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1. — M EAREERTEYRUEY, HFEAT FTRENX O
WED:

R BIEBE. ClaliEETHE (C-e) bid;

R, B BE. BREESIH(C o) HEET & (Cl-)

X % BB FEZNE BTN, B R, M X R ANFE;

R; 21k B A BRI

R, RIEHE. RE. HEBSHC - is)mEEEITE (C-e) ki

A,

R, X FENAFEN, ke 525% ETEZNRE
FRIR A

Ri. Ry Ry PRTIRS HEAEE, ., WARER _EEE, £H
{E 3 A — B2 A AH R B [ O 2 R ERAR s BRI B F2 2% it
K% B HEEBSEE C-obidk. BREECHE C-c i . Hit
B Cr-s AR I HBEESCHE C-e SiEBiRE . HEEEHE Ci
PRI . EREGUHEE C-e IAIERERA, WAL A EHER
SCHE Cr-o e BB T EEBE

2. WABRAUFIZ R 1 Frid &Y, HAFEAET R, 2T E;

3. RIBERAESR 1 ridfbad), HEEET R, AR W,
AWENEREE, X BEAMEE FEZHNE. R, 5E Ry X
[ B AN HE 5
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4. RFEAMER 1 Fridfib ey, REFIEET Ry hERLEE
WE

5. MIWBAER 4 Frid e &, HAFEET Ry hE.

6+ MIERANEK 1 Frid L&Y, HAFEAET Ry AZBUE T 4

7. WRIEMFIER 6 ridIEY, HAFFEET R, AIET &,

8. MBIEMFIEXR 6 FFRKINAEY, HFEHEET R, AE.

9. MRIBBUFIE K 1 Ttk &), HFFMEET R AE BT E;
R, AE. ¥, ERERHBRE, X EEEBTR; Ry A& 25
W, ROAEERETEE; 8 R X RN ATEE.

10, RIFEAFNER 9 Frid e &4, HAHEET R WA HE;
R, SRR, X AFEUR: Ry AE; Ry ASEIETEE: 3E R
X BB AFLE

11. REFENFER 10 Frdfiib &9, HFMEET R AZ: R
FHE, X AR RyAE; Ry AE.

12. IRIBBFIEK 10 Frd b &4, HAFEET RIVFE: R
AE, XAE: RyAS: Ry ANIETERE.

13. RITWHCRIEK 10 TRt &4), HAFEET ROVFE: R
NRE, X AR RyAE:; Ry NIET R E

14, RTFENRER 1 FRPILED, ©4 ik B TIHEE
Y RN S A ErT B2 MR BN ER -

0-ZRK T F-1-FH & -B-FR B

1-(4-FF FE)-9- K T F -B-IH Ik

7-F 5 -9-ZK TR £ -1- B B -B-IR Bk

7- 53 I FE-9- 2R TR - 1 - FFY - B- TR bt

7-5 T A EE-O- IR TR - 1 - FH - B-FHR b

7-(3°- I e ) FE-9- 2R TR 2k - 1 - FR - B- R Wbk

7-[(2°-FF 3)-2°- T I B ZE-9- N ZE-1- FH L -B-FR bk

7-1F SEFr A - 9- A A 2E-1- F E-B-THR b
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7-FE FE-9- R TN 2L - 1- F - B- IR

7-(2°,3°,4°,5°,6 - LA T EIE)-9- 8 TN 2E-1- F - B- PRk

7-F A IE-9-Z N -1 F - BRIk

7-(3°-F T EI)-9- AR N EE-1- FH EE-B- R

7-(4-F R IE)-9- 2R TN FE- 1 - F B B- PR

ZH 9-FKHHE-1-(3°,4°,5 - = FE L) ZKI-B-HIK-3-REREE

15, MBRFIER 1 FrREY), HREAT e MEE F
EE—MEY:

2, 9-ZIZRNEE-B-FRMKIR Er

0- I R FE-2- " HE-B-FRIK IR 2 5

2-(3°-F N HE)-9- K TN H-B-IEM iR 2h 5

2-(4 -5 EE)-9- 2K A - B-FR IR £ 5

7- AR -9- 2R N FE-2- T B-1- F B -B-HRObR i 5

7- AR -9- IR FE-2-F - 1- R - B-IHRIBR IR A

7- AR -9- AR T 2 -2-(4 - T 3E)-1- FR 5 -B-PR R R £«

7- A JE-0- A P JE-2- 2. 51 - F - B- IR b A £ 5

7- R -2,9- IR TR E-1-H 5 -B-HRIb IR 5

7-(37- k) B H-0- IR TR F-2- k- 1 - FH 2L -B-R IR VR £ 5

7-TFFEEFE-9- R I -2-F 5E-1- FH EE-B-FROIM IR 5

T- KRR IE-9-FR R IE-2-FHE-1- H EE-B-HRIM IR &6+

7-(3-E R EE)-9- IR R He-2-F -1 - L -B-HRIRIR 26 5

T-(&-FEEE)-9- R HE-2- K- 1-F E-B-MRmMiR 2R .
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A BE BRI R -
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RS, 7 ALt R R K R WA A, SR e
AN RRRE RN MBS B-FRIRBEZ Y 3 ALEAT T84, 1EsE 3
DL pe kB AL M BEELACXT DNA 70 FRISEFI B R KW, MR
SN FUMPIETEYE: Song XY B-FEMAEIZIN 1,4,5,6,7 AL T T 45
WEM, ESE B-PRIKEA VTR 5 40 i 4 4 B 2 P) 40 55 CDK

(cyclin-dependent kinases) K4 SHEMIEIF; Al-Allaf S & BT B
W-tERESYINEE AR EE. REAE (FEXK
BRLF], &S : 03136406.3; PCT, Hi&ES: PCT/CN2004/000591 )
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BRIAE BARBIGREE, FXHE— PR E TR E RS EH N E
b, DLESIRIEEA AL G R, SR SIRTEERAT 1. 2. 3.
7. 9 FEMA S RBRERBAT TIRA KRR T, @ik s ik
AP SRR B TR R, RILT BAE BERMEEE G/
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ik X EEAEZE EEZNE. ], BE RN X R AFLE;
ik Ry ik B S L E E
ik R, % BEEIET &
EREBERX (D &Y, &mINE R IEEBEAERFE,
Btk R, & AEEFRE; BT X BARER: &INIE Ry ik
HE: BitiE R, EBEEIETRE.
Eg@EX (D &Y, 5FAiE R AEBFE;
R Ry ATFE, X AR #5tiE R A& Rk R,
HEHIET A E.
BREAKR, ENEYIEE TINED:
Q-ZK P F-1- FF L -B-THR ik
1-(4° -8 K H)-9-F5 T4 -B-HE Wk 5
7-F2F-9- KN EE-1-F 2 -B-IR B
7- 5 TN E-0- R A - 1 - - B-PHR Wik 5
7-1E T & FE-9- R R 5~ 1- FH - B-FHRmpk 5
7-5 T S F-9- TR ZE-1- B 56 BRIk s
7-(3°- I ) A 2 -0- 2R TN - 1 - R R -B- TR i
7-[(2- B 3E)-27- T I ] 2k -9- 2K TR 25 1- P 26 B- PR Wik
7-1E SR A2 -9- 2R A 2~ 1- F R -B-RRE
7- T FE-9- 2R TR 2~ 1- FF - B-FR Mk
7-(2°,3°,4°,5°,6"- LA T 55 )-9- K T 2 - 1- FFY - B-THR ik
7-2K A A FE-9- AR N - 1 - F 2E-B- PRt
7-(3’-F I EF)-9- 2K A ZE- 1- FF EE-B-FR
T-(4-F R FE)-9- R T5 FE-1- A - B-FHR Wik 5
ZH O-FEHE-1-3°,4,5 - = HEZE) R E-B-HFI-3- R KR
FIRt, itk &yikit A TR —Mia:
2, 9-IRTNE-B-FRARIREL



