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CON 103842345 A W F OE Kk P /13

Lo —Fr =X (3) Frosm 1- U —3— b i nt e —4- L2 R B8 1) il & 77 v2s, H HA
N AEEAE PR (D) Prosipe st &8 1A PEFIEE 1 N, 0.5 ~ 30
NS INE A TRIE X (2) P MBS SR EAT A A 2 A HIEFINE 2 NI, fEAS
AFAERR SR 2 A R AT BipE AL HAE -5 ~ 80°C 1y R Ml T AT | W,

o, Brad 58 1 AR B ITR S 2 AL 3 A 28 28 R VR &R &
MR O WE SR T e M R — FF e P 1) 22 /DA T — b,

PR S 1 A WIS Tl 25 2 A LS FRLS SRR AR T iR B2 SRR BT AL i) i =
M1~ 60 1%,

PR s 1A WL RIE IR 1 AHUEHR S Il s 2 AL S 2= 40 ~ 95 i
= %,

R-NENH, (1)

RS (1) A, Ry R DA BRI 750 1 ~ 6 e,

O Q

R;

F
Rs

ORy (2)

ORs

FREA (), R BRI TR R T, Ry Ron &R 7 R 7 B0] DL U 1
SRR T HACRIBIR 75 1 ~ 12 BRI, R, K Ry 73 AT AR R R 7200 1 ~ 6 [k,

F. Rs
R COOR;
I\ (3)
w
N
|
Ry

EiE 3) Ry R w] IR I 750 1 ~ 6 [Fikedk, R, Ropn SR 7 8 &
J5 5, Ry R SR T s BT P U 7 BRI BRI 5 1~ 12 [k, R,
FORBRIATHL 1 ~ 6 [Kkedk,

2. MRIEBCRESR 1 BTk i) 1= HUR -3— Jibeknt e —4— FRIRBE K Hl3E 7%, Horb, prid
5L AHLETIIE TR 1 AN S BTk 28 2 TN AR B R 65 ~ 92 i %.

3. MRABEACRIEE SR 1 8 2 Frid iy 1- B —3— Gl nth i —4— J2 0% i 1 il 77 323, L,
PTI&S 1 ATHUAR S BTIR 2R 2 AT WL 0 3 0 R R L IR SR I 22 DA Fl

4. WRAEBUFER 1~ 3 PRE— IR 1- BUR -3— Gl Bentme —4— 0% e i i
J7id, Jorh, BT s 1 AT WL RIS BTk 8 2 A7 AL ) B TR AR T I ik Btk LR Me R A4
IR 5 ~ 60 fif .

B, MRAEAURIZL K 1 ~ 4 AE—TUITIR 1) 1- B —3— Flbe HEnth e —4— FR R G 1 3% 77
2, Joh, BT eR 2 S B B K TR Bk SR BR AT A0 (0 B AR T B ik e 5E ik 0. 8 ~
1.2 BE/R= 5



CON 103842345 A OB B 1/12 7

1- BUX -3- B R -4- 3RBRER RO SIS 77%

B
[0001] A< B B — it Dy 24 it SR 2 1K) 45 Jl T AR ST T 0 1= B =3 e Sttt
Mg —4- SRR 3 Tk

BEREAR

[0002] A 2— fEda JE . AL MESE LR IR 5 HUARITESR NN, 78 2- e Sl 06 7 R E I 4 1R
BE AP AEZ AN ON A BRI, 2B B AL B SRR 1, 3— ZHURIE M —4- RIRRES 1, 5- —
EARIEE i —4— SR ER WG P FRIE e A2 o DRI, DA TAXAS 2 B ARnbmefiT e 4, F i@t Tk |
M L S e A B A G iy SR A T (RS T L

[0003]  VEMAHRHIIA HA, - A 2- L5 EE W PR CRIEE S5 EMEIE L
R LRSI AT SONIR 1, 3— e BEnt e —4— SRIRIG A ikl 7 vk (B RISk 1) o 2R,
FRPE LR SCHR 1 P C 2 s 75, B ENR G AFAEA 1, 3- e sEntme —4- R IREE (£ 85%)
1, 5 ZpeAEnt i —4- SRR (24 15%) HIREW . Bk, A TR EFR 1, 3- ket
M —A— SRR, 75 B I 2R U TG o

[0004] A4k, A 2- ZEETPE -4, 4- | 3-8 THROrES BKPEMES
BIRA) S5 5 o = R AN BIAEAE AT ROV 1- S -3- 9 2Rt me —4- IR &
BR R HilIE 773 (B RISCHR 2) o 2RI, BPAS 2 &R SCHR 2 Frad B il 77 v, g 2 & A A
B B AL AP E SRR A, B, 5T S R b R g — D eE i s e . 2t
15 FH T 1238 75 ¥ 75 248 R RE AR 1K 5 o 2% ARV, DRI, 738 FH P 5 T i &5 R 78 43 o
[0005] A T B 5 A A LU AR, i H A IS A R R DR D T B AT SO A R IR AT A
W55 2- CHEFEWHEE -4, 4- 5 -3- FACT TR S EEUEAT KON T B MR 1) 732 (B
SCHR 3) o T34k, A RS B B SE AL B SR AR AE R IR K BUK S AALE R IR G
WA RIS 2- 28T FHE -4, 4- 5 OB LR ST RN R 7 (R SRk
4) .

