz): 62.13 (s,

3H), 2.25 (s, 3H),
3.13 (s, 3H), 3.58

N (s, 3H), 3.72 (s,
06 | —n —CHj m —¢ N | 3H),5.79 (. 2H),
H 30)\8 7.20 (s, [H), 7.42
(s, 1H), 7.51 (s,
1H), 7.56 (d, 1H, J
= 8.0 Hz), 7.95 (d,
1H, J = 8.0 Hz),
8.08 (s,1H).

"H NMR
(DMSO-d;, 500
MHz): § 2.00 (s,

3H), 2.25 (s, 3H),
3.08 (s, 3H), 3.54

N (s, 3H), 3.74 (s,
07 —H —CHg Z—\\ N =CJ N] 4 3H),5.76 (s, 2H),
kl\[l, H4C 7.26 (S., 1H), 7.38
(s, 1H), 7.52 (s,
1H), 7.58 (d, IH, J
=8.0 Hz), 7.92 (d,
1H, J=8.0 Hz),
8.04 (s,1H).

'H NMR
on | MH2): 52226,
F\ o * | 3H),3.23 (s, 3H),

N — N p 3.54 (s, 3H), 3.72
| Hic”

08 —H —CHzy : y
(s, 310}, 5.78 (s,

2H), 6.23 (5, 1H),

7.22 (s, 1H), 7.35
(s, 1H), 7.55 (s,

1H), 7.61 (d, 1H,J

17
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[0094]

= 8.0 Hz), 7.93 d,
1H, ./ =8.0 Hz),

09 | [>—

—CHy

—¢l

"H NMR
(DMSO-dj, 300
MHz): 8 0.67-1.42
(m;, 4H), 2.12 (s,
3H), 2.25 (s, 3H),
242 (s, [H), 3.16
(s, 3H), 3.55 (s,
3H), 3.74 (s, 3H),
5.83 (s, 2H), 6.26
(s, 1H), 7.58 (s,
1H), 7.68 {d, 1H, J
=7.8 Hz), 7.99 (d,
IH, J=7.8 Hz),
8.11 (s, 1H).

10| [>—

'"H NMR
(DMSO-dy, 300
MHz): § 0.60-1,39
(m, 4H), 2.23 (s,
3H), 2.39 (s, 1H),
3.14 (s, 3H), 3.53
(s, 3H), 3.77 (s,
3H), 5.81 (s, 2H),
7.55 (s, 1H), 7.64
(d, 14, J=17.8 Hz),
7.93 (d, 1H, /=78
Hz), 8.02 (s, 1H),
8.06 (s, 1H).

11 >—

_CH3

HsC

"H NMR
(DMSO-dy, 300
MHz): § 0.65-1.40
(m, 4H), 2.07 (s,
3H), 2,18 (s, 3H),
2.27 (s, 3H), 2.45
(s, 1H), 3.21 (s,
3H), 3.58 (s, 3H),
3.77 (s, 3H), 5.88
(s, 2H), 6.26 (s,
1H), 7.66 (d, 1H, J
=7.8 Hz),7.98 (d,
11, .7=7.8 Hz),
8.07 (s, 1H).

18
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[0095]

12

—CHjy

S
—Z
N
Z

—Cl

'H NMR
(DMSO-ds, 300
MHz); 8 0.69-1.45
(m, 4H), 1.99 (s,
3H}), 2.26 (s, 3H),
243 (s, 1H), 3.15
(s, 3H), 3.54 (s,
3H), 3.76 (s, 3H),
5.85 (s, 2H), 6.24
(s, 1H), 7.55 (s,
1H), 7.71 (d, 1H, J
=78 Hz), 7.96 (d,
1H, /=7.8 Hz)},
8.08 (s, 1H).

13

/AR

N

—Cl

'H NMR
{DMSO-dg, 300
MHz): § 0.67-1,42
(m, 4H), 2.24 (s,
3H), 2.41(s, 1H),
3.17 (s, 3H), 3.54
(s, 3H), 3.76 (s,
3H), 5.83 (s, 2H),
6.25 (s, 1H), 7.58
(s, 1H), 7.67 (d,
1H,.7=7.8 Hz),
7.95(d, 1H,J=7.8
Hz), 8.05 (s, 1H),
8.10 (s, 1H).

14

—Cl

'H NMR
{DMSO-ds, 500
MHz): 6 1.99 (s,

3H), 2.26 (s, 3H),
2,36 (s, 3H), 3.10
(s, 3H), 3.53 (s,
3H}, 5.70 (s, 2H),
7.22 (s, 1H), 7.53
(s, 1H), 7.58 (d,
1H, J = 8.0 Hz),
772 (s, 1H), 7.91
(d, 1H, J= 8.0 Hz),
8,08 (s,1H).

15

—CHj

¢l

"H NMR
(DMSO-d;, 500
MHz): 6 2.05 (s,

3H), 2.28 (s, 3H),
2,35 (s, 3H), 3.07
(s, 3H), 3.56 (s,

3H), 5.74 (s, 2H),

19
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6.24 (s, 1H), 7.54
(s, 111), 7.57 (d,
1H,J = 8.0 Hz),

771 (s, 1H), 7.90

(d, 1H, J=8.0 Hz),
8.10 (s,1H).

16

—CHj3

7CH3

—al

"H NMR
(DMSO-ds, 500
MHz): 52.24 (s,

3.14 (s, 3H), 3.56
(s, 3H), 576 (s,
2H), 6.25 (s, 1H),
7.25 (s, 1H), 7.50
(s, TH), 7.56 (d,
1H,.J= 8.0 Hz),
7.75 (s, 1H), 7.89
(d, 1H, J=18.0 Hz),
8.09 (s,1H).

17

—CHjy

—Cl

'H NMR
(DMSO-dy, 500
MEHz); 5 1.99 (s,

3H), 2.25 (s, 3H),
3.08 (s, 3H), 3.54
(s, 3H), 5.76 (s,
2H), 7.26 (s, 1H),
7.38 (s, 1H), 7.52
(s, 1H), 7.58 (d,
1H, J=8.0 Hz),
7.71 (s, 1), 7.92
(d, 1H, J= 8.0 Hz),
8.04 (s,1H).

18

—CH 3

—Cl

"H NMR
(DMSO-ds, 300
MHz); ¢ 0.68-1.42
(m, 4H), 2.18 (s,
3H), 2:37 (s, 1H),
3.16 (s, 3H), 3.59
(s, 3H}, 5.88 (s,
2H), 7.52 (s, 1H),
766, 1H,J=738
Hz), 7.78 (s, LH),
7.93(d, 1H,J="728
Hz), 8.01 (s, 1H),
8.1 (s, 1H).

20
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'H NMR
(DMSO-dy, 300
MHz): 6 0.71-1.48
(m, 4H), 2.20 (s,
3H), 2.36 (s, 1H),

) CHs | 3015 (5, 3H), 3.64
o | >— | —on LN\ | NN (s, 3H), 5.87 (s

N — L% 2H), 6,35 (s, 1H),
7.50 (s, 1H), 7.62

(d, 1H,J=17.8 Hz),
7.74 (s, 1H), 7.93

(d, 1H, /= 7.8 Hz),
8.04 (s, 1H), 8.10

(s, TH).

'H NMR
(DMSO-ds, 300
MHz): § 0.69-1.43

(m, 4H), 2.12 (s,
3H), 2.22 (s, 3H),
,CH3 CHs 2.39 (s, 1H), 3.27
20 | [>— —CHs ﬂ NN (s,3H),343 (s,

HoG™ N ¢ k/( 3H), 3.65 (s, 3H),

l 5.86 (s, 2H), 6.29
(s, 1H), 7.60 (d,
1H,J=7.8 Hz),
7.76 (s, 1H), 7.91
(d, 1H,.J="7.8 Hz),
8.08 (s, 1H).

"H NMR
(DMSO-d;, 300
MHz): 6 4.66-1,42
(m, 4H), 2.15 (s,
3H), 2.26 (s, 3H),

S CHy | 2.41 (s, [H), 3.19
‘ s -N . 3HY. 369 (s
21 s —CHj i \<N N (s, 3H), 3.69 (s,

" _ |/ 3H), 5.86 (s, 2H),
| 6.42 (s, 1H), 7.64

(d, 1H,J="7.8 Hz),
7.78 (s, 1H), 7.89
(d, 1H, J= 7.8 Hz),
7.98 (s, 1H), 8.00
(s, TH).

1 "H NMR
HyG Rk (DMSO-ds, 300
2| D>— ~CH: /o —a N” MHz): 5 0.63-1.41

| ’ N kf( (m, 4H), 1.99 (s,
3H), 2.21 (s, 3H),
2.40 (s, 1H), 3.21

21
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(s, 3H), 3.59 (s,
310), 5.82 (s, 2H),

7.99 (5,1

7.26 (s, 1H), 7.60
(d, 1, J="17.8 Hz),
7.75 (s, 1H), 7.87
(d, IH, J=7.8 Hz),

(s, 1H).

TH NMR

H), 8.09

23

—C

MHZ):

g+~N

N
l‘/ OEt

(DMSO-ds, 500

3H,J=17.0 Hz),
1.99 (s,
(s, 3H), 3.08 (s,
3H), 3.54 (s, 3H),
432(q,2H,J=170
Hz), 5.76 (s, 21),
7.24 (s, 1H), 7.49
(s, 1H), 7.61 (s,
1H), 7.65 (d, 1H, J
= 8.0 Hz), 7.94 (d,
1H, J=8.0 Hz),
7.99 (s, 1H).

51.32(1,

3H), 2.25

TH NMR

24

_CH3

(s

7
=N
NI 4 OEt

(DMSO-ds, 500
MHz): 6 1.30 (t;
3H,J=7.0 Hz),
2.14 (s, 3H), 2.28

L 3H), 3.15 (s,

3H), 3.58 (s,.3H),
4.30(q. 2H,J="7.0
Hz), 5.76 (s, 2H),
6.24 (s, 1H), 7.47
(s, 1H), 7.60 (s,
LH), 7.78 {d, 1H, J
= 8.0 Hz), 7.96 (d,

1H, J= 8.0 Hz),
8.02 (s, 1H).

'"H NMR

—OCH,CHF,

—cl
HsC

(DMSO-ds, 500
MHz): § 2.23 (s,
3H), 2.33 (s, 3H),
3.19(s, 3H); 3.68
(s, 3H), 3.78 (5,
3H), 3.85-3.90(1d,
2H, /= 3.5Hz, Jur
=15,5 Hz), 5.04 (s,
2H), 6.11-6.33 (it,
1H, J=3.5Hz, Jir

22
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=55 Hz), 7.63 (d,
11, J=8.0 Hz),
792, 1H, /= 8.0
Hz), 8.10 (s, 1H).

26

—CH 3

—CH3;

_OCH3

"H NMR
(DMSO-dy, 500
MHz): 6 2.14 (s,

3H), 2.23 (s, 3H),
3.34 (s, 3H), 3.36
(s, 3H), 3.40 (s,
3H), 3.78 (s, 3H),
4.96 (s, 2H), 7.40
(d, 1H,J=8.0 Hz),
8.01(d, 1H,J=8.0
Hz), 8.10 (s, 1H).

27

—CH 3

—CHj,

—OCH,CHj3

—Cl

'H NMR
(DMSO-dy, 500
MHz): & 1.14 (1,
3H,./=7.0 Hz),

2.18 (s, 3H), 2.25
(s, 3H), 3.36 (s,
3H), 3.41 (s, 3H),
3.55(q, 2H, J=7.0
Hz), 3.77 (s, 3H),
4.98 (s, 2H), 7.45
(d, 1H, J=8.0 Hz),
7.98 (d, 1H, J=8.0
Hz), 8.06 (s, 1H).

28

—CH3

—CHy

_OCH.ZCH ZOC Hg

—Cl

HiC

'"H NMR
(DMSO-ds, 500
MHZ): § 212 (s,

3H), 2.23 (s, 3H),
3.18 (s, 3H), 3.38
(s, 3H), 3.49 (s,
3H), 3.50-3.58 (m,
4H), 3.72 (s, 3H),
3.04 (s, 2H), 7.55
(d, 1H, J= 8.0 Hz),
7.99{d, 1H, J=8.0
Hz), 8.09 (s, 1H).