200710181898. 7 o Es/256m

O-FK TR FE-2- K FE-B- MR IR £ 5

2-(3-F R EL)-9- R TN k- B-HR bR IR 5

2-(47- R FE)-9- R N ZE-B-He IR £ 5

7- AR JE-9- IR TN 2E-2- T - 1- Y 2 -B- IR mbh it 2 5

7- PR IE-9- PG HE-2- T 2E-1- B - B-mbh iR 2

7- R FE-9- FR TR BE-2-(4 - TR 2E)-1- F R -B-FR MR IR &

7- B B -9- TR HE-2- 2 k- 1 - FY - B-THE bR At 2 5

7-HEFE-2,9- R EE-1-FFE-B-HRIIR £ ;

7-1E TR FE-9- R H-2-FF-1-F HE-B-FRIRIR £

7-(3°- IR be) B FE-9- R A ZE-2- R - 1- R R -B-FRIPR IR £ 5

7-1E FEIE-9- TR H-2-F 5 -1- F 2 -B-HR IR 25

7-E PRI -9- FE T HE-2- 5 2 - 1- F - B-FR bR & 5

7-(3 - R FE)-9- TR N FE-2-FF FE- 1 - F JE-B-R MR IR 3

7-(4-F R EE)-9- R R H-2- R - 1- I -B-MR R IR & .

BRI A L R EA1E 2% AT 52 R BT TR R I R AR
M A R B TE A A R — 7

AR R REMAED, B82S —MRONEERFEER
Gy, BMER LA — R LR 2 DRI, B, EERBIER

EHEBAKBRHZMAEY T, TUEEHRIEHTOR. BH
ShEEBRA . DIABE ). @FBUER . 8. 5. KRR,
Bt r, THERAFEREARA. FF R RER. &7 <
Z5. BAL. WER. BB . AT ST IR AR IR
B5.

ARANLEMAEIEEYE, SE20—MRXOMEDIENTE
M A A ST LA T & FREAE RIVRTT .

YEhZ5Y), BRFEBREEFER. FE. SHARE. FRER.
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FEE M LR H BT AR BRI T
TR LM A T AR PR A A B
BT A R BRI 2 B A= dh, B R I IR T AR & 07
St 451 RN 2P TR o B R AL S WD B 5 R R A R 06 3R
A (it BHE. BEAIROGES) R,

A4k sr 7 A
2,9- " EUAR-B-HRIRE A= MIHR V) A B
AR 1
- — Br-
\ /N N ]}1
N @‘(Cﬂz)sBr %Cﬂz)s (CH,),
1
2 3. R2=(CH2)3C6H5
4. Ry=CH;C¢Hs
5. R;=CH,;CcH4(m-Cl)
6. Ry=CH,CsH4(p-F)
BIESR

SEHER 1. 9-RTAEE-B-HEMK (2) &Rk

N,N-— FEEF B (100mD). 1-1R-3-FFE A HE (15mmol) Fffk
WA (15mmol) JBH, 60C/KBMABIRER 3 h, RGN RMNEK
FEER, MASH (1.2g, 30mmol) FI B-HRHE 1 (1.68g, 10mmol),
FIRBHE RN, TLC BREFAGI . RNVSEEE, ¥ R MRS YA KK,
2B ZBEAREL, MR KYE, Mfnhkyt: REHEVAEHREERR
W, BIERGEZET, TKZEFKER, REYVHNRES R, 54
ik, KEARBETK, REREWEL, JRIEER, AHMH
K¥E, WRERKEE, TKBRERMITIE: SUE, IEREUEIKRYE, TREY)
M ZBFES . BAHGPRCR A 2.5g, WE 87%, m.p. 99-100C.

SEHEG] 2: 2-EUAR 9- RPN EE-B-MRBR AR WU BAT A W8 A S T
Z.(3-6)

10
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O- LR E-B-FEW 2 (5 mmol), il 75ml ZFR ZEefE H 2 £
AR BRI G (10mmol), INFREIFE 8 /M, WHIE =R,
e B E A, 2 Z BNk, BiE K E A T 50 ml oK ZEEH,
IMAREEE S, BautiE, WEKEES &, I8, JoKZENE,
HIEE Sagt// B

LI 3-6 1% IR ERAE D TRARAF

SEHEBl 3 2, - AE-B-HEMIREE(3): BEREMEE, mp.
120-121°C.

SEHEG 4 9-FR TN FE-2- A -B-HEMR IR ER(4): BHE A ML, WE
46%, m.p.201-203°C.,

SEHEG 5 2-(3°-SREHE)-9- KR EE-B-HEMR ER(5): AT,
W 30%, m.p.194-195C.

SEHE 6 2-(4°-FEHE)-9-FE N E-B-HEMRR £ (6): R ELERTE,
W 30%, m.p.194-195C.

L) 1 A1 3-6 (AW o

F£ 1 2,9-"HURK B-MEWAT Y UG LS il SR

Buig 51
W& St FAB-MS T
KBr, cm
m/e(M+1)
3046, 3027, 2942, 2852, 1621, 1557, 1492, 1448,
2 CyhoHisNy 287

1330, 1257, 1218, 1150, 1024, 820, 752

1650-3050, 1641.02, 1607.12, 1575.80, 1510.40,
3 C9HagN,Br 406 1455.78, 1396.14, 1337.66, 1225.57, 1182.75,

1147.36, 1067.51, 1033.98, 822.13 /
1650-3100, 1637.7, 1607.6, 1510.4, 1456.2,

4 Cy7HysNoBr 378 1396.8, 1341.2, 12709, 1247.3, 1210.1, 1143.2,
1069.8, 844.7
1650-3050, 1639.4, 1601.0, 1574.9, 1511.7,
5 C27H24N2BI'C] 412

1470.7, 1336.7, 1182.2, 1143.6, 1075.7, 797.2
1650-3100, 1637.8, 1606.4, 1574.1, 1511.0,
6 Cy7H4N,BrF 396 1456.8, 1340.5, 1271.4, 1227.4, 1178.3, 1143.3,
1070.8, 831.0

%2 2,9-ZHURE B-HRIAT A K SRR L IR B AR

11
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= —

wEY SABEEEIR (5, DMSO-dg)
8.83 (1H, s, H-1); 8.47-8.49 (1H, d, H-3); 8.16-8.18 (1H, d, H-4), 7.97-7.99 (1H, m, H-5); 7.58-7.62
2 (1H, m, H-8); 7.18-7.41 (7H, m, H-6, H-7, PhH); 4.40-4.43 (2H, t, NCH,CH,CH,Ph); 2.73-2.77 (2H,

m, NCH,CH,CH,Ph); 2.27-2.31 (2H, m, NCH,CH,CH,Ph)

9.732 (1H, s, H-4); 8.807-8.823 (1H, d, H-1); 8.749-8.765 (1H, d, H-8); 8.542-8.544 (1H, d, H-3);
7.856-7.939 (2H, m, H-5, H-6); 7.490-7.530 (1H, t,H-7); 7.099-7.260 (10H, m, Ph-H); 4.787-4.822
(H, t, NCH,CH,CH,Ph); 4.672-4707 (2H, t, NCH,CH,CH,Ph); 2.663-2.718 (4H, m,
NCH,CH,CH,Ph ); 2.349-2.425 (2H, m, NCH,CH,CH,Ph); 2.171-2.228 (2H, m, NCH,CH,CH,Ph)
9.907 (1H, s, H-1); 8.820 (2H, s, H-3, H-8); 8.506-8.526 (1H, d, H-4); 7.872-7.958 (2H, m, H-5,
H-6); 7.590-7.608 (2H, d, H-7 , NCH,Ph-H); 7.425-7.514 (4H, m, NCH,Ph-H); 7.034-7.151 (5H, m,
NC,HePh-H); 5.960 (2H,s, NCH,Ph); 4.702-4.735 (2H, d, NCH,CH,CH,Ph); 2.644-2.664 (2H, d,
NCH,CH,CH,Ph); 2.196-2.214 (2H, d, NCH,CH,CH,Ph)

