CN 102101861 B

1O RRARFHRERARERE IATATNON
(10) A ES CN 102101861 B

) *‘P (12) Z R & |
(45) I/ AER 2012.07. 18

(21) HIES 201110066022. 4 US 5468742 A, 1995. 11. 21, JiEHFEE 1 #4568

(22) RIEH 2008.07.01 64T — 55 52 £255 64 4T .
(62) HE[RRIFEHIE HER MEN

200810043577. 5 2008. 07. 01

(73) FRMA Wit Ria (i) ARAF
Hoik 201318 EHETHR AR FHg 222 F¢

21 =
(12) %A =B F%
(51) Int. CI.
CO7D 471,04 (2006. 01)
(56) Xf Lk 325
US 6861425 B2, 2005. 03. 01, {584 36 £
SE Tt 20.

WO 01/53273 A1, 2001. 07. 26, ViBHHH
228-229 TUSE it A27.
EP 0603887 A2, 1994. 06. 29, ¥t 15 1T

525 i 6-8.
BH TP 678 BRERS 1 0 WA 3 5

(54) % RBEIR

BRI B 2 R A & B T 271
(57) WHE

AR AR T — SRR AR TR TN 2R 0 R R
FPUBE A SR TT A A R A S5 R 2 4 o ) A
LRGBS T 2057 R R E R 51311
MLRE IR A JERL, Bt 4 2B Y, 15 34 B
G RITEIER G, AR, KN,
Gy TES ], AL BB, Wk, 3F B G T IOR AP,
BISEA R T A, 75 & R Z 02K 2 FIRIF,
AR R EA TR T — 4% U1 SERTAT R e Dbk A
RIRANZENE BRI AW h A& & L2
.



E %k F 1/1

CON 102101861 B ) F

1. —2BHAFZEMR (11) 3, 8- A Z0IF [4. 3. 0] T n B 2R iA 2 B 28 &

W LT
0w

(nn
Forb Ry WS BEdE REE NI AR ORIV i ek B R O RN R T
B TR R AR E e L R S S HORRAEAE TZOA S PRI ER

PO o )
+ Z Br & R,
N O O e
OOH A S
OOH o
o) o)
N/ I N §\N NH LAH NH
x
o)

(0] iy
(1) WEWE YRR R S SIS 1YL « (2) PIIRIR 5 RiBr s R, S AILIE £+ (3)
SIS FE £ 5 O R AR BR B 200 A0 (4) FRI UM B 1 B RO i (11D) 3,
8— “HIEAFE [4.3.0] Tk,
2. MRHEBURIEE SR 1 G B T 87, Horp Ry A 2 8 R RE 7 T 26 80F

ISE-F
3. MEAUMER 188 2 [ & T 207k, e 3 =20 A AR 5D BRAE AT I AL 1)

Pd/C. Pd(OH),/C 5 Rh/C, Jx N JE }) 1-50kg/cm’s



CN 102101861 B WO B 1/3 7

BRAMNRIIEAPEIANSHE L ZTHE

[0001] 3 ULB AR HIEEMREE XM REFERNLEMS (KPS
2010112500608890) *f fRztb 2=k ( By ) AR AR T 2008 47 H 1 HHiHER L%
BA 25 AR & B T2 56 (RS 200810043577, 5) IR A% & L2 HE )40 2
HIE o BRANER (o EAIR B 25 T (R & i S T 27350 46, By B (2 A S E 2
TR B B S T2 7V SR AR B 2 P (R ) A B B T8 516 AR B AR 56 H 5 2008 48
7 H 1 H, ISR ET A RS A

[0002] 1. EHHsER

[0003] 3T 4F 3k 2 A A% BN BT AL 25 1 (USH202337, US5071999, US20050234031,
US5179090, US5468742, US 20050101602, US20050197333, US6114531, US5298629,
US2004242641, TL46 (42) , 2005, 7179-7200, US5654318, JMC36 (16),1993,2311-2320,
W02004/832) EZHIAIE, WA Y) G LG T2 X8, BRIk s ul. — RN E
R 2RI, S5 AL IR TR K, JER A BRI G 15 B, =R 2, 15 YR BRI RMIF A R T4
AN 33K 5 A 15 5 AR IR B T Ve

[0004] AR EHI H B2 EE— A TR 515 FUR T 0 S I R B 42 6 i 2 A i 2
YRR G e T 2051 ATTEIRE 5453, IARIAR, =% /b, AbBE 5, 5%y, i HL 5
F kA=,

[0005]  TI. AKBHMEENZ

[0006] AN Jx BH G J— 2K e 24 [A) A4 B OB B 1) 1 Je 120735, Hop R s B
TNo AR IITIES R S, B 519, 5 T-4idk, K, & T Tkt

[0007]
Ry N’R4
)p
Rs’hﬁi%
[0008] AR R1 4 FIZE AL IRAE, EsE WAL 3L sR2 O AR VLR, TUSE  Al F2E R3
MR BEEE DT EE VAR, U N A IR O R VR VIR EE TR R AR ORI VU
B IHEE L AR IE B Ry L (R4 DA S e D B AR, LR M AL AR OB R