29

—CHsx

—CHx

—OCH,CF,4

—Cl

'H NMR
(DMSO-d, 500
MHz): § 2.16 (s,

3H), 2.23 (s, 3H),
3.34 (s, 3H), 3.40
(s. 3H), 3.78 (s,

JHF = 9.0 HZ), 4.96

23
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(s, 2H), 742 {d,
1H,./ = 8.0 Hz),
8.02(d, 1H, J=8.0
Hz), 8.11 (s, 1H).

"H NMR
(DMSO-dy, 500
MHz):8 1.20 (1,
3H,J=7.0 Hz),

2.07 (s, 3H),
CH, CHs | 2.17(s, 3H),2.26
/R NN, (s,3H),2.33 (q,
30 | —CH,CH; | —CHj R —¢l Lz Z2H, J=7.0 Hz},

HCO N Hsc)\g 3.09 (s, 3H), 3.58

(s, 3H), 3.74 (s,

3H), 5.72 (s, 2H),

6.24 (s, 1H), 7.56
(d, 1H,J=8.0 Hz),
7.91(d, 1H,.7=8.0

Hz), 8.02 (s,1H).

£

"H NMR
(DMSO-dy, 500
MHz); § 1.14-1.28
(m, 6H), 2,18 (s,
GHy | 3H), 2.36 (q, 2H, J
NN =7.0 Hz), 3.36 (s,
31 —CHCH3 —CHj,4 —OCHZCH:; —¢J | p 3H),341 (3, 3H),

HaC™ 3.55(q,2H, =10
Hz), 3.77 (s, 3H),
4,98 (s, 2H), 7.45
(d, 1H, J= 8.0 Hz),
7.98(d, 1H,.J=28.0
Hz), 8.06 (s, 1H).

"H NMR
(DMSO-d;, 500
MHz): 8. 1.22 (1,
3H,J=7.0 Hz),
2.16 (s, 3H),2.32
(q.2H, J=7.0 Hz),
32 | —CHsCHz | —CHj4 OCH,CF; — e M 3 (:,43(;1)3?2[83(:,0
s 3H),4.22 {q, 2H,
Jup= 9.0 Hz), 4.96
(s, 2H), 7.42 (d,
1H, /= 8.0 Hz),
8.02(d, 1H,/=8.0
Hz), 8.11 (s, 1H).
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33

~CHy

—CH3

HC=C=CH,0—

@ S

'H NMR
(DMSO-dg, 500
MHz): 6 2.17 (s,

3H), 2:42 (s, 3H),
3.12 (s, 3H), 3.56
(s, 3H), 3.57 (s,
1H), 3.74 (s, 3H),
432 (s, 2H), 4.91
(s, 2H), 7.54 (d,
1H, /= 8.0 Hz),
7.84(d, 1H, 7=8.0
Hz), 7.90 (s, 1H).

34

“CHa

—CH 3

—Cl

'H NMR
(DMSO=dy, 500
MHz): 6 0.90 (s,

3H), 1.45-1.51 (m,
4H)Y, 2.21 (s, 3H),
2.33 (s, 3H), 3.37
(s, 3H), 3.45 (s,
3H),3.56. (1, 2H, J
=7.0 Hz), 3.78 (s,
3H), 4.99 (s, 2H),
7.58 (d, IH,J=8.0
Hz), 7.96 (d, 1H, J
= 8.0 Hz), 8.10.(s,
1H).

35

—CHg

—CH.3

—QCH»CF5CHF»

—Cl

'H NMR
(DMSO-dy, 500
MHz): §2.23 (s,

3H), 2.33 (s, 3H),
3.19 (s, 3H), 3.68
(s, 3H), 3.78 (s,
3H), 3.96 (1, 2H,
Jux= 15 Hz), 5.04
(s, 2H), 5.89-6.11
{m, 1H), 7.63 (d,
1H, J=8.0 Hz),
7.92 (d, 1H, J= 8.0
Hz), 8.11 (s, 1H).

36

—CH,

—CH3

7
)

]
CH;OCH,CHCH,

—Cl

'H NMR
(DMSO-ds, 500
MHz): & 1.36 (d,
3H,J=7.0 Hz),
2.14 (s, 3H), 2.23
(s, 3H), 3.32-3.39
(m, 4H), 3.40 (s,
3H), 3.61-3.67 (m,

5H), 3.78 (s, 3H),
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4.96 (s, 2H), 7.40
(d, 1H,.7=8.0 Hz),
8.01 (d, 1H,.J=8.0

Hz), 8.10 (s, 11).

37

—CHgy

—CHjy

—OCH 4CH,CH,OCH;

—¢l

"H NMR

(DMSO-dj, 300
MHz):  1.09 (m,
2H), 2.25 (s, 3H),
2.40 (s, 3H), 3.18
(s, 3H),3.45 (s,
3H), 3.53-3.67 (m,
7H), 3.85 (s, 3H),
4921 (s, 2H), 7.51
(d. 1H, J=7.8 Hz),
7.85 (d, 1H,J=7.8
Hz), 8.09 (s, 1H).

38

_(;H3

_"CHS'

H4C~C=C~CH 0~
3 g H 2

~—Cl

"H NMR
(DMSO-dj, 500
MHz): 8 1.95 (s,
3H), 2.14 (s, 3H),
2.23 (s, 3H), 3.34

(s, 3H), 3.40 (s,
3H), 3.78 (s, 3H),
3.92 (5, 2H), 4.96

(s, 2H), 5.28(s.
1H), 5.31 (s, 1H),
7.49 (d, 1H, J=8.0
Hz), 7.89 (d, 1H,J
= 8.0 Hz), 8.08 (s,
1H).

39

_CH3

—OCHCH,OCHCH3

—Cl

"H NMR
(DMSO-dy, 500
MHz): 5 1.10(t,
3H, ./ =17.0 Hz),
221 (s,3H),232
(s, 3H), 3.13 (s,
3H), 3.45(q, 2H, J
=7.0.Hz),
3.51-3.57 (m, 4H),
3.67 (s, 3H), 3.78
(s, 3H), 5.14 (s,
2H), 7.65 (d, 1H,J
=8.0 Hz), 7.89 (d,
1H,/= 8.0 Hz),

8.04 (s, 1T1).
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40

'_CH3

—OCH3CHF3

—Cl

'"H NMR
(DMSO-dy, 500
MHz): 6 2.23 (s,

3H), 3.19 (s, 3H),
3.68 (s, 3H), 3.78
(s, 3H), 3.85-3.90
(td, 2H, J = 3.5 Hz,
Jur= 15.5 Ha),
5.04 (s, 2H),
6.11-6,33 (tt, 1H, J
=3.5Hg, Jur=55
Hz), 7.63 (d, 1H, J
=8.0 Hy), 7.92 (d,
1H,J=18.0 Hz),
8.00 (s, 1H), 8.10
(s, 1H).

41

—CH3

HC=C—CH,0—

—¢l

'H NMR
(DMSO-d;, 500
MHZ): 8 2.42 (s,

3H), 3.12 (s, 3H),
3.56 (s, 3H), 3.57
(s, 1H), 3.74 (s,
3H), 4.32 (s, 2H),
4.91 (s, 2H), 7.54
(d, 1H, J=18.0 Hz),
7.71 (s, 1H), 7.84
(d, 1H, J= 8.0 Hz),
7.98 (s, 1H).

42

—H

—OCHz‘:H 3

—C

"H NMR
(DMSO-ds, 500
MHz): 8 1.14 (t,
3H,J=17.0 Hz),

2.25 (s, 3H), 3.36
(s, 3H), 3.41 (s,
3H), 3.55 (q, 2H, J
=7.0Hz), 3.77 (s,
3H), 4.98 (s, 2H),
745(d, 1H,J=8.0
Hz), 7.63 (s, 1H),
7.98 (d, 1H, J=8.0
Hz), 8.06 (s, 1H).

—CH 3

HyC~C=C—CH,0~—
3 H H 2

—Cl

'H NMR
{DMSO-ds, 500
MHz): 6:1.95 (s,

3H), 2.46 (s, 3H),
3.34.(s, 3H), 3.40
(s,3H), 3.78 (s,

3H), 3.92 (s, 2H),
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4.96 (s, 2H),
5.28(s, 1H), 5.31
(s, TH), 749 (d,
1H, J = 8.0 Hz),
7.67 (s, 111, 7.89
(d, 1H, J= 8.0 Hz),
8.08 (s, 1H).

44

—OCHCF;

"H NMR
(DMSO-d;, 500
MHz): 8 2.19 (s,
3H), 3.34 (s, 3H),
3.40 (s, 3H), 3.78
(s, 3H), 4.22 (q,

2H, JH}? =90 HZ),
4,96 (s, 2H), 7.42.
(d, 1H, J=18.0 Hz),
7.71 (s, 1H), 8.02
(d, 1H,.7=18.0 Hz),
8.11 (s, 1H).

45

—CHs

—OCH;CHOCH,CHy

'H NMR
(DMSQO-ds, 500
MHz): & 1.11 (t,
3H,J=7.0 Hz),

2.32(s,3H), 3.13
(s, 3H), 3.48 (q,
2H,J=7.0 Hz),

3.51-3.57 (m, 4H),

3.67 (5, 3H), 3.78
(s, 3H), 5.14 (s,

2H), 7.65 (d, 1H, J

— 8.0 Hz), 7.89 (d,
1H, /= 8.0 Hz),
7.97 (s, 1H), 8.08

(s, TH):

46

“—CH3

—Cl

"H NMR
(DMSO-dy, 500
MHz): § 0.87-1.00
(m, 4H), 1.17 (4,
3H, J=7.0 Hz),
2.28 (s, 3H), 2.52
(s, 1H), 3.35 (s,
3H), 3.42 (s, 3H),
3.54(q. 2H,J=170
Hz), 3.72 (s, 3H),
5.01 (s, 2H), 7.45
(d, 1H, J= 8.0 Hz),
7.99 (d, 1H, /=80
Hz), 8.08 (s, LH).
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HC=C~CH,0—

MHz): 8 0.90-1.01

3H), 2.51 (s, 1H),

4,33 (s, 2H), 4.93

7.85 (d, 1H, J=7.8
Hz), 8.10 (s, 1H).

"H NMR
(DMSO-dy, 300

(m, 4H), 2.28 (s,
3.15 (s, 3H), 3.52
(s, 3H), 3.59 (s,
1H), 3.84 (s, 3H),

(s, 2H), 7.57 (d,
1H,J=7.8 Hz),

48 | [D>—

_CH3

—OCHCF,CHF,

MHz): § 0.90-1.01

(m, 411), 2.23 (s,
3H), 2.51 (s, 1H),
3.19 (s, 3H), 3.68

3H), 3.96 (1, 2H,
Jur=15 HL), 5.04
(s, 2H), 5.89-6,11
(In, IH), 763 (d7
1H,.J = 8.0 Hz),
7.92 (d, 1H, J=8.0
Hz), 8.11 (s, 1),

"H NMR
(DMSO-dy, 500

(s, 3H), 3.78 (s,

49 | [>—

—CHjy

—OCH,CF;

~—Cl Nl Y
HsC

(DMSO-dg, 500
MHz}: 6 0.87-1.01
(m, 4H), 2.22 (s,
3H), 2.51 (s, 1H),
3.22 (s, 3H), 3.60
(s, 3H), 3.72 (s,
3H), 4.27 (g, 2H,
Jiur =9.0 Hz), 5.04
(s, 2H), 7.68 (d,
1H,J=8.0 Hz),
7.924d, 1H,J=8.0
Hz), 8.09 (s, 1H).

'"H NMR

50 | [>—

—CH3

—OCHZC HF2

—Cl NI p/
H5C :

(DMSO-dy, 500
MHz): & 0.85-0.99
(m, 411), 2.23 (s,
3H), 2.52 (s, 1H),
3.19 (s, 3H), 3.68
(s, 3H), 3.78 (s,

3H), 3.85-3.90 (1d,

'"HNMR

29
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2H, J=3.5 Hz, Jur
=155 Hz), 5.04 (s,
2H), 6.11-6.33 (tt,
1H, J=13.5 Hz, Jur
=55 Hz), 7.63 (d,
1H, /= 8.0 Hz),
792 (d, 1H,J=8.0
Hz), 8.10 (s, 1H).

"H NMR

(DMSO-ds, 500
MHz): 5 0.88-1.05
(m, 4H), 2.23 (s,
k 3H), 2.52 (s, 1H),
. i — _ N~ 3.34 (s, 3H), 3.36
st | D>— —CH3 OCH3 ¢l - Jq\/e e 3H)_,3.310 .
4 3H), 3.78 (s, 31,

4.96 (s, 211y, 7.40
(d, 1H,J=18.0 Hz),
8.01(d, 1H, /=80
Hz), 8.10 (s, 1H).

