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e 5 R, T 90-95°C T RO BE, 11 f L 78 18 % B
H I B 2 LR Z8 tH S, 4K 2E B 30min, ¥4
FEE, MAZR LSRG HESEE, B
ZRIRF 2 R INBE & LR W2 R R
1) R LR N R R, P DA SE AL SR PH
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1L —Fh SR B A 2 R DR ) 24 7 i, FLRRAEAE T, il 4 5 v N 70 S N8 2 AR AR vom
N H B2, 6- —HIEIRIEAI N, N- 2@ AR, THEZ 90-95°C, 1 Ml 248 5
B s S AR B ) FR I L 2 T R B A S, TR AR SR IRV 30min, A EI R Z IR, I & 4058, &K
Ve ErE G, AR RUAR 2 A< R S B

] 22 R PRI A e R IO R R, B LA SEAL ST PH A 3—4, I TE PR IR B 3
20-40min, IT3E, VEVRZCIRGE, Yo D45 5, TRAS A £ R I,

2. FRHEBCRER 1 FTiR i SR A 22 < BRI ikl 24 0770, HURRAEAE T, Pk 2, 6 I JEOR
R 45 7 VN A RV A E RO 2, 6 — I V&K Pd/C A1 2, 6- — FRELER O,
T 180-190°C K M. 5-8h, PR 2 =i, 198, Bk Pd/C B ;P8R EA Mk 280, ik 2, 6- —
HIEIR Ol N EH, RIRME KD B3 ZE, lZRR 2, 6- ZHIE K .

3. MRHEAURI LR 2 Frif i) Eh A 22 < BRI ikl 2% 07 7%, HURRAEAE T, Bk Pd/C 1T 4
R 5%

4 WP EL SR 2 8¢ 3 BTk (R R 2 - TR 1 il 48 07 v, HRRAiEAE T, BTk 2, 6- —
FH Y VKA 2, 6- - HIEER OB A HORHEE /R EE A 1:3-5:0. 1-0. 4, fTid Pd/C IR R A
2, 6— —HE & 0. 03-0. 05 5.

5. MR BRI EE SR 1 BT i i 3R B R 2 1= IR (W ] 46 5 3, FRRRAEAE T, BTl R B 1R o vk
FE = 37%,

6. A BRI ELSR 1 8¢5 Frid (R A 2 = BRI 28 07325, HLRHIELE T, Frid 2, 6- —H
FEOR N I BEAAAI N, N- Q2 TR H R M FORHBE R EEo 121, 2-1. 410 1-1. 3, Frid R
IR N 2, 6- WK TR 0. 1-0. 2 £,
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—MERR M 2 RERHE A

ARG
[0001] AW Jigi 1 RIS 65 B AR U, AR e — Tl s IR 22 DR ) ) 95875 9%

BREA

[0002]  HRERRFI 2R LA RRA N-(2,6- HIZREL ) -2- ( Z 2%k ) 2B - K
G, 0 H DL BN R 2 o W5 m] A g R T BRI AR, A7 LR AR, Wi S IR IRt
AT, W PAS = T B JR ot A5 PR e e T AR iy Jeg w9 i) R I 53 ml AR AT IR YR 2 S
g, AEE /R —HE, RaB AN IAT — % BIEFEAE L i BAT DO ER AR R

[0003]  FI il PN Ahoxst R 22 BT AT 5 T S v AR AR T 0 ER IR R 22 R RIVE SR R
TR Z KRG F 2 RRERE. B2, TR 2 R B & R IE Y IR IE S 5 4 48 1
S5 e, SRR RN OB, 22 R IR H AL, 2R A Bk i St 45 T R4k 2, 6- PR
4 PR FH DK R A7) < PR B PE AL, oRs 2, 6— — IR DRNG 5 S LWL AR R, M T 45
() PR SR S -2, 6- WIS, HOSCRALE 67 % ita IR 5, SR A FH A0 A7), 1l v 1) 4
OB -2, 6- WIS — LRI JEBH] Smol/L s BR A HL, 2R JE I 6mol/L
KOH 5 ¥ FH H 308 A% BRI » s Jm 2% 3k e 4 280 W A = 0 R 22 B o s AT Rl 77 i
B2 K ER AT R A 2 R