9.992 (1H, s, H-1); 8.831 (2H, s, H-3,H-8); 8.515-8.536 (1H, d, H-4); 7.873-7.967 (2H, m, H-5 ,H-6);
7791 (14, s, H-7); 7.597-7.624 (1H, m, NCH,Ph-H); 7.496-7.524 (3H, m, NCH,Ph-H); 7.046-7.155
(5H, m, NCH,CH,CH,Ph-H); 5.994 (2H, s, NCH,Ph); 4.720-4.754 (2H, d, NCH;CH,CH,Ph);
2.661-2.701 (2H, m, NCH,CH,CH,Ph). 2.205-2.243(2H, t, NCH,CH,CH,Ph)

9.907 (1H, s, H-1); 8.829 (2H, s, H-8, H-3); 8.515-8.536 (1H, d, H-4); 7.879-7.966 (2H, m, H-5,
H-6); 7.697-7.732 (2H, m, H-7)NCH,Ph-H); 7.506-7.543 (1H, t, NCH,Ph-H ); 7.293-7.339 (1H, t,
NCH,Ph-H ); 7.047-7.168 (SH, m, NC;HsPh-H); 5.956 (2H, s, NCH,Ph); 4.708-4.743 (2H, t,
NCH,CH,CH,Ph); 2.655-2.694 (2H, m, NCH,CH,CH,Ph); 2.206-2.244(2H, m, NCH,CH,CH,Ph)

1,9- “EUAHT B-FRIRATAE M5 B 2

CHO

COOH )
V) NH,
N
H

SEHER) 7 1-(4-FARFE)-9- RN EE-B-HRIKR(B) I & Bl
L-B & B (100mmo) FIVKEEES (150mD) VRS, INHEME, BiA

12
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SHAEFEE (10.6mmol), JNIMEIG, TLC BREFRMNBERE. 7 RMN5E
4, BIASHAEERE HK H, BN B ERET(23.0g), 4842 N#E 20min
5, Eibm, BURAEL. INATEK NaSO; (22.7g) FFAUWHEFE,
FIE & NaOH il pH £ 9-10, 5 RMNIBEBH LR OEEZER, A
PLAEKYE, MEAMEERE, KRBT, S8, JEREUEIK
45, BRREGOESE, ZEESEBNBLEDT.

N,N-— A EERE (100ml). 1-¥R-3-ZKZE W4T (15mmol) FIAH
8 (15mmol) B4, 60°C/KIE MM R 3 h, REAH R
FEE, MASHY (30mmol) FILEY 7 (10mmol), ZHEiRIHFE K
R, TLC EREZHEIN. RMSEEE, ¥ RMESWRAKKY, L] HE
FEAL, KVE, MMELKYE: LR ZERAERRIEBRIL, WIEREET,
Tk Z WKk, REBYHNIES R, Btk fatmais
WEK, BRBREMEA, ZBROBRAR, HHARKYE, WK,
TGN F1R, U8, JEBRERSE, RAYIMESE. BEE
gk, WER 45%, m.p.121-123°C;

St m/e M+1) m/e 396;

41 4b: (KBr, em™) 1650-3100, 1622.7, 1613.6, 1550.3, 1495.4, 1453.0, 1391.0,
1282.6, 1244.5, 1209.1, 1177.8, 1100, 1077.7, 1032.0, 1013.2, 911.0, 8298,
785.2, 745.2;

SREILHR(CDCL): & 8.514-8.501 (1H, d, H-4); 8.164-8.140 (1H, d, H-8);
7.965-7.952 (1H, d, H-3); 7.581-7.531 (3H, m, H-5, H-6, H-7); 7.500-7.468 (2H, m,
Ph-H); 7.335-7.272 (2H, m, Ph-H); 7.231-7.152 (3H, m, N(CH,);Ph-H); 6.924-6.902
(2H, t, N(CH,)3Ph-H); 4.008-3.969 (2H, t, NCH(CH,),Ph); 2.181-2.142 (2H, 1,
NCH,CH,CH,Ph); 1.697-1.618 (2H, t, NCH,CH, CH,Ph).

1,2,7,9-VUERAR () B-FRIRAT Y& R EK

13
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| CH;

Cf Hys (CHa)
/ 10
11 Ry=n-C4Hy X=1

X
- N \ N+—R?
H;,COQ;Q H,CO N cn H,CO N
(

- 12 R2=CH2C6H5 X=Br
I \_N 13 Ry=CH,CgH,4'-F) X=Br
HO N CH3 14 R2=C2H5 X=1

15 Ry=(CH,)3CeHls  X=Br

= = Br
) Qo LS D)

R
0 N cH, N CH,
(CHy; (CHy);
17 R=CH(CH3), 28 R=n-C4Ho
18 R;=n-C H, 29 R=CH(CH:CH3)
19 R,=CH,CH(CHy); 30 R=n-CsH;7
20 R~CH(CH,CHy), 31 R7=(CH2)3C6H5
2 R,~CH,C H,(3-CD
21 R,=CH,CHC(CH;), 3 4
22 Ry=n-CgH;, 33 R=CH, c H,(4'-F)

23 R=CH;C¢Hs
24 R7=CH;C¢Fs

25 R7—£(:3H&3C4(3 .cy
27 R7—CH CH,(4-F)
SEHE] 8 7-FRAEEE-9- K- 1-FEE-B-IRME (10):
£ EIRIEER (2.12g, 10mmol). N,N-ZHZEREAZ (50mb.
60%NaH(0.8g, 20mmol)iR&, FEBFE 10min, A 1-R-3-FFERN
1520 mmol), FIRIHE, TLC BREFAGI RIFH: IR/ HEE=1:1).
B R, ¥R NIRAEEIN 100ml KA, B 2h, I8, H
300ml K. EEEETIKZE, RKREIRE pH 3-4, WEREE
T, FokzmHEKER, RRES R, fAGEKE, BatEdET
K, BB, ZBZEEE, AHAKEE, WMEKD, K
BB TR, U, VERIERYE, ZBEES G, B AM&SE3.0g,
W 91% .

SEHE) 9 2-Exﬁ 7-FR AR R -0-FE TR 3E-1- PR B -B- MR AT AR Y ) 8

14
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H&ERTZ:

7-F 4R 3E-0- 2R TR 3~ 1- FF 2-B-FRIk(2mmol), N 75ml LR LEEfE
H 52 VAR, IR R SR ST 42 (30mmol), InFAEI 8 /MY, %
HEEE, T HOEE, AR RS, MEBEAET
50ml LK ZEEH, MAFERERE, BRI IE, BEKEES S,
TYE, TKEEBRGR, BI1E Ak,

LHEG] 10-14 B LIRS RS K

SHE) 10 7-FREFE-0- RN FE-2-T 2E-1- FE 2 -B-FRIAER (11):
B, mp. 203-204°C;

SR 11 7-FEIE-9- RN -2 - 1- BRI IR £2(12):
BERE A, mp. 226-227C;

SR 12 7-FREE-9- R -2-(4 - TR EE)- 1- F B B- IR R
(13): {BEREAHSE, mp.189-190C;

S 13 7-FEEE-9- KN H-2- £ HE-1-F - B- PRIk ER (14):
BEREALAE, mp. 207-209C;

L) 14 7-FRAEE-2,9- IR EE-1- A EE-B-FRMRR 22 (15): 15
H s, m.p. 251-253°C;

SEHEG] 15 7-FREE-9- TN IE-1-FREE-B-IRmE (16D HIGEAk:

7- P FE-9- AP EE-1- L -B-HEME (10mmoD). VKBEER (50mb).
40% SRE (75mD) BE, MHAEGR, TLC BRERU(RITH: N
JAWEE=1:1), RN5EYE, BRMEBEAEYBHEIA 300ml OKT, M
F5eH 10M S8 49T pH £ 6, RERKREMFAT pH £8,
TyE, KYe, FEEEABBET 150ml B/KZEE, EHRBE, TIE,
EUERYE, oK LB ES S E ARRCR B4, mp. 258-259C.

