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.

[0567]1 'H NMR(270MHz, CDC1, :CD,0D) :2. 6 (t,2H) ;3. 2(t,2H) ;5.1 (s,2H) ;6.9-7. 1 (m,
4H) ;7. 2-7.3(m, 1H) ;7. 4(t,2H) ;7.9(d, 2H) .

[os68]  SEiifh) 2 :4- (4-(2— AL WEIE ) A2 ) -4- R T BRI G K

[0569]
ObHy o
e T
SRavas

[0570] IR A :4-(2- AL FEIE ) K OHRHl#% -
[0571]  £E 5-10°C N ¥ 1 2- A48 B A L (2. 99g, 21. Tmmol) ¥ T T THF (5ml) 1T
DMF (5m1) T 5% (%5 W8 N B 36 # H 1« H 4- 252K W (3. 25g, 23. 8mmol) « = 75 5k Ji
(7. 36g,28. 0mmol) FIEE — M — L EE (4.51g,25. 9mmol) ¥ T+ THF (20m1) HZ IV
o TR RNIR EWITE OCHERE 2 /N, TR %R, TP G H OIR IR TSR
W), FH AT NaHCO, JEV IR . FH NaSO, TS ANLZ, i 38 fa Wi, FH PRI I A (i s
(LL99 o 1 W&« FECABENIE ) AT 4lifk, A3 2 A G AR KPR 54 .
[0572] 'H NMR(270MHz, CDCl,) :2.5(s,3H) ;3.9(s,3H) ;5.2 (s, 2H) ;6.9-7. 1 (m,4H) ;
7.3(m, 1H) ;7.4(d, 1H) ;7.9(d, 2H) ,
[0573]  APUEB :4-(4-(2- FAIE I ) I ) —4- EAUT R OB RIH 4
[0574]  7E—60°C GBI, B (=R ) Bl Es i (1. OM, 5ml) JIASL
FEPI H 4- (- PSRRI ) KOl (CRAPIERA, 1. 22g,4. Tmmol) ¥ T+ THF (20m1)
A1 DMPU (5m1) Ty il 43 IS . 7E —60°C N HiHE 10 7380 J5, TRIEIN AR L1 L lE (2. 598,
15. 6mmol) o PR PT1S R NIRGPHEFE 10 080, ARG THE R SR FFE RN 2 /M. FH O1R
LEREERIR A, FKBEG . H SR CBR 2 IR BUKZ, #6 3F RA HLZE H Na,S0, T4,
B g S s . F PR EERCAE AL (BL4 0 L HCE | R OTE VRN ) 4ifbprfs
& N7/ NTEE ISR RS NGO ISR A7/
[0575] 'H NMR(270MHz, CDCl,) :1.2(t,3H) ;2.6 (t,2H) ;3. 2(t,2H) ;3.8 (s, 3H) ;4. 1(q,
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2H) ;5. 1(s,2H) 36.9-7.0 (m, 4H) ;7. 1-7. 3 (m, 2H) ;7. 9(d, 2H) .

[0576] DR C:4-(4-(2- A FHREL ) 3k ) —4- AU T BRI 4% -

[0577) I INC 2% ) A5ALMN (6ml) AbFEHT 4-(4-(2- FAREETFAEEE ) K5 ) —4- ACT
B LR (R EZIRB, 1. 49g, 4. 3mmol) ¥ T-4ELWF (20m1) TE IR H5 S MR A PIAE S
NP 2 AN, SR IM BRI AL o I8 TR A R A, YA KPR S I T A
5 B bR AL &) o

[0578]  'H NMR(270MHz, CDCI, :CD,0D) :2. 6 (t,2H) ;3. 2(t,2H) ;3.8 (s, 3H) ;5. 1(s,2H) ;
6. 9-7. 0 (m, 4H) ;7. 2-7. 3 (m, 2H) ;7. 8(d,2H) .

[0579] St 3 :3-[(4-(2- B FHRIL ) KAL) FlmdL ] INIRHI & K -

[0580]

£ ¢
-e$(:~< B W."}ffx“sﬁ“afi.

CT oK

LN
[0581] DU A :4- FEEERILIRIVHI#% -
[0582] 7F -5°C T, ¥/ T-nkmE (0. 201ml) ¥ THE (0. 4m1) T B I3  n N B B b
¥« FH PBr; (1. 38g,5. Ommol) %1 THF (2ml) JERLIIH . (EAT 1S 19 R M IR A4 7 In H
4- RAEEREEE (1. 89g, 15. 2mmol) ¥+ THE (23ml) JERIIEH . P13 1 R N IR A YE
FIRTNHRE 18 /NI, AR5 FH THE R, 75 Ak - 300 8 . 28R BT AR VR, 4 AT A 90 2 1] 1k
FHVAE T THZE (16ml) o BT RAE -20°C N RE: 2 /NI, SR FHRE T 8 3k, TS
BIVE A9 ¥ 38 L IR AR AL &), AL B ) TE 75 AL B n] R o
[0583]  JDER B :3-((4- FRIEoRdk ) HmiEL ) NI LM -
[0584] ¥ 3- ZEL TG W5 (2. 66g, 19. 8mmol) Vs M3 H NaH (60 % 43 BLAE W+, 0. 731g,
21. Tmmol) 5+ DMF (15ml) JE RIS o UAN = AR EU, K B AP 3R A 1) 4- F2 2%
IR K TR S NIR A AE IR R BERE 16 /A, SR A RT NH,CL /K 0 K, TR
HREAWRY . AR OEE (EtOAc) WFFRRY, 28 Ja K F K% . R BRIk
PR ITSKE o H Na,S0, THRA I RIANUE, H I 8 ek dq . AR Ak AR (12 (B
95 1 5 SR ¢ LIROBEAVERLIE ) AT A4k, WTTAS RIS 5
[0585] 'H NMR(270MHz, CDCl,) :1.2(t,3H) ;2. 4-2.6 (m,4H) ;3.6 (s, 2H) ;4. 1(qg,2H) ;
6.7 (d, 2H) ;7. 2(d,2H) .
[0586]  ADIR C:3-[(4-(2- FFAEE ) KE) Tk | WIR SEEMH &
[0587] % 3-((4- AR ) B ) WNIRSH (kAR B, 2. 5g, 1. Ommol) 3 I E i
NaH (60 % 43 BLAE i, 0. 054g, 1. 3mmol) 5+ DMF (10ml) JERCHIH BT o AT EAS
I, IO 2- JOREEIR (0. 263g, 1. 3mmol) o K311 R NIR -G TEZ I T HiRE 4 /N, SR )5
FHATNH,CL VARV K, B Sk i . H AR L BE (BtOAC) YRR &M, SR 5 FHK
MEIKVEEF IR . H R OBEZ RIEEFTE/KZE . H NaSo, THEEHHANE, F ik
Jaik4n., HPERERAEENEE (L4 0 1L IEKE | LR OB VeI ) AT 440, i fs
b G
[0588] 'H NMR(270MHz, CDCl,) : 1.2(t,3H) ;2.4-2.6(m,4H) ;3.6 (s,2H) ;4. 2(q, 2H) ;
5.15 (s, 2H) ;6.9 (d, 2H) ;7.2-7. 4(m,5H) ;7. 5(t, 1H),
[0580]  JDURD :3-[ (4- (2- U NI ) 2R3 ) WmiEE 1 ARV HI 2%
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[0590]  FEEE T, ¥ INZAALEN (0.5ml) MIAEIH 3-[ (4- - WFHRE) X&) T
B HBRAEE (RALEC,0.122¢,0. 35mmol) T LEE (5Gml) TR K IR A
WIAEZR T HiFE 3 /N, 285 L IM EhER IR AL, BLor Wk 4 fe 19 21 B (i 44, FH Podi e B A (i
% (LL92.5 1 75 RS L R VEIGI, F CERiER ) Ak TS B ElE 1k, AT 2
€ ] AR A AL A0 o

[0591] 'H NMR(270MHz, CDCl,) :2.4-2.6 (m,4H) ;3.7 (s,2H) ;5.1 (s, 2H) ;6.9(d,2H) ;
7.2-7.4(m,5H) ;7.5(t, 1H) .

[0592]  SEJiAd) 4 24— (4- (3 FRAEIE ) ARFE ) —4- FAT RINA K

[0593]

[0594]  JDIR A +4- (3= R ) 2K SRR

[0595]  SRAISEHEMH] | A B3R A 19753, LA 3- J0WEE O JsUR), Hlfsbr @b 54 .

[0596] 'H NMR(270MHz, CDCI,) :2.5(s,3H) 55. 1 (s, 2H) ;7.0 (m,3H) ;7. 2-7. 3 (t,2H) ;
7.4(m, 1H) ;7. 9(d, 2H) »

[0597]  JPER B :4- (4= (3- HURHRIEL ) A ) —~4- ST BBUT BRA il 25

[os598]  SRHAJSEHEM] 1| B8 B KIT55, T brd b &4 .

[0599]  'H NMR(270MHz, CDC1,) :1.4 (s,9H) ;2.7 (t,2H) ;3.2 (t,2H) ;5. 1(s,2H) ;7. 0(m,
3H) 57.2(t,2H) ;7. 4(m, 1H) 8. 0(d, 2H) .

[0600]  DER C :4-(4- (3- R ) AFE ) ~4- SN T R il %%

[0601]  SRHAJSEHEM] | 2% C K753, S brd b &4 .

[0602]  'H NMR(270MHz, CDCl,) :2.8(t,2H) ;3. 2(t,2H) ;5.1 (s,2H) ;6.9-7. 1 (m, 3H) ;
7.2-7.3(m, 2H) ;7. 4(q, 1H) :7.9(d, 2H)

[0603] St 54— (4= (4= JFEREE ) FR3E ) —4- AN T IRV A Ak

[0604]

[0605]  JBHR A 24— (4= R ) 2K SRR %

[0606]  SRAISEHEMH] | A b BR A 197532, LA A J0CWEE O JsUR) Slfsbr @b &4 .

[0607]  'H NMR(270MHz, CDC1,) :2.5 (s, 3H) ;5. 1 (s, 2H) 57.0(d,2H) 57. 1 (t,2H) ;7.4 (m,
2H) 7.9 (d, 2H)

[0608]  ZDER B :4-(4-(4- FAIE ) 23k ) —4- AT T IR T BR A il 2

[0609]  SRHAJSEHEM] 1| B8 B /T35, B breL &4 .

[0610]  'H NMR(270MHz, CDC1,) :1.4(s,9H) ;2.8 (t,2H) ;3.2 (t,2H) 5. 1(s,2H) ;7. 0(m,
2H) 57.2(t,2H) 57. 4 (m, 2H) ;8.0(d, 2H) .

(06111 JPIR C :4- (4= (4= FURHEEE ) AFE ) ~4- ST B il %%

[0612]  SRHAJSEHEH] | B3R C K753, S brd b &4 .
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[0613] 'H NMR(270MHz, CDCl,) :2.8(t,2H) ;3.2 (t,2H) ;5. 1(s,2H) ;6.9-7. 1 (m, 2H) ;
7.2-7.3(d,2H) ;7.4 (m, 2H) ;7.9(d, 2H) »
[0614]  SZJEfH] 6 :4—(4-((2- mkmE st ) FESE ) KAL) 4- ST RN AE

[0615]

[o616]  ZDER A :4-((2-mbesE ) F4EEE ) R OMIRIHI & -

[0617]  {EZUE T, ¥ 4- ALK S (1. 99g, 14. 6mmol) ¥ T DMF (5ml) il B FY ¥ AN
HNEN H Nal (60 % 73 8L, 0. 604g) 5T DMF (20ml) JE R &IF BT . UAFH AR
B, NN 2- Aipie AR AR IR £ (2g, 12, Immol) o B BT 45 10 I N VR G048 3 S Bi ke 16 /)
INF, SR 5 F AT NH,C KA K, Frf B r ki . H 1R SRR R R, SR Ja K
FHERIKBESS . PT1R/KEH OB CBEDEE IR . H Na,SO, TEE FF A NS, Bl 385k
5. FPREEERFE IS (BLL 0 1Ok | O/ B N PEIIR ) itk BT s sk a4, Mim
(CE TN i ALY/

[0618]  'H NMR(270MHz, CDCI1,) :2.5(s,3H) ;5.2 (s,2H) ;7.0(d,2H) ;7. 2(m, 1H) ;7.5(d,
1H) ;7. 7(t, 1H) ;7.9(d, 2H) ;8.6 (s, 1H) .

[0619]  PUEB :4-(4-((2- MEBEE ) F4IE ) 2R3 ) —4- SACUT BRABUT BRI -

[0620]  7E —60°C &AM, B X ( = I ARk fe It ) B 2w (1. OM, 5ml) fin
ABEFEA I 4- (- mErE st ) 4L ) KW (Sk B HR A, 0. 968g, 3. 6mmol) ¥ T+
THF (16m1) 1 DMPU (4ml) 11 il1F (K%K . £ —60°C FHikE 10 438 ), PRIE AR SERACT
g (2.64g, 13. 5mmol) o« FH44 1TSS NIR -G W FE 10 438h, 2R )5 FHE 2 =82 Y 4 /)
N F COBR LBEERFLIR &9, TR Sk ATVl . H QIR CBRZ IRFEBUK)Z . 63T
A HLZ L NaySO, 458, K Foad s k4 o, PRSI A iy (BL2 0 1Tk © 2R
CPEAPENGE ) BT AL, TS 2R B &4 o

[0621] 'H NMR(270MHz, CDCl,) :1.4(s,9H) ;2. 7(t,2H) ;3.2 (t,2H) ;5.3 (s,2H) ;7.0(d,
2H) ;7.2 (m, 1H) ;7.5(d, 1H) ;7. 7(t, 1H) ;7.9(d,2H) ;8.6(s, 1H) »

[0622]  JDHR C:4-(4-((2-mEmedE ) A ) K5 ) —4- AT RS

[0623] H =R &R (5ml) AbFHH 4-(4-((2- mbRredE ) AL ) AR5 ) 4- ST RAUT
fis CRAZIEB, 1. 27g,4. 2mmol) ¥ T R FLE (25ml) TR RV IRG Y E IR
THEE 3 N AR E B A . PO AT (S (BL95 ¢ 5 ST ¢ R A BRI,
H CEERiHaR ) BT 24k, T AF 2 3 ElE AR AR A5 ) o

[0624] 'H NMR(270MHz, CDCI, :CD,0D) :2. 7 (t,2H) ;3. 2(t,2H) ;5.3 (s,2H) ;7.0(d,2H) ;
7.3(m, 1H) ;7.5(d, 1H) ;7.9 (m,3H) ;8.6(s, IH),

[0625]  SEjifA) 7 :4- (4= (FEIE ) ZRIE ) —4- SANT RIIE L

[0626]
Chavans

[0627]  JDIRA A-(FHEE) KLEMIHIS -
[0628]  SRAISZHif) 1 A bR A 1515, PLSTE IR OB, 75 FR 84L& 4 o
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[0629] 'H NMR(270MHz, CDCl,) :2.5(s,3H) ;5. 1(s,2H) ;7.0(d,2H) ;7. 3-7.5 (m,5H) ;
7.9(d, 2H) .

[0630]  JDEE B :4-(4- (WEIE ) Z-3E ) —4- KT BRAEUT Be iRl

[0631] SR SZHER] 1 H 558 B /55, ffF bR a4

[0632] 'H NMR(270MHz, CDC1,) :1.4(s,9H) ;2.6 (t,2H) ;3. 2(t,2H) ;5.2(s,2H) ;7.0(d,
2H) ;7. 3-7.5(m,5H) ;7.9(d,2H) .

[0633]  JDIR C:4-(4-(FEEE ) &I ) —4- S AT IRIHI &

[0634]  RHAISZHEW] 1 WP IR C U7, FIA bRk 54 o

[0635] 'H NMR(270MHz, CDC1,) :2.8(t,2H) ;3.2 (t,2H) ;5. 1(s,2H) ;7. 0(d, 2H) ;
7.3-7.5(m,5H) ;7.9(d, 2H) .

[0636]  SZjifEffl 8 :4—(4-(2,6- —HFEIL ) KE ) -4- EAR TR A

[0637]

F o]
] - = . s
Cavase

[0638]  DIE A :4-(2,6- WA IE ) K LEIIHI% -
[0630]  {E=3E T, H H 4- ALK S (3. 61g,26. 5mmol) ¥ T DMF (5ml) il B ¥ BT
BNE i NaH (60 % 73 HEA 7, 1. 21¢) 5571 DMF (40m1) JE R &E T o A A2,
W 2,6 ZHRER (5g,24. tmmol) o TS B R VIR G AL ZIR N HiRE 6 /NI, R 5 H
PR NH,C1 A K, T L 2SR 48 FH CR BRI FL AR A » AR5 KR 6 7K e o
H LR B8 2 IRAF BT KZE « H Na,S0, TIREIEIIANUZE B 38 e k4. FH Poshe
AL (L2 0 LGk @ SR OB RVENAE ) 2L T35 R, T 15 265 S840 &
Yo
[0640] 'H NMR (270MHz, CDC1,) :2.5(s,3H) ;5. 2(s,2H) ;6.9-7.0(m,4H) ;7. 3-7. 4(m, 1H) ;
7.9(d, 2H) .
[0641]  SDIRB :4-(4-(2,6- ZHCFEEE ) KIE ) 4 AT BREUT BRI H#% -
[0642]  7E —60°C A, X ( =PI FREREIL ) BRI (1. 0M, 30m1) JIA
PEFE Y 4-(2,6- RS K AH Gk HPERA, 0. 6g, 22. 8mmol) %5+ THF (60m1)
FDMPU (12ml) T IS A . 75 —60°C FHERE 10 2805, PRE AR ZFBUT e (8. 97g,
46mmol) o TR 1S RNV IRE WP 10 735D, ARG THE R SR FFELR N 4 /M FH S8 18
VAR AW, Rl KR KB TV« H AR e 2 IR BUKE B4 I HLZE H Na,So,
T, L g8 IR GRS, PR AR (AR (DL 2 1 LIMCHE - SR OER P )
AT4lAk, TS 2] A E AR bR S 4
[0643] 'H NMR(270MHz, CDC1,) :1.4(s,9H) ;2.6 (t,2H) ;3.2 (t,2H) ;5. 2 (s, 2H) ;
6.9-7. 0 (m, 4H) ;7. 3-7. 4 (m, 1H) ;7.9(d, 2H) ,
[0644] DR C:4-(4-(2,6- R ) ) -4- EA T RITHIA -
[0645] H =42 (20ml) AbF M 4-(4-(2,6- “HFEIRE) KAL) —4- FACT BT Ig
(SkHPIEB, 4. T6g,12. 6mmol) ¥ T 5 L (40ml) JE IR F R NIRGITEEE T
DLkl 3 /NI, ARG H ARG . B U EE AR ik (LL 95 ¢ 5 S © A SEL R,
LMRPIHERE ) AT Ak, A3 Bk AR PR 54 .
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[0646] 'H NMR(270MHz, CDCl,) :2.8(t,2H) ;3. 2(t,2H) ;5. 2(s,2H) ;6. 9-7.0 (m,4H) ;
7.4(m, 1H) ;7.9(d, 2H) .
[0647]  SEHER] 9 :4-(4- (2- RUREIE ) K5 ) —-4- FMA T BRIE H