'"H NMR
(DMSO-=ds, 300
MHz): § 0.90-1.01
(m, 4H), 1.09 (m,
CH, | 2H),2.37 (s, 3H),
‘ ‘ } NN 251 (s, 1H), 3.17

52 >— —CHy | TOCHLHCH0CH; | —(¢ | /L% (s, 3H), 3.44 (s,
HsC™ Y 3H), 3.56-3.69 (m,
7H), 3.84 (s, 3H),
491 (s,2H), 7.52
(d, TH,.J="7.8 Hz),
7.85(d, IH, /=78
Hz), 8.10 (s, 1H}).

'H NMR
(DMSO-dy, 300
MHz); 6 1.08 (m,
2H), 2.31 (s, 3H),
PHs | 319 (s, 3H),3.44
(s, 3H), 3.54-3.68
(m; 7H), 3.84 (s;
3H),4.91 (s, 2H),
7.53(d, 1H,J=178
Hz), 7.70 (s, 1H),
7.86 (d, 1H,J="78
Hz), 8.10(s; 1H).
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54

—CHj

_OCH2C F3

—Cl

-N

N
%oa

'H NMR
(DMSO-dg, 500
MHz): 8 1.32 (4,
3H,./=7.0 Hz),
3.23 (s, 3H), 3.61
(s, 3H), 3.69 (s,
3H), 4,26 (q, 2H,

Jir=9.0 Hz), 4.32
(q,2H, J=7.0 Hz),
5.14 (s, 2H}), 7.61
(s, TH), 7.65 (d,
1H, J = 8.0 Hz),
7.94(d, 1H, J=8.0
Hz), 7.98 (s, 1H).

55

—CHg

—'CHQ

—QCHLCF 3

—Cl

CH3

N
| p—OEt

"H NMR
(DMSO-ds, 500
MHz): 8 1.33 (1,
3H,J=7.0Hz),

2.32 (s, 3H), 3.22
(s, 3H), 3.60 (s,
4.27(q, 2H, Jur =
9.0 Hz), 4.35 (4,
2H,J="7.0 Hz),
5.14 (s, 2H), 7.68
(d, 1H, J= 8.0 Hz),
7.95(d, 1H,J=8.0
Hz), 7.99 (s, 1H).

—CH,

HCEC-CH,0—

—¢l

7
N’N

| W OEt

"H NMR
(DMSO-ds, 500
MHz): 5 1.32 (t,
3H, J=7.0 Hz),
221 (s, 3H), 3.12
(s, 3H), 3.56 (s,

3H), 3.57 (s, 1H),
3,74 (s, 3H), 4.26
(s, 2H), 441 (q,
2H,J=7.0 Hz),
4.91 (s, 2H), 7.59

(d, 1H, J= 8.0 Hz),

7.91(d, 1H, /=180
Hz), 8.02 (s, TH).

—H

——CHjy

'—OCHQCH Fs

CH3

~N

N
u\gfoa

"H NMR
(DMSO-ds, 500
MHz): 8 1.38 (t,
3H,J =70 Hz),

3.19(s, 3H), 3.68
(s, 3H), 3.78 (s,
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3H), 3.85-3.90(1d,
2H,.J=3.5Hz, Jar
=15.5 Hz), 4.45
(q, 2H,/=17.0 Hz),
5.04 (s, 2H),
6.11-6.33 (tt, 1H, J
=3.5 Hz, Jip=7355
Hz), 7.63 (d, 1H, J
= 8.0 Hz), 7.92 (d,
1H; J=8.0 Hz),
7.99 (s, 1H), 8.02
(s, 1H).

58

HCEC-CH0— —

'H NMR
(DMSO-dj, 500
MHz): 8 1.32(t,
3H, .J=7.0 Hz),

3.12 (s, 3H), 3.56
(s, 3H), 3.57 (s,
1H), 3.74 (s, 3H),
4.26 (s, 2H), 4.41
(g, 2H,J= 7.0 Hz),
4.91 (s, 2H), 7.59
(d, 1H, J= 8.0 Hz),
7.91(d, 1H,J=8.0
Hz), 7.98 (s, 1H),
8.02 (s, 1H).

59

_CH’3

—OCH,CHOCHCHy | —¢

k]
~N

N
| Ot

"H NMR
(DMSO-dy, 500
MHz): 8 1.10 (t,
3H,J=7.0 Hz),

1.32(t, 3H, /= 7.0
Hz), 3.23 (s, 3H),
342 (q,2H,J=10
Hz), 3.51-3.57 (m,
4H), 3.67 (s, 3H),
3.78 (s, 3H),4.32
{(q,2H,J="7.0 Hz),
5.14 (s, 2H), 7.65
{d, IH, J= 8.0 Hz),
7.89(d, 1H, J=18.0
Hz), 7.97 (s, 1H),
R.01 (s, 1H).

60

—CHyg

HCEC~CH,0— ¢l

CHay

'H NMR
(DMSO-dy, 300
MHz):8 0.90-1.01
(m, 4H), 2,51 (s,
1H), 3.15 (s, 3H),
3.52 (s, 3H), 3.59

32
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3H), 4.33 (s, 2H),
4.93 (s, 2H), 7.57
(d, 1H,.7="7.8 Hz),
7.69 (s, 1H), 7.85
(d. 1H, J="7.8 Hz),
8.10 (s, 1F).

"HNMR
(DMSO-ds, 500
MHz): 6 3.10 (s,

3H), 3.55 (s, 3H),
CHy 3.61 (s, 1H), 3.77
NN (s, 3H),4.35 (s,

—¢l |/ 2H), 4.92 (s, 2H),
7.58(d, 1H, J=8.0
Hz), 7.81 (d, 1H,J
= 8.0 Hz), 7.89 (s,
1H), 7.98 (s, 1H),

8.02 (s, 111).

61 —H —CHj HC=C~CH,0—

"1 NMR

(DMSO-dy, 300
MHz): §.1.09 (m,
2H), 3.17 (s, 3H),
CH, 3.44 (s, 3H),
“N 3.56-3.69 (m, 7H),
62 | —p —CHy | TOCHLCHLHOCH | —¢i | | ) 3.84 (s, 3H), 4.91

' (s, 2H), 7.52 (d,

1H, J=7.8 Hz),
7.70 (s, 1H), 7.85
(d. 1H,J =178 Hy),

796 (s, 1), 8.10
(s, TH),

"H NMR
(DMSO-ds, 500
MHz): §2.21 (s,
3H), 3.23 (s, 3H),
3.61 (s, 3H), 3.69
(s, 3H), 4.26 (q,
2H, Jir = 9.0 Hz),
5.14 (s, 2H), 7.65
(s, 1H), 7.65 (d.
1H, /=80 Hz),
7.94(d, 1H,J=8.0
Hz), 8.01 (s, 1H).

~N
- - N
63 —CHj —CHj OCH4CF; ==l | 7
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'"H NMR
(DMSO-dy, 500
MHz): 6 2.33 (s,

3H), 3.19 (s, 3H),
3.68 (s, 3H), 3.78
(s, 3H), 3.85-3.90
I~ (id, 2H, J = 3.5 Hz,
64 | —CHy | —CH, —OCHCHF, —a N'K{} s 1(252 g;)
6.11-6,33 (tt, 1H, J
=3.5 Hz, Jup=155
Hz), 7.63 (d, 1H, J
=8.0 Hz), 7,92 (d,
1H,.J=8.0 Hz),
7.99 (s, 1H), 8.10
(s, TH).

"H NMR
(DMSO-d;, 500
MHZ); 8 2.36 (5,

3H), 3.19 (s, 3H),
CHs 3.68 (s, 3H), 3.78
~N s, 3H), 3.96 (1,
65 | —CHs —CHs TOCHLRCHR, | —¢ ) 2&1, = 15:H(.z),
‘ 5.04 (s, 2H),
5.89-6.11 (m, 1H),
7.63(d, 1H,J=8.0
Hz), 7.92 (d, 1H, J
= 8.0 Hz), 8.01 (s,
TH), 8.10 (s, 1H).

'"H NMR
(DMSO-dy, 300
MHz): 6 1.09 (m,
G 2H), 2.41 (s, 3H),
g 3 3.17 (s, 3H), 3.44

; i NN, 5. 3H). 3.56-3.69

66 | —CH, —CH, OCH,CH,CH,0CH; | —g P (anﬂ%)?’ 35% 43(29

3H), 4,91 (s, 2H),
7.52(d, 1H,J="18

Hz), 7.70 (s, 1H),
7.85(d, 1H, /=78

Hz), 8.10 (s, 1H).

"H NMR
GHs (DMSO-ds, 500
,N =3 R
o | | e | emen e W | RS
~ 3.69 (s, 3H), 4.28
(g, 2H, Jur=9.0
Hz), 5.14 (s, 2H),
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7.61 (s, 1H), 7.65
(d, 111,.J= 8.0 I12),
7.94 (d, 1H, J=8.0
Hz), 7.98 (s, 111),
8,09 (s, 1H).

'H NMR
(DMSO-d;, 500
MHz): & 111 (t,
3H,J=7.0 Hz),
3.13 (s, 3H), 3.48

CH; | (g, 2H,J=7.0 Hz),
Ny 3.51-3.57 (m, 4H),
w 3.67 (s, 3H), 3.78
(s. 3H), 5.14 (s,
2H), 7.65 (d, 1H, J
=8.0 Hz), 7.89 (d,
1H,.7=8.0 Hz),
7.97 (s, TH), 8.01
(s, 1H), 8.10 (s,
1H).

'"H NMR
(DMSO-dj, 500
MHz): 6 2.27 (s,

3H), 3.12 (s, 3H),
CHs 3.56 (s, 3H), 3.57
~N I
; 4.91 (s, 2H), 7.54
(d, 1H,J= 8.0 Hz),
7.84(d, 1H,7=8.0
Hz), 7.90 (s, 1H),
7.99 (s, 1H).

"H NMR
(DMSO-ds, 500
MHz); 6 0.92-1,05
(m, 4H), 1.14 (i,
3H,.J=7.0 Hz),
K 2.51 (s, 1H), 3.36
70 | > =~CHj —OCHCHy —c [\L% 31({3{" ??;i;izg’J

=7.0Hz),3.77 (s,
3H), 4.98 (s, 2H),
7.45(d, 1H,J=8.0
Hz), 7.79 (s, TH),
7.98 (d, 1H,.J=18.0
Hz), 8.06 (s, 1H).
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71

—CHj

—OCH,CF,CHF,

—Cl

'H NMR
(DMSO-dy, 500
MHz): 5 0.89-1.01
(m, 4H), 2.52 (s,
1H), 3.19 (s, 3H),
3.68 (s, 3H), 3.78
(s, 3H), 3.96 (4,
2H, Jur= 15 Hz),
5.04 (s, 2H),
5.89-6.11 (m, 1H),
7.63 (d, 1H, 7=8.0
Hz), 7.92 (d, 1H,.J
= 8.0 Hz), 8.01 (s,
1H), 8.10 (s, TH).

_CH3

—OCH;

Hy

=
N

'H NMR
(DMSO-ds, 500
MHz): 8 6.91-1.03
(m, 4H), 2.51 (s,
1H), 3.34 (s, 3H),
3.36 (s, 3H), 3.40
(s,3H),3.78 (s,
3H),4.96 (s, 2H),
740(@d, 1H,J=8.0
Hz), 7.74 (s, 1H),
8.01(d, 1H,/=8.0
Hz), 8.10 (s, 1H).

73

—CHg

—CH.3

_OCH2CH3

—Cl

'H NMR
(DMSO-dy, 500
MHz): ¢ 1.14 (1,
3H,J=17.0 Hz),
2.21 (s, 3H), 3.36
(s, 3H), 341 (s,

3H), 3.55 (q, 2H, J
=7.0 Hz), 3.77 (s,
3H), 4.98 (s, 2H),
7.45(d, 1H,J=80
Hz), 7.77 (s, IH),
7.98(d, 1H,J=8.0
Hz), 8.08 (s, 1H).