SEHEG) 16 7-BREEE-9- RN EE-1-HE-B-HEMATAEYRE A &
ML E:

W 7RO FIEE-1-FE-B-FEME (2.0 mmol). N,N-FEEH

15
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Btfe (30ml). 60%E L4 (0.2g, Smmol) VBE, ZEIMEIKE THH
Smin, BEJE AR BRI KSR (Smmol) , ERBFE RN, TLC
PREAT EFFR: A/AWBE=1:1), RNTE, B RNMESYE
AIKH, N 10M EEMME pH 14.0 AL, FBEBHRNER,
e, AKYE, BEEETIEKZEE, BREEREpH & 2.0, EUEK
%5, Tk ZEEKEK, WRSAR/ ZBES S, SHRERRRE
Bk, BEEET ZBIEE/KBEER, ARBREMNHL, oK%
ZESAEE, BHHUMKYE, WAk, T8, EHEREE, 33 K
WRERYE, R LB/ O HRESRRES S, BEGRE.

SEHERY 17-27 H1% LR IE P TR S Ak

SR 17 7-BRAE-9-FRRE-1-FE-B-HFW (17): FEEH
& 0.54g, W& 76%, m.p.121-122 C;

SR 18 7-1F TR FE-9-FK R FE-1-FHE-B-IR0E (18): BHEH
k0.61g, W 82%, m.p.92-93 C;

SEHG) 19 7-7 T EIE-9-FEHHE-1-FE-B-HBE (19): BAEHA
14 0.57g, WHE 76%, m.p.123-124 C;

SEHEG] 20 7-(37-TIREE)-9-F N EE-1-FR BRI (20): BB
Gk 0.52g, W 68%, m.p.93-94 C;

SEHEG 21 7-[(2-F )2 T 1A EE-0- SR TR - 1- R 2 -B- IR
Q1) 18 EE 54K 0.50g, & 65%, m.p.95-96 C;

SER) 22 7-1F FHEEHE-9- KR IE-1-F BRI (22): B HEE
Gk 0.61g, WLZE 71%, m.p.79-81 C;

STHEG 23 7- R E-O- TR EE-1-FREE-B-HRIR (23): BHEBSKE
0.68g, W 84%, m.p.139-140 C;

SEME 24 7-RECFEIE-O-FRRE-1-H - (24): BHA
ik 0.72g, W 73%, m.p. 149-151 C;

SEHIG] 25 7-EREIE-9-FRIREE-1-FE-B-HR0E (25): BEBE

16
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1% 0.74g, XK 85%, m.p. 118-119°C;

LR 26 7-(3-FREIE)-9- RN HE-1-F A -B-HR R (26): 7 A
5k, R 81%, m.p. 127-128°C;

SR 27 7-(8-BOFREE)-9- RN EE-1-F EE-B-RIR(27): B H
B in ik, & 78%, m.p. 158-159°C;

SEHEG) 28 7-kE AR EE-2- R EE-9- TR TN - 1- FY - B- PRI IR 1 1138 H
BRI E:

¥ 7-BEE BE-9- R N FE-1-FF L -B-HRIbk (1mmol) . ZFR Z. g (30mD) .
RN FREARE (10mmol) YBE, MNFFEIR, TLC PRESARM,
RN RE RIS R SEEE, FIRER, B RNEEB@E, dIE,
20ml ZFR ZBevedk, FE RN E A T 50ml JoK L2, e
MEEE, BHRIIE, IEBIKFEES &, 58 OB HAOBRIR .

SEHEf 29-34 ¥tk F IR BAE B IRE B

SLHEF) 29 7-1E T A EE-9- KA ZE-2- TN -1 AL -B- R R R
(28): BHMEK 0.44g, WZ 82%, m.p.204-205 C;

SHEB 30  7-(3°- DL EE)-9- RN EE-2- N A1 BRI VR £
(29): F¥ERFEE SR 0.43g, WE 78%, m.p.216-217 C;

SRR 31 7-1EF A EE-9- R A HE-2- TN He-1- B -B- R R £
(30): B Rk 0.45g, WK 75%, mp.185-186°C; |

SEHE] 32 7-ZRTN R EE-9-FRK N B -2- TR k-1 R -B- R R £
(31): BERE AR 0.53g, WHE 87%, m.p.207-208°C;

SEHEG] 33 7-(3°-FFEE)-9- RN HE-2- R - 1- Y - BRI R £
(32): BIRE AR, WK 81%, mp. 206-208°C;

SCHER 34 7-(4-FREIE)-9- A HE-2-" N EE- 1 - R EE-B- MR R £
(33): BAAEEE, WK 79%, mp.216-218C.

17
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* 3 1,2,7,9-VUEARHT B-IEMAAT A4 PR BT il A 4T 1503

W& AFR Jitk AR
Yy FAB-MSm/e(M+1) KBr, cm’
1650-3050, 1622.5, 1577.9,1516.2, 1459.6, 13382, 1245.7,
i CastlsiN:01 388 1161.2, 1126.6, 1030.7, 825.8
1650-3050, 1622.4, 1578.8, 1515.3, 1453.4, 1348.0, 1249.6,
422
12 CasHzsN0Br 1154.2, 1134.3, 1031.5, 823.1
1650-3050, 1624.7, 1579.3, 1511.4, 1456.4, 13479, 1247.9
B F 44 2 3 2 k) 3 b El
13 CaoHasN2OBr 0 1156.2, 1134.8, 1032.9, 823.9
1650-3050, 1624.1, 1579.0,1514.8, 1452.0, 1338.0, 1237.1,
H
14 CadloN 01 360 1162.8, 1130.0, 1032.8, 823.5
1650-3100, 1622.6, 1576.4, 1452.8, 13455, 12457, 11522
N OB 4 s £ b 2 b 3y ’
151 CuHsN,OBr 50 1134.4, 1031.1, 824.0
3500-1750, 1613, 1567, 1492, 1452, 1412, 1352, 1246, 1194,
H,,N,O 1
16 Gl 318 1160, 978, 823,746
2975, 2927, 2858, 1621, 1563, 1494, 1448, 1409, 1374, 1326,
H
17 CaatlsN0 360 1240, 1158, 1111, 975, 813,754
3024, 2955, 2868, 1622,1565, 1497, 1447, 1409, 1368, 1241,
H,oN
18 CastlosN;0 374 1161, 810, 738
3415, 2961, 2934, 2869, 1622, 1565, 1495, 1447, 1411, 1365,
H,oN
19 CastN:0 374 1242, 1205, 1161, 1039, 817, 744
2967, 2934, 2874, 1621, 1564, 1494, 1449, 1409, 1238, 1202,
H;,N,O
20 CastlsiN2 388 1158, 974, 815, 739
2962, 2927, 2856, 1622, 1567, 1446, 1409, 1239, 1159, 988, 817,
21 CasHaoN,0 386
753
2947, 2920, 2852, 1622, 1564, 1496, 1448, 1412, 1244, 1161,
N,O 4
22 CasHsN2 30 1039, 807, 745
)3 CHAN.O 408 3060, 3026, 2938, 2863, 1620, 1563, 1495, 1448, 1412, 1385,
w 1224, 1160, 1001, 816, 742
2934, 1623, 1565, 1505, 1448, 1205, 1162, 1135, 1058, 943, 814,
24 C,gH2,N,0Fs 498
744
2932, 2867, 1623, 1567, 1495, 1449, 1411, 1366, 1240, 1161,
N,0
25 CaoliN2 436 1042, 813, 752
1650-3000, 1622.8, 1494.0, 1455.9, 1346.5, 1250.2, 1163.2
N,OCl 443 ’ ’ ’ ’ ’ ’ ’
26 CastlosN; 1030.2, 823.2
1650-3100, 1620.3, 1493.7, 1448.0, 1344.0, 1226.1, 11592,
F
27 CastlagN:0 426 1034.4, 815.8
3401, 3024, 2931, 2868, 1621, 1579, 1453, 1372, 1243, 1255,
N,OB
28 | CszblseN,OBr 465 1135, 1025,827,755,700
’9 o HN.OBr 47 3405, 2964, 2874, 1620, 1579, 1456, 1374, 1247, 1223,
3R 1137, 1107, 1030, 979, 935, 826
30 CHLN.OB 51 3421, 2993, 2926, 2856,1620, 1579, 1453, 1371, 1248, 1155,
36t OB 1134, 1031, 827, 727
3401, 3022, 2938, 1620, 1579, 1453, 1373, 1348, 1248, 1135,
N,OB 27
31 CartlssN,0Br > 1028, 825, 737, 700
1650-3050, 1623.1, 1578.4, 1514.4, 1453.1, 1344.9, 1246.5,
2 H,;N,OBrCl 534
3 CasHs;N.0Br 1154.1, 1135.3, 1032.6, 815.9
1650-3050, 1622.3, 1580.0, 1510.9, 1455.1, 13452, 1253.9,
N,OBrF 517
33| CystN,OBr 1153.8, 1138.4, 1029.5, 834.0