[0648]
el '
E/kﬂfan@i/xﬁ,m
@

oy
[0649] DR A :4-(2- EURAIE ) K LW HI %
[0650]  SRAISZHEM] 1 Hh A ER A 17325, L 2— GURSERON IR, HTSAs L 64 .
[0651] 'H NMR(270MHz, CDCI,) :2.5(s,3H) ;5.2(s,2H) ;7.0(d,2H) ;7. 2-7.5 (m, 4H) ;
7.9(d, 21) .
[0652]  PEEB :4-(4-(2- &UWEIE ) A% ) -4- FACT BRAUT BRIl
[0653]  SRAISZitfs] 1 PR B 5, S bR 54 -
[0654] 'H NMR(270MHz, CDC1.) :1.4(s,9H) ;2.6 (t,2H) ;3.2 (t,2H) ;5.2(s,2H) ;7. 0(d,
2H) ;7.2-7.5(m,4H) ;7.9(d,2H) .
[0655]  PUE C:4-(4-(2- RUWEIE ) A% ) -4- SR T BRIl
[o656] SRS | F P8R C 5, S b5 -
[0657] 'H NMR(270MHz, CDCI, :CD,0D) :2. 6 (t,2H) ;3. 2(t,2H) ;5.2 (s,2H) ;7.0(d,2H) ;
7.2(m, 2H) ;7.3 (m, 1H) ;7. 4 (m, 1H) ;7.9(d, 2H) ,
[0658]  SEiifA] 10 :4-(4- (2 (2—- #ARIL ) L%IE ) HAE ) —4- FAN T TRIK A R
[0659]

i ,af\’j: 5

[0660]  JDIR A :4-(2- (2- FAREL ) LHHE) KL MIHI#
[0661] SR SZHER] 2 H BB A [0515, LA 2- 0K SRR kL, TR ik &4 .
[0662] 'H NMR(270MHz, CDC1,) :2.3(s,3H) ;2.9 (t,2H) ;4.2 (t,2H) 36.9(d, 2H) ;7. 1 (m,
2H) 57. 3 (m, 2H) 57.9(d, 2H) .
[0663]  JDEEB :4-(4-(2-(2- AR ) LK) K& ) 4- AT RBUT BERHI
[0664]  SRHSZHER] 2 H 0 ER B 107515, LR CERHUT B M IR R, HIA bR @b &40
[0665] 'H NMR(270MHz, CDC1,) :1.4(s,9H) ;2.6 (t,2H) ;3.2 (m,4H) ;4. 2(t, 2H) ;6. 9(d,
2H) 57.1(m, 2H) 7.3 (t,2H) 57.9(d, 2H) .
[o666]  DIR C:4-(4-(2-(2- HARL ) LK) FE) -4 FATRMIFH %
[0667]  FH =3 LM (10ml) AbIE 4-(4-(2- (2- AL ) LK) ) 4- FA T M
Ths (CkHPIEEB, 1. 2g, 3. 2mmol) ¥ T =5 F ¢ (25ml) TR 4 R NARAYITE =
IR 4 D R JE B GE . F PR IR AT (i (LA 95 1 B ST - TR AV,
M R ) 347 4tk AT 15 20 A & B AR bR G4
[0668] 'H NMR(270MHz, CDC1,) :2.8(t,2H) ;3.3 (t,2H) ;4.2 (t,2H) ;6.9(d, 2H) ;7. 1 (m,
2H) 57.3(t,2H) 57.9(d, 2H) .
[o669]  Sjitifs] 11 :4-(4-(2— BWEIE ) 25 ) -4- EAUT R S ERIIA K
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[0670]

Ejzggﬂ\QM%QTZE,;i\fw\Eg@Q?%

[0671]  BIR A :4-(4-(2- NETRE ) ZFEOEIHIH % -

[0672]  SRHAISZiEf] | A PR A 15k, HISFR L 5.

[0673]  'H NMR(270MHz, CDC1,) :2.5(s,3H) ;5. 2 (s, 2H) ;6. 9-7. 1 (m,4H) ;7. 2-7. 3 (m, 1H) ;
7.4 (t, 1H) 57.9(d, 2H) .

[0674]  DHEB :4-(4-(2- FFEE ) K& ) -4-FAR TR IBERHE -

[0675]  7E —60°C &S AFEH B ( = ARG ) B2 r | (1. OM, 35m1) A
PEREP ) 4- (2- BOREIE ) ZK2W (7. 26g,29. Tmmol) ¥%§ T+ THF (80m1) F1 DMPU (16m1)
M KSR . 75 —60°C Mk 10 408G, PRI M AR L 415 (10. 12g, 60. 5mmol) o
TS R NTR S IEEE 10 2350, SRIGTHE 2 S EFS N 4 /M. ] LTR LB ERLIR &
V), KRB KIAT IR G . H AR CBR 2 IRFHUKZ » ¥-E I -AHLZ H Na,S0, 45, K 4
SEUE IRGE S, SRR EREE (B4 1Ok - LR AES Ve ) ST aiik, A
[IREEI ISR ¥ RINNY Tk A/

[0676] 'H NMR(270MHz, CDC1,) :1.2(t,3H) ;2.7 (t,2H) ;3.2 (t,2H) ;4. 2(q, 2H) ;5. 1 (s,
2H) ;6. 9(d, 2H) ;7. 2 (m, 2H) ;7.4 (m, 1H) ;7.5 (m, 1H) ;7.9(d, 2H) .

[0677]  SEjfs) 12 24— (4-(2- R ) RF ) —4- F AT REIE K

[0678]

M g
:;Lwaa_g’@wl\fxi@”

[0679]  JDHR A 24— (2- FEENAEE ) K OHI 6% -
[0680]  SRASEHEM] | A BR A (7535, BL 2— FUIERIRON JEORE, SIA bR L &4 .
[0681] 'H NMR(270MHz, CDC1,) :2.4 (s, 3H) ;2.5 (s, 3H) ;5.2 (s, 2H) ;6. 9(d, 2H) ;
7.2-7.3(m, 3H) 57. 4 (m, 1H) 57.9(d, 2H) .
[0682]  JDER B :4-(4-(2- WAL ) 2REL ) —4- S0 T IRAUT Bar il 4
[0683]  SRAISEHEM] | VIR B (7535, wAHR L G
[0684]  'H NMR(270MHz, CDC1,) :1.5(s,9H) 2.4 (s, 3H) ;2.6 (t,2H) 3. 2(t,2H) ;5. 2(s,
2H) 36.9 (d, 2H) 57. 2-7. 3 (m, 3H) 57. 4 (m, 1H) 57.9(d, 2H) .
[0685] DR C :4-(4-(2- FIELARAIE ) 2REE ) —4- SN T IR %
[o686]  SRHISEHEM] 1 B8R C KIT5VE, B brdL &4 .
[0687]  'H NMR(270MHz, CDC1,) :2.4 (s, 3H) ;2.8 (t,2H) ;3.2 (t,2H) 5. 1(s,2H) :6.9(d,
2H) 37.2-7. 3 (m, 3H) ;7.4 (m, 1H) ;7.9 (d,2H) .
[0688]  SKifA] 13 :4—[4-(2- (N-(2- FiNHE ) -N- RS ) L5%) #3% ]-4- =T RN
N2
[0689]
o

=
= '\gﬁi\WKquéii?ffla(wﬂngDH
o
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[0690]  JLE A :2— FCNEE FFRERR NS 1 % -

[0691] 7R N VA& A, =& (12.03g, 118. 9mmol) MIAZRIH 2- HFEE (10g,
79. 28mmol) ¥ T+ & H &t (200ml) 17 JE B S . 7E 0°C, 4 At e & (10. 71g,
93. 5mmol) HIAFBILL L NIRA Y, ARG RS HRE 3 /N o Bk (100m1) BN TS 5 0 ¥R
S, TR PR ABUR S IR . AR K BER & A NUE . Na,S0, THET#S
SNSRIk 4, T A5 B35 PR AR AL B AL A TE T Al ] B
¥ H

[0692] 'H NMR(270MHz, CDCI,) :1.3(t,3H) ;2. 4-2.6 (m,4H) ;5. 25 (s, 2H) ;6. 9-7. 5 (m,
4H) .

[0693]  JDEEB :2-(N-(2- JRF2E ) -N- &2 ) SRRl

[0694]  G/TAE N, B 2- R FIERES (R HPIR A, 5g, 24, bmmol) 5 2-( &)
LT (18.4g,244. 9mmol) FRAWIAE 120°C T IABHLIMA 7 /N o IR GYIA I R 5
JEW4E . FPGEERARREE (LL90 & 10 & © TEL VRN, = CbiieE ) 4t
AR R AR, TS BIFR AL S ) o

[0695] 'H NMR(270MHz, CDC1,) :2. 3 (s, 3H) ;2.6 (m, 2H) ;3.6 (m,4H) ;6.9-7.5 (m,4H) .
[0696] DR C:2-(N-(2- W2 ) -N- % ) LHEANHI% -

[0697] M WPAREESL (16m1) MIAFIH 2-(N-(2- 7R3 ) -N- HEE ) O CkESEB,
7.51g,41mmol) T H A (50ml) LIRS . =10 NI R NIREG B 16 /)
N JE 4 . TR TS HLVR &40, F44 2L NaHCO, 7K K #h /K Bk« I Na,SO, +
BT A NUZ ¥ o B 5 W 4, AT 15 21 J0 75 A A0 BRI AT A IR AL 54 o

[0698] 'H NMR(270MHz, CDC1,) :2.3(s,3H) ;2.8 (t,2H) ;3.6 (t,2H) ;3. 7 (s, 2H) ;
7.0-7. 15 (m, 2H) ;7. 25 (m, 1H) ;7.4 (t, 1H) «

[0699] IR D :4-(2- (N-(2- HFEE ) N- FEK ) LEE) KLHIHH %

[0700] 4 K,CO0, (7. 77g,56. 2mmol) JIAFIH 2- (N-(2- 4 F3E ) -N- g3 ) 28 Gk
B8 C, 7. 48g, 37Tmmol) Fl 4- F2FEHE 2 (10. 07g, 74mmol) %5 T-F DMF (10ml) JE /R
o 7E 80°C IR G 6 /NI, ¥ H1 )5 KK, SR )5 H 18 BEREEUP IR« H Na,SO,
FHEAIFMANE, KL I 5k an. PR EREE (L2 @ 1 ek . CRLBE
BRI ) A4k PR R AR, AT B9 2 EmR bR B AL G4 o

[0701] 'H NMR(270MHz, CDCl,) :2. 35 (s, 3H) ;2. 4 (s,3H) ;2. 8(t, 2H) ;3.7 (s, 2H) ;4. 2(t,
2H) 6.9 (d, 2H) ;7. 0-7. 15 (m, 2H) ;7. 25 (m, 1H) ;7. 4 (t, 1H) ;7. 9(d,2H) .

[0702]  JDIRE :4-[4-(2-(N-(2- N ) -N- FEE ) 8% ) K& 1-4-8ARTI®RT
Wl %

[0703]  7E —65°C G AU, AH T 10 2 8h it [a], 00 ( = R ke 5L ) e
(1. OM, 20m1) ZEMgHb I AR BRI L B 4- (- (N-(0- R ) N- g ) 28 ) X2
fi (REPED,4.91g,16. 3mmol) %5 T+ THF (60m1) F1 DMPU (15m1) 1M HlfS (¥ . Bt
15 4380, PRIE AR ZBRAUT s (6. 358,32, 6mmol) o FHAG T 15 R NAR-GTE —65 CHit:
10 238, SR 5 1% S 0 THiR 22 SR BR S 2 /N, FHOK IR K S F B8 L BE R BUMI IR . H
SIFRENZ PR RE v (L1 0 L IOk - LR LS Ve ) 4ifk, i fe
bR S -
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[0704] 'H NMR (270MHz, CDC1,) :1.5(s,9H) ;2.4 (s,3H) ;2.6 (t,2H) ;2.8(t,2H) ;3. 2(t,

2H) ;3. 7 (br,2H) ;4. 2(br, 2H) ;6. 9(d, 2H) ;7. 0-7. 15 (m, 2H) ;7. 25 (m, 1H) ;7.4 (t, 1H) ;

7.9(d, 2H) .

[0705] ZDIRF :4-[4-(2-(N-(2- L FHE ) -N- L ) 48 ) K3 1-4- AT BRI

%

[0706] FH =9 &% (10ml) Ab3y 4-[4-C-(N-(2- N FEE)-N- Pl ) 258 E) &

e ]-4-FACTBRAUT s (CRESIRE, 2. 23g,5. 3mmol) ¥ T S ¢ (20ml) AV o

R IRA A ZIR S PR 2 /N, AR5 LR o PRI AE iy (BL92.5 1 7.5~
0 : 10 BN - FE Ve, H CERRiHeRE ) #7404k, INTifS 2IFrE1k 59 .

[0707] 'H NMR (270MHz, CDC1, :CD,0D) :2.5(t,2H) ;2.6(s,3H) ;3.0(t,2H) ;3.4 (t,2H) ;

4. 2-4.5(m, 4H) ;6.9(d,2H) ;7.0-7. 15(m, 2H) ;7.3 (m, 1H),7.5(t, 1H) ;7.9(d,2H) .

[0708]  SEjfsl] 14 24— (3—(2- AR ) K& ) -4- HA T RIE K

[0709]
. J’\\% 08
fl]f ) °

[0710]  ZDER A :3-(2- LA ) R OMR e

[0711]  SRAISZHAE] 12 PR A 17735, BL 3— FR 328 SN IOk, HIASAR Btk &4
[0712] 'H NMR(270MHz, CDCl,) :2. 3 (s, 3H) ;2.5 (s, 3H) ;5. 1(s,2H) ;7. 2-7. 3 (m, 4H) ;
7.4 (m, 2H) ;7.6 (m, 2H) .

[0713]  JDIRB :4-(3—(2- FEEFAEE ) ZRE ) 4 AT IRBUT Bl &

[0714]  RHAISZHER) 1| HF2P 3R B 10773, HIAR bR 54 o

[0715] 'H NMR(270MHz, CDC1,) :1.5(s,9H) ;2.4 (s,3H) ;2.6 (t,2H) ;3.2(t, 2H) ;5. 2(s,
2H) ;7. 2-7. 3 (m,4H) ;7.4 (m, 2H) ;7.6 (m, 2H) .

[0716]  JDIR C:4-(3-(2- FEEFEAE ) KAL) —4- AT IRIIH % -

[0717]  SRASHEf] 1 B BR C 57, bR 54 -

[0718] 'H NMR(270MHz, CDC1,) :2.4 (s, 3H) ;2.8 (t, 2H) ;3. 3(t,2H) ;5. 1 (s, 2H) ;
7.2-7. 3 (m, 4H) ;7. 4 (m, 2H) ;7. 6 (m, 2H) ,

[0719]  SEJtifhl 15 :4-(3— (2- H R ) &) -4- FA TR CEERIA M

[0720]

[0721]  JDIRA :3-(2- |FHEIS ) KL 6% -

[0722]  SRAHSZitif 1 FpsB a8 A 7325, UL 3— BRI W N RO, 175 4s Bk 54
[0723]  '"HNMR (270MHz, CDC1,) :2.5 (s, 3H) ;5. 2(s,2H) ;7. 1 (m,4H) ;7. 3 (m, 2H) ;7. 6 (m,
2H) .

[0724]  JDIRB :4-(3-(2- HFHEILEL ) KE ) —4- FA TR LBl 2%

[0725]  RAHsZi®) 11 FB08 B 1K 73, HIEFrEL &)
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[0726] "H NMR (270MHz, CDC1,) :1.3(s,9H) ;2.8(t,2H) ;3.3(t,2H) ;5. 1(s,2H) ;7. 1(t,
2H) ;7.2(d,2H) ;7.4 (m, 1H) ;7.5(t, 1H) ;7.6(d, 2H)

[0727]  SEHEHI 16 :4- (4- (2~ FEEAR4IE ) 20 ) ~4- SR T MR L6025

[0728]

o

N

[0720]  JDER A :4-(2- IEREE ) ROl
[0730]  RHAISZHER] 12 H2D3R A (515, HIEFR 8L &4

[0731] 'H NMR(270MHz, CDC1,) :2.4(s,3H) ;2.5 (s,3H) ;5. 2(s,2H) ;6. 9(d, 2H) ;
7.2-7.3(m, 3H) 57. 4 (m, 1H) 58.0(d, 2H) .

[0732]  JDER B :4-(4-(2- FEFEE ) K& ) -4 FA TR CERHH%&

[0733]  RHISEHER] 11 TP R B {575, FIS PR 8L & .

[0734] 'H NMR(270MHz, CDC1,) :1.2(t,3H) ;2.4 (s,3H) ;2.7 (t,2H) ;3.2(t, 2H) ;4. 2(q,
2H) 55.1(s,2H) 57.0(d, 2H) 57.2-7. 3 (m, 3H) ;7. 4 (m, 1H) ;8.0(d, 2H) »

[0735] St 17 :4-(4-(2,6- RS ) KIE ) —4- AR T IR S BRI & %

[0736]

n

]
4
N s
,‘:‘{} > XQW ”vﬁTc‘Czﬁg
i b's.H — o

F
[0737]  JDIR A :4-(2,6- WAL ) K SHTHHI#% -
[0738] SR SZHER] 8 H BB A /5, HA bR b &4
[0739]  'H NMR(270MHz, CDC1,) :2.5 (s, 3H) ;5.2 (s, 2H) ;6. 9-7. 0 (m, 4H) ;7. 3-7. 4 (m, 1H) ;
7.9(d,2H) .
[0740] DR B :4-(4-(2,6— R FESEE ) %) 4 FAT IR OBERI IS -
[0741]1  7E -60°C V&R FI B ( = I FREREIE ) BB (1. 0M, 30m1) JIA
PLFE A 4-(2,6- RS ) 2Rl (R HPIRA, 0. 6g,22. 8mmol) ¥ T THF (60m1)
A1 DMPU (12m1) 1M #0753 B . 1E -60°C FHiH: 10 7385, PR IMAIR LR L8 (7. 61g,
45. 6mmol) » TR TS X NMIR A YIBERE 10 238h, SRIG THE B B3R FE N 4 /. H 2R
LR LR A, FIAKF K IEAT VG . F AR OB Z A BUKE . ¥& I a VU2
Na,S0, T4, K 2ot 38 k4 fo , PR R AR (A (BL4 ¢ L IOkt @ SR LG AP
W) AT LR, N1 B A EE AR bR AL S .
[0742] 'H NMR(270MHz, CDC1,) :1.3(t,3H) ;2.8(t,3H) ;3.2 (t,2H) ;4. 1(q, 2H) ;5. 2(s,
oH) 56.9-7. 0 (m,4H) ;7. 3-7. 4 (m, 1H) ;7.9(d, 2H) .
[0743]  SEJtf) 18 :4-(4-(2-(2- BEM L ) L5SE ) 2R3E ) —4- AR TR A K

[0744]
{;!},
™ ARV NG
{S}ﬂ\ - i f g/

[0745] DR A 4-(2-(2- MEWYRL ) L5 ) ZKOERIHI% -
[0746]  SEFHSCHif 2 A3 A {575, LA 2- (2—- MEmy L ) 2 A sk}, I F PR Ak AT 6
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L CBA3 0 LK - SR OBV ) AEATAAL, SIS &4

[07471  'wH NMR(270MHz, CDC1,) :2.5 (s, 3H) ;3. 3(t,2H) ;4.2 (t,2H) 56.9-7. 1 (m, 4H) ;
7.2(d, 1H) 7.9(d, 2H) .

[0748]  JDIR B :4-(4-(2- (2- WEW I ) LHASE) #53% ) —4- ST IR SRR A il &

[0749]  SRHAISEHEMH] 2 LR B 19753, S brd L &4

[0750]  'H NMR(270MHz, CDC1,) :1.3(t,3H) ;2. 8(t,2H) ;3.3 (m,4H) ;4. 1 (q,2H) ;4. 2(t,
2H) ;6.9-7. 1 (m,4H) ;7. 2(d, 1H) ;7.9(d,2H) .

[0751]  JPIR C:4-(4-(2- (2- MRy ) Z5RAE ) 3% ) —~4- ST IRl 4%

[0752]  SRAISEHEMH] 2 bR C 19753, tfSbrdib &4

[0753]  'H NMR(270MHz, CDCI,) :2. 8 (t,2H) ;3.3 (m, 4H) ;4. 2 (t,2H) ;6. 9-7. 1 (m, 4H) ;
7.2(d, 1H) ;7.9(d, 2H) .