74

’_CH3

7OCH2CH?_OCH2CH3

~—Cl

'H NMR
(DMSO-ds, 500
MHz): & 0.92-1.00
(m, 45, 1.11 (1,
3H,.J=7.0 Hz),
2.51 (s, 1H), 3.13
(s, 3H), 348 (g,
2H, J=7.0 Hz),

3.51-3.57 (m, 4H),
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3.67 (s, 3H), 3.78
(s, 3H), 5.14 (s,
2H), 7.65 (d, 1H, 7
= 8.0 Hz), 7.89 (d,
1H, /=18.0 Hz),
7.97 (s, 1H), 8.10
(s, 1H).

75

'_“CH3

Hs

"H NMR
(DMSO-d;, 500
MHz): § 0.83-1.05
(m, 7H), 1.45-1.51
(m, 4H), 2.29 (s,
3H), 3.37 (s, 3H),
3.45 (s, 3H), 3.56
(t, 2H, J=7.0 Hz),
3.78 (s, 3H), 4.99
(s, 2H), 7.58 (d,
1H, J=28.0 Hz),
7.96 (d, 1H,J=8.0
Hz), 8.09 (s, 1H}.

76

_CH3

—CHj

HCEC-CH,0—

—CHy

'"H NMR
(DMSO-ds, 500
MHz): § 2,09 (s,

3H),2.31 (s, 3H),
242 (s, 3H), 3.12
(s, 3H), 3.56 (s,
3H), 3.57 (s, 1H),
3.74 (s, 3H), 4.32
(s, 2H),4.91 (s,
2H), 7.54 (d, 1H, J
= 8.0 Hz), 7.84 (d,
1H,.J=8.0 Hz),
7.98 (s, 1H).

77

—CHj

—‘CH3

"H NMR
(DMSO-dy, 500
MHz): 6 2.22 (s,

3H), 2.37 (s, 3H),
3.23 (s, 3H), 3.54
(s, 3H),3.72 (s,
3H), 5.78 (s, 2H),
6.23 (s, IH), 7.22
1H), 7.55 (s, 1H),
7.61 (d, 1H, J=8.0
Hz), 7.93 (d, 11, J
= 8,0 Hz), 8.07 (s,

1H),
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78

—CHs

—“OCHQ_)CFS

——CH3

'"H NMR
(DMSO-dy, 500
MHz): § 0.83-1.05
(m, 4H), 2.34 (s,
3H), 2.51 (s, 1H),
3.36 (s, 3H), 3.41

(s, 3H), 4.35 (q,
2H,J=7.0 Hz),
3,77 (s, 3H), 4.98
(s, 2H), 7.45 (d,
1H, /= 8.0 Hz),
7.79 (s, 1H), 7.98
(d, IH, J=18.0 Hz),
8.06 (s, 1H).

79

—CHgy

—'CHQ

CHs

_CH3

'H NMR
(DMSO-dy, 500
MHz): 6 2.07 (s,
3H), 2.22(s, 3H),
2.29 (s, 3H), 2,44

(s, 3H), 3.09 (s,
3H), 3.58 (s, 3H),
3.74 (s, 3H), 5.72

(s, 2H),6.24 (s,
1H), 7.56 (d, 1H, J
=8.0 Hz), 7.79 (s,
1H), 7.91 (d, 1H, J
= 8.0 Hz), 8.02 (s,

1H).

80

—CHs

—OCH,CH3

—CH3

"H NMR
(DMSO-ds, 500
MHz): 5 1.10 (t,
3H,J=17.0 Hz),

1.32(t,3H,J="7.0
Hz), 2.30 (s, 3H),
3.23 (s, 3H), 3.58
(q, 2H, J= 7.0 Hz),
3.61 (s,3H),3.72
(s,3H), 4.32 (q;
2H,.J=7.0 Hz),
5.14 (s, 2H), 7.61
(s, LH), 7.65 (d,
1H,.7=8.0 Hz),
7.94 (d, 1H, J=8.0
Hz), 7.98 (s, 1H).
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'H NMR
(DMSO-ds, 300
MHz): 5 0.86-1.21
(m, 4H), 1.32 (1,
3H,J =72 Hz),
2.15 (s, 3H), 2.26
e CHy (s, 3H), 2.36 (s,
| m N 3H), 2,41 (s, 1H),
81 | [>— | —oHy N —CHa | I >—OEt | 3.19(s, 3H), 3.69
| N | (s, 3H), 4.38 (q

' 2H,J =72 Hz),
5.86 (s, 2H), 6.42
(s, 1H), 7.64 (d,
1H,.J=7.8 Hz),
7.78 (s, 111, 7.89
(d, TH, /= 7.8 Hz),
7.98 (s, 1H).

'"H NMR
(DMSO-d;s, 500
MHz): & 1.19(t,
3H, J=7.0 Ha),
1.35(1,3H,7=7.0
Hz), 2.28 (s, 3H),
o] ol 2.36 (s, 3H), 3.23

'z"\/ ) NN (s, 3H), 3.68 (q.
82 | TCHy | —CHCH; { N —CHs | | >—OEt | 2H,J=7.0 Ha),
~ 376 (s, 3H), 4.37

(g, 2H,J="7.0 Hz),
5.69 (s, 2H), 7.29
(s, 1H), 741 (s,
1H), 7.60(d, 1H, J
= 8.0 Hz), 7.92 (d,
1H, J=8.0 Hz),
8.00 (s, 1H).

'H NMR

{DMSO-dg, 300
MHz): § 1.09 (m,
2H), 118 (t.3H, J
=72 Hz),2.26(s,
CHa | 3H),2.35 (s, 3H),

=N : e AL
—CH,CH; | —OCHCHICH0CH; | —CHs ) ;5337635’(?%)
HaC 3.74(q, 2H, =72
Hz), 3.84 (s, 3H),
4.91 (s, 2H), 7.52
(d, 1H,./="7.8 Hz),
7.70 (s, 1H), 7.85
(d. 1H, J=17.8 Hz),
7.96 (s, 1H), 8.10

8 | —n
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(s, 1H).

84

H CH QC.H 3

_CH3

'H NMR
(DMSO-ds, 500
MHz): §.0.83-1.11
(m, 4H), 1.20 (t,
3H, J="7.0 Hz),
2.22 (s, 3H), 2.37
(s, 3H), 2.49 (s,
1H), 3.23 (s, 3H),
3.70-3.76 (m, 5H),
5.78 (s, 2H), 7.22
(s, 1H), 7.35 (s,
1H), 7.61 (d, 1H, J
=8.0 Hz), 7.93 (d,
1H, J= 8.0 Hz),
8.07 (s, 1H).

85

—CHj;

—CH,CH3

—QCH 2CF2CH F2

_CH3

'H NMR
(DMSO-dj, 500
MHz): 8 1.19 (1,
3H,J=7.0Hz),

2.24 (s, 3H), 2.36
(s, 3H), 3.19 (s,
3H), 3.65 (s, 3H),
3.78(q,2H,J="170
Hz), 3.96 (t, 2H,
(s, 2H), 5.89-6.11
(m, 1H), 7.63 (d,
1H, J=28.0 Hz),
7.92(d, 1H,7=8.0
Hz), 8.01 (s, 1H),
8.10 (s, 1H).

86

'—CH2CH3

_CH3

i
NN
mé%@a

"H NMR
(DMSO-dy, 500
MHz): 5 0.83-1,11
(m, 4H), 1.10-1.18
(m, 6H), 1.32 1,
3H,J=7.0Hz),
231 (s, 3H), 2.44
(s, 1H), 3.23 (s,
3H), 3.42 (g, 2H, J
=7.0 Hz),
3.51-3.57 (m, 4H),
3.71 (g, 2H, J=7.0
Hz), 3.78 (s, 3H),
432 (q, 2H, J=7.0
Hz), 5.04 (s, 2H),
7.65 (d, 1H, J=8.0
Hz), 7.89.(d, 1H, J
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= 8.0 Hz), 7.99 (5.
1H).

87 —H

_‘CHzc H 3

~=Hs

'H NMR
(DMSO-dj, 500
MHz): 6 1.16 (4,
3H,J=17.0 Hz),
2.01(s, 3H), 2.27
(s, 3H), 2.49 (s,
1H); 3.23 (s, 3H),

3.68(q,2H,J="7.0
Hzj, 3.76 (s, 3H),
5.69 (s, 2H), 7.29
(s, 1H), 741 (s,
1H), 7.60 (d,. 1H, J
=80 Hz), 7.68 (s,
1H), 7.97 (d, 1H, J
= 8.0 Hz), 8.08 (s,
1H). '

88 |  —y

—CH2CH 3

H3C—C=C—CH,0—
&TETH 2

—¢l

"H NMR
(DMSO-dy, 500
MHz): 8 1.18 ¢,
3H,./=7.0 Ha),
1.95 (s, 3H), 3.27

(s, 3H), 3.72-3.79
(m, 5H), 3.92 (s,
2H), 4,96 (s, 2H),
5.28(s, 1H), 5.31
(s, 1H), 749 (d,
1H, /= 8.0 Hz),
7.68 (5, 1H), 7.77
(s, 1H), 7.89 (d,
1H,.J = 8.0 Hz),
8.08 (s, 1H).

39 —CHg3

—CH;CH3

—Cl

"H NMR
(DMSO-dy, 500
MHz): & 1.20 (t,
3H,.=7.0 Hz),

2.08 (s, 3H), 2,34
(5, 3H}), 3.36 (s,
3H), 3.70-3.75
(m, 5H), 5.75 (s,

2H), 6.26 (s, 1H),

7.25 (s, 1H), 7.56
(s, 1THY), 7.59 {d,
1H, J =8.0 Hz),

7.91(d, 1H, /= 8.0
Hz), 8.02 (s,1H).
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90

—CH,CH3

—OCH,CHF,

—Cl

"H NMR
(DMSO-ds; 500
MHz): 6 0.85-0.99
(m, 4H), 1.18 (t,
3H,J=17.0 Hz),
2.23 (s, 3H), 2.52
(s, 1H), 3.19 (s,
3H), 3.69 (s, 3H),
3.74(q, 2H, =70
Hz), 3.85-3.90 (td,
2H, J=3.5Hz, Jur
=155Hz),5.04 (s,
2H), 6.11-6.33 (tt,
1H,J=3.5Hz, Jur
=55 Hz), 7.63 (d,
1H,./=8.0 Hz),
792 (d, 1H, /=80
Hz), 8.10 (s, [H).

91

™I
o

[ N

'"H NMR
(DMSO-ds, 500
MHz): 5 0.92-1.19
(m, 4H), 1.19(,
3H,J=17.0 Hz),
1.99 (s, 3H), 2.45
(s, TH), 3.28 (s,
3H), 3.67 (s, 3H),
3.75(q, 2H,J=17.0
Hz), 5.76 (s, 2H),
7.26 (s, 1H), 7.44
(s, 1H), 7.58 (d,
1H,./=8.0 Hz),
771 (s, 1H), 7.92
(d, 1H, J= 8.0 Hz),
8.06 (s5,1H).

92

_CHg

—CH,CH,

—OCH;4

Hs
=N
N N
L 7 OEt

'H NMR
(DMSO-dy, 500
MHz): 5 1.20 (t,
3H,J=7.0 Hz),

1.30(t,3H, /=70
Hz), 2.23 (s, 3H),
3.29 (s, 3H), 3.61
(s, 3H), 3.69 (s,
3H), 3.76 (q, 2H, J
= 7.0 Hz), 424 (q,
2H, . J=7.0 Hz),
4.98 (s, 2H), 7.65
(d, 14, J=8.0 Hz),
7.94(d, 1H,/=8.0
Hz), 7.98 (s, 1H).
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93

’— CH ZCH 3

CHy

J/

]
~N
[l —OEt

'H NMR
(DMSO-dj, 500
MHz): § 118 (4,
3H,.J=7.0 Hz),

1.30(t, 3H,J="7.0
Hz), 2.24 (s, 3H),
2.38 (s, 3H), 3.29
(s, 3H), 3.66 (s,
3H), 3.74 (g, 2H, J
=7.0 Hz), 4.30 (q,
2H,J=17.0 Hz),
576 (s,2H), 6.24
(s, 1H), 7.60 (s,
1H), 7.78 (d, 1H,.7
= 8.0 Hz), 7.96 (d,
1H,./ = 8.0 Hz),
8.01 (s, TH).