[0004]  {Hs2Z, B G ik MNCR MR, BAS B R, B NI o (38 VR IR TR 2 2
STPRETIE AN RN DRI, ST 412 vy 5k PR AN 22 R DRI AR P A0, BRARORGAS , g L 1 2 1) ¢
IR PR AT TR SEI, ke 1 =4 38 V) R B DL 7]

LZRAE

[0005] A 1 MR e A A2 7= SRR 2 A< DRI BR o A2 75 () il R, AR BRIt 1 — B 207
B AR R S S R R I SR 22 R DRI 48 0 V2

[0006] A% R B A A Il s SR IR 7 2200

[0007]  (1)2, 6— — FHRLZERE K] 4%

[0008]  7E S B 2% &% WP AR NN 2, 6- —F . & UK. Pd/C F 2, 6- — 3L 3R R, T
180-190°C J W 5-8h, [l 22 & i, 1t 8, U Pd/C ERT s PRWRER o+ 2818, 19l 2, 6- —H
RO N IRER, FARMAKE BE SR G, mZEA 2, 6- —HIERK. 2,6- —H
76 Pd/C ALAE AT, LGS 2, 6- W L3R 2 N BhAEAL ), 2K AT WRAH R A0 13
2, 6- ZHEIRNE, [ B2 AR, = IR e

[0009]
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- 0) (1)

NHg

O
", H}g@ﬂs HSCCHa -

[0010]  (2) #hERFIZ < F i) 4%
[0011] 7B A g8 RN BN 2, 6- — FHL R AN N, N- — 28 35E 2. i W s, FHil
2 90-95°C, 11 J 101 78 18 25 B e B A B i) R I L & 0 R A S, FEAR 2RO 30min, ¥
HEBEWR, AN AL, ZKEE B E 25, AVUZRAR 2 KRBT A OB &
It R AR S A R, SR R VRN D7 1 22, mT DA A s B 1) 1E T e T, AT AR
LI RE B2 e R
[0012] (A1 2RI & LG TP N 3h 8 B LAEAL ST PH N 3. 54, TG 1
R IE 20-40min, I 3E, BEMREE IR, Vo EN 45 5, TIRAS SRR 2 R o
[0013]

NHs

N :
o CH, CHLONa ' TN B
He CHs o CHOCOCHNCS ), Y\}\ < HCH + CHIOH ()
v HC L & K

[0014]  fENARIE, BTk Pd/C BRI H0N 5%

[0015]  fE At ik, AT ik 2,6- — F . & /K F1 2, 6- — H B 30 U 1 B REBE R EE
1:3-5:0. 1-0. 4, firid Pd/C PRI A 2, 6- YT 0. 03-0. 05 .

[0016]  fENARIE, IR EREE I T EIR A = 37%,

[0017]  FERMLIE, FTA 2, 6- —HIIEIE M BRI N, N- — 2 24 8% TR R I Bk EE R TE
N 2-1.4: 1 1-1. 3, Frid sk R I BERH T 508 2, 6- HI LR Z &1 0. 1-0. 2 f%,
[o018] R NARIE, Tk 2, 6- —HEy . &K, Pd/C N 2, 6- — FIRLER O lH () BB EE R EE A
1:3:0.05 :0. 1.

[00191  fEMNARIE, BTk Pd/C BRI H0N 5% .

[0020]  fENOLIE, FTid 2, 6- HIFEIRAEG AN N, N- - 2%t 28 H R RN 36 R 1) 0k
BEJREL g 1:1.4:1.1:0. 13,

[0021]  AKRHHIIAMBERA

[0022] 1 A BH AT () R B 0 2 DR & B 2507 B, 7= Wl B ik 99 % BB, I R v
ik 84% A F,

[0023] 2. )4k 2, 6- - H JE o F ) 4 aoh R RO T ELTR R A AL ORI S, YA R S AR
T Re AR EUCE F B S I AR B AN R AR

BiEAR
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[0024] DL &5 & S ) ok 30— 20 ARRE A R B, AEL S it 491 AN ok AR e BR A Ao 2 3K T R
o