[0754] St 19 :4-(2,6- —HAIE ) -4 ST BRI K

[0755]
=3
I xf‘ﬁxj"?{zeﬁ
g &

[0756]  DIR A :4-(2,6- AR ) ~4- AR T ERAUT BeIIHl#% -

[0757]  {E -60°C &AM, X ( = FIEFREREIE ) BERZ2E % (1. O, 45ml) oA
B 2, 6- Z A W (5g, 32mmol) % T THF (40m1) 1 DMPU (8m1) 1 #il13 (1% -
1E -60°C T HiE 10 738G, TRE AR SEEAUT BE (6. 99g, 35. 8mmol) o« FHAG T 13 R VIR G
WIBEFE 10 2380, ARG FHER B SR EFS RN 4 M. H LR LBEH ERLIR A9, /KR ERK
WATVER . OB LBEZ IRAEBUKIZE o 5 IFIANLZEFH NaS0o, T4, =i 98 Kk 4i )5
FPUERER AR RS (L2 ¢ 1 IERE © LR VRN ) AT 44k, M3 B kr ik
“Wo

[0758] 'H NMR(270MHz, CDCl,) :1.4(s,9H) ;2. 8(t,2H) ;3.2 (t,2H) ;6. 9-7.0 (m, 2H) ;
7.4 (m, 1H) .

[0759]  ZDEE B :AL&4 AS K4 -

[0760] FH=F LR (20ml) AbFE T 4-(2,6- —FHIKEE ) 4-FACT BRAUTBE CRELEA,
9.52g,35. 2mmo 1) ¥ T &KL (30ml) TR . KR EWEZSE FHiFE 3 /T, AR5
Wi o FHPREIEIAT (L (LL95 ¢ 5 T © MENBENGR, FH SR HE)R ) BHT4l4k,
NITEEE ISRENERLS NN Ey R e/

[0761]  'HNMR (270MHz, CDC1,) :2. 8 (t,2H) ;3. 2(t,2H) ;6.9-7. 0 (m, 2H) ;7. 4 (m, 1H) .
[0762]  SZjfffl 20 :4-(4- (2,5~ —HEAREIE ) FI&E ) —4- ST RIS K

[0763]

o
daavasy
gy — 143

& H’g

[0764] IR A :4-(2,5- " FEFERE ) ELERIHA
[0765]  SKAHSZitif 8 Fh2b a8 A (7325, UL 2, 5— AT EUN 5B, HIASAr L& .
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[0766] 'H NMR(270MHz, CDCl,) :2. 3(s,3H) ;2.5 (s, 3H) ;5.1 (s, 2H) ;6. 9-7. 2 (m,5H) ;
7.9(d, 2H) .

[0767]  DIRB :4-(4-(2,5- A ) FE) —-4- ST R SWEHIH %

[0768]  SRHISZHEf] 17 FRABIR B (17775, IS AR AL S .

[0769] 'H NMR(270MHz, CDC1,) :1.2(s,3H) ;2.3(s,6H) ;2.8(t,2H) ;3. 2(t,2H) ;4. 4(q,
2H) ;5. 1(s,2H) ;7.0(d,2H) ;7.2-7.3(m, 3H) ;7.9(d,2H) .

[0770]  PIR C:4-(4-(2,5- IR IL ) KIE ) ~4- EAC T BRIV H#% -

[0771] =i FFF INEEALE (1oml) IIANEIH 4-(4- (2,5~ ZHFEFHEE ) K5 ) -4- 5
RTBRLEE (CkEPIRB, 2.62¢,7. Tnmol) ¥ T4LLEE (30ml) TR . ¥ R NVIREY)
BidE 3 /N0, ARG H M SR ER IR AL o 1 UiE HH 7= AR i A Ea [ 44, K EYA B B 0, Ami 13 3
[ IR AR AL S

[07721 'H NMR(270MHz, CDC1,) :2.3(s,6H) ;2.8 (t,2H) ;3.2 (t,2H) ;5.1 (s, 2H) ;7. 0(d,
oH) 57.2-7. 3 (m, 3H) ;8. 0(d, 2H) .

[0773]  SEjEf] 21 :4-(4- (2,5~ R FEIE ) K3 ) -4- EAR T RN 5k

[0774]
&

o
chavassy

#
[0775]  JPBR A :4-(2,5- " FEIE ) K LERIH % -
[0776]  RAISEHER] 8 A B IR A (715, BL 2, 5 RETEIRON JERE, ISR S &
[0777  'H NMR(270MHz, CDCl,) :2.5(s,3H) ;5.1 (s, 2H) ;6.9-7. 0 (m, 3H) ;7. 2 (m, 2H) ;
8.0(d,2H) .
[0778]  DIE B :4-(4-(2,5- ZHCFEEE ) A ) -4- FANT R L Bs M Hl %
[0779]  RHISEHEf] 17 HRBIR B (17775, G FR AL S .
[0780] 'H NMR(270MHz, CDC1,) :1.2(s,3H) ;2.8 (t,2H) ;3.2 (t,2H) ;4.4 (g, 2H) ;5. 1 (s,
2H) ;6. 9-7. 0 (m, 3H) ;7. 2 (m, 2H) ;8. 0(d,2H) .
[0781]  DHR C :4-(4- (2,5~ R FEIE ) 13 ) ~4- ERTRIHI % -
[0782] =i M INEAEALEN (40ml) MBI 4-(4-(2,5- ZHFHEEL ) K ) -4- FHAR
TR OEE (CRAZIEB, 16.51g,47. 4mmol) ¥ T 4L LEE (100m1) JE IR ¥ NV IRE )
PEEE 3 /NI, ARG IM SRR Ak, LS R A TS EIRALIR &1, JE Ak . &)
ZIRVEGAKE . H Na, S0, THAFFANE . HPERERAEEEE (LL95 ¢ 5 S -
R A VR, ] R IE R ) HEAT4l4k, INifi #5321 (B 6 AR bR AL 54 o
[0783] 'H NMR(270MHz, CDCl,) :2.8(t,2H) ;3.3 (t,2H) ;5.1 (s, 2H) ;6. 9-7. 0 (m, 3H) ;
7.2 (m, 2H) ;8.0(d, 2H) .
[0784]  SEZjifEff] 22 :4-(4- (2,4~ WAL ) KL ) 4- EAR TR G K

[0785]
{’" =]
ﬂ ~y
N - Q

[0786] IR A :4-(2,4- —HFEIE ) ELEIRIHIA -
73



CN 102140064 A WO B 72/102 T

[0787]  RAISZitif] 8 A B IR A (515, LL 2, 4- R E LR N ROk, RIS AR 8L &) .
[0788] 'H NMR(270MHz, CDCl,) :2.5(s,3H) ;5. 1 (s, 2H) ;6.9-7.0(m, 2H) ;7. 1(d,2H) ;
7.4 (m, 1H) ;8.0(d, 2H) »

[0789]  JDIEB :4-(4-(2,4- RS ) K3 ) —4- FAUT R L BERIHI 4%

[0790] SR SEHER] 17 HhABIR B (1 )57k, HHFFR B A o

[0791] 'H NMR(270MHz, CDC1,) :1.2(s,3H) ;2.8(t,2H) ;3. 2(t,2H) ;4.4(q,2H) ;5. 1(s,
2H) 56.9-7. 0 (m, 2H) ;7. 1(d, 2H) ;7.4 (m, 1H) ;8.0(d, 2H) .

[0792]  DIR C :4-(4- (2,4~ ZHCFESEE ) K3 ) —4- SR TRIH % -

[0793]  RHISZHE) 21 H PR C 7515, HITSFs B &4 .

[0794] 'H NMR(270MHz, CDCl,) :2.8(t,2H) ;3. 2(t,2H) ;5.1 (s, 2H) ;6. 9-7.0 (m, 2H) ;
7.1(d, 2H) ;7. 4 (m, 1H),8.0(d, 2H)

[0795]  SEjtifhl] 23 :4-(3-(2,6- 3 NAEAE ) ATk ) —4- AT BRIIA A
[0796]

g

oo

[0797]  JDIRA :3-(2,6- ZHFHEIL ) K IEIHIHI%

[0798]  RAISZifs] 8 H PR A 755, BL 3= FRIER SN IOk, HIASAR @ik &4

[0799] 'H NMR(270MHz, CDCl,) :2.5(s,3H) ;5.2 (s, 2H) ;6.9-7.0(m, 2H) ;7. 2 (m, 1H) ;
7.4 (m, 2H) ;7.9(d, 2H) »

[0800] DU B :4-(3-(2,6- RN ) K ) —4- FAUT R BRI H %

[0801]  SRHISZHEf] 17 HRBIR B (17775, G AR B S o

[0802] 'H NMR(270MHz, CDC1.) :1.2(s,3H) ;2.8(t,2H) ;3.2 (t,2H) ;4.4(q, 2H) ;5. 1 (s,
2H) ;6. 9-7. 0 (m, 2H) ;7. 2 (m, 1H) ;7.4 (m, 2H) ;7. 9(d, 2H) ,

[0803] BB C.4-(3-(2,6- " HAEGEIL ) I ) —4- EA T W% -

[0804] R AHSZHA] 21 HhABER C U7V, HIfS AR @4 &)

[0805] 'H NMR(270MHz, CDCl,) :2.8(t,2H) ;3.2(t,2H) ;5.1 (s, 2H) ;6. 9-7.0 (m, 2H) ;
7.2 (m, 1H) 57. 4 (m, 2H) 57.9(d, 2H) .

[0806]  SLJfiffl 24 :4-(4- ((FFAIE ) - F4IE ) I ) —4- AT RN &k

[0807]
ol
. v |
[/},fxw\)&\/\gm

[0808]  ZDER A :A-((MAEE ) 4L ) K ZHIFIHI% -

[0809]  SRAISCHE] 8 HhaB ¥R A {535, AR A EE ISR JURL, IS bR AL &40 o

[0810]  'H NMR(270MHz, CDC1,) :0. 4 (m,2H) ;0.6 (m, 2H) ;1.2 (m, 1H) ;2.5 (s, 3H) ;3.8(d,
2H) ;6.9(d, 2H) ;7. 9(d, 2H)

[0811]  ZDERB :4-(4-((HANEE ) AL ) k3t ) —4- S0 T IR T BRIl 4%

[0812]  SRHAJSEHEMN] 8 LR B K T35, G brd L &4

[0813]  'H NMR(270MHz, CDCL;) :0. 4 (m,2H) ;0.6 (m, 2H) ;1.2 (m, 1H) 51.4(s,9H) ;2. 6(t,
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2H) 3. 2(t,2H) ;3.8(d, 2H) ;6.9 (d,2H) ;7.9(d,2H) .
[0814] PR C:4-(4-((HNZE ) FEEL ) -3 ) —4- 2N T IRl -
[0815]  RHISZifs] 8 v 3R C 177 v2, HAR bRtk &4 o
[0816] 'H NMR(270MHz, CDC1,) :0.4 (m, 2H) ;0.6 (m, 2H) ;1.2 (m, 1H) ;2. 8(t,2H) ;3. 2(t,
2H) ;3.8(d,2H) ;6.9(d,2H) ;7.9(d,2H) »
[0817]  SEjffhl 25 :4- (4-(2— = FFEEREIE ) KL ) ~4- AR T BRIV A B
[0818]
3 )
[0819]  ZDERA :4-(2- —FHFETEE ) R IMRHl#
[0820] RISty 8 FhAB IR A (K575, LA 2- ( =& 3L ) SR 00 IR, RIS Fr 8L &4
[0821] 'H NMR(270MHz, CDC1,) :2.5(s,3H) ;5.3 (s,2H) ;6.9 (d,2H) ;7.4 (t, 1H) ;7. 6(t,
1H) ;7. 7(d, 2H) ;7.9(d, 2H) ,
[0822]  JDEEB :4-(4-(2- = PR FTHERE ) &5 ) 4- 8RR TEHRBUT EERHI%
[0823]  RHAISLHfs] 8 Hh LR B 17732, A3 btk &4 o
[0824] 'H NMR(270MHz, CDC1,) :1.4(s,9H) ;2.7 (t,2H) ;3.2 (t,2H) ;5. 3 (s, 2H) ;6. 9(d,
2H) 57.4(t, 1H) ;7.6 (t, 1H) ;7. 7(d,2H) ;7.9(d, 2H) .
[0825]  JDIR C:4-(4-(2- =H PEFEE ) &) -4 HATERIHI% -
[0826]  SRHISZitif] 8 LB C W7, i brdi ik G4
[0827] 'H NMR(270MHz, CDC1,) :2.8(t,2H) ;3.2 (t,2H) ;5.3(s,2H) ;6.9(d,2H) ;7. 4(t,
1H) ;7.6 (t, 1H) ;7.7 (t,2H) 57.9(d,2H) .
[0828]  SEjififsl 26 :3-[ (4-(2,6— 3 FEE ) #IL ) FRE 1 NIRRTV A K

[0829]
F o
ﬁ\@'@}fﬁ‘sﬁ\/&‘m%
F

[0830] LB A .4 FRIENEILVENI % -

[0831]  SRHISZiifs] 3 D BR A 17712, A5 0 77 Alidk R AT B AL H s AL 54 o
[0832]  JDIR B :3-[ (4- B KL ) FHiZE ] WIR LBERIHI %

[0833]  RAISZifs] 3 PR B 5, S bR G4 -

[0834] 'H NMR(270MHz, CDCl,) :1.2(t,3H) ;2.4-2.6 (m,4H) ;3.6 (s, 2H) ;4. 1(qg,2H) ;
6.7(d,2H) ;7.2(d, 2H) .

[0835]  SDIE C:3-[ (4-(2,6— R -FHEE ) X&) B ] N CEEMH % -

[0836] SR SZHEf] 3 B IR C 1715, BL 2,6 BTN 5L, HIA RS & .
[0837] 'H NMR(270MHz, CDCl,) :1.2(t,3H) ;2.4-2. 6 (m,4H) ;3.6 (s, 2H) ;4. 2(q,2H) ;
5.15(s, 2H) ;6.9(d,4H) ;7. 2-7. 4 (m, 3H) ,

[0838] IR D :3-[(4-(2,6— ZH W) RE) Fhi%E ] NERH| & -

[0839] SR SLHER] 3 B3R D /5, fA bR L S 4

[0840]  'H NMR(270MHz, CDC1,) :2.5-2. 6 (m,4H) ;3. 7 (s, 2H) ;5. 1 (s, 2H) ;6. 9-7. 0 (m, 4H) ;

leﬁf
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7.2-7.4(m, 3H) .
[0841]  SEJEM 27 :4-(2-(2,6- NI ) K ) —4- FAT BRAIA B
[0842]

ool

[0843]  DIE A :2-(2,6- AL ) FELEIIHI

[0844]  RHAISZiEW] 8 Hh IR A FJ5¥, LL 2- FR I L K k), I3 bRt &4 o

[0845] 'H NMR(270MHz, CDCl,) :2.5(s,3H) ;5. 2(s,2H) ;6.9-7.0(m, 3H) ;7,1(d, 1H) ;
7.4 (m, 1H) ;7.5 (t, 1H) ;7.8(d, 1H) ,

[0846]  JDEEB :4-(2-(2,6— R NS ) -3 ) —4- FANT IR L BERI 45 -

[0847]  RHAISZiEWE) 17 H0R B (515, ISR @L &4

[0848] 'H NMR(270MHz, CDC1,) :1.2(s,3H) ;2.6 (t,2H) ;3.2 (t,2H) ;4. 1(q, 2H) ;5. 2(s,
2H) ;6. 9-7. 0 (m, 3H) ;7. 1(d, 1H) ;7.4 (m, 1H) ;7.5 (t, 1H) ;7.8(d, 1H),

[0849] DR C:4-(2-(2,6- R FEIE ) ) -4- EATRITIA -

[0850]  RHISZiE] 21 HPER C 55, ISR EL &4 .

[0851] 'H NMR(270MHz, CDCl,) :2.6(t,2H) ;3.2(t,2H) ;5.2 (s,2H) ;6. 9-7.0 (m, 3H) ;
7.1(d, 1H) ;7.4 (m, 1H) ;7.5 (t, 1H) ;7.8(d, 1H) ,

[0852]  SEZjffsl 28 :4-(4-(2,6- ZRFAIE ) R ) -3- EAAR TR LMERA K

[0853]

[»4
[0854] DR A :4- FRIEFFIR SHEHIHI & -
[0855]  Mf4li £ (3. 26g,78. 84mmol) JUAFBIHLHEH K H 4- FBEFEE (4g,26. 28mmol)
F DMF (15m1) <MiERE (Iml) FIN, N- “FRC3EmE —fi% (6. 50g, 31. 5mmol) 4 R s 7 .
FESIR N R NIRE B 18 /N S LU . K BRI R 4, P PO R IR AR (e (B
2 1 1WCHK | SER OB AT ) ST 440, TS 2bs @k 549
[0856] 'H NMR(270MHz, CDC1,) :1.2(t,3H) ;3.5 (s, 2H) ;4. 1 (q,2H) ;6.7 (d,2H) ;7. 1(d,
2H) ,
[0857] DR B :4-(2,6- R FHALE ) F TR OEEMNHE -
[0858] 4 4-FRIL W R LM (Ck B A, 1. 59¢g, 8. 8mmol) #s I3 H NaH (60 % 73 BT ¥
H1,0.393g,9. 8mmol) 5 DMF (20m1) JERCIES A o A AL SN, W0 2, 6- 50K
IR (1. 64g, 7. 9mmol) o A4 FT1F 1) SR MRS VIAE 2R T HiHE 4 /N, S8 J5 FH ORI NH,C1 7K
WK, TG G . T GTR SRR R, SR 5 KR ER K BRI IR FH Na,S0,
TS AENE, B8 G, B AR ERE R A AL (BL2 0 1ICHE | SROERA
Ve ) AiAk S i ), 1S 2Ihr ik 54 o
[0859] 'H NMR(270MHz, CDCl.) :1.2(t,3H) ;3.5 (s, 2H) ;4. 1 (q,2H) ;5.1 (s, 2H) ;6.9 (m,
4H) ;7. 2-7. 4 (m, 3H) .
[0860] DR C:4-(2,6- 5 FHEKE ) FHIRMSI%
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[0861]  FEZVE T, INZAALEN (10mD) IIABIFFE L 4-(2,6- ZHFHEE) FF
MR CWE (CREDIRB, 2. 14g,6. 9mmol) ¥ T4 LT (30ml) FERLIIE W . 1 S NIR BB HE
3 /NI, AR HT IV ERER IR AL, FR AT LUk . HIKVESR T B autiE, B HE TRAS T
B, IS BIR AL 59 o

[0862] 'H NMR(270MHz, CDC1,) :3. 6 (s, 2H) ;5. 1 (s, 2H) ;6.9 (m,4H) ;7. 2-7. 4 (m, 3H) .
[0863]  DUED :4-(2,6— R FAIE ) R IEEUN A

[0864] M WPREEEAINAR] 4-(2,6- R FEE ) FHIKR (RAPIEC, 1. 61g,5. 79mmol)
o R IREWIETAL 3 /NN, P BRI , A4S B0 7 A4k R RT B )3k 2
[0865] DHRE :4-(4-(2,6- R FHEAE ) K ) -3- FMR TR LERMIHI & -

[og66]  7E 0°C, HI 10 Z3BRfrI I [8], KruibiE (2ml) AN E /R EEAL TR (0. 846g,5. 8mmol)
BT8Pt Gml) EHREERT . HEERTD AR 4-(2,6- ZHNEIEE) Rk
Wi (REPED, 1. T1g, 5. Tmmol) ¥ T Mkt (5ml) JERCHIHEEH, I 1T EIFE (5
7E 0°C, ISR S BHE | /N, AR5 B R E T R B\ G HHEE 1 D H & T hifh
FEFTAS I NAR G, PR B2 oM HCT FRvKoK bo 3 ARG, K AR — &0 R e A5 U
Ko HIFHIAVUZEH 2M HCL R R K PES IR, SR 5 F HFH Na,SO, T4, 1ot B Ja e 4 4y [ 44
W AR AR R T4l W (15ml) FhIENA 2. 5 /Mo BLAS R RV, TS 3 R4
WIS AR A PR R IEEE (LL2 0 LITE: . 2R ES Ve ) 4ifk, M
1330 3 [ AR bR AL S

[0867] 'H NMR(270MHz, CDC1,) :1.2(t,3H) ;3.4 (s,2H) ;3.7 (s,2H) ;4. 2(q, 2H) ;5. 1 (s,
2H) 6.9 (m,4H) ;7. 1(d,2H) ;7. 3 (m, 1H) .