94

_CHQCH3

—CH,CH,

—OCH,CHF;

—(Cl

'"H NMR
(DMSO-d;s, 500
MHz): & 1.05(t,
3H,/=7.0 RL),
118 (1, 3H, 7= 7.0
Hz), 2.23 (s, 3H),
3.19 (s, 3H), 3.48
(q. 2H, J=7.0 Hz),
3.69 (s, 3H), 3.74
(g, 2H, /=70 Hz),
3.85-3.90 (td, 2H,
J=3.5 HZ, J1-[]-‘=
15.5 Hz), 5.04 (s,
2H), 6,11-6.33 (11,
IH, J=3.5 H.Z, Juy
=55 Hz), 7.63 (d,
1H,.7=8.0 Hz),
7.92.(d, 1H, J=8.0
Hz), 8.10 (s, 1H).

95

—CH;_»CH 3

TH NMR
(DMSO-d;, 500
MHz): 5 1.02 (1,
3H,J=7.0Hz),

119, 3H, J="7.0
Hz), 2.07 (s, 3H),
2.22 (s, 3H), 3.18
(s, 3H), 3.30 (s,
3H), 3.49 (g, 2H, J
=7.0 Hz), 3.62 (s,
3H), 3.78 (g, 2H, J
= 7.0 Hz), 4.99 (s,
2H), 7.45 (s, 1H).
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7.63(d, 1H, J=8.0
Hz), 7.92 (d, 11, J
= 8.0 Hz), 8.10 (s,
1H).

"H NMR
(DMSO-d;;, 500
MHz): § 0.87-1.05
(m, 4H), 1.17-1.28
{m, 9H), 2.28 (q,
NPHS 2H, J=7.0 Hy),
. B NN Ay
’ ’ HaC 3H), 3.54-3.64 (m,
1H), 3.72 (s. 3H),
501 (s, 2H), 7.45
(d, 1H, J=8.0 Hz),
7.99 (d, TH,J=8.0
Hz), 8.08 (s, 1H).

'H NMR
(DMSO-ds, 500
MHz): 0.1.17 (d,
6H,J = 7.0 Hz),
2.00 (s, 3H), 3.08
HyC EHa | (s, 3H), 3.54-3.68

) NN m, 4H), 3.74 (s,
T —H H30J\C‘H3 Z;\N “ A g ?’(H) .5,736 (s, 251),
| ! HaC 7.26 (s, 1H), 7.38
(s, 1H), 7.52 (s,
1H), 7.58 (d, 1H, J
= 8.0 Hz), 7.92 (d,
1H,.7= 8.0 Hz),
8.04 (s,1H).

"H NMR
{DMSQ-d;, 500
MHz): 6 1.21 (d,
6H,.J="7.0 Hz),
2.16 (s, 3H), 3.34
NPHB» (s, 3H), 340 (s,
‘ B - N SA A £
w | e o | oo e X SRS
8 422 (q, 2H, Jup =

9.0 Hz), 4.96 (s,
2H), 7.42 (d, TH, J
= 8.0 Hz), 8.02 (d,
1H,.J=8.0 Hz),
8.11 (s, 1H).
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99

H,C

GH,

~Cl

'"H NMR
(DMSO-dy, 500
MHz): 5 1.09 (1,
3H,./="7.0 Hz),

128 (d, 6H,J="7.0
Hz), 2.22 (s, 3H),
2.49 (q, 2H, J= 7.0
HA), 3.30 (S» 3H)’
3.50-3.68 (m, 4H),
4.99 (s, 2H), 6.24
(s, 1H). 7.45 (s,
1H). 7.63 (d, 1H, J
=8.0 Hz), 7.92 (d,
1H,.J = 8.0 Hz),
8.02 (s, 1H), 8.10
(s, TH).

100

H,C

! cH,

HC=C~CH,G—

"H NMR
{(DMSO-ds, 500
MHz): & 1.25 (d,
6H, J=7.0 Hz),

3.12 (s, 3H),
3.50-3.68 (m, SH),
3.74 (s, 3H), 4.32
(5, 2H), 491 (s,
2H), 7.54 (d, 1H, J
=8.0 Hz), 7.71 (s,
1H), 7.84 (d, 1H, J
= 8.0 Hz), 7.98 (s,
1H).

101

H,C

CH,

—Cl

CHy

'H NMR
(DMSO-dj, 500
MHz): 81,21 (d,
6H,.J=7.0 Hz),

1.70-1,90 (m, 4H),
2.16 (s, 3H), 3.34
(s, 3H), 340 (s,
3H), 3.54-3.62 (m,
1H),3.78 (5, 3H),
3.82-3.94 (m, 2H),
4.26 (s, 2H),
4.68-4.76 (m, 1H),
4.96 (s, 2H), 7.42
(d, 1H,J=8.0 Hz),
8.02(d, 1H,/=8.0
Hz), 8.10 (s, 1H).
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102

_‘»CHS

—QCH,CHF,

—Cl

'H NMR
(DMSO-dg, 500
MHz): 6 3.09 (s,

3H), 3.68 (s, 3H),
3.78 (s, 3H),
3.85-3.90 (td, 2H,
J= 35 HZ,JI[F:
15.5 Hz), 5.04 (s,
2H}J, 6.11-6.33 (it,
IH,#=3.5Hz, Jur
=55Hz), 7.40 (s,
1H), 7.63 (d, 1H, J
=8.0 He), 7.92 (d,
1H,.7=8.0 Hz),
8.00 (s, TH).

103

HaC” “CH,

CHg

B
H3C[:/N

—z

—al

"H NMR
(DMSO-ds, 500
MHz): 8 1.21 (d,
6H,.J=7.0 Hz),
2.07 (s, 3H), 2.29
(s, 3H), 2,44 (s,

3H), 3.09 (s, 3H),
3.42 (s, 3H),
3.59-3.68(m, 1H),
5.72 (s, 2H), 6.24
(s, TH), 7.56 (d,
1H, J= 8.0 Hz),
7.91 (d, 1H, J=8.0
Hz), 8.05 (s, 1H).

104

—CH,CH,4

—OCH,CH3

—Cl

'"H NMR
(DMSO-ds, 500
MHz): § 1.10-1.25
(m, 6H), 1.37 (1,
3H,J=7.0 Hz),
2.29-2.41 (m, 4H),
3.12(q.2H,J=7.0
Hz), 3.32 (s, 3H),
3.68 (s, 3H), 4.89
(s, 2H), 7.62 (d,
1H, 7=8.0 Hz),
7.99(d, 1H,/=8.0
Hz), 8.11 (s, 1H),.

105

—H

'—CH3

—OCHzc F3

—Cl

'H NMR
(DMSO-ds, 500
MHz): 3 1.25 (t,
3H,J=7.0 Hz),

235(q, 2H,J=7.0
Hz), 3.34 (s, 3H),
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3.48 (s, 3H), 3.78
(s,3H),4.22 (q,
2H, Jur=9.0 HZ),
4,86 (s, 2H), 7.42
(d, 1H, J= 8.0 Hz),
7.71 (s, 1H), 8.02
(d, 1H,.J=8.0 Hz).

"H NMR
(DMSO-dy, 500
MHz): § 1.20 (1,
3H,J=7.0 Hz),

1.48 (d, 6H,J=7.0
Hz),2.29 (q, 2H, J

» / \ CHCHy | = 7.0 Hz), 3.34 (s,
‘ [ N _ Cle’S N 3H), 3.48 (s, 3H),
— J Cl ‘ AT
106 CHjy ch*CHg, |\|] C \ N“CH 3.53-3.62 (m, 11),
2843

3.78 (s, 311), 4.86
(s, 2H), 6.26 (s,
1H), 7.25 (s, 1H),
7.59(d, 1H,/=8.0
Hz), 791 (d, 1H, J
= 8.0 Hz), 8.02
(s,1H).

"H NMR
(DMSO-ds, 500
MHz): 8 1.05-1.20
(m, 6H), 1.32 (1,

3H, J=17.0 Hz),

CHOHs | 231246 (m, 4H),

i _ Cla™ 19(q,2H,J=17.0
107 | —CH4CH, | —CH,CHy | HCSC=CHZO - wa 3H'z)(§,4f2 (s ’;H7)
; V’CHg ol Sy w2k Ny

3.60 (s, 1H), 3.68
(s, 3H), 4.36 (s,
2H), 4.89 (s, 2H),
7:624d, ITH,J=8.0
Hz), 7.99 (d, 1H, J
=8.0 Hz).

B RAR

[0124]  Jaad DA T SE it 491 $2 f3k () LA STt U7 8, WP AR KPR I Bk S #EAT 3 — 2 VR 4H UL
A, X T AR A AU AR N i & 5 A R IE IR AR A R I FOA = /e AR T-BA R
SE s N T AR B ok 25 I SERL I R 28 )& T AR R W I Ya T BL T se i i T2 2%
UL L U ZR I R A AA « A I B B PR R AT R IE

[0125]  SEjids1

[0126] AL s Ui BH R L R AL S0 L BAR G i 775 AL B 01 Al I DA T I BN SR A
B -

[0127]  Step 1:9H[EME(a~1) A K
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[0128]
’ SO,CH, SO,CHs
N Br NaH/ CHsCN e A N/?
NS /7 + e — N=
c 5-10°C ‘ o]
COOH COOH

[0129]  EHX50mLZME T-250mL = 1 Gef P , B T UK, IRl /E6 ~10°C Z [/ MR &
3.0g(0.075mo 1) &4 H 60 % FINaHZZAZ A = VIR , I8 HI7E10°C AN , 2R JE K
2.4g(0.036mo ) MEMEE T DS Z0EH , B TR P ik RIBE R 2 L0°C AR

BRI 9 N 5E S SR UK I 25 1F T R st b o iR RIE S FE J5 , BRE10g(0.033mo 1 ) 25~
3R R -A-FINEIR B b A2 AR R b B IR HIE 10 C YA, VORI 261 T i
P HPLCER R S B 82 Ji b} S5 B 5 4 o BE 28R £ 40 5 NN 200mL 7K , 2218 iNHC T, = 38 #i
P, T T AR, AR B2 AR b A (a-1) 45 0 Tt b TR

[0130]  Step 2:9[AlfE(a—2) )AL

S.OQ:CH_aNﬁ ggg: S‘C’)zCH(BN(\Nj

[0131] e - - ¢ -
COOH Cocl

{a=1) e

[0132]  FR&E10g(0.030mol) H (A4 (a—1) T-250mL 5 [T BEIEH , IIAB0mL =& 2 bt , A 2D
VFDMPAS AL, B e PR &5 (0.039mo 1) EL Bt #UA T /08 — & keIt B Ts 3, iR
W IN AR B b N e R IR AR T Ak iR 2h Ao A 49 B S R AR (a—2) 1 SRV
ZR BRI TF A, TEEHT T — PR M.

[0133]  Step 3:H[a){kalt) &%

[0134]
CHy
: o\ SO,CH,4
SOQCHﬁ» N Ho/q{N . : 4N\;
. M % - N\j
N ] CHs l = v .
\= : N (CH3),C(OH)CN / EtaN
Cl ‘ CHs . '
cocl EtgN o”c‘o—(/\l\lr s
”
H.C
(a-2) (a-3) a

[0135]  #x&1.7g(0.015mol)1,3—— FF -5z T-250mL = [ R 4 , IMAG0mL 1,2-
TR R EA . 0g(0.040mol ) Z L RETAR R UKOK I SR TR ) A (a-2) 1Y
1, 2- & KRB (50.010mol (a-2) ) M E AR R, it #2 4 % HE SR Y B Th
HPLCRR BRI B, JFRE I B 58 4 5 453 21 &8 R A4 (a—3) [ S SLIR  [3] 5 H TR (a—3) 1 %
NV AR AL . 0g(0.010mo 1) = & i AN E53i A B s B, ik 22 8 /il 750 ~ 60 °C FF i R AR
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31, S8 2h , HPLCER B SN o SN 5645 J5 TN 100mL7K , 2248 InHCL , =8 F #tdE, B £ pH=3
A REG L K R A HLE F200mL K BRI 20, 4 oK IR IR AN T4 i » B2 1% B HLIE 7
13313, 6gh5 B ol AR A RT N1k & a

[0136]  Step 4:4LEWIOLI A RL

[0137]
S0,CH3 50:CHs
v N
N
o coc,_ e gaN,
' cl ¥ MR\ EtsN/ CHaCN Cl
CH / . CH3
C ; 3 N & ,z,C - ]
o { N 5-10°C A
RS I I N
N CHa 0
HO™ °N 7
CH3 — "50. CHS
N, /i. .
ch N CHa
a o1

[0138] FRE2.1g(0.005mol )& MaT 100mLE BT, I 15mLZ EAIL. Og
(0.010mol) = ZJi& , UK/KH S A N HF Ja ik o #R 1. 08 (0.006mol ) 1, 3~ F Jkrh ik —4—F
FUAT 100l & i IF B TR -, UKOKIE 56 AF T FF 46 0 HPLCER BRI M. 2= Ak B a1
SE4T NS JG , N 100mLZK A1 100mL 2, B 2. B , 2B 43 27K 2, A HLZ A 100mL i Al £ 26
IKBEER 2K 5 B T KR B AN T 18, e 28 B A WLV 1 19 Bl bk o 6 [l , 24 JZ i 4l 515
FI1. SR T by AR 44 BRI AL 54001 JHPLCE 893.9% , 1K #53.1% .