18
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Fa 1,2,7,9-TUEARH B-REURAT Y B SUS LR S

wEY SRS (5, CDCIy)

8.652-8.668 (1H, d, H-5); 8.175-8.192 (1H, d, H-3); 8.030-8.052 (1H, d, H-4); 7.331-7.368(2H,
m, H-8, H-6); 7. 243-7.280 (3H, m, Ph-H); 6.969-6.997 (1H, dd, Ph-H); 6.599-6.604 (1H, d,
Ph-H); 4.809-4.848 (2H, t, Ph-CH,CH,CH,); 4.544-4.585 (2H, t, Ph-CH,CH,CH,); 3.857 3H, s,
CH;0); 3.163 (3H, s, CH;); 2.834-2.868(2H, t, Ph-CH,CH,CH,); 2.222-2298 (2H, m,
NCH,CH,CH,CH;); 1.885-1.963 (2H, m, NCH,CH,CH,CH;); 1479-1.554 (2H, m,
NCH,CH,CH,CHs); 0.986-1.022 (3H, t, NCH,CH,CH,CH)

8.838-8.854 (1H, d, H-5); 8.255-8.272 (1H, d, H-3); 8.068-8.090 (1H, d, H-4); 7.304-7.335(5H,
m, H-8, H-6, Ph-H); 7.175-7.228 (5H, m, Ph-H); 6.958-6.985(1H, dd, Ph-H); 6.524-6.529 (1H, d,
Ph-H); 6.285 (2H, t, Ph-CH,); 4.426-4.468 (2H, t, Ph-CH,CH,CH,); 3.829 (3H, s, CH;0); 3.144
(3H, s, CH3j); 2.756-2.790 (2H, t, Ph-CH,CH,CH,); 2.168-2.208 (2H, m, Ph-CH,CH,CH,)
8.925-8.940 (1H, d, H-5); 8.206-8.222 (1H, d, H-3); 8.060-8.082 (1H, d, H-4); 7.276-7.348(4H,
m, H-8, H-6, Ph-H); 7.208-7.249 (3H, m, Ph-H); 6.992-7.033 (1H, t, Ph-H); 6.507-6.512 (1H, d,
Ph-H); 6.366 (2H, s, Ph-CH}); 4.422-4.462 (2H, t, Ph-CH,CH,CH,); 3.830 (3H, s, CH;0); 3.188
(3H, s, CH3); 2.768-2.801 (2H, t, Ph-CH,CH,CH,); 2.215 (2H, s, Ph-CH,CH,CH,)

8.706-8.723 (1H, d, H-5); 8.175-8.190 (1H, d, H-3); 8.036-8.058 (1H, d, H-4); 7.338-7.374(2H,
m, H-8, H-6); 7. 282 (2H, s, Ph-H); 7. 262 (1H, s, Ph-H); 6.985-7.012 (1H, dd, Ph-H); 6.599-6.604
14 (1H, d, Ph-H); 4.908-4.944 (2H, t, Ph-CH,CH,CH,); 4.536-4.576 (2H, t, Ph-CH,CH,CH,); 3.860
(3H, s, CH;0); 3.166 (3H, s, CH;); 2.835-2.869(2H, t, Ph-CH,CH,CH,); 2.253-2.291 (2H, m,
NCH,CH;); 1.633-1.680 (3H, t, NCH,CH})

8.610-8.626 (1H, d, H-5); 8.486-8.502 (1H, d, H-3); 8.329-8.351 (1H, d, H-4); 7.067-7.317 (12H,
15 m, H-8, H-6, Ph-H); 4.650-4.707 (4H, dd, Ph-CH,CH,CH,); 3.941 (3H,5,CH;0); 2.727-2.765
(4H, t, Ph-CH,CH,CH,); 2.129-2.195 (4H, m, Ph-CH,CH,CH,); 1.682 (3H, s, CH;)

3 9.74 (1H, s, OH); 8.11-8.12 (1H, d, H-3); 7.95-7.97 (1H, d, H-4); 7.77-7.78 (1H, d, H-5);
7.17-7.30 (5H, m, PhH); 6.87-6.88 (1H, m, H-6); 6.74-6.76 (1H, m, H-8); 4.43-4.46 (2H, m,

11

12

13

16 NCH,CH,CH,Ph); 2.77 (3H, s, CH;); 2.70-2.73 (2H, m, NCH,CH,CH,Ph); 1.98-2.05 (2H, m,
NCH,CH,CH,Ph)
6 8.25-8.26 (1H, d, J=5.5Hz, H-3); 7.92-7.94 (1H, d, J=8.0Hz, H-4); 7.71-7.72 (1H, d, J=5.5Hz,
17 H-5); 7.19-7.32 (5H, m, PhH); 6.84-6.86 (1H, m, H-6); 6.68-6.69 (1H, m, H-8); 4.59-4.61 (1H, m,

OCHICH;],); 4.41-445 (2H, m, NCH,CH,CH,Ph ); 2.89 (3H, s, CHy); 2.74-2.77 (2H, m,
NCH,CH,CH,Ph); 2.12-2.18 (2H, m, NCH,CH,CH,Ph); 1.38-1.39 (64, m, OCH[CH],)

5 8.25-8.26 (1H, d, J=5.5Hz, H-3); 7.92-7.94 (1H, d, ]=8.5Hz, H-4); 7.71-7.72 (1H, d, J=5.5Hz,
H-5); 7.20-7.32 (SH, m, PhH); 6.85-6.87 (1H, m, H-6); 6.63-6.64 (1H, m, H-8); 4.41-4.45 (2H, m,
18 NCH,CH,CH,Ph); 3.97-4.00 (2H, m, OCH,CH,CH,CHs); 2.90 (3H, s, CH,); 2.74-2.77 (2H, m,
NCH,CH,CH,Ph); 2.12-2.18 (2H, m, NCH,CH,CH,Ph); 1.80-1.84 (2H, m, OCH,CH,CH,CH);
1.52-1.59(2H, m, OCH,CH,CH,CH;); 1.01-1.04 (3H, m, OCH,CH,CH,CH;)

5 8.27-8.29 (1H, d, H-3); 7.94-7.97 (1H, 4, H-4); 7.72-7.73 (1H, d, H-5); 7.23-7.34 (5H, m, PhH);
6.87-6.90 (1H, dd, H-6); 6.66-6.67 (1H, d, H-8); 4.45-4.49 (2H, m, NCH,CH,CH,Ph); 3.77-3.78

19
(2H, m, OCH,CH[CH;1,); 2.91 (3H, s, CH;); 2.77-2.81 (2H, m, NCH,CH,CH,Ph); 2.16-2.20
(3H, m, NCH,CH,CH,Ph, OCH,CH[CH;],); 1.10-1.12 (3H, m, OCH,CH[CH;],)