[og68]  SLiifhl 29 :3—(2-(4-(2,6- —H WAL ) I ) -2- S LHE) B -1H-1,2,4- =M
(R

[0869]

Caavans

it

[0870] PR A :4-(2,6- " HFFEIE) KIEIH%

[0871]  RHAISZiEW] 8 Hh IR A U7, A bRtk 54 o

[0872]  'H NMR(270MHz, CDC1,) :2.5 (s,3H) ;5.2 (s, 2H) ;6.9-7. 0 (m,4H) ;7. 3-7. 4 (m, [H) ;

7.9(d, 2H) .

[0873] JDBEB :2- R —1-(4-(2,6- —HFHEIL ) FFE)-1- ZEIHIH % -

[0874]  =JEL T, 4-(2,6- ZHCFAEE) KO (CkADSEA, 2. 74g, 10. 4mmol) ¥ T

TRTRE (20ml) TSI BIGEEE I BERALET (TT) (3. 70g, 16. 6mmol) ¥ T L2

L (20ml) HIFF R WX R NIRE WAL 16 /NI, SRGAEH R InAIK . ARG

YV G CBERIIR . & IFANUE  FH AT ER KA T ik, S8 5 F NayS0, 58, ik 85

W4, B PO AR RS (BL4 1 1 ICHE - SRR OBEAVERE ) BT 440, Wimi15 2

(IS RER S INTREN Y ay IR e/ 8

[0875] 'H NMR(270MHz, CDCl,) :4. 4 (s, 2H) ;5.2 (s, 2H) ;6.9-7. 1 (m, 4H), 7. 3 (m, 1H) ;

8.0(d,2H) .

[0876] IR C :3-(2-(4-(2,6- @ WEAE) RIL) -2- FACNLIL) Bl —1H-1, 2, 4- = W¥)
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il

[0877]  EWE N, ¥ H 2- 7R -1-(4-(2,6- ZHFRLE ) K& ) -1- 4l (I B,0.851g,
2. 4mmol) T+ =Skt (Gml) TERHIEEE, IS H 1H-1, 2, 4- =M -3- i fE (0. 250g,
2. 4mmol) =% (2.50g,2. 4mmol) W T T & ke (20ml) HIBHIEW T . T R v
REWBEFE 50 7380, ARG B 2R %G . H LR SRR A, SR )G 0. IM HCT Fiidh
IKYEEE o« I Na,SO, TR T A NLZ , o Soad 8 5 vk 4, F s i A s (BL9 0 1|
Sl RNV ) AT AL, NS EIRR L S .

[0878] 'H NMR(270MHz, CDC1,) :4.5 (s,2H) ;5.1 (s, 2H) ;6.8-7.0(m,4H) , 7. 2 (m, 1H) ;
7.9(d, 2H) ;8.0 (s, 1H) .

[0879]  SEjiifsl] 30 :5-((4-(2,6— 3 FAIE ) -0k ) L) —1H- PUMEEI& %

[0880]
,»:—L o d N x“\,g«*mw

B e ', : ‘
[;_X“E:h;ﬁ U H;%ﬂ ]‘f{

[0881] DR A :4-(2,6- —HFHEIL) FFE) LHERHIK

[0882] ¥4 2,6— R NIEVR (7.77g,37. bmmol) IR H 4- FREER LNE (5g, 37. 5mmol)
F1 K,CO, (6. T4g,48. 8mmol) ¥ T DMF (20m1) T 2Rl IS . =90 N AT fs R NIR B4
ke 4 /D, AR JE B YR . H OIR S BRI IR AR, IR 5 R K B K e . F SR LR
Z IRV KIZ o 5 IFIAHLZH NaySo, T8 Ja , ik sk s, I imi15 21 5 i AR bR Ak
“W

[0883] 'H NMR(270MHz, CDCl,) :3.65 (s, 2H) ;5. 1 (s, 2H) ;6. 9-7. 0 (m, 4H) ;7. 2-7. 4 (m,
3H0) .

[0884]  DIEB :5-((4-(2,6— 3 FaAEE ) 2% ) L) —1H- PUMKEIH 4%

[o885]  Mfrh 4-(2,6— R NEIE) A ) LF CRANPIE A, 5g,19. 3mmol) | NaN, (1. 3g,
20mmo1) F1 NH,C1 (1. 06g, 20mmo1) ZH B I¥I ¥R A% T DMF (60m1) T 2 B IS AE 90 °C A
P16 NI o FLAEBRZE PTIREE A, B A IR R WIAE LR LR 57K 2 (R 43 B (R SRR
A% pH = 1) o HUKBERITISHIANLZ , K HH Na,S0, 455 i ik, fRfs Hk 4 ot (2
[ A PR (L (BL9 o 1 ST - MBS MOR ) AT 484k, A3 2013 45
A AR AR AL S

[0886] 'H NMR(270MHz, CDCl,) :4.0(s,2H) ;5. 1(s,2H) ;6. 7-6. 9 (m, 4H) ;7. 0(d, 2H) ;
7.2(m, 1H) o

[0887]  SEjifsl 31 : (2RS) 2— (N= BUT AU BREE ) -3-[2-(4-(2,6- TS ) K3 ) 25
REEE ] BN G K

[0888]

BATDQCI Oyl

£ .
EJ\E“‘”& Q*&___{r’é TS "'v*”L‘“m:mH
g

“F
[0889] DR A :4-(2,6- " FEIE) K LEIFIHI% -
[0890] ¥ 2,6- —H FIEIR (5g,24. lmmol) A H K,CO, (4. 33g,31. 3mmol) Fl 4- FHIEZK
LM (3. 28g,24mmol) ¥ T DMF (15ml) JE RIS o K NIRA A= T HikE 5 7
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I ) KK, ARG Bk 40 . FH G IR SRR AR R W), AR e Rl K R K ek . K2
H &% SRR« H NaySO, & A HLE , PRl L0 38 fa v e, 48 Ja F PO he fee A
Bk (B2 0 1Ok @ SR OREA TN ) BT 44k, AT 15 28R AL S o

[0891]  'H NMR(270MHz, CDC1,) :2.5 (s, 3H) ;5.2 (s, 2H) ;6. 9-7. 0 (m, 4H) ;7. 3-7. 4 (m, 1H) ;
7.9(d,2H) .

[0892]  PUEB :2- ¥R —1-(4-(2,6- R FEIE ) R ) -1- SEIHI#% -

[0893] SR SZHER] 29 (IR B (1) )57k, HHFFREAL A o

[0894] 'H NMR(270MHz, CDCl,) :4. 4 (s,2H) ;5.2 (s, 2H) ;6.9-7. 1 (m,4H) ;7.3 (m, 1H) ;
8.0(d,2H) .

[0895]  JDIE C: (2RS)2- (N- U T SR ) -3-[2-(4- (2,6 “H KL ) KE)2-HMK L
5] AN CEEH %

[0896]  HF AU T 4 B = - M= B £ EE (2. 94g,8. 6mmol) fi A B B 1)L H
2- YR —1-(4-(2,6- ZHFELE) R -1- W CRAEPIEB, 2.07g,8. 3mmol) T+ =&
gt (20ml) Fl = (8. 39g,83mmol) JERHIEHF . 1EEME NS R NIREDIHiHE 1
NI ARG LW GG . IR SRR KL R, AR5 T 0. IM HCL FNER K PEd¢ . I Na,SO,
TEAVLZ, P L e f5 vk 4, A% 5 R POs ek IRk iy (BL97.5 ¢ 2.5 & @ Pl
NPENE ) AT AL, 1S BIRR S S

[0897] 'H NMR(270MHz, CDC1,) :1.2(t,3H) ;1.4 (s,9H) ;3.0 (m,2H) ;3.8(s, 2H) ;4. 2(q,
2H) ;4.5 (br, 1H) ;5. 2(s, 2H) ;5.4(d, 1H) ;6.9-7. 1 (m,4H) ;7. 3(m, 1H) ;7.9(d, 2H) .

[0898]  DEED : (2RS) 2- (N- U T 4Bk ) -3-[2- (4-(2,6- KR ) AKE) 2-HAK L
5] AN ER I 4

[0899]  # IN & ALEN (3ml) IOAFIH (2RS) 2- (N- AU T B ) -3-[2-(4-(2,6- 5
WAL ) BE) 2- AR LE I MENRKR Ol (CkRADSIRC,0.761g, 1. bmmol) ¥ T4k LF
(10ml) JERIE R (EEME PR R PIREDNEEE 4 /0 AR5 IM EhIRIRIL, TR kAT B8
Wdio TSR PTISRER AW, 35 KR B KRR A . T Na,SO, THRFTISEHLZ,
PR R Ak g, AR JE P R A vk (BL92.5 ¢ 7.5 AT - AR ) Bt
1744k, INT1S BbR B 59 o

[0900] 'H NMR(270MHz, CDCl,) :1.4(s,9H) ;3. 0(t,2H) ;4. 0(qg,2H) ;4.5 (br, LH) ;5. 2(s,
oH) ;5.4 (d, 1H) 56.9-7. 1 (m,4H) ;7. 3(m, 1H) ;7. 9(d, 2H) »

[0901]  SEZjififh] 32 :2- 23k —4— A —4-(4—(2,6— "R FEEE) FE) T 2- IFR LB
L

[0902]

F o

o}
| Y
CAO“"\Q ' \;:;?i\ag?"z??%
e
1,

[0903]  JDBRA :4-(2,6- —HFEIL ) K IEIIHI

[0904]  SRASZHER] 31 FhAB IR A W57, FISFRBAL S .

[0905]  'H NMR(270MHz, CDC1,) :2.5 (s,3H) ;5. 2(s, 2H) ;6.9-7. 0 (m, 4H) ;7. 3-7. 4 (m, 1H) ;

7.9(d, 2H) .

[0906]  HIE B :2- BRI —4- A0 4-(4-(2,6- “RNEIE) IR T -2- MR BRI
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%

[0907]  KrH 4-(2,6— ZHFAEE) RS (CRADZIRA, 5. 64g,21. 5mmol) FIEFR — L ME
(3. 14g,21. bmmo1) LR IFRA WM EIEE T4 LB (25ml) 1 L EEHY (0. 490g, 22. 4mmo 4>
JBHY) VKA. W AR = TR EE S, K (50ml) MBI &9), P 10%
IR JG H LR LBEZEIN =R o« FHEKBEG A FH A HLZ AR S5 44 3L NayS0, T4, it i
S R4, B R RERC A L (BL4 1 L ICHKE © IR LB AP ) #4744k, i fs
bR S -

[0908] 'H NMR(270MHz, CDC1,) :1.4 (t,3H) ;4.4 (q, 2H) ;5.2 (s, 2H) ;6. 9-7. 1 (m,5H) ;
7.3-7.4(m, 1H) ;8.0(d, 2H) »

[0909]  sJitiffl 33 : (2RS) 2— (N- ZBEIE ) ~4- (4- (2, 6- 3 F4SE ) K3 ) -4- EAR T RN
A

[0910]

j\ O KHCOCH,
kl’“@»ﬁ{} o
P
[0911]  JDBRA :4-(2,6- —FFEIL) KIEIHHI%
[0912]  RHAISZiE] 31 HBIR A (55, ISR EL &4 .
[0913]  'H NMR(270MHz, CDC1.) :2.5 (s, 3H) ;5.2 (s, 2H) ;6. 9-7. 0 (m, 4H) ;7. 3-7. 4 (m, 1H) ;
7.9(d, 2H) .
[0914]  JDIEB :2- ¥ —1-(4-(2,6- R FEIE ) K3 ) -1- SHIHI%&
[0915]  RHISZiEW] 29 H PR B (7515, HfSAs @b &4 .
[0916] 'H NMR(270MHz, CDCl,) :4.4(s,2H) ;5.2 (s, 2H) ;6.9-7. 1 (m, 4H) ;7. 3 (m, 1H) ;
8.0(d,2H) .
[0917]  DERC: (N- ZWEEE ) (2-(4-(2,6- 9 FHIE ) 2538 ) 2- AR L3 ) WIR— L1
K-
[0918]  Hf 2- VR —1-(4-(2,6— 9 NI ) 2% )-1- Wi (R AP EEB, 1. 42g,4. lmmol)
IR 2B L 18 — &l (0. 949¢g, 4. 3mmol) FI ZEEH (0. 301g, 4. 4mmol) ¥ T4l &
BT ST o FEZIR TRZ RNV SV BEFE 2 /N, SR 5 B8 W4 o F T AL 4
16 L% CFEAT 0. IN NaOH 2 [A) 73 Bl o FHZK A 0. 001M Eh R R TS A HLZ , 2R )5 Na,So, T
W, s R . FHBOE AR (BL2 ¢ LINCE | 2R SR AVENE ) ST 4k,
TS BB S o
[0919] 'H NMR(270MHz, CDCl,) :1.2(t,6H) ;2.0(s,3H) ;4. 2-4. 3(m, 6H) ;5. 2(s,2H) ;
6.9-7. 1 (m, 4H) ;7. 3-7. 4 (m, 1H) ;7.9(d, 2H) ,
[0020]  JDEE D : (2RS) 2- (N- ZHESE ) -4-(4-(2,6- " HFEEE ) ZFE ) 4- 8T BAH
%
[0921] ¥ NaOH (0. 539g, 13. 2mmo1) HIAFIH (N- LBt ) (2-(4-(2,6- ZHFHAE) K
5 -2-FAARCHE) WIR_ B (CkESIEC, 1. 28g,2. 6mmol) ¥ T 7K (20ml) J& R HIH R
W KT SONTR AR 16 /NI, ARG ININVKESER (18m1) , FR4kLE[RIA 3 /NI o AR
FAZIREN, R 5 PR R IR A s (LA & L I« R s ) dHAT 4k, M
(GEIl 7y aey/R
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[0922]  'H NMR(270MHz, CDC1, :CD,0D) :2. 0 (s,3H) ;3.5 (m, 2H) 34.8(t, 1H) ;5. 1 (s,2H) ;
6.9-7. 1 (m,4H) ;7. 3-7.4(m, 1H) ;7.9(d,2H) »
[0023]  Sjifd] 34 :4-(3-(CANEL ) FAEE ) 43 ) —4- ST Rk

[0924]
Q(E\ .
P\* ‘M ‘//\;r

[0025]  PERA :3-((INZE ) KL ) 2K SHi 4 -

[0926]  SRHISEHifs] 31 D3R A 1 751, CABR TR AR IRAN 3— FR 28 Wi 4 JsUkt, il 194
LA .

[0927]  'H NMR(270MHz, CDC1,) :0. 4 (m, 2H) ;0.6 (m, 2H) ;1.2 (m, IH) ;2.5 (s, 3H) ;3.8(d,
oH) 57.1(m, 1H) 37. 4 (m, 1H) ;7.5-7. 6 (m, 2H) »

[0928]  JDEEB :4-(3-((HNZ ) FEE ) K& ) -4- FATRBUT BERHI% -

[0920]  SRHISZHER] 8 F 538 B /51, HlfShr @b &4

[0930] 'H NMR(270MHz, CDC1,) :0.4 (m, 2H) ;0.6 (m,2H) ;1.2 (m, IH) ;1.4(s,9H) ;2.6 (t,
2H) 53.2(t,2H) ;3.8(d,2H) ;7.1 (m, 1H) ;7. 4 (m, 1H) ;7. 5-7. 6 (m, 2H) »

[0931]  ZPER C:4-(3-((HMNZE ) FEE ) a3 ) —4- S AT RIHI# -

[0932]  SRHISEHER] 8 H 538 C W5k, flfShrdtb &4

[0933] 'H NMR(270MHz, CDC1,) :0.4 (m, 2H) ;0.6 (m,2H) ;1.2 (m, IH) ;2. 8(t,2H) ;3. 2(t,
2H) 53.8(d, 2H) ;7. 1 (m, 1H) ;7.4 (m, 1H) ;7. 5-7. 6 (m, 2H) »

[0934]  SZjififfl 35 :4-(3-(2,6- —FELAREIE ) HIE ) —4- AR T IRV A K

[0935]

& T

[0936] LR A .2,6- — FIILEHE E‘JﬁéJ% :

[0937]  FEUKZKM 2544 T, ¥ A 25 (8. 28m1, 133. 16mmol) AOA R H 2,6- — K FR

(10g,66. 5mmol) FfKERER (9. 18g,66. 5mmol) ¥ T — FILF WL (67ml) TR IEEH A, 4R

S R G INFE 16 /Mo TEZ R NIRE Y 0N FFARIK, B2 3 3% K,C054 IN £
MKV T IFANZ . 285 Na,S0, T4, I B e 1 S i Rk R ) E=0 i

T THF (135ml) , 285 A2 LiALH, (3. 79g,99. 8mmol) ™, F44 H & T-UK/KG thHiiHE 4 /)

o 4 IN ERREAE R M AZILL B R NIREWT, SR IE I 1R L1, 75 F oK seik i fa

BUZ, H Na,SO, FESZANLZE, EIESF A0 . Frid Rk R 77 2k — 2 a4k R mT E R

Ho

[0938]  'H NMR(270MHz, CDC1,) :2.4(s,6H) ;4. 7 (s, 2H) ;7.0-7. 15 (m, 3H) .

[0039] BB :3-(2,6- —HIELAAEE ) ZEZHIRIHI%

[0940] FEEW T, EHFEP B H 3 - FE K LM (8.07g,59. 24mmol) FT = 2K I B

(16. 93g,64. 5mmol) ¥ T+ THF (180m1) 1fif 2 e I v i it 2, 6— — AR LK% (8. 05g,

59. 24mmol) FIHE IR LMW (11.24g,64. 57mmol) % 1T THF (45m1) F1-T DMF (18ml)
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M. 7R N ARG 1.6 /NG, H CBERBEZ R MR A, 1 A
7K INNaOH 1 &h K BEG PTG 2R 5 H NapSO, 45, # nd k fm le i o A PR i I AT 0 187k
(BL2 0 1ROk © SIRSERABENGR ) AT 44k, A3 2IFREAL 54 -

[0941] 'H NMR(270MHz, CDC1,) :2.4(s,6H) ;2.6 (s, 3H) ;5. 1(s,2H) ;7. 1(dd, 2H) ;7. 2 (m,
2H) ;7. 4(t, 1H) ;7.6 (m,2H) .

[0942] PR C:4-(3-(2,6- —HEAEZL ) KK ) -4 AT B SR 4 -

[0943] SRSz 17 PR B 107V, SR 8L 54

[0944] 'H NMR(270MHz, CDC1,) :1.2(s,3H) ;2.4 (s,6H) ;2.8(t,2H) ;3.2 (t,2H) ;4. 4(q,
2H) 55.1 (s, 2H) 37.1(d,2H) 57. 2 (m, 2H) ;7. 4 (t, 1H) ;7. 6 (m, 2H) ,

[0945]  ZDERD :4-(3-(2,6— ZFSEEREIL ) KL ) 4- EAAR T IRRIHI & -

[0946]  7F = ¥ T, # IN S SEALH (50ml) A A 2 H 4-(3-(2,6- — PR WA ) F
EV-4-ER TR (RAPEC,12.31g,36. 2mmol) ¥ T4E 4 (160ml) TR -
A% R NAIRE W 3 /N, SR EH IM EhER IR AL . Y H B AR B EDTiE , FK YRR G &
-, TS 2 B B AR KRR AL S

[0947] 'H NMR(270MHz, CDC1,) :2.4(s,6H) ;2.8 (t,2H) ;3.3 (t,2H) ;5. 1 (s, 2H) ;7. 1(d,
2H) ;7.2-7.3(m, 2H) ;7. 4(t, 1H) ;7.6 (m, 2H) .