[0139]  'H NMRELHE W1,

[0140] S5 2 45 St 4511 343 SV B 6 L AL S 02 B AL & W 1310 & il 12 » He 5 it 451
1AL, e Ab AS B TE AR U0 B o

[0141]  sZjEfs14

[0142] RS 5] 156 BH 3% L h AL A 0 14T BAKR A TV AL B LA I PR S BED BRA
% .

[0143]  Step 1:9H[EME(b-1)KI AL

[0144]
802CH3 S0,CH3 S0,CHx
CHs CH3
Br_NaH/ CHACN_ O /j O 7
\—Z cl 5.10°C
COOH CQONa COOH

(b-1)
[0145] S HX50mLME T-250mL = 1R , B T UKokt , i JE IR HilfE5 ~10°C Z [H] MR &
3.0g(0.075mo1 )NaHZE & NN = e b, J FEFEHIAE 10 C AN SR S5 FR &3 (0. 036mo1 )4
R s T8 g, B T4, %ﬁi%/mfﬁqﬂézﬁo "C A A R AR 0 - 3
e VKOKIR A T Ak bt AR RIEJERE f5, FRE10g(0.033mol ) 2-5 -3 1 H—4-
KRR R o 222 I A &b, R F i 7E10°C u WS DRI 6 AF S P H - HPLCER 5
N2 JERE SN 564 o e AR RS 2 A, IIN200mL7K , G2 1835 INHCT , 53 R SR, 32 HH B0 44
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WURL, fpE A3 RN A B E AR RD A A4 (b-1) , % H B T8 TR A
[0146]  Step 2:91[A4E(b-2) KA L

80,CH3 \ coc S0,CH3
N\j\ ool
[0147] CHy NN
COOH cocl
(b-1) (b-2)

[0148]  FR&E10g(0.030mo 1) [A44 (b—1) T-250mL 5 [T BEIEH , INAS0mL & 2 8¢ , A 2D
VFDMP AL, i JE PR &5 (0.039mo ) HEL FA T /D8 R Akt B T s+, w ik
WINZEAR R b N e R e B A N AR 2h A2 AT, 459 B S A AR (b—2) B S BV
RN TR, " EEEH TP R

[0149]  Step 3:4LEWIbIKA K

[0150]
e SO,CH
SOzCH3 N ) / \N SOZCH3 N 2 :3 ’.'_ .
==l CH « CH2),C(OHJCN / EtN o
CHy 3, cl L CHy {CH3}.C(OH) 3
¢ ' v th 50-60°C O/
cocl EtN 0?0 1 - o I{
NT HO™ Sy
% N
CHy
(b-2) (b-3) b

[0151]  Fx&E4.0g(0.036mol) 1,3~ FF L —5-Hk MBS T 250mL = L B3 7, INAG0mL 1 ,2-
TR KR AR R 128 (0. 12mo 1) = TAR R P UK S A TR S R R A (b-2)
[ BL ($20.030mo 1100 ) i N 22 44 &, i fimack 2 v R Bl SR 37 o IOR2 1h JFHPLCER B I
N, JFURH N 58 4 JE 19 215 R TR A (b=3) I S REVR & R0 5 7 P (D4 (b=3) (1) S B2 R
3.0g(0.030mol ) = Z, & FN0 . 5mL TR B FUEE , ¥ )& #2175 50 ~60 °C 48 A @ AR, S i 2h,
HPLCER BR J 8L o J5 B2 58 4% J& N 100mL 7K , 242 INHCL , iR~ #eh: , B2 pH=3/ 47 . B HL
b K2, A HLE F200mL7K BEik 20K , 2 To /K B B AN T4 » e 28 B 22 WLV 71, A3 218, 1g
AR (OOR AR IE AR BT AL &b o

[0152]  Step 4:4LEW14RHE

cloc
F Na2C03/ CHACN
[ N =
[0153] N 5~10°C
CHa

[0154] FR&E2.2g(0.005mol )& Hb T 100mLE LI B G, In AN 20mL Z AL . 0g
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(0.010mo 1 ) BREREH , UK K26 1F T HF JEHiHE - #r 20 .8 (0. 0055mo 1) 1 —FF Sk e —4 - F JE 4
T 10mL ZJE I B T VB0 =, DKM S A T T 6T 0 - HPLCER 155 S B 28 A Wb I 8L 58
Ao A, IO 100mLZK AT100mL £ 1 2B , ZE B 73 257K 2, A AL Z FH100mL v Al 57K
Bk 2R Ja oK IR BRAA T 5%, BE 28 22 A ALVA 71, 19 BVRER ELHCIR YD, 295 % L BE T 45 i
JEAFEI2. 0ghs B M ACIR [ 44 BD AL B 7014 HPLC S 894 1% , I ZT70.9% .

[0155] 'H NMREGHE W% 1.

[0156] sty 152 S22 4 vk R 1AL S5 2 G220 & B, H 5L
W14, BEALAS B LR UL B

[0157]  sEjfafs23

[0158]  ASLjiafa i BH R 1 R AL G230 BAR & i 714 AL B 23 ml @it UL T I pAE SR A
J

[0159]  Step 1:H[E4&(b-1)H M

[0160]  [A]sZjfaf14.

[0161]  Step 2:H[E4&(b-2) A M

[0162]  [E]sEZjtaf14.

[0163]  Step 3:4L &Ml &K

[0164]
‘ O 80,CH3
JOcHs N v FN N N, ANy
LY AL L
7 . o, CH o CH, (CHOCIOHICN EN o CHy
l . { ; 50-60°C -0
cocl EtsN O?C\Oﬂ 0T o I—\\
N HO™ >N
H3C' I
CH3
(b-2) (c1) ¢

[0165]  FRE3.6g(0.036mol)1—H -5k M T 250mL = 1B E H , IIAG0mL 1,2- &
LA G LR FRE128(0. 12m0 1) = LG TR &R KK 2644 T 48 5 A (b-2) 1
MR ($20.030mo 118) 8 N2 A& &b, W I F2 R R @& AR - OB Lh JEHPLCER B S B, Jit
KL R 5E 4 JE A5 B0 A H AR (= 1) BB« A1 35 HP (AR (e— 1) B9 OB R A3 . 0g
(0.030mol) =, J&AH0 . 5mL A B AU , 6 B2 4% 1] E50~60 °C AT @ TR, [ B 2h , HPLC
PRBFE N o N 5E 4 FE NN 100mL7K , ZE1S I INHCT , =3 T ik, B 2 pH=3 /45 B 2=
KJZ, BHLZH200mLK B 20K , & T /KRR B8 T8 J5 , B & PR B A WA, /327 . 9ghri 8
ok AR AR ML A e

[0166]  Step 4: 4B 2304 B

o1
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[0167]
SOZCH3 Sochg
SN N
N’N\ , NS
; \QZ CIOC, | ; o R
cl : + R\ DIPEA 7 DCM
CHg 2/ N ‘ : We CHs
g?o ) Et0” N 5~10C o l/—\
l/ N CHg o N
HO™ N : L]
) BO, ¢y cH
CHs )=S 5o M
N, 2
¢ HCOOND o

[0168]  Fx&E2.1g(0.005mol)4bE YT 1OOmLE LB 1, I 20mL S HF Le 1. 3¢
(0.010mo 1 )N, N- ST HE 2. [, VROK VA 4 T FF it OB 0g (0..0055mo1 ) 1-F1 25—
LA SN -4 F B SA T LomL — S e I BT B0 =1 o, DI A6 A T 6 N - HPLC
PRES R R B A AW R B 584 o [ SEZE TR S , IIN100mL7K FI100mL — &0 FF 4, ZE B4 227K 2,
ATHL)Z FH100mLAE AT B £5 /K B 20% 5 2 To 7K B 8 B0y 8 , e 28 B AT WL 7], 19 B A s £
[f 4% , 2295 % £ B B4 SR AF B 1. 9g ik 58 (b ACIR [l 44k o R A4 5423 . HPLC S 595, 1%
i %64.4% .

[0169]  'H NMREHE W1 .

(01701 S8 2408 BN 2 L A 5 W0 2410 & W7 V5, Ho 55 S 91 23 25 01, 1 Ak AN 1 48

I o SE i 151125
01711 ARt 9] 5t I 2 L b Ak S W 25 1 AR & i 12 o A W0 25 AT i DA S B2 Bl
OZCH3 SOQCH3
’ QCHCHF
QCH,CHF, T @C
cl + X EtsN / CH3CN ¢l
CH, Y ‘ - Lo CHa
i N 5-10°C o
[0172] BY Y, %
A 3 07N
HO™ TN (i: éH
CH3 o \\D 3
SN /i
H4C N CH3
d 25

[0173]  SEIG#R(E:

[0174]  #RE2.2¢(0.005mo )AL AMdT 100mL B T HIE P, I 15mLZ 1. 0g
(0.010mol) = ZJi , UK AK M 6 T FF Jridii bk o 1. 0g(0.006mo 1) 1, 3—— FF S i —4— F
FIE T 10mLZE I+ E TR =k, VKoK 26 AF 1 265 0 HPLCER R S B 22 4k 5 d e
Fa4r o RISEE RS, N 100mL7K F1100mL 2, B8 2.1 , ZE B4 227K 2 A BLZE AT L0OmL i A fr
TR 20 Ja 22 T /KR BRAN T4, HE 7% 5 A HLTE 7, 19 RIS st [0 4, 2295 96 £ i L 45 it
A B T B OO ACIR I f . B LA 025 HPLC A 92 3% Wit 57.6% .

[0175]  'H NMREHE 1.

[0176]  SEitE 15126 22 52 1553 1 B 26 1 P AL A4 26 AV A W5 310 & a7 v, H 5 s 1125
FAL, BEAE A VEA UL

[0177]  sEjiafsl54
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[0178] ARSIt ] i W] R L h AL S 0541 BAR G 5 i o A 5154 T I LR B a5k

SO4CH3 SO,CH;
hd OCH,CF3
OCH2CF3 —
cl + Z/ N KaCOs 7/ CH3CN cl
A N — : e
r/C 4 B SN o
[0179] © F BO™ N 510°C 0 I—\\N
N CH, 07N
Hoo EtO ' I
: ___Cs CH
CH3 y— \"o 3
N /S
HsC N
e 54

[0180]  SEEGHE{E
[0181]  FRE2.4¢(0.005mol )4k & We T 100mLEE L1 BEIR F , N AN 20mLZ JE 1. 4¢
(0.010mo 1) BERH , KK 261 R H B4 H: B 1.0g(0.0055mo 1) 1-F Jk-5-7, S L -
4-FA B S T 10mL Z 5 3 B TR - o UK B 441 R FF AT N HPLCHER B I B Ak &
e B 5845 « LG H G, M 100mL7K F1100mL Z, B8 2, B8 , FE B4 227K 2, A HLE F100mL
YN ET ER KB 20K o 22 To /K B BR BN 452, e 28 B 5 A WLV 1), 13 BITR AR E [l 4, 4295 % 2
Bt B 45 R S AR B2 . 1o Oy AR 1 BN AL 5954 HPLC T 894 3% , U268, 3% o

[0182]  'H NMRELHE W# 1.