PRI RO (ML (R I sm = 13,828 TR 2 =1,25p = 0,1,
[0009] A7 Bh TaE— DR A B, XRAA S G ] 1t B R gk (TTT)

Im=2,n=p=1],
Ry

[0010]
(H1)
[o011] b R, M HEIE 52 2RI, LS N Al PR O RN RN R T 26
B NV v SN e S R e O e
3



CN 102101861 B WO B 2/3 Tt

[0012] A% BH A HL IR A pl v e B X 0 s, (B IR AN PR i) A i BH 1 N 2%
[0013] AR EWT -

[0014]
N 0
z +
| NZ Ry Br & R,
S L—g
OOH X ,
OOH o
0 0 R
3N
S S TN T Ow
[ N~ NH —  ~
N
o] o)

amn

[0015] &R VETHE— SRR T -

[0016] &5 — D MikmE — 3 B R i S M. il 75 P B i, 28 — 20 Wi 5 i A S R 75 itk e
th, WIS s ACBEBE R EE 1 0 3, EFFEE/REL 1 ¢ 1. 2, HEFE TV R N 2K FR 2R, R
SRR EE N, 5 0 I SR e IR, HEFE AL PA/Cy PA(OH),/C. Rh/C S5, #E#E K )
1-50kg/cm’, X R 20-100 JiF, 25 VU0 FH AL B B N B I8 SR R i, s &1 5 4k
BIEREEIREL 1 ¢ 6, HERFBEREL R 1 & 3.

[0017] AR BHA Bk 26 75 V5 I NN, By T4, 2 TIOCE =, 7B 545, =% m, 7=
AR A

[0018]  TT1. % HH sS4l

[0019]  J@ ik L RSl fr Bh T Bt — D BEAR AR B s B AT AN Ry 2809 52 o B FH 8 [ AN 52 5K
151 B il o

[0020]  SEfIEER (T11) KA 3- A -3, 8- ZHAWNIF [4. 3. 0] TLeE Kk
[0021] Z—

[0022]
| + N O
' N
07 “OH \
O

[0023] 7R3 N, 170mL (EEERET ANE 100g (0. 6mol, leq) ) 3,4 ntkie —FR e, Wi
SEHE ST, AR 110 B2, HhE 4 /NI, v A 2 S0, WU T, 200mL 1 SBE A BB A, i
&, UEDEH SRR (4%100) , 13 86 IR . {62 AR 7L A2 76mL (0. Tmol,
L. 17eq) IRRZH, INFE 180 FEBEF: 30 70, FRRE RN (TR G074 H142 0 &, I 170mL
BRPRIT, £E 110 FEHEHE 2 /NI, TLC A W 58 5, A ARV 1 R S3 1) SO NAR A A
500mL Jo/K L%, ik g, 15 89g P2t (62% ), MS (M+H) © = 239

[0024] & — b

[0025]




CN 102101861 B ot 3/3 L

it BR
47 e
N Mel Met -
Q7 ek
A
(o
(o

[0026] ¥ 10g(0.042mol) [ E—r= 5. 7. 2g(0. 0504mo1, 1. 2eq) Ml FF&E A0 90mL FF 2N
NEHE R, AR 110 BNV, B2 =35, g, 15 16g 4 (94% ) ,MS (M+H) " = 253

KA —

[0027] =

[0028]
0 o)
Meﬁ-, Pd/C
| —_— NH
§
o} o}

[0020] ¥ 10g(26. 3mmol) {5 — B /= M¥s AL 10mL [ R EE, NN 0. 2gPd/C, =T
15atm S Ak A2, TLC #5828 rd, 138, BE+, ZR BN N 20mL2M (1) S0 8 AL s o, 76 =
i T BEFE 30min, H LR SBEAEEY (3%50mL) , it BR B 1158, ik vk, e T45 4. 2g 4 (95% ),
MS (M+H) © = 169
[0030] VU

[0031]
0
e -7
NH & —— NH
0

[0032] ST, 78 200mL =S NN 2. 05g #1484 (54mmol, 3eq) 1 30mL JE7K THF,
AHEIA 0 FE, % 3g (18mmol) 5 = W™ WIS AfAE 50mL JiK THE H, i o0 31 S A I A, 35
B, HARTEE S, iRk 30min, SRS 1A 6h, YA E1EE 0 B, KUK N 2. 05g 7K (4. 1g15%
SEEALEN KRN 2. 5g 7K, by, JE T L BEBES: (3%200mL) , JEM A SBEZEEL (3%200mL) ,
G IR, R EREE T8, L JE e T, IR 781815 2. 24g 4l (89% ), MS(M+H) ™ = 141,
[0033] IV. /N&E

[0034] AR BHEEAE T —FH A 50 )k 2 B A U T 20071 FIRE B 5 15
Rk — R R M Rk, &0t 4 8 OV, 13 B S BRI G . R TTE R 5 1%, AR,
SN ER, G T4, bR R, R A IF B 5 T O AR SRR R 6 i O A
AR Z EIIN, AR BN SR A THRE T — 4 VIS mI AT B rh AR 9 G e e T2 7
%o