[0948]  SEjfsl] 36 24— (3—(2— ik —6- FEE &I ) AK ) 4- FANT BRIMA &

[0949]

[0050]  LUB A :2- JR —6— FEEZE IR K 4%

[0951] %R E Fr & A A TS5 WO 97/34893 2 43 HUH S5 89 (d) FTid i) 5 vE304T & il

[0952] DR B :2- i —6- I REEAYHI & -

[0953]  RHAISZiEf] 35 H DR A (515, HITSFREL &4

[0954] 'H NMR(270MHz, CDC1,) :2. 4 (s,3H) ;4.7 (s, 2H) ;6. 85 (t,1H) ;6. 95(d, LH) ;

7.15(m, 1H) .

[0955]  JDIE C :3-(2- 4f —6- FAFETREIL ) KO HI% -

[0956] SR SEHER] 35 FRAB IR B 1575, HIS PR BAL & o

[0957] 'H NMR(270MHz, CDC1,) :2.4 (s, 3H) ;2.6(s,3H) ;5. 1(s,2H) ;7. 1 (m, 2H) ;7. 2 (m,

2H) ;7. 4(t, 1H) ;7.6 (m, 2H) .

[0958]  JPERD :4-(3-(2- i —6- FEFTHEE ) K& ) 4- AR TR BEMHI%

[0959]  SRFSEHER] 17 TP IR B 1575, HISFR 8L & .

[0960] 'H NMR(270MHz, CDC1,) :1.2(s,3H) ;2.4 (s,3H) ;2.8(t,2H) ;3.3 (t,2H) ;4. 4(q,

2H) 5. 2(s, 2H) ;6. 9-7. 1 (m, 2H) ;7. 2(m, 2H) ;7. 4(t, 1H) ;7.6 (m, 2H) ,

[0961]  ZPERE :4-(3-(2- J -6 FILWEIE ) -3 ) -4 ST R Hl % -

[0962]  7F & TR INZ AL AN (40mD) AN B o 4-(3-(2- s —6- R AR ) &
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55)-4- AT B L ls (CREPIRD, 8. 56, 24. 9mmol) ¥ T4l L (100m1) FE R KR -
[ BB AEFE 3 /NI, I R IR AL S5 iR A o HI S s i BT A A v, OF AL 0. IM 2R 1R
AN ERAKIEAT Ve > H NaySO, T4, FRRF LI 38 A Wk . IR e T PRIERE AT LA (LL95 1 5
s FEEAVENGR, I ZBRPER ) ATk, A5 3] B i AR i br AL 549

[0963]
6. 9-7
[0964]
[0965]

[0966]
[0967]
[0968]
[0969]
[0970]
[0971]

'H NMR(270MHz, CDC1,) :2.4 (s, 3H) ;2.8 (t,2H) ;3.3 (t,2H) ;5. 1 (s, 2H) ;
. 1(m, 2H) 57.2(m, 2H) 57.4 (¢, 1H) ;7. 6 (m, 2H) o
SR 37 :4-(3-(2,6- ZFIAREREE ) F3E ) ~4- ST IR S BRI &K -

Gy

S
N

_/
c‘m\%”ﬁf"‘.&s

SR A 12, 6- — FHEEE -
KA SETtf) 35 F PR A 5, S bR AL S -

'H NMR (270MHz, CDC1,) :2. 4 (s, 6H) ;4.7 (s, 2H) ;7. 0-7. 15 (m, 3H) .

SR B (3 (2,6 — FHAEEIL ) KK -

KA SEHtf) 35 F PR B (K75, S bR AL G4 -

'H NMR (270MHz, CDC1,) :2. 4(s,6H) ;2.6 (s, 3H) ;5. 1 (s, 2H) ;7. 1(dd, 2H) ;7. 2 (m,

2H) 57.4(t, 1H) 57.6 (m, 2H) »

[0972]
[0973]
[0974]

BB C 4= (3-(2,6- —HERRIL ) 13 ) —4- FACUT IR ORI #
KIS 17 PP IR B (T, SIS bR &4 .
'H NMR(270MHz, CDC1) :1.2(s,3H) ;2.4 (s,6H) ;2. 8(t,2H) ;3.2 (t,2H) :4.4(q,

2H) 5. 1(s,2H) 7. 1(d,2H) ;7. 2(m,2H) ;7.4 (t, 1H) ;7.6 (m,2H) .

[0975]
[0976]

[0977]
[0978]
[0979]
[0980]
[0981]
[0982]

SN 38 +A-(3- (2,6~ ~ ARSI ) HI) —4- UK T BRI 4k -
=]
Lo ™
E,-” *w;:.:{xf \,:,W,w{;; {,js
DY
P N
£
‘a
;V,J‘a‘
E:L\\

SR A 12, 6- — FIEEEI -
ST SEHEN) 35 SAB TR A 077, IR AL 1.

'H NMR (270MHz, CDC1,) :2. 4(s,6H) ;4.7 (s,2H) ;7. 0-7. 15 (m, 3H) ,

SR B (3 (2,6 — FHAEEIL ) KB -

KH ) 35 FP 3R B /775, fiAR bRt &4

'H NMR(270MHz, CDC1,) :2. 4 (s, 6H) ;2.6 (s,3H) ;5. 1(s,2H) ;7. 1(dd, 2H) ;7. 2 (m,

2H) 57.4(t, 1H) 57.6 (m, 2H) ,
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[0983]  ZDHE C:4-(3-(2,6- AL ) A5 ) —4- ST R QBB -

[0984]  SRHISZHER] 17 HhABIR B (1575, HISFREAL S .

[0985] 'H NMR(270MHz, CDC1,) :1.2(s,3H) ;2.4(s,6H) ;2.8(t,2H) ;3.2(t,2H) ;4. 4(q,
2H) 5. 1 (s, 2H) 7. 1(d, 2H) ;7. 2(m, 2H) ;7.4 (t, 1H) ;7. 6 (m, 2H) .

[0986]  DIR D :4-(3-(2,6- I IL ) KIE ) ~4- AR T BRIV H#% -

[0987]  RHISEHifs] 36 HHABIR E (17775, HIASFR LS .

[0988] 'H NMR(270MHz, CDC1,) :2.4 (s,6H) ;2.8 (t,2H) ;3.3 (t,2H) ;5.1 (s, 2H) ;7. 1(d,
oH) ;7. 2-7.3(m, 2H) ;7. 4 (t, 1H) ;7.6 (m, 2H) ,

[0989]  ZDERE :4-(3-(2,6— AL ) R ) —4- EAC T BREN 4% -

[0990]  JEIIVEA, 4 4-(3-(2,6- IR IE ) FE) -4- MR TR CkRBPSED, 5. 5g,
17. 6mmol) ¥ 7246 L BE (20ml) , SRJ57E 0°C 4040 T AE L BB A NaOH (0. 705g) o K X
AL RE 7 E i = S WA W= R < e o Ry o NI & e S R i N

[0991]  'H NMR(270MHz, D,0) :2. 0 (s,6H) ;2.5 (t,2H) ;3. 0(t,2H) ;4. 8(s, 2H) ;6.8(d, 2H) ;
6.9 (m, 2H) ;7.2 (t, 1H) ;7. 5(d,2H) .

[0992]  SEZJtEfs] 39 :4-(4-(2,6- —HEAFHEKE ) KE ) 4- FMRT RO G
[0993]
CHy d
,,’L:§;, T, H{fﬁ;—’ \}fi\‘ s , Lt
[ T [
PN 3

[0994]  LIE A :2,6- — FIILNSEERIHI% -

[0995]  SRHSEHEf] 35 HRAB IR A (17775, IS AR AL S o

[0996]  'H NMR(270MHz, CDC1,) :2. 4 (s,6H) ;4.7 (s, 2H) ;7. 0-7. 15 (m, 3H) .

[0997]  BIEB :4-(2,6- " FHILAHEIL ) KIFHIHI% -

[0998] KA SEifs] 35 HHABIR B (17775, HIASAR AL S o

[0999] 'H NMR(270MHz, CDCl,) :2. 4 (s,6H) ;2.6 (s,3H) ;5.1 (s, 2H) ;7.0-7. 2 (m,5H) ;
8.0(d,2H) .

[1000] DR C:4-(4-(2,6- —HEFTHEE ) K& ) 4- SR TR OBERIH & -

[1001]  SRASEHER] 17 P38 B (157, SRS 5 .

[1002] 'H NMR(270MHz, CDC1,) :1.2(s,3H) ;2.4 (s,6H) ;2.8(t,2H) ;3.3 (t, 2H) ;4. 4 (g,
2H) ;5. 1 (s, 2H) 37.0-7. 2 (m,5H) ;8. 0(d,2H) .

[1008]  ZDERD :4-(4-(2,6- ZFHSEEFREIL ) KL ) 4- B TRRIE & -

[1004]  RHSEHER] 36 TRABIR B {575, FISFR 8L &Y .

[1005] 'H NMR(270MHz, CDC1,) :2.4(s,6H) ;2.8 (t,2H) ;3.3 (t,2H) ;5. 1 (s, 2H) ;
7.0-7.2(m, 5H) ;8.0(d, 2H) ,

[1006]  SEJtiff] 40 :4-(3-(2,6- —FHZEREIE ) RIE ) —4- SAR T BRI & % -

[1007]
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[1008]  AZBR A :2,6- — R HI 4 -

[1009]  RHAISZHEW] 35 H DR A (515, HITSFR 8L &4

[1010]  'H NMR(270MHz, CDC1,) :2. 4 (s, 6H) ;4.7 (s,2H) ;7.0-7. 15 (m, 3H) .

[1011] 5B B .3-(2,6- —FEFFEEIEL) ZEWFHI%& -

[1012]  RHAISZiE] 35 HH DR B (515, IR dib &4

[1013] 'H NMR(270MHz, CDC1,) :2.3(s,6H) ;2.6 (s,3H) ;5. 1 (s,2H) ;7. 1(d, 2H) ;7. 2(m,
2H) ;7. 45 (t, 1H) ;7.6 (m, 2H) «

[1014]  JDBR C:4-(3-(2,6- —FHEREIL ) K5 ) 4- BT R BEHIH % -

[1015]  RAISCHEW) 17 DR B 17515, HSFs @i &4

[1016] 'H NMR(270MHz, CDC1,) :1.2(s,3H) ;2.4 (s,6H) ;2.8(t,2H) ;3.2 (t,2H) ;4. 4 (g,
2H) 5.1 (s, 2H) 57.1(d,2H) 57. 2 (m, 2H) ;7. 45 (t, 1H) ;7.6 (m, 2H) .

[1017]  ZDER D :4-(3-(2,6- ZHEFHEKL ) KL ) 4- EMRTRIIE & -

[1018]  RHISZiEf] 36 DR E (515, HlfSAs @b &4

[1019] 'H NMR(270MHz, CDCI1,) :2.4(s,6H) ;2.5 (t,2H) ;3.2 (t,2H) ;5. 1 (s, 2H) ;7. 1(d,
2H) ;7. 2-7.3(m, 2H) ;7. 45 (t, 1H) ;7.6 (m, 2H) .

[1020]  JDIRE :4-(3-(2,6- —FHENHEEE ) FE ) —-4- EACT REPIH % -

[1021]  JEEIRAG H 4-(3-(2,6- ZHRERHEIE ) K5 ) 4- S8R T (kAL ED,6g,
19. 4mmo1) Y& T4l 41 (20ml) , SRJG7E 0°C 4 F FAELL Ly i\ KOH (1. 21g) o #5 M
TREWHEFE 1 /NI, FLAS IR 4G 5, W AT, T 15 31 A 6l AR AR AL 50

[1022]  'H NMR(270MHz, D,0) :2. 3(s,6H) ;2.5 (t,2H) ;3. 3(t,2H) ;5. 1 (s, 2H) ;7. 1(d, 2H) ;
7.2-7.3(m, 2H) ;7. 45 (t, 1H) ;7.6 (m, 2H) ,

[1023] Sl 41 :4-(3-(2,6- A EFHEE ) ) 4- AR TIRIA K -

[1024]
5
N T
@
TRy

[1025]  DIEA :2,6- A TFERHI% -

[1026] SR SZHER] 35 FRAIR A {575, FISFRBL S .

[10271  'H NMR(270MHz, CDC1,) :3.9 (s, 6H) ;4.8 (s, 2H) ;6.5 (d,2H) ;7. 25 (m, 1H) .
[1028] LIE B :3-(2,6- — FAJEEEIE ) KOHIMH%& -

[1020]  SRHSEHEf] 35 HHABIR B (17775, S AR S-S -
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[1030] 'H NMR(270MHz, CDC1.) :2.6 (s,3H) ;3.9 (s,6H) ;5.2 (s,2H) ;6.6(d, 2H) ;7. 3 (m,
3H) ;7.5(d, 1) ;7. 7(d, 1H) ,

[1031]  PIR C :4-(3-(2,6- — AL FAEAE ) R ) —4- FNT RSB Hl#% -

[1032]  RHAISEHE) 17 DR B 17515, Sl @il &4

[1033] 'H NMR(270MHz, CDCl1.) :1.2(t,3H) ;2.8(t,2H) ;3.3 (t,2H) ;3.8(s,6H) ;4. 1(q,
2H) 5. 2(s, 2H) ;6. 5(d, 2H) ;7.3-7. 4 (m, 3H) ;7. 6(d, 1H) ;7. 7(d, 1H) ,

[1034]  ZDERD :4-(3-(2,6- I ESE ) %3 ) -4- EART RO HI% -

[1035]  RHAIsZiffs] 36 AP IR E 1777, HIfSAs 8k 54

[1036] 'H NMR(270MHz, CDC1,) :2.8(t,2H) ;3.3 (t,2H) ;3. 8(s,6H) ;5.2 (s, 2H) ;6.5 (d,
2H) ;7.3-7.4(m, 3H) ;7.6(d, 1H) ;7.7(d, 1H) .

[1037]  SEjifh) 42 :4-(3-(2,6- — R WESE ) 258 ) —4- M -2, 2- ZHFETRIE K -
[1038]

P
\\ﬁéﬁ\% h\}z—.—:.o
8
el
c———-:{{ o
\

il

[1039]  DIE A :2,6— — FIIENEEERIHI% -

[1040]  RHISZHER] 35 HD R A (5, HIEFREL &Y.

[1041]  'H NMR(270MHz, CDC1,) :2. 4 (s,6H) ;4.7 (s,2H) ;7.0-7. 15 (m, 3H) ,

[1042]  JBIEB :3-(2,6- " HIELAREE ) JKZHIRHI%

[1043]  RASEiER] 35 B3R B (177, TS br @54

[1044] 'H NMR(270MHz, CDCl,) :2. 4 (s, 6H) ;2.6 (s,3H) ;5. 1(s,2H) ;7. 1(dd, 2H) ;7. 2 (m,
2H) 57.4(t, 1H) ;7.6 (m, 2H) »

[1045] DR C:4-(3-(2,6- “HEFHE ) KK )-4- AN -2,2- ZHET IR LB H
#

[1046] £ —60°C /TR B, 8 A (= B3 Rk be s ) BEREBE AWM (1. OM, 17. 74m1)
IINTEFE A F 3 (2, 6- Z 3R F4AE ) KOl CGRALHEB, 4. 11g, 16. lmmol) ¥ T
THF (60m1) F DMPU (12m1) 1y 73 IS . £ -60°C FHEH: 10 0805, PRI 2- IR 57
B2 2T (4. 73g,24. 2mmol) o TR FTTS R MR A WIHEEE 10 20%h, SR 5 THE 2 IR FrE M 4
N H TR CEREFEALR AW, KBTS . HOROBRZIRABUKE . BEIFIA
HUZ F 2Rk vk, FH NayS0, T, o vk k4 , IR GiEE (BL4 © 1TRIC
Bt . LR CBEAVENLE ) SBT3 5% M), I3 3 A & AR AR AL A4 o

[1047]1 'H NMR(270MHz, CDC1,) :1.2(t,3H) ;1.3 (s,6H) ;2.3 (s,6H) ;3.3 (s,2H) ;4. 1(q,
2H) ;5. 1 (s, 2H) 57. 1(d, 2H) ;7. 2(m, 2H) ;7.4 (t, 1H) ;7.6 (m, 2H) .

[1048] DIRD :4-(3-(2,6- — IR ) KIEE)-4- 8 -2, 2- ZFETRIIEI% -
[1049]  RHISZHEW] 36 D3R E K51, HIEFR 8L &Y.

[1050]1 'H NMR(270MHz, CDC1,) :1.3(s,6H) ;2. 3(s,6H) ;3.3 (s,2H) ;5. 1 (s, 2H) ;7. 1(d,
2H) ;7. 2(m, 2H) ;7. 4 (t, 1H) ;7.6 (m, 2H) .
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[1051]  SCHtifh] 43 :4-(3-(4-( =P HE ) WEI) FREL ) —4- AT RIS K -
[1052]

kY

[1053]  DIRA :3-(4-( =TI ) FHEEE ) KIWIHIHI% -
[1054]  SRHSEHfG] 31 F B8 A 77, LL 4= ( 3k ) IR 3- 224 400 0 7

ks HIFFbR AL S

[1055]  'H NMR(270MHz, CDC1,) :2.5 (s, 3H) ;5. 1 (s, 2H) ;7. 1(d,2H) ;7. 4-7. 6 (m,6H) .
[1056]  DERB :4-(3-(4-( =HPEE) TR ) KEE ) 4- FACT R O BEHIHI% -

[1057]  SRHAISEHER] 17 Th2 3R B 515, SRR AL &4

[1058] 'H NMR(270MHz, CDC1,) :1.3 (t,3H) 2. 7(t,2H) ;3. 3(t,2H) ;4. 1(q,2H) ;5. 1 (s,
2) 57.1(d, 2H) ;7. 4-7. 6 (m, 61)

[1059]  ZDHR C:4-(3-(4-( =5 PEE) FEIE ) 2REE ) —4- S T BRI HI %

[1060]  SRHAJSEHER] 36 2B E ) J77%, HIAHFR AL &4

[10611 'H NMR(270MHz, CDCI,) :2. 7 (t,2H) 3.3 (t,2H) ;5. 1 (s,2H) ;7. 1(d,2H) ;
7.4-7.6 (m, 6H) .

[1062]  SCififs] 44 :4- (3= (T35 ) - FEZE ) 2R3EE ) ~4- S0 T IR 5 % -

[1063]
~, =,
<; ;;/"”\,;,_/4“‘ )
5

[1064]  ZDERA :3-((FRT 2% ) - 4R ) ROl

[1065]  RAISEHE) 31 HhoB IR A (7738, DAIR T 58 AR IR 3- F2 28K O 4y JsUk, 43 b
LG .

[1066] 'H NMR(270MHz, CDC1,) :1.9 (m,4H) ;2. 1 (m,2H) ;2.5 (s,3H) ;2.7 (m, 1H) ;4. 0(d,
oH) 57.1(dd, 1H) ;7.4 (t, 1H) ;7.5-7. 6 (m, 2H) ,

[1067]  JPIRB :A-(3-(( T3 ) - FEE) K& ) -4- HMA T CEEMH & -

[1068] SR SLiEf] 35 tRA IR C W57, HISFR B & .

[1069] 'H NMR(270MHz, CDC1,) :1.2(t,3H) ;1.9 (m,4H) ;2. 1 (m,2H) ;2.7 (m, 1H) ;2. 8(t,
2H) 53.3(t,2H) ;4.0(d, 2H) ;4. 1 (g, 2H) ;7. 1(dd, 1H) ;7.4 (t, 1H) ;7.5-7. 6 (m, 2H) .

[1070]  JPIRC:4-(B-((HTH)- FEE) &) -4- FATERMHI% -

[1071] R SZHER] 36 TR IR E 15 7%, ISR 8L 5 .