[0183] St 5155 2= S it 49159 U B 32 1 AL A W55 B AL A W5 91 & B 7 14, e 5 5L i 4154
AL, EALASFETELH UL

[0184]  SEJiif5160

[0185] st ] 14 B 22 1 AL A6 01K EL AR & il 77 14 o (A D60 mT T DA IR B2 Al -

S0,CH;, SOsCH;
QCH;C=CH L OCH;CECH
ClOG; _ N !
Cl + Z/ \\N DIPEA.JDCM ! Cl
HO™ N ((?: Y
CH4 /=S s CHsz
Ha™ N

[0187]  SEEGH#AE -

[0188]  FRE2.1g(0.005mol)fbAWE T 100mL L LTBENREH , A 20mL & fe A1 . 3¢
(0.010mo1 )N, N-Z 5 3 2 Ji% , UK R I A T A R Bt Bz 0. 88 (0. 0055mo 1) 1-F i
P —4—FR 5t S T 1OmL S e 00 B T ) o, VKoK 25 AR R R 4« HPLCER B 5 b
B AW L5 A o R ES SRS L I 100mLAK AT L00mL &0 7 4% , 2EHR 43 227K )2, A L2
100mLL AT 7K ¥ I 20 J5 20 TE K BRI B0 , e 2615 2 ALV ) 49 BIIRAR €2 [ £, 2
95 % LI B 45 JE AT B2 1 g AT (O ACIRIE 14 BN AL A 60  HPLCE 895 7% , Yl 3
76.6%.

[0189]  'H NMRAHE 3£ 1.

[0190]  SEjfE /561 2521575 Ui B 26 1P AL &6 1 BAL S W75 10 & a7 v, H 5 S2 i 1160
AL, BEAE A B FEA UL
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[01911  sZjifsl76
[0192] ARSIt ] i W R L AL S 076 1) AR G 5 12k o A ST ] L LR S R 45k

— S05CH;
NOCH,CECH OCH,CECH
CHy . EtN / THF ! ChH
.G - G CcH
€. CcH 5~10°C 0 d
HO i N'N G I‘I\l’
CH3 HSC_N‘ ™ O CHB
“CHa 60
g 78

[0194]  SLBOH#EfE .

[0195]  FRE1.9g(0.005mo 1) HbAHg T 100mLEL FTREHEH , AN 20mL VY & L g A1 . 0g
(0.010mo1) = 2., VKK A& A T A EHBERE  Fk 0.9 (0. 0055mo 1) 1, 3~ FI AL~
e SELI T 1 OmL DY S8 I 9 5B T3 00 ) o, VKoK I8 4% 11 7 4438 N« HPLCBR B S 82 %84k 5
Mg S 80 5645 o I N5 T LN 100mLAK R 100mLZ, BR 2. B , R HR 4 237K 2 , A HLZ FT100mL
VLRI T £R KB 0 2000 R 8 TE K B R BA 1% » e A8 ok 25 A WLV AR, 49 BRG] 4k , 2295 % LB
45 5 JE AR B 1 gk st My AR Ik o B L B 076  HPLC AT 5096 2% , 13669 4% .
[0196]  'H NMREHE WE 1,

[0197] SEfifpI 77 S SE i I8 1 LI 22 LT AL A 4T T AL A IS LK A BT JL 5 SE 76
FALh, BEALAS P TELH U B

[0198] =Lt fs]82

(01991 S i 1 4 ) 2 1 oh AL A 82140 EL A 25 B 7 v o A A P82 T aed L R S B 25 B 4
R

[0200]  Step 1. [A]4A(h—1) & Rk

[0201]
50,CH; S0,CH; y SO,CHs
rNaH;‘CH3CN ‘ N/j O
£ - s (YT e OO
COOH COONa COOH

(h-1)

[0202] S HX50mLZ MG T-250mL = 1B , B T UKt , i JE IR HilfE5 ~10°C 2 [H] MR &
4.4g(0.11mol )NaHZEIE A = N BEHE I FE I HIAE 10 CRA W , R 5 FRE4 .6 (0. 045mo1)
A-F A T B CIEY, BT i RIBJERE £ 2)0°C 4 FFHEG T .
SEEE R UK AR 564 D R Bt ik R R E f5 , & 10 (0. 034mo 1) 2—FH J—3 -5 FH J—
A-FR RS R R R - B A2 IMNAR b, IR JE I HIAE 10 C LA, KK 2644 T bt . HPLCER B
R ZE SR N R4 AR 22 2, TIN200mL 7K , B2 18R NHCT , 28 35 T Pk , 32 7 B0
PSR, e 1R B2 A EAARRD Sy a4 Ch—1) % H B TR TR H .

[0203]  Step 2:H[EMA(h-2) Ak
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S0,CH
273 ~C cocl
YT e
[0204] CHs
COOH
(h-1) (h-2)

[0205]  Fx&10.5g(0.030mol) A 44 (h—1)TF-250mL 8 1B , In A 50mL & 2. 4%,
SYFDMP R , B3 e FR 5 (0. 039mo 1) B SA T8 & 2 bt B THs 3, %
BRFENEA RS e EEEAM TS nibk2h 2247, 43 235 A a4k (h-2) 1 I B
W Z R N T AL, r B T R — 20 e

[0206]  Step 3:4LAWINIIA AL

[0207]
CHs
AL SO,CH,
soot, M s O
NP o S G N I = ~
N/j/ HO™ >y N N
s L N& CH4)5COHICN / EtN N
r CHjCH; . N (GH3),C(OH) 3 CH,
CH3 o —_/oHs 50-60°C CH3
C‘ o /-,C
coc BN o”"o‘q oI
;N’ HO "N'N
H4CH,G N
CHoCH3
(h-2) (h-3) h

[0208]  FrE4.5g(0.036mol )1~ FE-3-F F-5-NE % T 250mL = [ FEHE A, INA5G0mL 1,
- T E LB VAR FRE122(0.012mo1 ) = Z T 4E R P o UKAKIB 464 98 & 4 v ) 44
(h=2) B RV (#20 . 030mo 1 1eh) i IR & A4 ZHp L W o R R G SRS o IR Th JFHPLCER
BRSO, JFUR} S 58 4 JE A5 2S5 A H 8] 44 (h=3) 19 S B2V o 1) 55 A H T4 (h=3) F e B2
#Mn3.0g(0.030mol) = Z & HN0 . 5mL P AR FUEE , et & 45 1l 7E.40 ~ 50 C FFAT FH G RS, JRBL
2h, HPLCER BF [N o S5 M 58 42 S N 100mL7K , 2212 INHC T, =35 ik, H & pH=3/ 47 . %
Bk K2 A HLZE F200mLK B 20K , 22 oK IR BR BN T 158 I e 28 Bk 22 A HLVA ), 15 2
6. TglR PR Bk AR E AR NS N

[0209]  Step 4:1LEHI82MK A Rk

[0210]

DIPEA/ DCEt
+ N -
N 5~10C

h 82
[0211]  #RE2.2¢(0.005mo ALEHh T 100mL B B3R, AN 20mL 1,2- & 2 f1
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1.3g(0.010mol1 )N, N-— S Ak 2 i, VKK 56 A~ B i - Fr &1 . 0 (0.0055mo1 ) 1-H

He-5-7 MM —A-F B EVA T 1omL 1, 2- & 253 B T mds 4, vkok s &4k T FF
B N HPLCEREF S B B A G WIh S B 5848 o S B A RIS, TN 100mL 7K AT100mL — & HF £, 2%

B 227K )2, A HLZ FH100mL L R £h 7K B i 29 i 8 TE K BR RN -1 , e 285 2= A ALIE 7,

1R RIRR B A , 2295 % L BEHL 45 i JE A3 B 1. 9g 28 AUk AR 8144 o R AL A 4082 . HPLC & &

93.8% , I %62.0% .

[0212]  'H NMREGHE WKL,

[0213] st 5183 4% S jita 9187 Ui I 3R 1 vh Ak S W83 Z Ak & WI8TIN £ Bl 7 2% , FL 5 51 i 451182

FALL, BEAEASFEFELH UL

[0214]  SEJiff5188

[0215] skt 9 i B 2R 1 AL S 881K AR & i 77 12 o LA 88 A Tl PA R R LAl -

[0216]

oo $0,CH3 .
S .y

' Y cloc | V

AN § z/——\\ K2CO3 / CHACN cl

N > e .
07 N 5~10°C T
R\ | /A
/ N CHs 5 N,N
HG [\Ij ] L .
/N~\ £
HaC™ N

,i -
[0217]  SEIGHE{E -

[0218] Fr&E2.1g(0.005mol )fb-a¥i T 100mLEE I BEIEd, N A 20mLZ AL . 4¢
(0.010mol ) BRERHH , UK 26 1F T HF JE$iHE - Fr 20 .8 (0. 0055mo 1) 1 - Sk e —4—F B4
T 10mL I FF B TR 1w, DKM 2644 T FFR AR N  HPLCER B [ B 2 A0 A 4 1 R B 58
A A , IIAN100mL/K AT100mL 2, R 2. B » ZEHU A 27K 2 A HLZ A 100mL i A4 #h 7K
Ve 2R JG 4 To /K BR B T 152 , e 285 2 A HLIA 71, 19 BV AR il 4, 295 % 2 B L 45
F21 . 6ghi Ry ACRE 44 . RTA A 188  HPLCE £90.6% , I EST.2% .

[0219]  'H NMRELHE W#E 1.

[0220] Syt 51189 2= S it 49195 Ui I 3R 1 R AL S 89 AL A W95 1 & Ji 7 125 , e 5 52 it 4188
AL, EALAS AN UL

[0221]  SEjiif5196

[0222]  ZRsijifa 9 6 B 2R 1 AL S 4096 1K AR & i 75 12 o LA 96 1T T DA R R B2 Al -
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OCHaCHs CHy OCH,CH;

Cl * / N s - CJ
o CH " 0" 7

[0223] /3 \N CHgy o ¢
HO™ ™y’ 9" N
* S
HsC™ "CHgy HsC-N, | HsC™ "CHjy
NT e,

96
[0224]  SEIGHE(E
[0225] Fx&E2.2¢(0.005mo ) AEM T 100mL B I EENEH , INA20mL L iE R . 4¢
(0.010mo1 ) BRER# , KK ¥ 56 A1 T FF R B . R 20952 (0. 006mo1) 1, 3—— F ket g —4 -
B SA T 10mL 2S5 B T 3 b VORI 264 T FFUR T N . HPLCER Bf R L B AL AW J R
B 5E A o S B 45 U S I 100mLZK R 100mLZ, R 2. B , 2 B4 257K 2, A HLE AT 10OmL i Al
ERIK B 2R 5 4 TE KR B T 15, B 28 B 2 A LA ), A3 B VR R L 844, 2295 % L B HE 45
fe A3 21 . 6 Ry ACIR 44 L B R4k A496 . HPLCE 8:94.7% , W #53.8% .
[0226]  'H NMRELHE W21,
[0227]  sZiEfl97 B SEHEW] 1013 R L P AL AT B A W0 A 72, H 552t
96 , AR AN FEAN UL o
[0228]  sEijifafs102
[0229]  ASEjifa sl i BH 3R L P AL A M LO21) AR A BT 25 LA 1020 Ik LR R B A
% -

80,CH;
, 2 H3 O OCH,CHF5
OCH,CHF,  Cl A
O #ne /Cl EN/ CHLCN cl
ot + B . 4
N 5~10°C 0%
: R
[0230] ) I,
CHgy a0y
\ !
NN
HyC
k 102

[0231]  SEEGHE{E -

[0232]  FrE2.0g(0.005mol )fb-&MkT 100mL B 1 BEIE  , N A 20mLZ E AL . 0g
(0.010mol) =2, KK 561 R A R4« BRE 1. 0g(0.0055mo 1) 1 - FF B -4-S{it e -3
B SA T 10mL 2 i FF B TR0 S, VKoK 864 T FRU6 0 - HPLCER 55 5 N2 2 A A M0k e
N 584 o SN S TR, INN100mLZK AT100mLZ, FR 2. B , 2K HL 2 7K 2 , A HLE A 100mL i Al
EhIK BRI 2R G G o K BR R 58, e 285 2 A LA 1), 15 B 4 [l 44, 295 % L BE L 45 d
JEAF RN . 8ghF B by ACIR B4 - B Ak 59102 HPLCH 896 2% , I #62.8% .
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[0233] 'H NMREGHE W% 1.