[oo06]  FRAHEASCHK

[0007]  &H)SCHik

[0008]  EHHISCHR 1 : HAREH 2000-212166 ‘5 AR

[0009]  LHHISCHR 2 : EBRA TS 2012/025469 5

[0010] LA SCHR 3 : H AR 2011-519889 5 Ak

[0011]  LRHISCHR 4 : HALRI 4114754 544K

ZBAE

[0012] 2 B ] B

[0013] 2R, £ &M SCHR 3 BRI 7, 1 45 31 i i 39 56 A58 FH Py 7 sl e e Ay 8 7400 »
55 BARYI ML AT AR S A7 . BRI, 75 SR R AT A2 40 5 1 s 2 5 T R AT RS
HH TR, BRI, AR DNV ARTT T 5 AR At B2 NIRRT 4, fE & RIS 4 080

3
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J7EA S AFAEAE A B bR R TR BE U AT K W B AR 2 2R il @, ki, H T AR A7 A
N HEAT R, BRI AT A B 2 W P RS IR T 1A e N R A ok BRR
VAL ARG B SR ] R

[0014] AR BT FIRIUA HA BT HAG W @0 58 s, HURGE T, $e 4t —Hp 1- He
£ =3 FRUBEIEL M —4— FR R R 1) i3 T3 12, 12 i3 T vk ] LA LA Ry 2 6k 0 WA 2 sy
BB S AR B AR —Mi B e A, I BB S, RS N F T Tl
[0015]  HH M vk ] BT /7 %

[o016]  ARBINGEA TSI Bl SR AT T %0, 5 IR, B 1k DU A4 K
RS FIRVRE, R SE T AR B o B, RRAR AR B, SR AL DUT B 1- B -3- SiedE
M —4— R IR I R i 7 V2

[0017]  [1] —FF PR (3) Froniy 1-HUAR —3— bkt mk —4- BRI Bs (1) it 77 %, H R
AT T AEEA TRERX (1) Prosie S A 1 APEFIREE 1 RN, H 0.5 ~
30 MR INE A TRIER (2) Pt CIRESRTED R 2 ANLEFINEE 2 VL 76
ANAELER S R ) 25 T AT P FE M AL L AE -5 ~ 80°C 1Y e N A N AT e i, Horp, FTiR 5
L AHLEFN S TIREE 2 AHLEEF 0 A 2R R R ER S8R SR O LR T
Wis AR — R P i 22 DA — B, BTIR A 1 AL S P 58 2 A WL RIS s s AR T
PR BRI LR BEAT LR i R 1 ~ 60 fif, IR A L ANLEFI R SR 1 AR S
PR 5 2 A WL SR 40 ~ 95 B %.

[0018]  R,~NHNH, (1)

[oo19]  ( EIRE (1) P, R, R m] A AR IR IR 125 1 ~ 6 heds )
[0020]

o o
R,

F
Rs

ORy (2)

ORs

[0021] (@@ (2) F,R, KAREIR FEKRIR T, R, RAREIRA T RUR T 808 7] BL
FUR T SRR T EACHIBR R T2 1 ~ 12 (Re S, R & Ry BT MR R IR 7401 ~ 6

HIBEEs )
[0022]
F. Rs
R, COOR,
i/ (3)
)
|
Ry

[0023] (B (3) o, R, s Al IR IR 740 1 ~ 6 MIkidk, R, FonE i 15k
B 2R Ry RN AR T U T B ] DA U T SRR T U R ST L~ 12 B
5, R, RORIKIR AL 1 ~ 6 ke )
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[0024]  [2] MR¥E B3R [1] BTk G 1- BUAC -3 F e dkntt e —4— BRI W (1) i 772z, 2o, B
S 1 AW E S TR L AYERS IR 2 AP R E R 656 ~ 92 & %,
[0025]  [3] f4f Bk [1] 8 [2] ik 1- B —3— SUe s mb e —4- SRR BRI HiliE 751,
Jorp, Pk 28 1 A LR SR 58 2 AL o0 o s P R OIR SRR ) 2 /D AT
— o

[0026]  [4] ##E Fik [1] ~ [3] AT 1) 1- B —3— FpE IRt s —4- FR IR B 1)
3 g3k, Horb, TR SR 1 A LA F S AR 28 2 A HLE I ST B AR T IR BESE 2 B ls fir
YT E A 5 ~ 60 fiF.

[0027]  [5] M¥E ik [1] ~ [4] P RIE—I R H) 1- B -3 FGeSE LM —4- FRIR R 1)
Hil3e 77325, Forb, PraR 5 2 [ NP BT 2 16 I Ik R e AT AE A 1) A N T BT IR e B ik
H0.8~ 1.2 FEIRYHE,

[0028] ﬁg HE Bj /?_(i%

[0020]  HR#E A A 1- BUAR —3— FRUGESEMEME —4- FR IR 1) i 77 7%, nl LA LA R BRI
RS R B S AR TR BRI — M A B R A R SAh, AR BT 1 B -3 96
ot L I —4— R IR I 1) i3S 7 v s o v B S N T DR .

M (&35 AR
[0030] &I 1 J2Sitifl 1 IS 2 A s AR F S S0R AR 3 (HPLC) P .
[0031] & 2 J2LbEH] 1 A 15 3 i B s 66 S AR I S RO AR i (HPLC) .