[1072] 'H NMR(270MHz, CDC1,) :1.9 (m,4H) ;2. 1 (m,2H) ;2.7 (m, 1H) ;2. 8(t, 2H) ;3. 3(t,
2H) ;4. 0(d,2H) ;7. 1(dd, 1H) ;7. 4(t, 1H) 57.5-7. 6 (m, 2H) .
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[1073]  SEEf 45 :4-(3-(2,6- ZHEEFAE ) KIE) TRIAK -
[1074]

[1075]  SBERA :2,6- — FIIE R HI4

[1076]  SRASZif] 35 0 ER A 77V, RIS AR 8k 54

[1077]  'H NMR(270MHz, CDC1,) :2. 4 (s, 6H) ;4.7 (s,2H) ;7. 0-7. 15 (m, 3H) .

[1078] BIEB :3-(2,6- " HIELEE ) ZEZHIRIHI% -

[1079]  RHSEHER] 35 TR IR B 17575, HIS PR 8L & .

[1080] 'H NMR(270MHz, CDCl,) :2. 4 (s,6H) ;2.6 (s,3H) ;5. 1(s,2H) ;7. 1 (dd, 2H) ;7. 2 (m,
2H) ;7. 4(t, 1H) ;7.6 (m, 2H) ,

[1081] IR C:4-(3-(2,6- —HEFEE ) K& )-4- AR TRIOENHIEL -

[1082]  SRHISZHER] 17 TR IR B {575, HISFR 8L & .

[1083] 'H NMR(270MHz, CDC1,) :1.2(s,3H) ;2.4 (s,6H) ;2.8(t,2H) ;3.2 (t,2H) ;4. 4 (g»
2H) 55.1 (s, 2H) 57.1(d, 2H) 57. 2 (m, 2H) ;7. 4 (t, 1H) ;7. 6 (m, 2H) ,

[1084]  ZDEED :4-(3-(2,6- ZHEFHEML ) KL ) -4- EMRTRRIIE & -

[1085] SR SZHER] 36 HHABIR E (1575, HIHSFREL S .

[1086] 'H NMR(270MHz, CDC1,) :2.4 (s,6H) ;2.8(t,2H) ;3.3 (t,2H) ;5.1 (s, 2H) ;7. 1(d,
2H) 37.2-7.3(m, 2H) ;7. 4(t, 1H) ;7.6 (m, 2H) .

[1087]  JBBRE :4-(3-(2,6- —FFEAEEIL ) B ) TRRIHI%

[1088]  KfHy4-(3-(2,6- “HREFHEIL) K ) 4- AR TR CREPIED, 3g,9. 6mmol) |
JE (1. 41m1, 28. 8mmol) FEEALAR (1. 61g,28. 8mmol) YA T £ W (12ml) TR IVAE R
4 /NE FE7K (18m1) F 6N EhER (10m1) JAEILL LR NIREWH o Kk NIR A0k 46
PR T SRR T LR W5, ¥ KRR K G5 28 5 A Na,So, 10, i vEm #k4s . H
P RcAE s (LL95 ¢ 5 ST - e, H CIRBie R ) #4744, 13
B G A AR AR AL A o

[1089] 'H NMR(270MHz, CDC1,) :2.4 (m,8H) ;2.8 (t,2H) ;3.3 (t,2H) ;5.1 (s, 2H) ;7. 1(d,
2H) ;7. 2-7.3(m, 2H) ;7.4 (t, 1H) ;7.6 (m,2H) .

[1090]  Sjfsl] 46 :4-[[4-(2,6- ZHFRE AR ) -3- R ] 25 14- 5T RRME K -
[1091]

;L \G_ﬂm\’#“\\fﬂ“-.f'
[1092] ﬁ%A££<:$%TMM%%=
[1093]  RAIszitif) 35 F 508 A 1K 775, HIEFR B &) o
[1094]  'H NMR(270MHz, CDC1,) :2. 4 (s,6H) ;4. 7 (s, 2H) ;7. 0-7. 15 (m, 3H) »
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[1095]  JDEEB :4-(2,6- —FIIEL WAL ) -3- PR SWIHIH & -

[1096] SR SLiER] 35 Hh IR B (1575, HISFR 8L 5 .

[1097] 'H NMR(270MHz, CDC1,) :2.4 (s,6H) ;2.6 (s,3H) ;3.9 (s,3H) ;5.1 (s, 2H) ;7. 1(d,
2H) ;7.2 (m, 2H) ;7.6 (m, 2H) .

[1098]  PIR C:4-[[4-(2,6- ZH IR ) -3- FAE ] 15 14- 85 TR M1
#

[1099]  RHAISZHEW] 17 FDR B (515, HISFR 8L &4

[1100]  'H NMR(270MHz, CDC1,) :1.2(s,3H) ;2.4 (s,6H) ;2.8(t,2H) ;3.3 (t,2H) ;3.9 (s,
3H) ;4.4 (g, 2H) 5.1 (s, 2H) 57.0-7. 2 (m, 4H) ;7. 6 (m, 2H) »

[1101]  ZDERD :4-[[4-(2,6- ZHEREE ) -3- R ] K& 14- SR TRIH & -
[1102]  RHSEHER] 36 TR IR B (575, HISFR 8L &Y .

[1103]  'H NMR(270MHz, CDC1,) :2.4 (s,6H) ;2.8 (t,2H) ;3.3 (t,2H) ;3.9(s,3H) ;5. 1 (s,
oH) 57.0-7. 2 (m, 4H) ;7.6 (m, 2H) .

[1104]  SZf) 47 :4-{3-[ (4~ =R FEFERE ) - R ) 4- FEE ] K& -4- 58448
TEREIE A -

[1105]

[1106]  DHR A :2- FSIE -5 SWESE K AR FF G 16 1) 4% -

[1107] KPR R4t (24. 15,74, Immol) FH FF EL it (9. 64g,68mmol) J A B it #F A . |
2- FrhE —5— ZWEELIE PR S (12g,61. Tmmol) ¥§T° DMF (200m1) 2 REHIvAH .

[1108]  7E 0°CH¥LL B NIREWHR: 16 /NI, 2R )5 H L8 L BEMRE » 565 F NayS,0, 7K
RN ER K B, 2R S5 H Na, SO, T, il 38 S ki o F PUERE AL BIEE (BLL ¢ 2 [ 4RE
B SR BEIER ) BT 44, MRS B L AR AR AL S -

[1109]  'H NMR(270MHz, DMSO) :2. 6 (s, 3H) ;3.8 (s, 3H) ;3.9 (s, 3H) ;7. 3(d, 1H) ;8. 1(dd,
1H) ;8.2 (s, 1H) .

[1110]  JDIR B :2- F4HE -5 SERRERFIRIIH %

[1111] g 2- P -5 SRR PR TS CkAPIRA, 3g, 14. 4mmo 1) ¥ T 4K (80ml) ,
SRJEFRERTR (28ml) AbTH . K e NAIR-EWIRI 4 /N, 98 W4 fa v R T8, 1S 21
it — 2D Al R T A A 1) 0 il L

[1112]  'H NMR(270MHz, DMSO) :2. 6 (s, 3H) ;3.9 (s, 3H) ;7. 3(d, 1H) ;8. 1(dd, 1H) ;8. 2 (s,

1H) .
[1113] B C.5- LWEE —2- FEE N-[4-( =& P ) KFE ] FE ] KEBIZH
&

[1114] 3% 4-( =5 ) Fhz (2. 48g, 14. lmmol) MIAFBIHEFEH 1 B 2- 4L 5- &

W55 25 R (k[ 45 18 B, 2. 5g, 12. 8mmol) | HOBt. H,0(2. 08g, 15. 4mmo1) #1 EDC (3. 70g,

19. 3mmo1) ¥ T CH,C1, (20m1) F1DMF (5ml1) JEECHI R F7E 1R TR IR S P HE 16 /)

I o PR IR LG PR I R SRS, ARG W LB T LR . B ANUZESEEH 3% K,CO4n
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IN Eh RN Eh 7K Bedk, 285 FH NapSO, T4, i vB Ja ki . OB REIRAE il (BL95 ¢ 5 1K)
S L FEEBENGE ) BT AL, AR B L AR FAR AL S .

[1115]  'H NMR(270MHz, CDCI1,) :2. 6 (s,3H) ;4.0 (s,3H) ;4.8(d,2H) ;7.0(d, 1H) ;7.5(d,
2H) ;7. 6(d, 2H) ;8. 1(dd, 1H) ;8.8(s,1H) .

[1116]  PEED 4-(3-[((4- =R FREEE ) - A ) —4- A ] R 4- 8T
LRI

(11171 RAISZHER) 17 D3R B (51, HIE R 8L 54

[1118] 'H NMR(270MHz, CDC1,) :1.2(s,3H) ;2.6 (t,2H) ;3.3 (t,2H) ;4.0(s,3H) ;4. 4(q,
oH) 54.8(s,2H) 57.0(d, 1H) 57.4(d,2H) ;7.6 (d,2H) ;8. 1(dd, 1H) ;8.8(s, 1H).

[1119]  JPIRE :4-{3-[((4- =P EFEELE ) - L) 4- FHEE ] XE ) 4-8RTR
IO E-

[1120]  SRHISEHER] 36 FRABIR B W57, FISFR 8L & .

[1121]  'H NMR(270MHz, CDCI, :CD,0D) :2. 6 (t,2H) ;3. 3(t,2H) ;4.0 (s,3H) ;4.7 (s, 2H) ;
7.0(d, 1H) 57.4(d,2H) ;7.6 (d,2H) ;8. 1(dd, 1H) ;8.8(s, 1H) .

[1122]  SZjifsl) 48 4 {3-[((2,6— —HRRERIEE ) - A ) —4- B ] 25 -4- 84K

TIREIE L -
v

[1123]
mm

[1124]  SBIRA .2,6- — FIZERE E’J%J%

[1125]  RAISZHEW) 35 H DR A (515, HIEFR 8L &5

[1126] 'H NMR(270MHz, CDC1,) :2. 4 (s,6H) ;4. 7 (s, 2H) ;7. 0-7. 15 (m, 3H) »

[1127]  ZDER B :N-(2,6- —FELREL ) A8 — I G 1) il & -

[1128] =R T, H = FEGRELE (15. 75ml, 145mmol) I BIBERE R B 2,6- R

B (REZEA,6.59g,48. 4mmol) ¥ T DMSO (20m1) BV » 2R 5 TR S 4 hi bt

L/NE o 7R NIRA YT INN SR SBERK, F Eh7K B 3 A HLZ , 485 I Na,So, T,

U)‘t‘*F%‘zéﬁ TS BIHAREE R o K12 ARIE AR V) Hr T DMF (100m1) , F-AE T3 %

IINARZE — R FE 8 (10. 76g,58. Immol) « ¥iZ% R NIRGYITEEIR N itk 16 /N, FE7E

liEan)\LEzzL@a,?isFﬁ‘aFﬁﬁ 3% ¥ Na,CO; F1 IN #h R PEVS, HI Na,SO, 458, ik u8 Jo W 4

HULTS B A i k. AP s E (BL95 @ 5 AT @ FEREAVEL R ) BT 44k,

NITEEE ISRENERLS NI Ey R e/

[1120]  'H NMR(270MHz, CDC1,) :2. 3(s,6H) ;4.8 (s,2H) ;7.0 (m,3H) ;7. 8(s,4H) .

[1130]  I§ C:2,6- — PR H 4 -

[1131]  HBERKEY (2. 16ml,44. 52mmol) MMABIBEFEF L B N- (2, 6- ZHFERE) 4B
R (R EPIEB, 7. 77g,29. 3mmol) ¥+ L EE (80m1) JE I ¥ 1S

MRS 3. 5 /N FEFTIA R NVIRE Y MR ERER LAE 2 pH = 1, F4kLE A3 3. 5

NI s BINIK S $12 S N VRS ) 0, TR i I A R DBV, 75 HH 2N S A e 3 pHAE I &2
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10 FH =S PR it i3 5k, J6 A KB, 15 HH Nay,S0, T8, ik B /5 ik 4a, stk
BRI T — DA R n] BB R =)

[1132]1  'H NMR(270MHz, DMSO) :2. 3 (s, 6H) ;3. 8 (s, 2H) ;7.0 (m, 3H) .

[1133]  JBBRD :5- ZWEHE —2- I N-[[2,6- " FILIRIL ] L ] 2K FEIZ I f 4%
[1134] ¥4 2,6- — AT (k@8 C, 1. 72g,12. 8mmol) i A B HEHE 1 7. H 2- A
AL -5 ZWRIE S TR (SEME 47, B8 B, 2. 5g, 12. Smmol) « HOBt (2. 08g, 15. 4mmol) Fll
EDC (3. 70g, 19. 3mmo1) % T CH,C1,(20m1) F1 DMF (5ml) TR Mt , SR 5 iR e =
MR 16 /N o SR G T IR I R NVRA ), AR e B L EHE T IR Ol . A NLUZE S
Ji 1 3% K,CO, IN ERERFNER KPS, SR J5 H Na,SO, T4, I vk fa ik 4 o FH PR adiiek A € 132
(LL95 o 5 [W&EMT - FEEAVENE ) PT84k, M 31 A @R AR Mbs S 54 .
[1135] 'H NMR(270MHz, CDC1,) :2.5 (s,6H) ;2.6 (s,3H) 53.9(s,3H) ;4.7 (s, 2H) ;7. 0(d,
1H) ;7. 2(m, 3H) ;7.6 (br, 1H) ;8. 1(dd, 1H) ;8.8 (s, 1H),

[1136] ZDIRE :4-{3-[((2,6- ZHEFEEE ) - k) 4- FEE ] A& 4-8RTK
LRI -

(11371 SRASZHEf] 17 20 5R B 777, SIS As 8k 54

[1138] 'H NMR(270MHz, CDC1,) :1.2(t,3H) ;2.4 (s,6H) ;2.7 (t,2H) ;3.3 (t,2H) ;3.9 (s,
3H) ;4. 4(q, 2H) ;4.7 (s, 2H) ;7.0 (m, 3H) ;7.2 (m, 1H) ;8. 1(dd, 1H) ;8.7 (s, 1H) .

[1139]  DIRF :4-{3-[((2,6- ZHEFERE) - WE)4- FHE ] 25 ) 4-8MATR
)25

[1140]  RHISZiER) 36 B3R E (515, HIfSFs @b &4

[1141]1 'H NMR(270MHz, CDCL, :CD,0D) :2. 4 (s,6H) ;2.7 (t,2H) ;3.3 (t,2H) ;3.9 (s, 3H) ;
4.7 (s, 2H) ;7.0(m, 3H) ;7. 2(m, 1H) ;8. 1 (dd, 1H) ;8.7 (s, 1H) .

[1142]  SEjAA) 49 4-(3-(2,6- ZHIEFER) R —4- 8T RE R BRI RN E % -
[1143]

[h]

o

|
iy J‘I~. e NHCH
L ;:" e h
g N £ \k
rl H D"“‘t{,‘ & &)
[ oy @
L\, —

EH-;
[1144]  PIBA .2,6— — I EERIHI% -
[1145]  SRAISiEB) 35 thBIR A K77, HIEAr 8k &4
[1146]  'H NMR(270MHz, CDC1,) :2. 4 (s,6H) ;4.7 (s,2H) ;7. 0-7. 15 (m, 3H) .
[1147]  JBIE B :3-(2,6- —HEEE ) ZEZHIRIHI% .
[1148]  RHSZHER] 35 TR IR B 17575, FIS PR 8L & .
[1149] 'H NMR(270MHz, CDCl,) :2. 4 (s,6H) ;2.6 (s,3H) ;5. 1 (s, 2H) ;7. 1 (dd, 2H) ;7. 2 (m,
2H) ;7. 4(t, 1H) ;7.6 (m, 2H) ,
[1150] DI C:4-(3-(2,6- —HEAHEIL ) K ) 4- B TER MERIHI% -
[1151]  RHAISZHEE) 17 203K B 1515, HISFR a8 &4
[1152] 'H NMR(270MHz, CDC1,) :1.2(s,3H) ;2.4 (s,6H) ;2.8(t,2H) ;3.2 (t,2H) ;4. 4 (g,
2H) 5.1 (s, 2H) 57.1(d, 2H) 57. 2 (m, 2H) ;7. 4 (t, 1H) ;7. 6 (m, 2H) ,
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[1153]  PIRD :4-(3-(2,6- —HEAHEE ) K& ) 4 ST e R RN IR &%
[1154]  7E 35°CF, B &AL B SRS MUMA BI SR R IL  T S B3 o VAT
BEY, EHP A 4-(3-(2,6- ZHIREE ) 13 ) 4- 8T Rl (BPE O M
B R .

[1155]  JL/NI G, FHOKRRRE P A I NTR B, 4R Ja FH SR8 vh R, o S0 8 ) TE 45 i, AT
REFREL S o

[1156]  SEjtfhl] 50 :4-(3-(2,6- —FEEREKE ) R ) —4- SR T BERL & L -

[1157]

- THg
[1158]  JBIR A :2,6- —HIEESEEIRIHI4 .

[1159] SR SEHER] 35 thAB I8 A {575, FISFR 8L & .

[1160]  'H NMR(270MHz, CDC1,) :2. 4 (s,6H) ;4.7 (s,2H) ;7. 0-7. 15(m, 3H) .

[1161] BB :3-(2,6- ~PFILAEIEL) HKIHHHI% -

[1162]  SRHSZHER] 35 TR IR B 15 7%, FISFR 8L & .

[1163] 'H NMR(270MHz, CDCl,) :2. 4 (s, 6H) ;2.6 (s,3H) ;5. 1(s,2H) ;7. 1 (dd, 2H) ;7. 2 (m,
2H) ;7. 4(t, 1H) ;7.6 (m, 2H) ,

[1164]  ZDER C:4-(3-(2,6- AR FAIL ) A5 ) —4- ST IR Sl -

[1165] SR SEHER] 17 TP IR B (15 7%, ISR 8L 5 .

[1166] 'H NMR(270MHz, CDC1,) :1.2(s,3H) ;2.4 (s,6H) ;2.8(t,2H) ;3.2(t,2H) ;4.4 (q,
2H) ;5.1 (s, 2H) ;7.1(d,2H) ;7. 2(m, 2H) ;7.4 (t, 1H) ;7.6 (m, 2H) .

[1167]  PIRD :4-(3-(2,6- ZHEAEEL ) K5 ) -4 AT ERHl% -

[1168]  RHAISZiEW] 35 H DR D (515, HISFR 8L &4

[1169] 'H NMR(270MHz, CDC1,) :2.4 (s,6H) ;2.8 (t,2H) ;3.3 (t,2H) ;5.1 (s, 2H) ;7. 1(d,
2H) ;7. 2-7.3(m, 2H) ;7.4 (t, 1H) ;7.6 (m,2H) .

[1170]  JPIRE :4-(3-(2,6- AT ) K& ) 4 FACT BRE il 5 -

[1171]  H=Z M BOP o AF] 4- (3-(2,6- —HFAEEIL) KH)4-8/ TR CkAaS
D) (¥ DMF ¥, Bk LN G, 78 —40°C N B TS R SRS I BT a2, AR5 Bz %
NRG AR 16 /NI, TS BIFR AL S o

[1172]  SEJf) 51 :4-(3-(2,6- —FIEFREAIE ) 3 ) —4- AR —2- TIHRIRII AR -

[1173]

SN
Ej\/\ \@__,ﬁ
< ey

[1174] B A .2,6- " FEFCEERIHI% .

[1175]  SEAHsZitif] 35 Fh2B 08 A 1732, HIEFREAL S

[1176] 'H NMR(270MHz, CDC1,) :2. 4 (s,6H) ;4. 7 (s, 2H) ;7. 0-7. 15 (m, 3H) ,
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[1177] DI B :3-(2,6— —HILAEIL ) ELEIHIHI% -

[1178] SR SLHER] 35 HHABIR B (1575, HISFR 8L 51 .

[1179]  'H NMR(270MHz, CDCl,) :2. 4 (s, 6H) ;2.6 (s, 3H) ;5. 1(s,2H) ;7. 1(dd, 2H) ;7. 2 (m,
2H) 57. 4 (t, 1H) ;7.6 (m, 2H) .