[0234] St 103 2 SE 5 1 04 VL I R L P AL A 103 R AL B L04KT & 712, H 5 5L
B102340L , b AT FELH UL o

[0235] =L f105

[0236] AL f5] 14 B 32 1 AL A W1 061 oAk & B 7 4 A & 105 @ i P T R A

SO,CH;

’ OCH,CF;
cl CH3CH3 , N "o
o) / \ - .Ce
N’ 5~10°C
1
[0237] ¢l CHy

1 105
[0238]  SEEGHE{E -
[0239] FrE2.1¢(0.005mol )L 1-T 100mL e I BEIE , NN 15mLZ EAIL. 0g
(0.010mol) = 2% , vKoK i 464 N Bt fE AR = 1. 2g(0.006mo1 ) 1 -H 3£ -3~ 2, FE -4 &t
W5~ Bt S T 10mL 25 I BT s 2 b VKOKIB 26 18 FF U638 I HPLCER B S b 22 4k
BB SE A o B EE R JE , TN 100mL/K FT100mL 2 1R 2. B , 24> 227K 2, B AHLZ A
100mL Y A6 £h 7K B3¢ 20K J5 48 To /K B BR A 158 , e 28 o 25 A AILIA 7, 15 B A i o [l 44, 22
95% LI H 4 b Ja A3 B 1. 7 gk 5 1k AR A4 RIS #0105 HPLCE 895.3% , Yl &
54.2%
[0240]  'H NMREGHE W% 1.
[0241]  SZJGEHI106 2 SZEBI 107 UL R TR LA PI106 BAL AW 10T A R 72, o5 52
B105340L, oAb ASFE PR UL R
[0242]  AEWyE PEVEAR -
[0243]  HFERYIBIR (BRI A KA1 22) (3G M O bR T F
[0244] 102K : 5 A& H0 T ;
[0245] 9% . A K= ZEAEI0% LA I
[0246] 8% . A K4 HIZAES0% LA |5
[0247] 74 A KIEHIZEAATO% LA |5
[0248] 64 . A KAl AE60% LA |5
[0249] 5% . A KA HIZAAE0% LA |
[0250] 44 . A KA HIZAE30% LA |
[0251] 34 . A K= HiZAE20% LA I
[0252] 244 : AR KA ZAE10% LA |5
[0253] 14 A K%M ZAE1-10% A I
[0254] 0% : TR
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[0255] DL A K fs il R OB EE R

[0256] 1 5 MK TS « 4 BRI RN Z B b DA S EEAEM M (VN2 oK K,
KEHRETHZE BT R 3 B A IR SR , SR 5 550 . 52 B K 408, i
7E B IR = IRt A K, 5 P 2-3 JE 5 78 2 30 S b R R AE A , 43 S LR 1) A % B AL,
A BRI AR SR 5 NI SR80, I — 58 IR K B R Jl— S Ik P (1) Y VI, FHIBE 55 B4 e 281 46
Y b 25 Ja e = B 3R 3 A, 3R Ja 28 B SEI6 UR B T2 2.

[0257] k2. P e /RESL0

[0258]
& | s | e ~ skt
W | T | e B | DR ESE | Wk L | Bk A | R
% R - H
1 60 10 10 10 10 10 8 1 1 1
2 120 6 10 2 10 8 9 0 0 1
3 120 6 10 0 0 4 6 0 0 0
4 120 5 10 1 4 6 6 0 0 0
5 120 S 10 9 10 9 8 0 0 1
6 120 6 10 2 10 7 9 0 0 1
7 120 3 10 1 4 6 6 0 0 0
8 60 7 9 7 10 10 8 1 1 1
9 120 6 9 2 10 7 9 0 0 1
10 120 7 10 2 10 7 9 0 0 1
11 120 6 10 0 0 4 6 0 0 0
12 120 1 10 0 4 6 6 0 0 0
13 60 7 10 10 10 10 8 0 1 1
14 120 1 10 0 4 b 6 0 0 0
15 120 5 10 4 10 9 8 0 0 1
16 60 8 10 10 10 10 8 0 1 1
17 120 1 10 0 4 6 6 0 0 0
18 120 3 10 4 10 9 8 0 0 1
19 60 3 10 10 10 10 8 0 0 1
20 120 5 10 1 4 6 6 0 0 0
21 120 3 10 1 4 6 6 0 0 0
22 120 3 10 ] 4 6 6 0 0 0
23 120 3 10 1 4 6 6 0 0 0
24 120 2 9 1 4 6 6 0 0 0
25 30 9 10 10 5 7 7 0 0 6
26 30 10 10 10 8 7 8 1 0 3
27 30 6 9 7 5 7 7 0 0 6
28 30 5 9 7 3 7 7 0 0 6
29 15 10 8 9 4 8 5 0 0 3
30 120 10 3 4 4 6 6 0 0 0
31 30 9 10 10 5 7 7 0 0 5
32 30 10 10 10 S 7 7 1 0 5
33 30 9 9 9 5 7 7 1 0 5
34 60 8 10 10 10 10 8 0 0 1
35 30 6 10 7 5 7 7 1 0 5
36 60 7 10 10 10 10 8 0 0 1
37 60 5 9 10 10 10 3 0 0 1
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[0259]
38 60 10 8 8 10 10 8 0 0 1
39 60 10 10 9 10 10 8 0 0 1
40 30 9 10 10 10 7 7 0 0 3
41 30 10 10 8 10 7 7 0 0 5
42 30 9 10 7 10 7 7 0 0 5
43 30 9 10 7 10 7 7 0 0 3
44 30 9 10 10 10 7 7 0 0 3
45 30 7 9 7 10 7 7 0 0 3
46 30 10 10 10 10 7 7 1 0 3
47 30 9 10 7 10 7 7 0 0 3
48 30 9 10 7 10 7 7 0 0 3
49 30 9 10 7 10 7 7 0 0 3
50 30 9 10 8 10 6 7 0 0 3
51 30 10 10 10 10 7 7 4 0 3
52 30 6 10 7 10 7 7 1 0 3
53 30 6 10 8 10 7 7 1 0 3
54 30 10 10 7 10 7 7 1 g 3
55 30 10 10 10 10 7 7 2 ] 3
56 30 9 10 7 10 7 7 0 0 3
57 30 9 10 7 10 7 7 0 0 3
58 30 9 10 7 10 7 7 0 0 3
59 30 6 8 7 10 7 7 0 0 3
60 30 7 10 7 7 6 4 0 0 5
61 30 5 10 7 10 7 7 0 0 3
62 30 7 10 7 10 7 7 0 0 3
63 30 10 1) 10 10 7 7 1 0 6
64 30 0 10 9 10 3 3 2 0 3
65 30 6 10 7 10 6 7 0 0 3
66 30 5 10 7 10 7 7 ) 0 3
67 30 9 10 7 10 7 7 1 0 3
68 30 9 10 7 10 7 7 0 0 3
69 30 6 10 6 10 7 7 0 0 3
70 30 10 10 10 10 7 7 3 0 3
71 30 3 8 7 10 6 8 0 0 3
72 30 8 10 8 10 7 7 2 0 3
73 30 9 10 9 10 7 7 0 0 3
4 30 6 10 6 16 7 5 0 4] 3
75 30 7 10 9 10 5 6 0 a 3
76 30 10 10 7 10 7 7 1 0 3
77 30 10 10 7 10 7 7 1 0 3
78 30 10 10 7 10 7 7 1 0 3
79 120 3 10 1 4 6 6 0 0 0
80 30 6 10 7 10 6 7 0 0 3
gl 120 3 10 1 4 6 6 0 0 0
82 120 3 10 1 4 6 6 0 0 0
33 30 8 9 8 19 6 7 0 0 3
84 120 3 10 1 4 6 6 0 0 0
85 30 8 9 8 10 6 7 0 0 3
36 30 8 8 8 10 6 7 0 0 3
87 120 3 10 1 4 6 6 0 0 0
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[0260]
88 30 8 7 8 10 6 7 0 0 3
89 30 g | 10 7 10 7 7 1 0 1
90 30 10 10 10 10 7 7 1 0 3
91 120 3 10 1 4 6 6 0 0 0
92 30 10 10 8 10 5 7 1 0 3
93 120 3 10 1 4 6 6 0 Q 0
94 60 10 8 8 10 10 S 0 0 3
95 120 3 | 10 1 4 6 6 0 0 0
96 60 10 10 8 10 10 8 0 0 4
97 120 3 10 1 4 6 6 0 0 0
98 30 10 10 8 10 5 7 1 0 5
99 30 8 | 10 7 10 7 7 1 0 1
100 30 10 10 7 10 7 7 1 0 5
101 250 7 9 6 10 7 7 1 0 8
102 30 6 10 7 10 7 7 1 0 5
103 120 3 10 2 10 7 7 1 0 0
104 60 10 10 10 10 10 3 0 0 4
105 60 10 10 9 10 10 8 0 0 4
106 60 10 10 8 10 10 8 0 0 1
107 60 10 10 8 10 10 8 0 0 7

[0261] PR IHASLE

[0262] 45 s I RO FIF 2 B Fh 7 DA R EEAEW P+ (2 B K KRG RS R AE T
FB TR B TIER R, AR S 550 52 B K I8, A K R Ak
FHAL A4 FH TR BRI A S8 Fe NI 80, FH — 7 ) IO 88 ol — o A 58 )V VAL » 35 P i S BT
Jiti o HE 2 fE AR 2 TP B SR AT, 3 JE Mg SR a0 45 SR, R AR 2 BH 1) 265 75 22 B A 250 vt / A BT
= N AR, UL | B4 TR R AE SR B AR AL B oK AN KFE L K E LR
AR IFRE P

[0263] Bk 2 A VEVEAN 57K B 2% BB RPN -

[0264]  YE1/1,000,0002 LiLGE AP 285 N 7K FH 38 i, 3B Bl R L o o L R4S B B9 28 6 f o
F i PR S L EKE .5 RER S E TIREN, B - K E 2R G
RN 2 Gl I 22 JL S R FR & /K R34 K , FE R L i IR AT ELAL 30 . 50, B 2 414 )
AT A R 4D A T 2, 485 42 T % 1 10300 1 v R 1A O BE A 5 i ) TV PR 7 B R
TR KR, FAWR S BEAT 2 20 003 T Ab 2 LI B 5 A 2k = o

[0265]  534b,7E1/1,000,000 2 B i H 256 AN K B 388 i, BEAT P8 AT B /KR 3-4JE K, 28
TR VAR AR 3 BOK SR RS AR 3 I KRG R RS ) « AR S 555K 5 ok [F] A b b 28 Ak B
&)

[0266] 43 Jill FH PRIHR W82 24 SR b 22 i B8 1 AR B | il ] IR B I Y 2R A (1 AR RS A7)
AL PR JE S 21 KK FERI A BUIRAS , BA L1055 AR SR PR PR B R, T 3RAT TR 3 &5
e

[0267] 3. B AR/KFEH L3045 5 (50058 / A WUA UK 4)
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[0268]
R GUR
tars AL L i TKAG s

2 10 10 9 0 500

6 10 10 10 1 500

10 10 10 10 1 500

24 10 10 9 1 60

36 9 10 10 0 60

40 10 9 9 0 60

46 8 9 9 0 60

51 10 9 10 0 60

60 10 10 10 2 60

68 7 10 10 1 60

76 10 10 10 0 60

90 10 10 10 0 60

100 10 10 8 0 60

107 9 10 10 10 60
[0269] v PREL o i G M 35 SR AR 1 v [ RR TR VLAV 5, 20 3k A s 5 R &= )
Lt s T e A7 470 24 12k
[0270]  XfLbsLs -
[02711 X B & & X} e & ¥ B
F 4G -On ,

S0,CH3

[0272]  xfH&AL &5t B L HICNS8101455AFT R KI5 o
[0273]  Hi I, B B R B 5 FOK M I B AR R IR R S, SR e 8 750 .52

JEOK A= 388 A8 HAE R AT RO I IR AR K, R R A JE 5 A2 56 BHALER JUAE A , 2 7
(A & BAK A 400 FE TR BRVA Ade , AR Ja TN HEL80 , FH — 58 I /K BB il — 52 TR B IO V8, It 55
BRI b IR E A : 1550/ A s WL (0] A i 24 G 25K
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[0274] 4. XTELS2IG4E

[0275]
A I i FREL A2 L Tk
e EY) 26 10 10 10 0
[0276]
XTHEAL A A 6 7 7 1
& 29 10 8 9 0
SFREAL S B 5 6 7 0
[0277]  HFRATLLE M, AR AL B W70 06 22 40 B BT AL 549,

[0278]

[l e 22 3 AR 22 R B, AR W BT i A S AR 22 3 G5 25 S IR s =R B
R RRZCE R AR R SR A B AT R AP I S PRV , BERIT FR AR 22 DR AR R S DA K
IREL AR EZ 75 30T B RS AR AL IS L SR R L S A I A S L AR Y 22
FEPEATTDANME
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