LN
[0032] "IN, X A B AR St 75 AT D B AELAS e B O R AN BRGE T U ISt 77 Ko AR
W MR (3) Frn i 1- B —3— bedknt i —4- IR NG 10 l3E 7 (LUR dfidic

CAR R RIHIE TR o
[0033]
F Rs
R» COORy
Nf\ \ (3

N

i

Ry

[0034]  ( EiRi (3) ™, R, A AU HIBK IR 74 1 ~ 6 Ikedk, R, FonE 1k
B F R T, Ry RN ER R 8 AT DU U - s R U R L~ 12 ik
5, R RN IR TH L ~ 6 HIkisE)

[0035]  AKEHRHIE AR AT TR AEEH MA@ (1) PraiykeE s 1A
WSS 1 RN SN EE TRl (2) Fros iBLEE S ER B AT A4 S 28 2 A WL I
52 VIR AEAFAET A TR B A R AT B A FE S . (LU e o8 “ RV ) o
[0036]  R,—NHNH, (1)

[0037]  ( _EREA (1) P, R, R n] A AR IR IR 725 1 ~ 6 Heds )
[0038]
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o] O

RZWC\R (2)
F ‘
Rs

ORg

[0039]  ( bBii@=X (2) . R, RARER T B 228 T, Ry RN SR T JR T 8 ] LA
SUR T BUR R T IR BB R 301 ~ 12 s, R, & Ry 20 I bR Rk I3 7% 1 ~ 6
[IESE )

[0040]  ZEIE (1) K () A, 1EN R, FIonifms i 740 1 ~ 6 [FpedE il HARE], v A2 H
AR LT VNI RN SE L T3 S5 T 38 I O35 . X Sepe i n] Ll i 52 R 1 S5 HL
o AVERAT LA EAR BRI P20 1 ~ 6 [FIHESE 0 2R, nT A2 Y :2- WO HE . 2- IR 3
-} 23 2,2, 2- SR K- AN,

[0041] 3@ (1) Prom e BE T DL B #4828 5 mT RE R = i, ] DU A dE i 2 Jn i
TIEHIE R e FAh, XLk B nT DS FH TRk & 7K B A i (AT —Fl

[o042] TR (2) Jo (3) ", 1EN R, oty mi 25 JR - 1 B AR, ] A2 38 1 AUR
TR T %,

[0043] TR (2) K (3) ", 1B Ry From i AT DU U+ BORUE F BUR B IR 75 1 ~
12 FRe R BAR D], v AZS = PR R PR A R PR R LR AR
BRI 1,2,2,3,3,4,4,5,5- TRIGE EROCE SR TE AFREE AR T 0

faray
3 o

[0044] TR (2) ", 1EA Ry I Ry PR B S 720 1 ~ 6 [e 2k it ARG, 43 5 vl BL2E
R LTI IR T IR T RS RS, ik, Rl (3) L AEN R, P
ANV IR 4 L~ 6 BIBE R i ARG, mT LS TR S5 N EE R R T 2R R T AR
VO,
[0045]  IEF (2) P BIBEIE SRR EEAT AW nT ELHAE FH T 65 10 i, b ] LU FH 4 e
A LA B 7 i E = he n, 18 s 78 LRI A AE N & FORIRER 5 LR Rk
TR R4 (Claisen condensation) MRN8 - FURIRNS 5 IR FERRESEAT/E A, Tl
Al LLA Gy Mg i@ = (2) B Bk S IRIEERTAE .
[0046]  7EA J B IR il 77 V25 ) S N T o, st 80 i In 5 T VAR 1 RNV AN IR
2 SOV AT SRS 1 RV BT & B Re B 5 50 2 O N P BT B I B SRR BR AT AR AT I
Moo LRSS 1 SOV, R ESA A (D) Prosige 2R RS 1 AHEH. ER%E L AILE
L, A5, AT RAASE H 5 7 e Z 5900 B R B S0 T I 2 DA — B o AR A D5 B IR IR R VAR H
], AT DAZS 8 IR R VR T RUR SR S A, MR R ARSI LA, AT DA
LR OEE O T IR VIR — MRS . ERXEeq s, R R 2R AR S
[
[0047]  {E55 2 RN, RN S (2) FrosiBiit CIREEAT AR 2 AL 1F
N 2 A L) B B AR, AL FE ORI A AL RIAE T AT LA 558 1 A LSRR R R
LA B U IS, 28 1 A VNS5 2 A LA R A SER] LOAH FEHE AT LAASE
[0048]  FEAS & W iIE 73R B SO, TP ef, AR5 1 RNV TP e 2 N, 75 AN AE B
KR B2 N AT BFe i AT L AT SO o G IS AEANE AR M TR I 25 T AT S B2 &
6
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PR AT A REAT SO, AT AT LAAT 28 300 i A A 11— A =3 GRSt g —4— R IR s
IKAEe TR, REWS LR BCRAT BIVE N BRI 1- BUR -3 SUbe Sk ik -4- RIR AR, 1,
WREAES 1SN AN 2 SN, B, AEBESE I LU B Z IR BE AT A WD B 261 R AL
AT N, W AR i IR (3) Fon i BARE G A I L) (R BEFERE ) o

[0049]
o o Ry—NHNH; Rg GOOR; Rg COOR,
Ry ('3)
F /N /

(&)
(2) @)

[o050]  ( bFiRi= (1) (3) A (4) T, Ry /R AT DL BRI IR IR 148 1 ~ 6 ipbedk.
diEx (2). B) K& @), R, FRARFEKRIA T, R, BoREIRT 5T B3 ] LU
FUR T BORR BRI IR 2 1 ~ 12 I%edE, R, RoRim 740 1 ~ 6 Kbidk. 54k, b
wiEK (2) Ry R4 1 ~ 6 Bkt )