[1180] DR C:4-(3-(2,6- —HEREAE ) K& ) 4- EMR TR OBRIH & -

(11811 RHSEHEf] 17 HhoBIR B (17775, IS Fs A5 .

[1182] 'H NMR(270MHz, CDC1,) :1.2(s,3H) ;2.4 (s,6H) ;2.8(t,2H) ;3.2(t, 2H) ;4. 4(q,
2H) 55.1 (s, 2H) 57.1(d, 2H) 57. 2 (m, 2H) 57. 4 (t, 1H) 57. 6 (m, 2H) .

[1183]  ZDERD :4-(3-(2,6- —HEFHEE ) K& ) 4-8MK -3- R - TIRLBERIHI & -
[1184]  FEVKAHVRE T, B WMBE LB (30ml) FHTE (0. 7971g,9. 9mmol) ¥ Ji F| i
4-(3-(2,6- ZHEFERE ) XE)-4-FMRTIRCEE (kAP C, 3g,9mmol) 1 LWk
(70m1) JERLIEH T o 220 A AN /NI BIBERE T » ¥ P A5 IR SR G A 4 , SR )G F DR ek e A
ks (L1 D ARNZIRAES @ OBl ) T4k, Mii13 26 859

[1185] 'H NMR(270MHz, CDC1,) :1.2(s,3H) ;2.4 (s,6H) ;3.1 (m, [H) ;3.5 (m, [H) ;4. 2(q,
2H) 5.1 (s, 2H) 5.5 (m, 1H) 57. 1(d, 2H) 57. 2 (m, 2H) 57. 4 (t, 1H) ;7. 6 (m, 2H) ,

[1186] ZDERE :4-(3-(2,6- R TR ) &5 ) -4- 8/ -2- TR SEERHI#%
[1187] ¥4 =& Ji% (5.95g,58. 9mmol) AOAEIH 4-(3-(2,6- Z I TR ) a3 ) -4- 4
R-3- - TRRLEE (kEFSED, 2. 47g,5. 8mmol) ¥ TPUS LR (BOml) TR KIVTE T o
FES IR T PR 4 /IS, B N TR A B R e I i LK, AR S5 R SR 46 49 B bR AL &
/P

[1188] 'H NMR(270MHz, CDCl) :1.2(s,3H) ;2.4 (s,6H) ;4. 2(q,2H) ;5. 1 (s,2H) ;6.9 (dd,
1H) ;7. 1(d, 2H) ;7. 2(m, 2H) ;7.4 (t, 1H) ;7.6 (m, 2H) ;7. 9(dd, 1H) .

[1189]  JPIRF :4-(3-(2,6- IS ) KE ) -4 M -2- THERMHI#

[1190]  {EARIE N, B S EAL W AW BN 4-(3-(2,6- —FEEFFEIL ) FH)-4- 4
2= THHIR Sl (SR EDIR E) B4 SRR, 1 /NI i, LR 4a, SR 5 F PUE R AT
Bk (LL95 o 5 R © RN, H Q@ piiee ) g4,

[1191]  SZjEf] 52 :4-(3-(2,6- —FFEAEEL ) KI5 ) -3 TR G AL -

[1192]

CH;] /“'Q'\\‘ Py aH
S K‘*u‘(—(‘\ I
{i "4
N,

[1193]  JBIR A :2,6- " FIEESEEIRIHIA

[1194]  RHISEHER] 35 TR IR A {575, FISFRBL & .

[1195]  'HNMR(270MHz, CDCL,) :2. 4 (s,6H) ;4.7 (s, 2H) ;7. 0-7. 15 (m, 3H) ,

[1196]  JDIEB :3-(2,6- —HEAEEL ) ZKLWIHI% -

[1197] R SEHER] 35 TR IR B (15 7%, FISFR 8L &9 .

[1198] 'H NMR(270MHz, CDCl,) :2. 4 (s,6H) ;2.6 (s,3H) ;5. 1(s,2H) ;7. 1(dd, 2H) ;7. 2 (m,
2H) ;7.4 (t, 1H) ;7.6 (m, 2H) .

[1199]  ZPER C:4-(3-(2,6- AR ) A5 ) —4- SART IR QBRI & -

93



CN 102140064 A WO B 92,/102 T

[1200]  SRASZHEfG) 17 PR B K077, flfShs 8 59

[1201]1  'H NMR(270MHz, CDC1,) :1.2(s,3H) ;2.4 (s,6H) ;2.8(t,2H) ;3.2(t,2H) ;4. 4 (q,
2H) ;5. 1 (s, 2H) 7. 1(d, 2H) ;7. 2(m, 2H) ;7.4 (t, 1H) ;7. 6 (m, 2H) .

[1202] DI D :4-(3-(2,6- ZHIFAEE ) KA ) —4- 7RIk - TR OERIIHI

[1203]  7E 4-(3-(2,6- “HEEFHEE ) X5 )-4-FAR TR LEE (CkADIERC) KPUEmk:
MRV, IS T /K IR BN, IR N BERE 3 ~ 4 M2 S5, FHIRAE K. H A FHew
FRANUZ , 2o )5 K SRR BR VBN AN £h 7K HEAT I, 5 T Na,SO, T8, b vk a4 » S 75 2
[, 7] R R A E ( 2R AOHEE @ CReEVEliig ) 4tk prikib &9,

[1204]  JDIRE :4-(3-(2,6- —HEFTHEE ) K& )4- R - TR OBRIH & -

[1205]  {E 4-(3-(2,6- I REE ) ) -4- 7 - TROEE (CRABDSED) [\ _RE
BE A S 0 = IR B RO TR . BT HIRE 16 /NS, FKREE K. Loy
B FERLRT B K Y VR R R T A3 0 R N VR A, F Na,SO, TR HLZ , i k5 ik 4d, B
PR Rk R IETE (LR AME © CRelEVElia ) 4741k .

[1206] DIRF :4-(3-(2,6- —HIEFEIE ) KK ) -3- TR LBEMIHI% -

[1207] B =M MAE] 4-(3-(2,6- ZHFEFERE ) KE)4- R - TR Ol CREDE
B) FIVD AR o BEREL 4 /NI, K TR Al i ek e R g8 LR, PR HLR 4, T
(GEl iy ki asy/R

[1208]  DIRG :4-(3-(2,6- ZHEAEE ) K5 ) -3- THIRIIHI%

[1200]  7E{RIE N, BAEA KB IIN 4-(3-(2,6—- " HEAEE R ) FIH)-3- T
ClE CRADIERF) WAl BB, L /AN G, F k48, 28 5 RIS R A (B (B
95 © 5 WA - ECAVENE, H CmRPHER ) AT 4k

[1210] A3 1t SE i)

12111 SEjfe] A, A1) AH DG T IR I 25 AR T A PR A =

[1212]  BENRAE R (STZ) J—FhRENS L FETE BB IR P2 A2 J 1 R SR B A 3525, ek
Iz T 51 R S B (TR I 25 A0 R A PR o

[1213]  RHBEIREZR (ST2) 38 (BEIEL 25, 54K 50mg/ ke, 14 5 K ) HEYE Balb/C /M
(8 JHIWE AT 18-20 38 ) o )T — UM STZ 2 )5 14 7%, P& HMLKE , LA & iX ez & 75
SR T R R I, B e N R o ek 2 4, R S W, S — HL AR ENERAL A ) AH (250mg /kg) 5 45
T HE A (0. T5% PR R AR AT Y 22, 7K P aTF ) o PSR AR 1 — 41K
JEFH STZ I A BB IR 0/ B 2 SR IMAE , DAMEEAff s OB IR B, O HLIE SR LR

[1214]  KCHEEJEZ S5, O AL A4 AR RIS SR IR R B T 0 T B B 2%, i IR 2%
PRI /N BB MO IR R4k El BTF. HFaR45 20 )5 14 JIRI AR TR . MR ik A2 i = IR R
FERIAR [ B B2 A0 3R 1 TR o

[1215] £ 1 SEIRE 251 R /N B O IR &4 AH 14 J5 5 AL 35 A 2% B2y e AR
[1216]
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2H ) HENE mg/dL | HWM=FREE | JHEE mg/dL KE (g)
mg/dL

o BN BRI 138+6 88+9 88+0.6 214+0.6
K

FEOBE PRI B+ 615+46 154+16 133+6 17.5+1.0
HAE

FEOME PRI B+ 207+12 62+7* 82+2 21.7+0.8*

&Y AH

[1217]  * S5 STZ WUERE R4 R A B4 %7, p < 0. 001

[1218]  CUIRALEH AH A5 5 18 5 2 OB M R 8 S AR R 15 81 T B s

[1219]  SZjfs] B. VARAL G4 AH o3 AR BP0 e 5% 25 A0 T A0 P T A7 3

[1220]  FHEFE M RERE = (175mg/ ke, IS ) AbEEMEME Balb/C /R (14 JARE ) , LA S|
R TR B B S AR R R . T RS BRSNS 3 AT A AL A AHL VLK 5
FEAA . B FENR AR 3/ B, W8 — BL A i) N I A7 3 18 Dt

[1221] K2 12 FIPNEMFERER

[1222]
2 5] RG4S
2 0/5
ULA% 51 i, 30mg/kg/ K 2/5

W& AH, 250mg/kg/ K 4/5

[1223] By CIIRE PR IR B0 PRI R Bl 400 S8 T 7 B 1 AN AT 48 ) (00 R o DE A 47) il A
— PSRRI N BRI 5 22 AR B J< 93 (1) BB < 3 Mok I 2= BB 3R], 1 IR DE s 471) il Ak 3L
5 H i, 76 12 IR 2 H A7, (HHARE T T 15-20% . DIRG9 AH AL 2R 5 2
W, E 12 BINA 4 R4, m B EAEANEAR TRE, m  HARFFEIEFEEN .
[1224]  SEjifs) C. R4 EH) AN BRAC T 7™ 55 PR MR I 22 A IR M PR IR ZE T 26

[1225]  HZ A REFIEN STZ (Tomg/ ke, 45 24, &4 5 K ) ALBEMEYE balb/C /ML (5
B FUEI 19 RS ) o X ey FOBE PRI P SRR o A (20 /4D . me—
Wi STZ Ja 4 RIFERIBIT « s Ak (0. 75% % HPMC 0. 4ml, 2 R ), 45 05— 4
JEHAA ) AL (30mg/kg/ K ) o BERIATIAT, 3 G, T HEAR RN AL R BRBET-H A
19/20, AHECZ T, HEAALEYT AA 1)/ AR IR 9 2B T 23R4 5/20,

[1226]  SEjiifs) D AL-54) AH gk 1 NOD /> BRUIRY B R0 R 3 1) R e FIDE T 26

[1227]  AHE075 10 NOD ( “HEACIEAOHE /s 7 ) /N B T i 40 B iy B &< Pk B & Sz il IR
MR AE T BB IR . R IZE 4 5000 20 JLIF) NOD /B, (6 RIS ) O REk 1k
(0. 4m1 0. 75 % [ F2 N 2 AR ZE 41 4 22 KISV sHPMC) BETE T HPMC Hr ¥4 & 4 AH (200mg/
kg/ K)o T HT H A AR IR 7 B g By B HOBUIE BE PRI & LI RT3 52 7 H o B
(B AL 1), PR VR IR/ BCE 13/20 BET ARl 45 il s PR S 1 AL &4 AH Va7 1)/ B
IAH 5/20 BET -,
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[1228] St E. ALA40 AW 382> T ob/ob JEHEZHE FRApE /IS BRI i i BFRE | /=g g i SiE A0 i
ligiis

[1229]  ob/ob /NGl 198 £ AR ERL R AR AR, 98 B 1 2 — Rl 1 Ao e A 1 a2 e,
PR e AT D g™ A= e A PR e S P it 5 22 52 P 0 A o v AT B 0 B s A o

[1230] M Jackson Labs (Bar Harbor,ME) W34y 8 R (K1 HEM: 8 C57BL/6 /MR, (ob/+ 5
FhasE 44 ) FIAEHE (ob/ob [RIFhES 414 ) C5TBL/6 /N, LABEZL 5 HBEHL /41, 3XFE & 2H ) 44
R MBE AR AR I EE ) W7 A I AR (23°C ) AR SE (50+5% ) FlGLk
(7:00-19:00) T, & A1A] UL H HH Rk R S8 &4 (Formulab Diet 5008, QualityLab
Products,Elkridge,MD) . i Zei # i 45 F0 Glucometer Elite XL%E'H (BayerCorporation)
S8 HARS DN IR o E I 2 B TR) b, FH R 320 10 B 40 8 AHE 5 0 ik SR IR (4 100 4%
TF), B SRBEAT ME AL 2220 Mo A6 H L 717 BB A B2 B i Ak 2 (208 H b =
PR TG JIH [ . BUN (MR R R ) WL BRET « AST ( RA R IREE M ) « ALT ( N RE A8 ) -
SDH. CPK (VLR 1R kit ) FH3E B R IR ) » SR HA 27 RO S 2 I g A (Origen Analyzer,
Igen, Inc. , Gaithersburg, MD) | 52 I J5R = 25 R g i J 1 2%

[1231]  #4454H ob/ob /N 23 A LA ¥R 4, B Rt A O RS2 194654 AW (104.30,100,
150 8k 300mg) « Z'H& FIEH (1,310 5K 30mg) BLVLHEFIER (30 % 100mg) » JGPIFLA YA
7 NI E I B 2 OB PR 1 68 B R AL 25, X R A SRR A A R B IS B 0 1
RN 22 A PR AT HRA) o AR SEEE6 H Ak B4 10 501 2 i PR P B (R IR B i 77 KK 0 vy e AR 57
==

[1232]  415% 3 Jiow, 5 UCHS A1) Ml R0 2048 51 R 8O RAR LE, AL G40 AW BRAIK T k. L&)
AW I A 100 3 300mg/kg/ KA, & FRAR I35 H- v = BRIE AR il BR 10 R R A T VT 47 i
R0 A% 1) Il B ALK v TR T e A ) B T P AR R

[1233] &3 ALGH AW UCHHIE (PG) FIZ 4% H1EH (RSG) BA#AIK ob/ob /) BRIk ITILYE 41 25 5 |
YR = TR PR T 2 T U TR P A5 R

25 7 HZE BELSEM i = BR FE+SEM e B B B BRSEM
mg/dL mg/dL TR IR/
ob/+ 268.6£12.9 111.6%£12.0 2216+£197.4
ob/ob 384.2+53.8 106.6+2.909 3399+345.6
AW-10 369.6+62.5 115.6+£7.8 3697.4+357.8
AW-30 280.2+46.7 96.4+7.3 2552.2+£334.7
AW-100 286+47.1 66.2+5.9 1476+82.1
[1234] AW-150 188.6+28.8 72.6£5.6 1481+£158.8
AW-300 128.4+8.8 63.6+3.4 1452.6+111.1
PG-30 188.2+21.4 111.2+7.5 2606+139.2
PG-100 174.6+11.5 95.2+4.8 1983.4+66.1
RSG-1 142.75+8.8 109.75+4.4 2090.75+67.7
RSG-3 190.2+12.7 107.8+£3.8 2317.6+85.3
RSG-10 188.24421.4 111.2+7.5 2606.4+139.2
RSG-30 174.6+£11.5 95.244.8 1983.4+66.1

[1235]  ob/ob /|y il Ji& Fe g 41 5 1R I J07 BT » 30 A0 /) Bl AR DA DAy i — ol =1 97 G P B 0 B 2%
(NASH) F)BhRERL, NASH REWS 3 E0HT A ME B AT D) BE Rt o ZBAT NASH I, Ji i (1 HE AR
BT REA2 20 2 V005 1) By S e NASH B 19— S B ADTEAR A2 , 7R B0A 52 B a3 P e el
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WK 25 B0 T A SZAL AR P40 M mFORE TR I, 80 40 TR 2 R e U (ALT) VR AR IR L &
(AST) FLI AL EE I 400 (SDH) 25, 76 M35 1 7K 7 FH 1o ob/ob /Iy B IX e R (4 18 i S 2L
THRWIHERN kR K. 2 4 B T FALE AW UCK ) i A0 0% 50 B VA 7 (/s BRUALTE AR A
FER) ALT . AST 1 SDH, BAAE Ay 1E 5 98 /N BRI FH 8044 v 77 P03 ot /) BRIt vis v f i
[RI7K o 5398 /)N BRAH L, 78 S8 JERE P8 PR 95 1R ob/ob /) BRUH, ALTAST F1 SDH 225 =1 1 o
FIFE N 30mg/kg/ KEI 300mg/kg/ K EIALAY AW 1677 I, i3 AT BERE ) 2 M PR €. AL
ZF, UCA A0 (30 F1 100mg/kg/ K ) A& FIER (1 3 30mg/kg/ K ) T3 ALT A1 AST FF
i, 1M SDH S 254k o I35 PR AC i 28 5 PRI 4L 202 A 00 . R VA T 1K ob/ob HEJFE T Bl
PRIV 7> BRI AP 1) P 7 58 25 B HE R AN E S 4B /N . BER FIAL &4 AW Y697 4 J, R
(0 AR I 70358 25 B AR » T DTS 47) I 0 2850 71 ) 20 8 A S P00 L w160 B 7 /0 10 R /N o 25
Wb

[1236] R4 ARG AW UTHS 51 F s 51 B 5o 4545 160 a3 e 7 710 19 4

4 5 ALT(UL}SEM  AST (U/L):SEM  SDH (U/L)+SEM
JERE BB 106.4:16.3 25.6+2.7 232445
58 FRIR K 447.2:63 4 645.6+104.8 745.8+102.4
2022-10 483.8+81.9 653.4+104.8 626.8+93.8
AW-30 320.2:46.2 399.6+74.4 333.0+66.9
AW-100 202.8+38.0 143.8+30.4 121.214.1
r1237]  AW-150 149.2+15.6 185.8+26.0 166.2:£20.0
AW-300 188.2+10.3 335.4+44.8 207.0+29.3
PG-30 713.6+80.6 1024+88.7 782.0+70.6
PG-100 646.0+56.1 901.0+49.3 603.027.3
RSG-1 668.8+42.9 798.0+73.8 644.5+51.6
RSG-3 716.6+56.6 853.8+43.8 615.4+38.6
RSG-10 713.6+80.5 1024.0+88.7 782.0+70.6
RSG-30 646.0+56.1 901.2+49.3 603.0+27.3

[1238]  {E 0 H7 4 JERHEITH, ob/ob N ERISHATEIG IN T o 415K 5 Fiow, 5 HEARR T 1/
SRFH B 5 TCA% ) i 0 254 1) i A5 A 524 o 5 ™ 28, i B A A0 AW SR = TR G s R 1)
0o i R B

[1239] 3K 5 LAY AW, ULHE H1 B FH 2 4% 51 B X ob/ob /) BR AT 14 I (1) 52 1

[1240]

4 51 PRI INRFEE (58
HPMC ( 2844 ) +7.4
AW-3mg/kg/ K +7.3
AW-10mg/kg/ K +6. 7
AW-30mg/kg/ K +6. 4
AW-100mg/kg/ K +3.4
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AW-150mg/kg/ K +4. 6
AW-300mg/kg/ K -0.7
PG-30mg/kg/ K +10. 0
PG-100mg/kg/ K +13. 6
RSG—-1mg/kg/ K +8. 2
RS G-3mg/kg/ K +8.5
RSG-10mg/kg/ K +11.0
RSG-30mg/kg/ K +12.0

[1241]  SEHAG) F <A< B (R AL A 00t SOBE PR 49 /0 B ERT SRR B RE (1) 52 i) < S 1
[1242] AR B IOA A o0t 28 A 9R I5 2= ORI 0 J< 08 1K 80 ) 2 DR HE 8 35 1) v i B v
Yo

[1243] K HfEME ob/ob S HE PRI /N BRBENL />4, B2 5 . fEEIRE TR E R
50-55g, MAEZ) A4 300mg/dL. JENR 57 & K ATE T 0. 5% IR N R LT 4 R BRI Y
Jio AEFFARZE 2505 19 0.0. 5.2.4.6 1 18 /S, F ) Rl T e B s i R BBt 3, FH It g A 4K
FlGlucometer Elite XLZEE (Bayer) il MLt . AHXS T EAREAR MG 10 % R PRI AT
B AR BHPER T I S5 R . T AELE 2505 6 /NN P OB (T P K

[1244] 3K 6 AR BB GHIXT ob/ob HEEMHRE PR /I BT St AR I BAE Y R

RITH 6 ZINE S B0 TLA AN SRR T RS 5
=N 297+35 0.0+11.8
A AA 242425 -18.5+8.4
&%) AB 181+19 -39.1+6.4
WEY) AF 314432 24.6+7.7 *
[1245] {54 AG 222423 25.3+7.7
W54 AH 223+11 -24.9+3.7
WEY) Al 25549 -14.1£3.0
&4 AJ 190+14 -36.0+4.7
&9 AK 210+10 29343 .4
&4 AL 168+13 43,444 4

[1246] % AR HOHIRA LR 4 416+ 29mg/dL, 6 /NI I HEE0A — BRIA (. 714555
HOFF AT 4L PRI LR < 300mg /L.