2 5 8.24-8.25 (1H, d, J=5.5Hz, H-3); 7.92-7.94 (1H, d, }=8.5Hz, H- 4); 7.71-7.72 (1H, d, J=5.0Hz,

H-5); 7.19-7.32 (5H, m, PhH); 6.86-6.88 (1H, m, H-6); 6.71-6.72 (1H, m, H-8); 4.42-4.45 (2H, m,

19
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NCH,CH,CH,Ph); 4.19-4.21 (1H, m, OCH[CH,CH;1,); 2.90 (3H, s, CHy); 2.74-2.77 (2H, m,
NCH,CH,CH,Ph); 2.12-2.18 (2H, m, NCH,CH,CH,Ph); 1.71-1.76 (4H, m, OCH[CH,CH;],);
0.97-1.01 (6H, m, OCH[CH,CH}],)

5 8.25-8.26 (1H, d, J=5.5Hz, H-3); 7.93-7.95 (1H, d, J=8.5Hz, H-4); 7.73-7.74 (1H, d, J=5.5Hz,
H-5); 7.19-7.32 (5H, m, PhH); 6.88-6.90 (1H, m, H-6); 6.70-6.71 (1H, m, H-8); 5.52-5.56 (1H, m,
21 OCH,CH=C[CH,],); 4.54-456 (2H, m, NCH,CH,CH,Ph); 4.43-446 (IH, m,
OCH,CH=C[CH;],); 2.91 (3H, s, CHy); 2.74-2.77 (2H, m, NCH,CH,CH,Ph); 2.12-2.19 (2H, m,
NCH,CH,CH,Ph); 1.80-1.83 (6H, m, OCH,CH=C[CH5],)

5 8.25-8.26 (1H, d, J=5.5Hz, H-3); 7.93-7.95 (1H, d, J=8.5Hz, H-4); 7.74-7.75 (1H, d, J=5.0Hz,
H-5); 7.20-7.33 (5H, m, PhH); 6.86-6.89 (1H, m, H-6); 6.64-6.65 (1H, m, H-8); 4.42-4.46 (2H, m,
22 NCH,CH,CH,Ph); 3.97-3.99 (2H, m, OCH,[CH,]¢CH,); 2.92 (3H, s, CHy); 2.75-2.78 (2H, m,
NCH,CH,CH,Ph); 2.13-219 (2H, m, NCH,CH,CH,Ph); 1.81-187 (2H, m,
OCH,CH;[CH,]sCH;); 1.30-1.54 (10H, m, O[CH,],[CH,]sCH;); 1.01-1.04 (3H, m, O[CH,},CH5)
5 8.25-8.26 (1H, d, J=5.5Hz, H-3); 7.94-7.96 (1H, d, J=8.5Hz, H-4); 7.72-7.73 (1H, d, J=5.0Hz,
H-5); 7.18-7.48 (10H, m, PhH); 6.94-6.96 (1H, m, H-6); 6.72-6.73 (1H, m, H-8);  5.09 (2H, s,
OCH,Ph); 4.40-444 (2H, m, NCH,CH,CH,Ph); 2.91GH, s, CHy); 2.71-274 (2H, m,
NCH,CH,CH,Ph); 2.09-2.15 (2H, m, NCH,CH,CH,Ph)

§ 8.27-8.28 (1H, d, 1=5.0Hz, H-3); 7.98-8.00 (1H, d, J=9.0Hz, H-4); 7.77-7.78 (1H, d, J=5.5Hz,
H-5); 7.19-7.33 (SH, m, PhH); 6.91-6.93 (1H, m, H-6); 6.74-6.75 (1H, m, H-8); 5.14 (2H, s,
OCH,Ph); 4.45-448 (2H, m, NCH,CH,CH,Ph); 2.94 (3H, s, CH;); 2.76-2.79 (2H, m,
NCH,CH,CH,Ph); 2.14-2.20 (2H, m, NCH,CH,CH,Ph)

5 8.25-8.26 (1H, d, J=5.5Hz, H-3); 7.95-7.97 (1H, d, J=8.5Hz, H-4); 7.77-7.78 (1H, d, J=5.5Hz,
H-5); 7.18-7.32 (10H, m, PhH); 6.89-6.91 (1H, m, H-6); 6.62-6.63 (1H, m, H-8); 4.42-4.45 (2H,
25 m, NCH,CH,CH,Ph); 3.98-4.00 (2H, m, OCH,CH,CH,Ph ); 2.92 (3H, s, CH;); 2.85-2.89 (2H, m,
NCH,CH,CH,Ph); 2.74-2.77 (2H, m, OCH,CH,CH,Ph); 2.13-2.20 (4H, m, NCH,CH,CH,Ph,
OCH,CH,CH,Ph)

8.269-8.283 (1H, d, H-5); 7.967-7.989 (1H, d, H-3); 7.742-7.756 (1H, d, H-4); 7.499 (1H, s, H-8);
7.205-7.352 (8H, m, H-6, Ph-H); 6.929-6.956 (1H, d, Ph-H); 6.686-6.692 (1H, d, Ph-H); 5.050
(2H, s, Ph-CH;); 4.418-4.458 (2H, m, Ph-CH,CH,CH,); 2.915 (3H, s, CH;); 2.727-2.763 (2H, t,
Ph-CH,CH,CH,); 2.115-2.154 (2H, t, Ph-CH,CH,CH,)

8.270-8.283 (1H, d, H-5); 7.967-7.989 (1H, d, H-3); 7.748-7.761 (1H, d, H-4); 7.437-7.472 (2H,
m, H-8, H-6); 7.310-7.347 (2H, m, Ph-H); 7.086-7.250 (5H, m, Ph-H); 6.930-6.957 (1H, d, Ph-H);
6.707-6.712 (1H, d, Ph-H); 5.038 (2H, s, Ph-CH,); 4.429-4.469 (2H, t, Ph-CH,CH,CH); 2.922
(3H, s, CH;); 2.733-2.770 (2H, t, Ph-CH,CH,CH,); 2.124-2.164 (2H, t, Ph-CH,CH,CH,)

5 8.78-8.79 (1H, d, J=6.5Hz, H-3); 8.59-8.61 (1H, d, J=6.5Hz, H-4); 8.36-8.37 (1H, d, J=8.5Hz,
H-3); 7.07-7.43 (12H, m, H-6, H-8, PhH); 6.03 (2H, s, NCH,Ph); 4.64-4.68 (2H, m,
28 NCH,CH,CH,Ph); 4.14-4.17 (2H, m, OCH,CH,CH,CH,); 2.97 (3H, s, CH3); 2.68-2.71 (2H, s,
NCH,CH,CH,Ph); 2.04-2.11 (2H, m, NCH,CH,CH,Ph); 1.77-1.83 (2H, m, OCH,CH,CH,CH,);
1.48-1.56 (2H, m, OCH,CH,CH,CH;); .098-1.00 (3H, m, OCH,CH,CH,CH)

5 8.78-8.79 (1H, d, J=6.5Hz, H-3); 8.59-8.61 (1H, d, J=6.5Hz, H-4); 8.36-8.38 (1H, d, J=9.0Hz,
H-5); 7.09-7.43 (12H, m, PhH, H-6, H-8); 6.03 (2H, s, NCH,Ph); 4.65-4.68 (2H, m,
29 NCH,CH,CH,Ph); 4.56-4.61 (1H, m, OCH[CH,CH,],); 2.97 (3H, s, CH;); 2.68-2.71 (2H, m,
NCH,CH,CH,Ph ); 2.03-2.10 (NCH,CH,CH,Ph); 1.65-1.78 (4H, m, OCH[CH,CH;],); 0.91-0.97
(6H, m , OCH[CH,CH.],)