[0051]  J3Ah, A58 1 A MRS 58 2 AR CANLEFIRSE ) A T8
FECBRBETAEDRITTE R 1 ~ 60 £ MUk A 5 ~ 50 5 ik — BRIk R 6 ~ 40 £, B, i@
B SRS RT A AE A ML FE U B KRS T SR AT I MY, W] DARR iy RN ik
Pk

[0052] ki, A58 1 A ML & A L AV SH 2 AVEFIR S E (A VLRI
SV ) 140 ~ 95 Jia % ik 65 ~ 92 JiE % 1Bk 67 ~ 90 i %. BP, kAT
U SR BT B e SE IR 5 58 2 S N B 2 R E 3 B8 B AT AE A 43 i A A R RS
TN AH E A AT RN, T RT AR e OB B BT o AR, A0 I I 2 b A il A A AL
&, RS R AERRATAE T A8 e 2 5 I SR AT AR b AT | N, 0] DA Ry e 6 ok h A=
PR B R AR HARIOAL B R AR 1- B —3— JeIntt e —4- FRER AR .

[0053] T2l BHIKIAE, TEA R BRI vk, e — R MEAESE 1| RN e 2 e W
Vs T A M P VR N 8 7 VAR B B I TR B Mt S o FH G, B8 S Ry e Bt b AR A B
PRI 1= B -3- b Ent e —4- IR EE . HARTE, H 0.5 ~ 30 /ML 1 ~ 25 /i
TEAS 1 RIS I & A B CIREERT A ER 2 IRV a0 S o o 75 i i TRIK T 0. 5
/NI W) s R BEVE TR B o 53— 7 T EARVAN 0 i 5 (RN TR) o] DUER S 30 /NN, {HA e Ik ¢
PR 4 i ROR IS BRI SR (R o T B2 U B, 38 2 O P BT 3 BRI SRR AT AR I
AN T L RV BE R 4 0.8 ~ 1. 2 BE/R M & LIk R 0. 85 ~ 1. 15 B/
H,

[0054] S A T A () O WAl AR IE A =5 ~ 80°C, i — BRI WA 0 ~ 60°C. I %
MR FEAR T -5°C, W S N ARG M AHEAT I ) o 53— J7 10, 2R S N iR B2 e it 80°C, Wi
S I FE T B R ) o TE A e B IR FE AR AR ARG Y, W] DA — P e R R O
LPEVE

[0055]  AR#E bk je BV T/, ] DAL e e f s iR A i ik i@ =X (3) 5 i X (4
P~ PR B AR TR TE 28 (3) P AL B i CHREEY)) o BRI, HEAE
SN T2 a4 BRI (A WA e 7 VAT 2 BB VR 5%, it n] LA B s 4 FE 1) H bl &

7
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Vo T B U I, AR AR AT 3 B w2 1) H PR AL S I, mT DO 5 B AT E 45 0 T Uk
[0056] St

[0057] "IN, Ji T S5 LA U0 B AR R B (AR R BH I F AN PROE T IX L85 Jtifa] o 75 2 Ui B
[P A2 X SR8 LLEE A9 ) AR f2 %™, IR 5l v B B A R R

[o058]  ( SEjfsl] 1)

[0059]  7FH AL AL TE R i FE 2% 1K) 1oomL PY VBN, In N FR 2K 49. 55g. K 13. 5% B 2
WEACHS I 15. 928 (0. 04Tmol) , FFEEHEFE . AFH & ERAE NI 5°C T 16 /AN 7R A
TR (2-1) iRl 2- CEFETV TR -4, 4- " F LWL L0 8. 88g (0. 040mol) 5 2K
9.95g WRA M. WG G, FENIR 5 C I EE—2B8id: 1 /AN XK ZE S B 2R E T
Gy TS B R R AT R T, S EAE 1- PR3- A M 4- RR RS
1- F3E -5 U ZE e —4- 1R SR H LR AR 7. 98g (e 92. 8%) o FIFH M GBAH (1
Weyk (HPLC) 23 M B ds B 1 0 i 1, R R di i pn vl th 2 T e &, g5 Rar s 5 e &4
Bkt (AR ) 4 97.4:2.6 (HPLC [HIAALL ) o Horp, ¥ HPLC 7R Tl 1. 5345, HPLC [#)
FAFUT AR

[0060] AT :Ffh44 “Inertsil ODS—3” (4.6 X 150mm, GL. Science 2] Hlig )

[0061]  « J&/F :40°C

[0062]  « Viii# :1.0mL/min

[0063] < VRBNAH A VK s SHE, B ;0. 2 AFR % SPRZKH, A:B=45:55

[0064] < KillZS () :220nm

[0065]
0 o
HFgC/HELDEt (2—1)
QEt

[0066] 7 30mL 5 & ¥yt AL A BORHIT A3 2 € i A 7. 00g, INANBEGE 10g A A Bl
1. Tg 2 Ja, — IR B E2s AT DidE— 10 iR 2 70°C M (1 i AR i o 45 1 ndiEL 1
P HL S A EI A 25°C, S5 BT T AR G AT I B B R TR i S 3T
W T4, 153 1- 3k —3— R Ltk e —4- 2% ZEE I A 51K 5. 99g. K rE S E
AR E I H-NMR A2 85 R FLLT

[0067]  'H-NMR(CDCl,, T™™MS, ppm) : & 1. 35(t, J=7. 2Hz,3H),3. 96 (s, 3H) ,4. 31 (q, J=7. 2,
2H), 7. 11 (t, J=54, 1H), 7. 90 (s, 1H)

[oo68] (St 2)