(12471 SEHE G « AR WAL 20 5500 SR8 0/ B A L BREE T B 9536 2
[1248] A B (040 2 A FE AT 0 5 25 MO M B0 6 1O B0 0t 23 9 o B
M.

[1240]  44HETE ob/ob ML (50-55g, MLKEZI Y 300me/dL) 434, 4341 5 M. FIREAIR 1Y
BIFT 0. 5% RN R AP0 RI 2 (250mg/ke) XHRALOL D IR M. CURGR
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K25 ek () Ja 6 /AN, MR BN BRCRIBUILRE , FH A v I 15 36 2 8 25
[1250] 3R 7 AR WKL G Y% ob/ob JEREMERE FRI /I Bl i AR AU AE O 00 R

VAT 6 /BT JE BRI mg/dL AEXT X FRZH G PR 404
AR ER 305420 0.0+5.0
&Y AN 152+11 -50.2+4.5 %
&) AQ 220+17 27.94+4.2%
WEY AR 179+14 -41.3+4 2%
A AS 167+28 -45.242.0%
[12511  {L&4 AT 198+28 35.1£2.3 %
&%) AU 224426 26.652.8 %
WEY) AV 207423 232.1+3.0 %
&Y AW 143415 -53.1+3.1 %
EH) AX 165423 -45.9+2 .4 %
WEY) AY 185421 -39.3+£2.9 %
WEY AZ 186+10 -39.0+6.1 %

[1252]  [UARAC S BT EIAL & A0k S8 RE M0 PR /DS B A T 28 B e LB EVE A
[1253]  SEjtifsl] H : A WIS 00 db/db 7> BRI HTRE 98 25 R

[1254]  db/db /s H A 8 A 7R BB, AT T SR AR e IS ARSI « A, SR
DIBEAHXT R 4F () ob/ob /NERAN[E], db/db /)s B 7 A= g B 32 10 Jigd 5% 40 A0 A% 1 oy 1T R i S
[ 2R25 T DhRe, BRI EAT I e i R BURH IR (5 40 R By RS2 M o0 ) AR A IR B B
FAIBE R -

[1255]  Z5MfEME db/db /N EEER DR AR (0. 5% IFR N FE R IR 4T 4 ) sl Nl HisE R
RIS o ME 5 i ok 52 B LS REAT ILVE AL 27 23 B> B 8 2 i JDk A A A R A
B AT OB I 5

[1256] R RE RS 25 4 JJG, (L&Y AW 4L -EG4) BH AT (8% 225 S B A UTHE 1) i
TEFFGR 1P 3 FIRSHI IR RRAR 1 R, (HANES 4 RO TR AL R UL A%
A 31) B SCRR AT ARE RIYR T db/db /) BRUIKI e RLK 7T & (shimaya 55, (2000) , 8 FRACH
(Metabolism)49 :411-7)

[1257] & 8
[1258]
20 5 A PE mg/dL HAHE (HXTRAM %)
AR (X)) 562424 100+4
&Y AW-150mg/ kg 313+ 34% 56 + 6%
&%) BH-150mg/ kg 2294 49% 4149%
VL% Z1 R —100mg/kg 558428 9945

[1259]
[1260]

* /NF VAR HE{E, p < 0. 05
7EXS db/db ANEUIEE —ANS2Be T, ELB T A4 BT 15 B4 SRR [R5 URE SR 15 1
5 R AT R LA E 8 IV ST 2 U5, AL A0 BT BB M 510 367 19 N B i
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FAH I = R MR 0 25 PRI . A SIZEG Hh R FH 1) 2504 20 Il 571 2 A2 SC Rk PP 933y I BH db/db
NI OFE (Lenhard 25, (1999) , ¥E JR95 %% (Diabetologia) 42 :545-54) , -4 6-8
/N

[1261] %9
[1262]
20 51| 2K (mg/dL) Hil =S (mg/dL)
AR (X)) 686+47 147+13
ZH& A —20mg/kg 343+ 38% 89+ 16%
&Y BI-150mg/ kg 254 4 30% 99+ 8%

[1263]  * =/NT2RAKXTHEME, p << 0. 05 ( LRI ZE 7 Z 4381 (ANOVA))

[1264]  SZjfsl] T AR BHIAL G4 db/db /s BRURIBTRE PRI RACR

[1265]  db/db /)Nl HA & R ZS b, M-S 30 8k L IERERTBE PR . 64, 518
C57BL/6]J 15 5% F[#] ob/ob /NR AN, db/db /MR AE C57BL/KS T 5t NI A By = KR B
MR T WAL, B EAT IR R A R (5o E R RN A K ) KL
By 22 OB PRI

[1266] M Jackson Labs(Bar Harbor, ME) W52y 8 J& &S i i P AEFE (db/db [F Ff &5 &
4 ) C5TBL/Ksola /N i, g HeRE AL 73 4, R 5 21 7 1, BRI 25 AL R 1A 8 (50-55g) il
K (B ERES T = 300mg/dL) AHIE. FHHEMEE (db/+ B Rh 4 & k) A BUAE A % I
Ho BTGz 2 DIEN T Ko I sh P IWAFIAEER (23°C ) AHXE A (50+£5% )
AOEIE (7:00-19:00) ', JFAE H 78 B d1 3% bR v 4 (Formulab Diet 5008, Quality
LabProducts, Elkridge, MD) Fl17K.

[1267]1 Z5iyr HEERAENRSG 2 W% RN R EA 4 %) L& B1.BO.BP.BQ B BR,
YRYINE o BT IREE AN, AL A0 A db/db /) BRURTHEE S5 ik SRR 100 1 1 ik
112 R Rl [ R= 2 VT

[1268] A B AL A 0 A 48 6 1RSI VR FH AR 10 Ji 7, 6 T H v = IR s R0 i =5 i
IR a0 11 P,

[1269] & 10 AL4%) BI.BO. BP. BQ B BR X db/db /) G (LK (1 52 i)

[1270]

45 HIEBE mg/dL HIERE (XM %)
Bk () 632419 100+3

BI-150mg/kg 297 & 35% 44+ 6%

BI-100mg/kg 423453 67+ 8%

BO-100mg/ kg 586 +58 9349
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BP-100mg/kg 629+ 86 99+ 14
BQ-100mg/kg 473+ 49% 75+ 7%
BR-82mg/kg 703464 111+10

(12711 FEAEFER AR EBEPRIE ) db/+ S Rh &b SN B oS /K ST 24 225+ 15mg/dL.
[1272] K 11 ALSY BI.BO.BP.BQ 5 BR X db/db /> i A8 « HyH = FR BE A7 25 g 1 R

)3 1
£H ) HH=FREELSEM(mg/dL) Y R R+SEM(UM)
e BE R 142.3+6.3 2577.6+80.8
¥ R 44434573 4044.9+158.5
BI—150 103.6+8.3 2234.0+132.6
[1273] BI—100 134.0+13.1 2999.9+98.7
BO—100 261.1424.3 3766.3+£234.5
BP—100 302.1428.1 3772.6+182.5
BQ—100 131.6+20.7 2825.9+110.9
BR—82 253.0+32.0 3653.4+207.5

[1274]  SCHtif] J AR IR GRS db/db /s BLRIBTRE R R

[1275]  db/db /B A& & 7R Z G, A 2 Ak 2% REEFURE JR v . BBk, S51E
C57BL/6] 5 5t F [f] ob/ob /INE AN, db/db /)y S AE CH7BL/KS T 5% F = AR B = B
A M A2 T AR DRI AN IR I S B PR ( SO RN 2 A OC ) RIE AR &
OB R o

[1276] M Jackson Labs(Bar Harbor, ME) Wy75 %5 8 J& WS i) e 4 JE Bk (db/db [&] Fb 45 &
14 ) C57BL/Ksola /) Eil, B HBEHL > 41, F541 5 3] 7 K, BRI & 2L IR K (50-55g) FlifiL ki
A (HLEPRA T = 300mg/dL) AHIT . FHHEMEIE (db/+ SRrgh A1k ) ANRAE ST, K
EJEE BTN TR FrA s AEER (23°C ) AEXHEE (50+£5% ) FJEH
(7:00-19:00) T, FFAFHLRE B HELAMFRHER Y (chow) (Formulab Diet 5008, QualityLab
Products, Elkridge, MD) Fl7K .

[1277] Ry A REOMREZ (1% IR IR I 4% ) L&) BI. BS. BT, BU. BV
SR DURE, 4 2P . Y87 BRSE AT, AT 2 AL B 40 5 A db/db /)y BRI HIE f5 3 ik 552 4 EiY
100 w 1 F bk M H T & A2 73 17

[1278] A% BHIAL A 00T A 8 £ o B0 VE FH ANk 12 Pro, M3 H 9 = B s R 125 )1
R WK 13 FroR,

[1279] % 12 :4L-54 BI.BS. BT, BU. BV sk 3E % DU XS db/db /s B 5200

[1280]

20 5] A PE mg/dL HIZERE ( HXTHEARN % )
AR (X)) 692. 5+55. 4 100+8
BI-100mg/kg 347. 0+43. 1% 50+ 6%
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BS-93mg/kg 372. 053, 8% 54+ 8%
BT-107mg/kg 684. 3+63. 6 9949
BU-128mg/kg 533.3+46. 7 T1+7
BV-115mg/kg 789.5438. 9 11446
JEvE DIHE -113mg/kg 563.2449.0 81+7

[1281]  FEARAERY A BB IRIF IR db/+ S b &GN 5L OBE 7K P24 208 +6. 6mg/dL.
[1282] % 13 AL&4 BI.BS.BT.BU.BV A VIREXT db/db /s B H i = BRBE AT 2 A
JUT TR P 52 Wi

ZH 5 Bl =EREELSEM(mg/dL) W&%EHHEE@SEM@M)
e[y 114.2+8.7 2315.84238.3
E RN 232.8+20.7 3511.8+257.6
BI 77.8+5.3 1997.2+196.4
[1283] BS 132.0+15.2 2867.4+267.7
BT 211.5+21.5 3897.74£291.3
BU 172.5+9.9 3587.0£156.3
BV 153.2+14.2 3373.84233.6
ARS8 T4 109.3+9.1 3318.5+£208.7

[1284]  SEiifh) K « A BRI SR Zucker BEIRWALHE (ZDF) KB 1 P4 B3 A 1K 22 A
[1285] [ PN i A b5 38 2 R0 PR A1 O BRI b PR A 0 R BRI = B 222 —, Zucker
B R AR (ZDF) B2 55 A1 ) P B A= T 22 AR AL A, A48 it DR A 4 26 A 508 T AR
R 7o BRI, IX L6 K OB 7E 14-16 RIS I & 4L B B Ak

[1286] M Genetic Models, Inc. (Indianapolis, IN) W45 12 &S HENME ZDF KR 52
ARSI RS (Fa/+ BL +/+) Zucker 3 (ZL) KR, L5 2 AiAE 2 &MY 1 J o B sy pi A7 i
FEMEIR (23°C) AHXHRE (50+5% ) DG (7:00-19:00) F, FAEILRE A B brE )
(Formulab Diet 5008,Quality Lab Products,Elkridge,MD) FlHK/K. iGITHERE
1 it FH 28 7R 1T 100mg kg 1) BT 81 BH, 2524 10 J& o i I i A B R IopE (A — K, 18 1R
EF10:00 ££4 ), B MR LR Glucometer Elite XL 3EH (BayerCorporation) J|5E
FE LA IR o v B SE AN, 2L B 4078 A db/db /)N BRI R LR ik Y 100 1 1
ek CAELE LA 10:00) H T IG5 8 (Anilytics, Inc. ,Gaithersburg,MD) . 7E
HAL 717 438742 (Anilytics, Inc. ,Gaithersburg,MD) E#EAT MG 2208 (B 28 (GL) .
Hl=TREE (T6) R ZABREL 2 (AST) (N ZAMRFL 2l (ALT) « (L2 i &4 (SDH) iz 25
Bl (FFA)) » AHHAL2E R G5 %7 (ECL) (OrigenAnalyzer, Igen, Inc. , Gaithersburg,
D) A I MLF R B 3 . ARFEKE, THCA R / 8 E CamfRARFIE ), FRE (W) FFH
WAL 22 BT VR AL B, 32 FR Ohkawa 28 (1979) , 0¥ WAL % (Analytical Biochem) 95,
351-358 [ 7728 detR AR TR i g Bk S A0 ) 3= 2 - — 8 (VDA) »

[1287] 3K 14 Wox 1 ZDF KPR W BB 4. 3R 16 Bor T RIFERsh - B R
R HoAb g 2
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[1288] % 14 AL-&4 BH F1 BI *F ZDF K U F3 PN e 158 A= 1) 22 it

[1289]
[ P R AR Y% tRIF
428 5l N AR AR pasti[=} AR
BT 6 6/6 6/6 0 0
BI 6 3/6 1/6 50 83
BH 6 4/6 5/6 33 17
JERERER) 4 0/4 0/4 T I

[1200] %% 15 LG4 BH A1 BT Xf ZDF K B 1 1 e 19 AR 1 22 it
[1291]

& (mg) J5T (mm) f RARH MDA
215 iR R AR FHR nmol/g fm R4
JERERER 512535 59.040.4 3.8:0.2 3.000 1 0.440.0
Ak 15.11.4 16.8+1.7 1.940.1 20402 2.4+02
BI 38.1£7.3%%  549412%  34402%  3.8+0.1*%  0.8+0.1#
BH 27.0+7.2 20.0£6.6 2.5:0.3 21404  1.9+02
[1202] % A F34H + SEM. * 23 F 8 (A BRZH CBB IR ) A4k &4 BH AL BE ¥ 4H B %,
p < 0.05 gk ZAANEAH (PR ) L p << 0. 05 5# 43l SECARXT AL OF K% ) Fifk

E 4 BH AR S RAR LU, p << 0. 05 ( RER R T7 ZZ 04T, Tukey K6 ) 5390 vt 2 41 LU
[1203]  SEJifh) L - 45 S IR B RIFR 1K) C57B1/6 J /I b 1R BT 1 BL B#AR T 7B H ol =R IE
Ui B I 7 IR ok I 2% M i 1

[1204] SR IFRR)/ SRR — Pl H il = BR MR A =108 B0 5 17 BRORE A AR, A A A7
T MR B 2 R 2 i 52 1A 7 AR AR R PR o I A3 R LA R IR fE B o 24 8
WS I CHTB1/6] /N BENL M2, T2 6 H o T a3 si /7 IAETEHR (23°C ) AHXVR
(50£5% ) MUGH (7:00-19:00) T, JFAEHAE A b tr K. ey (v
S D12451, Hop s #vE 5 45% (Research Diets,New Brunswick,NJ)) 7756 J& .6 &2
Jei > AESREL NG IR 10T Er O [R]IN, REVR A (R AEET4E %S ) VBT BL. Wy 14, 643 5L 5% 4]
i1k 4 )5 2967 2 J G I e e K A2 4R (Anilytics, Inc. , Gaithersburg, MD) o
2ZiMaIT 4 B )G, A AL RO 0 B (Origen Analyzer, Igen, Inc. ,Gaithersburg,
MD) JUE M IMERR R (KD fEiE (K 2).

[1295]  BI I BL A 2 FRA 1 I3 mh 1 78— R P RH i 125 T U 1 DA Ik I 2= A o 11 1)
K. AR IEEZE (Formulab Diet 5008, Quality Lab Products, Elkridge, MD)
RN C“HENRRERAT IR ) My (R A4 .

[1296] £ 16

[1297]
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HM =B (meg/dL) WSS R TR (umol/L)

ESR N 135+40.1 1686+359.3
BI(10 mg/kg) 68.8+£5.7 1227+£193.7
BI(30 mg/kg) 66.5+14.7 1292+231.4
BI(100 mg/kg) 37.4+£8.3 992.8+172.1
BL(10 mg/kg) 80+12.2 1571.8+100.9
BL(30 mg/kg) 66.4+13.7 1413.24228.7
BL(100 mg/kg) 414+5.6 1133.5+132.7
%*%ﬁ”@ﬁl(l mg/kg) 76.6£16.5 15374+256.3
%%ﬁﬂ@@@ mg/kg) 103.2+10.8 1833.2+169.8
%j%(?ﬂ@ﬁ](lo mg/kg) 129.5+48.7 1810.3+£595
E*%EJWUOO mg/kg) 88+7.2 1568.5+197
Wyl4643(10 mg/kg) 70.6+0.8 1512.2£172.9
Wyld643(30 mg/kg) 88+12.5 1676237
Wyl4643(100 mg/kg) 88.4+18.8 1839.8+154.8
%’*%ﬁﬂ@ﬁ@ mg/kg)+Wyl4643(100 mg/kg) 54.3+£10.5 1649.74260.5

[1208]  SEJEH M 25 milG 1A F7 ) Sprague Dawley KBl FIR BT BEAI T IV G H il
=R U S IR i s B AR R

[1200] /e A7 () K Bl — il 5 = MU 2 (I i 52 PR KA, Sprague Dawley K
BAEEEEA RS, I T AN AR W R 05 AR S5 1E TR 5 2= 10 ROV
TR T AR e B E , X R TR A e R

[1300] M Jackson Labs (Bar Harbor,ME) W34 17 JE kS 1 Sprague Dawley AR, B H bl
WAL, B4 5-7 H s B2 [ AR AL T s AF e TEIR (25°C) T, M AT
12 /NI DI /12 /NI R RIS IB B, FFAT HoRe B il e UK o 75 2593697 201, s
Heli &4 (&4m's D12451, oA eI #E 5 45% ) (Research Diets,New Brunswick,
NJ) BFE 1A Ho

[1301]  {E4KZE ] millR Er a2 IR, A 0 A — IR B8R R ET 452 ) (BT (10,30 AN
100mg/kg) B HIH (3mg/kg) » 252 6 Jil . 7E+a & HIMS ) i b, A8 L TICRIUMAE (29
100w 1) HFIMEHEES T

[1302]  BI(30mg/kg) FEAR T LI MG & 3 R0 H-iH = FR IR BT BT M50 & # B FEAKIF & i
[1303] & 17 :BI FI W& HIEIXS T F =i g 177 1) Sprague—Dawley K bl FARIILRE | JBE &5
I =R R B IR T IR A R

[1304]
20 57 B (mg/dl) BEREoym) HH=BBIE W2 EFH R
(mg/dL) (uMol/L)

FERE LY 123.8+7.0 0.72+0.1 179.0+£72.3 743 .5+57.4
ESRGN 122.3+5.9 1.78+£0.3 200.7£39.2 942.5+181.0
BI-10 117.3+£8.8 2.18+0.91 183.7+£58.4 0923.7+£161.3
BI-30 127.3£22.2 1.46+0.2 129.3+£20.0 738.7£50.0
BI-100 19.3£3.5 1.79+0.2 171.7£33.1 725.7+£87.5
RG-3 119.8+£5.4 1.57+0.2 134.2+£15.2 758.8+61.0
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