[0025]  =Zjitfs 1

[0026] (1) 1tk 2, 6- — HREZE A4

[0027]  FEJ MR #H AR IINN 2,6 —HIE} 24. 43¢ (0. 2mol) « & /K 63. 1g (0. 6mol) .5 %
Pd/C 1.06g.2,6- —H FIFTEH 2. 52g(0. 02mol) , 185°C J2 B 6h, [ %8 35 3, 1 I, [k
Pd/CEH s IR T Z0H, Bl 2, 6- —HRIR B N IRER, #ARWINKBESH—IK, # 5D
2, By R AE 2, 6- — R 23. 35g, HPLC 411/ 7y 98. 32% , Ik #)y 94. 73% .
[0028]  (2) R Z-RIH M4

[0029] [y 7 2 0B . — T HP AR OIN B 24 15. 12 (0. 28mol) « Hpr a4 2, 6 — FE 2
Tl 24. 24 (0. 2mol) N, N- = Z/& Ik 2R HE 31. 9g (0. 22mol) , IN#RZE 95°C, 1l Je Bl
AR 25 OB AR B B T2 O R 2R R ), PR SO 30min, W1 2 &I, TN =& 4
PO iR, KWE 2 3, B 82, AHLZR AR 2 R BT = 8 B

[0030] LR Z R & 2 be s, IR 2. 56g, SR Ja LAALE Y PH A
3.5, IONIEPE IR [0 20min, i3 38, SRk 4n, ¥ H 455, TR 5 F) £ K X 48. 28¢, HPLC
Al Ry 99. 52% , WK 88. 72%, MULE N 84. 04% .

[0031]  SZjffs) 2-3 wP[AjAk 2, 6- - FHJER I ) 4%

[0032]  RAD-Sauitafs) 1 (1) AHE (AR vk, MR ER 2, 6- —H 8, A2 20K Pd/
C 12, 6- —HEI O &, frgseings Lk 1 frox .

[0033] £ 1:
[0034]
5% , ; _ L 2,6~ I HL RN
) K | 2,6- AL | RN | RV
it Pd/Clg | _ " g
/mol HeBi/mol | JEI/AK ErC Gl 1% ‘
181 1%
2 0.8 0.74 0.06 5 180 98.73 95.62
3 1 1.22 0.08 8 190 98.06 94.89

[0035]  sEjifufs] 4 ERFERFI 2 < DRl Iy ) 4%

[0036] [ A #% TR B = UM AR AR O N RN 12, 96 (0. 24mol) Hr R4 2, 6- —HIJE

g 24, 24g (0. 2mol) FIN, N- &K AR H 5 34. 8¢ (0. 24mol) , IN# A 90°C, i1 e N1k

AR RO AR RV I, B E W 2SN, R4k RN 30min, A3 2 =, A &4

Bein i, KUk 2 38, 5 B o =, AALZERU R 2R KB — 5 LR

[0037] BRI 2R RIB ) — S e b, ISR IR 2. 42g, 285 DALY PH 4,

IONIEPER [FI9 30min, i€, JEMRM S, vo H1 &6 i, TIRARERIRFI £ R [R] 48g, HPLC 4l

99. 32%, Wy 87. 96 %

[0038]  =jitafsl] 5 ELERA| 2 R DM ] 4%

[0039] [y 7 2 0B . — U HP AR OIN FE 24 14, 04 (0. 26mol) « Hpr a4k 2, 6 — FE &

g 24, 24g (0. 2mol) FIN, N- 2 &K ZBRH 8 37. 7 (0. 26mol) , IN# A 93°C, i e N1k
5
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ZETRR 22 I SR BN FR B, B2 T I A ), TR AR SR [ B 30min, A EI R =R, A& 4
PO iR, KWE 2 3, B 82, AHLZR AR 2 R BT = 8 B

[0040]  [0RAZ R ERIBE I — S 2583, I Eh IR 4. 85g, 2R )G LALLM 1Y PH A 3,
IONTEME R Bl 30min, 1L 38, JERMH, ¥o 5145 &, TR Eh A 2 R [F] 48. 28g, HPLC 4 &
99. 08% , RLH A 88. 25% .

[0041] DA AN A28 A i BH (A0 38 52 it 7 5, A B (9 DR 4 S0 R AN B ) 1 b, AR Qidskh
RN T AE AR S BBUREE SR 5 [ P AR AT AT 508 350 9 N A 5 BR AR 5 R Y
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