[0069]  7EH AR T TH A FEAR I 50mL PY 1B, I AR 2K 4. 45, f 8. 8% H I /K
W 12. 0g (0. 022mol) , HaafiFE . A EBEREAWIR 5°C T H 4 /MNTEH RN 2- L5
TP -4, 4- R OB IR LTER 50% 2R 8. 90g (0. 02mol) o I INEE G, #/K =
HREZEHAT 5 A T3 B PR E AT WO T, 3 B85 1- 2L -3- Rl P 2R
e —4— 2R M55 1 A2 -5 R0 R SR NE Me —4- 2 IR L BRI B ih 14 3. 90g (S 95. 5%) o
I i B8R Ly (HPLC) 23 B AR B B i ik, &5 Rar 5 5 # AR (R ik

8
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o) ok 94.1:5.9,

[o070]  ( sEjifsl] 3)

[0071]  FEH AR TE KA bE A5 16 50mL PY FUGE A, I AR 2K 8. 60g+ & 8. 8% i AL /K
B 12. 0g (0. 022mol) , FrEEHiF: . I E BN 5°C TV 4 /M AEH AN 2- 45
T 4, 4- R OB IR LTEI 34% 2R 13. 1 (0. 02mol) o 8IS T, K 2
S RRZHAT W IS B0 B R 2 AT R T, 13 B0 1- A -3 R S
M —4—FRIR LIRS 1- F12E -5 o AR 2R e —4— R 1R L MR 1) 1 B 1 3. 958 (EHE 96. 7%)
) i OBAH vk (HPLC) 43 A P A B 1 B A4, 25 RT3 5 05 & i AE R ke (R ik
) ok 94.1:5.9,

[0072]  ( SEjfs] 4)

[0073]  7EHAIRETE A AR 1K 50mL PU G, AN B2 18, 00g M 13. 1% 5 FI LS
TR 8. 00g (0. 022mol) , FFEATEFE AT A B B ILAEWIR 5°CH  H 24 /M AEH A n 2- &
AR I 4, 4- R AW LR LRI 34% F R 13. 10g (0. 02mol) o i INESH S5, #4K
25 PR ZHAT . AT R0 P R Z AT BT, A5 208 51— 3L -3- Uit
M —4—FRPR LR 1- 5L —5— O RNtk —4- R 1R LRI 1 i 1 4. 00g (IE#E 98. 0%)
P A By (HPLC) 43 A7 B A3 20 A, 45 At 5 a8 BB (R
o) 4 98.9:1. 1.

[0074]  ( SEjifs) 5)

[0075]  7F B &R B vE K ek 2% 100mL PO GE38 A, i\ B2 24. 8g. K 13. 5% HA 3L
WK 7. 96g (0. 023mol) , Frafifii bt o A & EARAE IR 5°CF 0. 5 /N E H A i
2— LEFEWFE 4, 4- LW LR L TG 4. 92g (Net4. 44g,0. 020mol) K FIZK 4. 92g 7R
G WG WG, FKIE S P RZEAT W T A3 30 B 28 2347 80s T8, 19 314
B 1= 3k -3- USRI ME —4- IR SRS |- Ak -5 TR AR —4- R IR SR E
A 3. 68g (K 90. 0%) » I S RGRAR Ly (HPLC) 3BT AR 216 A€o b A, 25 BT
THEERAER (R ) A 91.5:8.5,

[oo76]  ( SEjifs] 6)

[0077]  7F B AR RETE K #4516 100mL PU TG A7, noN B2 24. 8g. f¢ 13. 5% H 1
WK 7. 96g (0. 023mol) , FFaafiFE . A H & EARAE R 50°C T 22 /N7 He A n
2—- CEFEWFE 4, 4- LW LR LG 4. 92g (Netd. 44g,0. 020mol) S FZK 4. 97g [K17R
BV WM G, FoKE 5 PR S AT 7. XIS 20 B 28 2 AT s 88, 19 216
1= I -3- TR IRIE M —4- RIR AR S |- I -5 R IRt —4- R IR LRI
i 3. 86g (K 94. 5%) « FIH SBGEAHEIEE (HPLC) /M T3 B s i, 25 i &
JaE AR (CRffRLt ) o4 94. 2:5. 8,

[oo78]  (sLjtfs] 7)

[0079]  7EH AR TE A FEAR I 100mL VY CHREHE A, I 2K 24. 8g. [ 13. 5% . FISLfif
TR 7. 96g (0. 023mol) , FraHHitE . AFHEBEANESC T H 1/ EHA RN 2- &
FIET I 4, 4- “H LB LB LIS 4. 92g (Net4d. 44g,0. 020mol) J K 4. 97g MR GH
W WG, BKE S P 2EEHAT 0. XA 3K B 28 2 8- T UE T4, B804
1= L -3- o FAEmEmE —4- IR AR 1- 2 -5 o AR m: —4- IR LB A&
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CON 103842345 A OB B 8/12 Fi

ik 3. 86g (WL 94. 5%) o FIH RGHEAR Gtk (HPLC) 2 # (s 21 1 (i A4, &5 A
HEEMAERL (RRaAEE) 4 97.6:2.4,

[oos0]  ( sEjifsl] 8)