23
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5 8.79-8.80 (1H, d, J=6.5Hz, H-3); 8.60-8.61 (1H, d, J=6.5Hz, H-4); 8.36-8.38 (1H, d, J=9.0 Hz,
H-5); 7.07-7.43 (12H, m, H-6, H-8, PhH); 6.04 (2H, s, NCH,Ph); 4.65-4.68 (2H, m,
NCH,CH,CH,Ph); 4.13-4.16 (2H, m, OCH,[CH,}sCHs); 2.97 (3H, s, CH;); 2.68-2.71 (2H, m,
NCH,CH,CH,Ph);  2.042.11 (2H, m, NCH,CH,CH,Ph), 1.78-184 (2H, m, O
CH,CH,[CH,JsCH;); 1.28-1.51 (10H, m, OCH,CH,[CH,)sCH,); 0.85-0.88 (3H, m,
OCH,CH,[CH,];CH5)

§ 8.79-8.81 (1H, d, J=6.0Hz, H-3); 8.61-8.62 (1H, d, J=6.5Hz, H-4); 8.37-8.39 (1H, d, J=9.0 Hz,
H-5); 7.10-7.43 (17H, m, H-6, H-8, PhH); 7.19-7.21 (2H, d, J=7.0Hz, PhH); 7.09-7.11 (1H, m,
31 PhH); 6.04 (2H, s, NCH,Ph); 4.64-4.67 (2H, m, NCH,CH,CH,Ph); 4.15-4.18 (2H, m,
OCH,CH,CH,Ph); 2.98 (3H, s, CHy); 2.81-2.84 (2H, m, NCH,CH,CH,Ph); 2.67-2.70 (2H, m,
OCH,CH,CH,Ph); 2.05-2.15 (4H, m, NCH,CH,CH,Ph, OCH,CH,CH,Ph)

8.766-8.782 (1H, d, H-5); 8.607-8.623 (1H, d, H-3); 8.400-8.422 (1H, d, H-4); 7.634 (1H, s, H-8);
7.122-7.530 (15H, m, H-6, Ph-H); 6.017 (2H, s, Ph-CH,); 5.357 (2H, s, Ph-CH;); 4.658-4.695

30

2 (2H, t, Ph-CH,CH,CH,); 2.950 (3H, t, CH}); 2.639-2.676 (2H, t, Ph-CH,CH,CH,); 2.028-2.066
(2H, t, Ph-CH,CH,CH,)
8.761-8.778 (1H, d, H-5); 8.604-8.620 (1H, d, H-3); 8.388-8.410 (1H, d, H-4); 7.591-7.627 (2H,
a m, H-8, H-6); 7.385-7.446 (4H, m, Ph-H); 7.141-7.272 (10H, m, Ph-H); 6.016 (2H, s, Ph-CH>);

5.303 (2H, s, Ph-CH,); 4.659-4.679 (2H, t, Ph-CH,CH,CH,); 2.955 (3H, t, CHj); 2.650-2.688
(2H, t, Ph-CH,CH,CH,); 2.035-2.070 (2H, t, Ph-CH,CH,CH,)

1,3,9-=BUARHYT B-MEIRAT ALY & iR 25

37 Ry=(CH,);CHy

SEHEB) 35 ZE 1-(3°,4°,5°- = A FE) R HE-0- KN F-B-HRIK-3-
RREE (37) HIEK

B L-f % (40.8g, 200mmol). 3,4,5-=FEFEKHE (40g,
200mmol) FYKEEER 250ml JB-&, NFAEIA 3h, KB EIAKAKS,

21
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[EMNHET pH 2 5-6, ik A, S8, K, TREIEK
B9 34 GREEE K, 76.0g), AT, BIFTEHZEHT T —HRMN;
&%) 34 (76.0g) To/K Z.BE 1000ml F1 — & LA (30ml) BE,
IN#ETR R 6 /NB, IR ZERR B2, FREYINE T WK, KRS S
f, ZBZEHEI AHKEE, WAHKYE, TARBATER, 15
PR B, 8, WEKRYE, BEOERY), ZRIBEES &, i
e, S8, CBRUEE, TR, BHEY 35 5 fEE 53.0g.

&Y 35(53.0g, 130mmol). #i(16g, 500mmol). — H#(250ml)
BA, MAEG 10n, AH, FriiEaie, JiE, AR,
VoG A IMBE R VENs, TR, ZBRIBESEEHE, mHERRE, T8,
WERYE, LRSS R, BUEY 36 DK 46.3g.

k&4 36 (4.1g, 10mmol). N,N-"HIH B (200m)ES,
EERBEEEEE, I 60%NaH (1.2g, 30mmol), HEEETLSI= 4,
W 1-R-3-ZFFE K (30mmol), FRBIFRN Sh. K NIEEY)
BIAVKKS, ZBOEER, &3HFFEBOR, Kk, WMEKIE mMA
ZB7 100ml, WREERIAT pH £ 2~3, BEKRBET, T/KZEFK
Bk, BEAWRY, NRELSR, wHECRE SR, WERE,
LRGSR REMEE T KT, BREREML, LB OEEFEE, KU,
ToKRBRA T8, WEHERMRE, U8, BEKRYE, B IRES
f. fAEBEME3.6g, W 68%, mp 138-139C;

i m/e (M+1) 525;

41 MK Br, cm") : 3061, 3025, 2938, 2840, 1729, 1704, 1621, 1583, 1504,
1452, 1412, 1367, 1242, 1124, 1008, 745;

SRR (500MHz, CDCly): & 8.94 (1H, s, H-4); 8.47-8.49 (1H, d, J=10.0Hz,
H-6); 7.72-7.74 (1H, d, J=10.5Hz, H-8); 7.64-7.68 (1H, m, H-5); 7.36-7.39 (1H, m,
H-7); 7.01-7.29 (7H, m, PhH); 4.34-4.41 (2H, m, NCH,CH,CH,Ph); 4.02-4.06 (2H,
m, OCH,CHj3); 3.79 (9H, m, OCHj5); 2.16-2.20 (2H, m, NCH,CH,CH,Ph); 1.74-1.76
(2H, m, NCH,CH,CH,Ph); 1.34-1.38 (3H, m, OCH,CHS).
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L 36

AR BT IR A IR EAT AV RN A WA b &R IT B AE 2
Wi P ik ) 24 BEATE AL

RSN I 1B R

5313 Hela(ESUE M) HepG(A\FFEZ ). BGC(N B
). Bel7402( AFFEAM). MCF-7(A\FLIRE A ). U251(A\KR
JEAME). KB(AOfE LREAIM). AS49 (FiE4IME) Mk, X
F MTT AT . BATENT: 438EKRSRE. &Fx
BAEKIMMAERLL 1x10° 4NMml KRBT 96 FLI, BT 37°C.
& 5%CO2 HIEFRFTHISE 24 /DI, FEIEW, BORTESERE, A
REMBENEY), SR 48 /DI E, FEIEFW, BFLIN 20ul &
Smg/ml MTT K] RPMI1640 35573, R4S 4 /DR, N0k HIE
Ja, BFLIA 100p] K DMSO, #&k#%4) 10min WHETTIE, BE/S HESHR
{4 OD B, K 490nm. A TR K —F MR E T K4 MRaFE

FIEZRY%=F 4T OD {E/% B4 F1 OD {Ex100%

DL T R 2 ik BE X B I, A E RS SK NN RE M) ICs,
{E.