[0081]  #F H. 4GV B v K P #2511 200mL Y B, N B8 79. 92 ¢ 13. 5% o FAJE
WEAHS I 7. 96g (0. 023mol) , FFaHiHE . A & B AEAE AL 5°C R A 18 /NI 7 H: A
2- LEIEW I 4, 4- "R LWL L BE 4. 92g (Net4d. 44g,0. 020mol) Az FIZE 8. 88g HITR
B NG, KK ES FRZEIAT /0. AT 200 R R AT 00 T4, 43 306
B 1= 3L -3- IR M —4- RIR RS 1- 3L -5 R IRt —4- R IR LR E
ik 4. 00g (W% 98. 0%) o FIF R AH €y (HPLC) 23 M7 BT A3 B A (i 4, 45 SR Al
THEHERAR (R ) 25 98.9:1. 1,

[oos2]  ( sLjifs] 9)

[0083]  7F HAGIR T B B FE 2314 300mL PU I A, N R 2K 155, 40g. K 13. 5% #p F 3L
WK 7. 96g (0. 023mol) , FFah i F: . A8 H & & IR AE WIR 5°C T FH 23 /N 78 H i
2- CEEFEWE 4, 4- R OBEOE LME 4. 92g (Netd. 44g,0. 020mol) K 12K 22. 20g (1R
G WML G, ¥KES FREIAT 0. XIS 20 2R 2 AT R T4, 13 306
1= I -3- R IRIE M —4- RIR AR S |- L -5 R IR —4- R LRI B
bk 4. 04g (R 99. 0%) o I SR AH A3y (HPLC) 4 HT B3 B (1 i A4, 45 SR iy
THEENAR (AL ) 245 99.0:1. 0,

[0084]  ( SEjfs 10)

[0085]  7F HAGMRE v L BiFEAR 1 50mL DY DG, I LR 4155 24. 78g. J% 13. 5% H.H
FEME KA 7. 962 (0. 023mol) , FFUGHIHE . AT H & B AE WML 5°C A 16 /NI 7E H A i
2- ZEFEFE —4, 4- R LW LR LT 4. 92g (Net4. 44g,0. 020mol) K LF& TG 4. 97g
PHRA I WA G, WK E 5 SR BB JZ AT 73 W XIS B LR L8 23T 1%
T, BRI E - L -3- P IEME M -4- RIR AW S |- % -5- U P JEALmE —4- 3%
G SRR Tt A 3. 91 (W FE 95. 8%) o A R AGRAH i (HPLC) 43 B 43 21 1K v 3
o, S5 RS SR E AL (AL ) K 94.7:5. 3,

[oose]  ( SEjiufsl 11)

[0087] 7 H.A&VE A1 KB £ 2%  50mL VY DB, I NAR — B 2K 24. 8g. f 13. 5% . HH
SRR 7. 962 (0. 023mol) , FFERHEFE . AT & SR AE NI 5°CF H 22 /i AE H A g
20— LEFEWHE 4, 4- Z R LB L8 LBE 4. 92g (Netd. 44g,0. 020mol) K AF — FIZE 4. 97g
(RRA T WIS G, Bk R 580 Z 28 Z AT 70 o XIS 21 1920 — 1 28 Z AT Jl s
T AR R 1- 3 -3- A 2Rt e —4- RIR OGS 1- F15E -5 R P AL me: —4- 3%
& LRI 2 (0 hn 4 3. 59g (W3R 87, 9%) o A S ABAH (il (HPLC) 43 M7 B fs 2 A% 25
B, S5 R ATE SR E AL CRAALE ) K 94.5:5. 5,

[ooss]  ( =Ljifsl 12)

[0089]  7FEHLA&GVEFE VI A i BE 21 50mL DY DB, N B 8. 60g. A 35% . L FE /K
W 3. 78g (0. 022mol) , FFEhtiFE . AFH B REL LWL 5°C VA 4 /DI AEE RN 2- Z5
SR -4, 4- R OB LR LR 34% B 2R 13. 1g(0. 02mol) o VR INZE W T, ¥ K2
HRRZEHAT 5 XT3 B B 8 B AT 0k T8, 15 R85 1- &2 -3- 2kt

10




CON 103842345 A OB B 9/12 T

e —4—FRIR W55 1- L5 —5- R AL M -4 2R LB G i 4. 15g (B 95. 1%) «
I R RO AR L2 (HPLC) 43 B AR B0 B B ik, &5 R 55 #F AR (R
Eb ) 24 96.5:3.5,

[0090]  ( SEjfsl 13)

[0091]  7F EL 4% 3 BE 11 M B FF 2% 1) 50mL PU 168 ), o N BY 26 8. 60g Az 8. 8% 51 A 5
WEAK W 9 12. 0g (0. 022mol) , A B FE. A8 H 2 |AZAE IR 5°C T 4 /) I 78 2L rh 3
MERR (2-2) iRl 2- CEETW T HE 4,4, 4- =R W L1 ZBE ) 34% B 2R %W
14. 1g (0. 02mol) o TME W G, ¥I/KIZ 5 R ZIAT /3. AT A3 21 B 28 2 0 AT 0% T
B, AFEIAL T 1- 3L -3- =P AR M —4- RIR O MRS 1- B -5 =R PIEnkme —4- %
& LRI L 1R 4. 30g (SCEE 96. 8%) o I i A AH (3 v: (HPLC) 23 A7 B4 2 1 €
i, AT E S G E R (FRMRLE ) o 96.1:3.9,

[0092]
o o
Fac’kfkost (2~2)
OEt

[0093]  ( Sjfs] 14)

[0094]  7F H &3 AL vH R B A5 1 50mL DY B, hn N FR 2K 8. 60g. M 35% . L ALK
W 3. 78g (0. 022mol) , FrEftiFE . AFH B REL AW 5°C TV 4 /M AEE RN 2- Z5
I 4, 4, 4- =5 LBELTR CERI 34% R 14. 1g(0. 02mol) o ¥ INEE )G, KK
25 AR ZHAT 0 AT R PR B AT R T, 5385 1- L3 -3- = ZEL
e —4— 2P MR 5 1 455 —5- =5 AL Me —4- 2R L B8 1) 1t i 4 4. 50g (I 95. 3%) o
I R RO AR il (HPLC) 43 # PR AR B B 6 di ik, &5 Rt 55 #F AL (R
) b 96.4:3.6.

[0095]  ( Ek#efs 1)

[0096]  7F H &AL TE b A5 16 50mL PU VBN, i FR 2R 24. 8g. J¢ 13. 5% H FFELfifF
IRV 7. 96g (0. 023mol) , FF A HEFE. LEWE 5°C R H 5 0 BhE =i hn 2- 248 FE T
B -4, 4- “H LB 41 2T 4. 92g (Net4. 44g,0. 020mol) K A 2K 4. 97g (IR G VAT . TiE
ME )G, ¥KES PR ZHAT /3. NPT RIR P22 AT s T8, A 3a s -/
53— TR ARNE M —4- BRI RS 1- T -5 o RN ME —4- FRIR LR I RS L
A 4. 04g (% 81. 9%) o FIH R AR Ly (HPLC) 20 BT B S B I s iS5 B
HEHERAERE (GRfafkit ) 4 83.7:16. 3. T E UL 172, ¥ HPLC BI/R T 2.

[0097]  ( Lb&A] 2)

[0098]  7F H & i B2 oF & i ¢ 2% 19 50mL PU 118 s, o N 35% 5 F A iE K o
2.90g (0. 022mol) , FFEH T+t o 7E NI 5°CF I 5 43 8hrE Horim n 2—- L4 R 2L -4, 4- —
WO TR LB 4. 45g. W INSE A, K ZEAT 20 0 £ B, A3 25 1- F2E -3- 2
FRIENE M —4- BRPE Ll |- FIE -5 o LML M —4- IR QR LM (A3 3. 6g (UL
45%) o FFH mrRRAR Ll (HPLC) 23 M A BN LA i, 55 Al & 5 5 & At (¢
FfREL ) oy 77.8:22. 2,

11



CON 103842345 A OB B 10/12 B

[0099]  ( Ekisifs] 3)

[0100] 75 H AU BEvE S i HE A% 1K 50mL P Ve, BN A2 0. 89g. M 13. 5% 1 L fiffK
W 15.92g (0. 046mol) , FF UG HiH:. THERREANIRSC N H 1/ EH PR 2- &
TR IS -4, 4- LS £ 9. 848 (NetS. 88g, 0. 040mol) & 2K 0. 89g FIR A
T o 7 B Uk B IR 5 8 00 45 TN S N 8 PP AT T e o PRy it A o Y 5 RS A8 S B IR R 2
ZEL, G R R ARV SR T R LI . N TR 10g T8 T A H, 0 B A5 3 6 B 48 2 HEA T el s T
B AF RIS 1- AL -3- RN M —4- RIR AR S 1- & -5 Pt m —4- %
& LRI St dm A 7. 73g (L3R 65. T%) o F A M RBRH (il (HPLC) 43 M7 P fS 2 A 7
Bk, GRE S EER AR (RREAL) 4 89.0:11. 0,

[o101]  ( Lb&s] 4)

[0102]  7E B AR AT R P dEA% 1 50mL Y Ve, I AR 0. 89g. K 13. 5% 5 L fifK
B 15. 92g (0. 046mol) , FFEATEHE . {F 2 /RELL NI 5°C A 24 /PRTEH AN 2- &
FIET I 4, 4- “HLBEL B LS 9. 84g (Net8. 88g,0. 040mol) J K 0. 89g VR &
o T B U B AR 5 0 5 SRR S R PP AT T e TR b A o Y N & RS A R N IR TR 2
S, G R R ARV SR R FLT . N TR 10g T84T A H, A6 B A5 3 (1) 774 2 HEA T ek s T
B AF RS 1- AR -3- AN M —4- IR MRS 1- B -5 R PR —4- %
& LRI 2 (0 hh 4 6. 98g (WL ER 70. 4%) o M S AGBAH (i (HPLC) 4387 B fs 2 A% 25
ik, g arE 5EE AR (CGRAaELL) 5 85.0:15. 0.

[0103]  ( Ekiifs)] 5)

[0104]  7EH AR FETE i FEAR 1K 100mL PY FEEIEH, BIAIK 8. 67g.48% S A B K
1. 68g. A 35% L LKA 4. 08g (0. 031mol) , FFEATHEHF: . ENIR 50°C R H 5 438 fe
N 2- Z AR KL 4, 4- I LR 1 4. 44g (0. 020mol) K FP 2K 38. Bg (VR4 A
W W INEE AT, FENIR 50°C R HERE 10 2080, 135, BKIE 5 B 282 BT 00980 X5 18 21
2K 2 AT T8, 19 35 1- 3 -3 AR M —4- IR AR S 1- % 5- —
TR LA M —4— RTR TSI VR R L A 2. 94g. I OB IEE (HPLC) A #T BT 123
(998 5 L6 1A, ) 2 R e it B30T e o, 5 RBOR A 72, 0%, AT 5 5 ARG
(FRAfRLEL ) 4 99.1:0.9, FFE UL, MR HPLC X 1HFAT 70 M 15 2 1 K JZ AT 40 47
SERDIIRCR 23, 7% S AAER 1- AR -3- R P RNt Me: —4- FR R LB K fE =i 1-
53— TR AR -4 FRIR .

[0105] ¥4 FIRSZHEW] 1 ~ 14 FL LM 1 ~ 5 B RN 42 e e, J R AR L3 gh s T
x1 k2,

[0106] K1

[0107]

12



CN 103842345 A i BB 11/12 5
%1 R %jEﬁﬁf‘ﬁ; 1 AT +
WEERE | K1 BHUAT | MR ZBREETTEY [ 2 BHUET % 2 AR
Ry |B()| #heE | B(e) |R|R|R|R:| ()| FhK |80 (g}

ScHefl 1| Me | 295 | FIEE | 4065 | F|H|Et|Et| 888 | A% | 095 59.5
SHEfI2] Me | 105 | FAZE | 445 | F|H|Et|Er| 445 | BB | 445 8.8
SHEM3] Me | 105 | EAZE | 8060 | F|H|Et|Et| 445 | BBE | 865 173
SChEfl4] Me | 105 | EHZE | 1800 | F|H|Et|Et] 445 | BHZE | 865 26.7
SSHEE| 5] Me | 107 | B3 | 2480 [ F|H|et|Ee] 444 | B | 492 29.7
SChEfl6 ] Me | 107 | EHZE | 2480 | F| H|Et|Et| 444 | HHE | 497 29.8
SEHEI 7] Me | 107 | FBZE | 2480 | F|H|Et|Ft| 444 | BE | 497 29.8
SEHEGIS ] Me | 107 | EHIE | 7002 | FH|Et|Et] 444 | HHEE | 888 888
HEHI O] Me | 107 | HEZE 15540 | F | HIEtlEt]| 444 | BHE 2220 1776
SHEI10] Me | 107 |CBRCHE| 2478 | F | H|Et|Et| 444 [ZREZHE 4.97 29.8
SO 11] Me | 107 BETHAGE 2480 | F | H|Et|Et| 444 @B:%ﬁ‘ 497 20.8
Seheffi12] Et | 182 | BA% | 860 | F|H|Et|Et| 445 | FAE | 865 173
SCHafH 13] Me | 105 | FA3E | 860 | F| F |Et|Et| 4.79 | FR3E | 9.1 17.9
sohEfl 14l Bt | 132 | BBE | 860 [ FlF|Et|Et| 479 | BBE | o3 178
EEAREI 1 | Me | 107 | FB%E | 2480 | F|H|Et|Et| 444 | A3 | 492 26.7
B2 | Ms | 108 - - FFIH|Ec|Ee] 445 - - -
BAG3 | Me | 215 | BEE | 089 | F|H|Et|Ec| 888 | BHE |08 18
BLEGHI4 | Me | 295 ) BB | 089 | FlH|Et Et| 888 | BHE | ose 18
tb&ﬁﬁljﬁ*] Me | 143 = - FIlHIEt|Et] 444 | HHIE [3850 385

[0108] 1 :fF NaOH {7 {E 14T M.

[0109] £ 2

[0110]
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in P

CN 103842345 A 12/12 51

(F1BHBEH + [Z1 85BN/

EoHHER)/ (1 BHER | O RE| iR SR EE%)

BEZBBEITEY |2 2 BaLER) | T

(&) (%) (h) ((°C)|(%)]| *1 *2
SEHEE 1 6.7 83.3 16 | 5 |928| 974 2.6
e 2 2.0 50.0 4 5 |955 | 94.1 5.9
SEHE] 3 3.9 49.9 4 5 |96.7 | 96.9 3.1
SEiREg] 4 6.0 67.5 24 5 |98.0 | 989 1.1
SLHE 5 6.7 835 05 5 |900 | 915 8.5
3L 6 6.7 83.2 22 50 | 945 | 94.2 58
SCHE 7 6.7 832 1 5 |945 | 9786 24
L 8 200 90.0 18 5 |980 | 989 1.1
LhEdl 9 400 875 23 5 (990 | 980 | 10
SEHElE 10 6.7 83.4 16 5 |958 | 947 53
SERE 1 6.7 835 22 5 |87.9 | 945 55
SheEf 12 39 49.9 4 5 (951 | 965 | 35
SehE 13 37 48.0 4 5 |96.8 | 96.1 39
St 14 3.7 48.0 4 5 |953 | 964 | 36
bR B4 1 6.7 83.5 0.08 5 |819 | 837 | 163
bLER {5 2 - - 008 | 5 |450]| 778 | 222
gAY 3 0.2 50.0 1 5 |657] 880 | 110
ELB A 4 0.2 50.0 24 5 |704 | 850 | 150
LA 5 8.7 - 008 | 50 |720| 991 0.9
[o111] %1 : 1-H(ft -3

[0112] *2 .

- st
1= BUAR -5 ke

[o11a] b Al AL
(01141 A 5 {1328 77 5 21 Sy ol SR 0 2 Sk 2 A 25 10 2 b ) 2588 B
- BUAG 3 SUBESEIE I —4- BRRRE T .

UL —4- R
LN — 4 B
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CON 103842345 A W BB B M /17
oo 893 IRRLE S L R T2
&, 248
g G, B
B L FToes 1 BE-5- ZRP R -4- RERHR
I"ﬁ] 5, 8
%
@ .6
Bl &
£33 6
5. 357
27 E
AR
K1
%, 4 1%, lig
. L | - B -3 SRm A —4- HEZ
e i 8. 229
R £ S
g T 41 R S SRR - BT
w § Sl B
Bl
§ 7.
“
TP S
=Y. B
B
K 2
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