RBAERNE 5.
£S5 ZEBRIEERREDHEIT 8 MK R ICso{EH (pmol/ml)

40
ey Hela | Bel-7402 | BGC-823 | HepG2 | MCF7 U251 KB AS549
3 ND 9.6 9.6 14.2 6.7 6.8 2.6 6.7
4 11 14.5 8.5 7.9 ND 25.2 6.2 21.7
5 5.4 13.7 40.7 3.077 4.99 14.8 5.5 12.2
6 9.99 76.9 37.8 15.9 16.17 50.5 8.3 213
9 >125.1 >25.2 >25.2 >1259 [ >125.9 | >125.9 | >1259 | >125.9
11 4.81 >19.5 8.9 15.7 6.3 21.2 3.2 6.4
12 2.8 3.47 6.8 11.4 4.1 9.2 1.3 1.6
13 5.6 5.19 11.6 11.4 7.8 8.5 5.4 4.4
14 16.4 >41.2 85 >103 294 ND ND ND

23
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15 36.8 5.4 10.3 10.3 83 ND ND ND
16 >283 ND 35.1 29.9 34.5 ND ND ND
17 >253 254 16 14.6 >253 ND ND ND
18 88.7 34.8 14 124 68.9 ND ND ND
19 >244 393 23 12.9 >244 ND ND ND
20 70.1 343 18.3 <10.1 41.9 ND ND ND
21 >237 24.7 323 21.1 >238 ND ND ND
22 >215 >116.8 21.8 17.4 45.98 ND ND ND
23 >226 >123.2 19.5 15.7 >230 ND ND ND
24 147.4 73.5 18.6 <7.88 >187 ND ND ND
25 >212 >115.2 19.8 16.7 102.1 ND ND ND
26 3.59 342 34.5 36 10.3 76.8 41.6 359
27 >117.8 | >117.8 83.97 753 >117.8 ND ND ND
28 39 2.54 4.11 4.07 3.8 3.7 <14 1.7

29 1.5 <14 <7.01 <7.01 1.8 2.1 <14 2

30 3.1 1.98 2.46 3.85 6.6 2.9 0.74 3.3

31 4 2.2 2 3.89 >83.5 29 <1.3 1.6

32 6 5.7 3.9 >134 6.5 8.2 5.3 4.3

33 <13 7.5 4.2 32 ND 14.8 12.6 14.4
37 ND >381.7 >95.4 ND ND >95.4 >95.4 | >95.4

& NDRRAM.

PNRBEFERR:

RN R (FridseRsi+.oRft, SHIES: SCXk(#7)2003
—0002), VKE 18-22g, MEligE . 45 10 F/NR—4. WHISRA4EE
EhKF 0.5% CMC-Na (REEAHEN) BB BETALER, &
R IERE, FERE 05 F. &#FERKEE, SR R
M8 80 BE B, ARG EEI A 0.5%CMC-Na IR 2 Fif ik RN A,
L AR 0.5m1/20g /DR, R BIRERS 2. BRBAM/ANR, i
ABEN A, SHENERESNEESZ, E/ R4 255 KE0 e
R FET-EhIBEAT R INEE, GBI — M, Hiexk_M
WENFLTIR AL . — A e TG s gt AT #), WLEE St v it 28 i) 9
A, BESLRERENESERERE. RIESHAMPSET-H, U
Bliss JTVETHE WL BIEAE (LDso 8-
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®6 WeYaxt/PRBERESAMZHEE

e FIE s | BT (R T LDsg
mg/kg R 123456789...21 % mg/kg
100 5 500000000...0 100
50 5 500000000...0 100
i 25 5 410000000...0 100
12.5 5 020000000...0 40
6.25 5 010000000...0 20
100 5 500000000...0 100
50 5 500000000...0 100
Vi3 25 5 320000000...0 100 12.5
12.5 5 030000000...0 60
6.25 5 010000000...0 20
100 10 1000000000...0 100
50 10 1000000000...0 100
S 25 10 730000000...0 100
12.5 10 050000000...0 50
6.25 10 020000000...0 20
x7 WEY s NIREEgRGASHERELR
BER Ziil)¥ ;Y | o (KD FETF LDs
mg/kg = 123456789...21 % mg/kg
100 5 500000000...0 100
50 5 500000000...0 100
i 25 5 020000000...0 40
12.5 5 010000000...0 20
6.25 5 000000000...0 0
100 5 500000000...0 100
50 5 410000000...0 100
i3 25 5 020000000...0 40 30
12.5 5 000000000...0 0
6.25 5 000000000...0 0
100 10 1000000000...0 100
50 10 910000000...0 100
e T 25 10 040000000...0 40
12.5 10 010000000...0 10
6.25 10 000000000...0 0
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x8 WEW 6 N NREKEEREAI T LR
. & BYE | BT aA (R TR LDs,
mg/kg = 123456789...21 % mg/kg
100 5 500000000...0 100
50 5 500000000...0 100
i3 25 5 320000000...0 100
12.5 5 210000000...0 60
6.25 5 020000000...0 40
100 5 500000000...0 100
50 5 410000000...0 100
T 25 5 120000000...0 60 12.5
12.5 5 110000000...0 40
6.25 5 000000000...0 0
100 10 1000000000...0 100
50 10 910000000...0 100
R 25 10 440000000...0 80
12.5 10 320000000...0 50
6.25 10 020000000...0 20
K9 ey 12 3 REREEEHIEFEMLE
ﬁ‘%‘] & LY/ A 2 TGN 1A LDsp
mg/kg H 123456789...21 % mg/kg
50 5 500000000...0 100
25 5 500000000...0 100
M 12.5 5 400000000...0 80
6.25 5 210000000...0 60
3.125 5 020000000...0 40
50 5 410000000...0 100
. 25 5 320000000...0 100
i3 12.5 5 120000000...0 60 6.25
6.25 5 200000000...0 40
3.125 5 010000000...0 20
50 10 910000000...0 100
. 25 10 820000000...0 100
i3 12.5 10 520000000...0 70
6.25 10 410000000...0 50
3.125 10 030000000...0 30
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10 A 13 XN IR R4 BRI
s IR DG | (K| ErE LDso
mg/kg R 123456789...21 % mg/kg
200 5 500000000...0 100
100 5 410000000...0 100
3 50 5 220000000.7-0* 80
25 5 200000000...0 40
12.5 5 010000000...0 20
200 5 500000000...0 100
100 5 410000000...0 100
i 50 5 200000000...0 40 37.5
25 5 110000000...0 40
12.5 5 010000000...0 20
200 10 1000000000...0 100
100 10 820000000...0 100
e 1 50 10 420000000...0 60
25 10 310000000...0 40
12.5 10 020000000...0 20
x11 WEY 28 S NRBERERBALaMEMLR
s Al Sl [ secads O | s LDy
mg/kg R 123456789...21 % mg/kg
50 5 500000000...0 100
25 5 500000000...0 100
U 12.5 5 310000000...0 80
6.25 5 210000000...0 60
3.125 5 210000000...0 60
50 5 500000000...0 100
25 5 410000000...0 100
e 12.5 5 210000000...0 60 3.125
6.25 5 210000000...0 60
3.125 5 110000000...0 40
50 10 1000000000...0 100
25 10 910000000...0 100
i e 12.5 10 520000000...0 70
6.25 10 420000000...0 60
3.125 10 320000000...0 50
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R 12 AEW 29 WA REEGEEEA IR ELE

¥l FE hs | JEToard (R A LDs,
mg/kg H 123456789...21 % mg/kg
50 5 500000000...0 100
25 5 410000000...0 100
i3 12.5 5 220000000...0 80
6.25 5 210000000...0 60
3.125 5 110000000...0 40
50 5 410000000...0 100
25 5 400000000...0 80
Tt 12.5 5 200000000...0 40 6.25
6.25 5 110000000...0 40
3.125 5 110000000...0 40
50 10 910000000...0 100
25 10 810000000...0 90
B T 12.5 10 420000000...0 60
6.25 10 320000000...0 50
3.125 10 220000000...0 40
® 13 ALEY 31 N DNREBERAEL [T LR
) & ;IE | T R PET-F LDs,
mg/kg H 123456789...21 % mg/kg
60 5 500000000...0 100
30 5 500000000...0 100
i 15 5 310000000...0 80
7.5 5 210000000...0 60
3.75 5 200000000...0 40
60 5 500000000...0 100
30 5 410000000...0 100
i:3 15 5 210000000...0 60 7.5
1.5 5 110000000...0 40
3.75 5 010000000...0 20
60 10 1000000000...0 100
30 10 910000000...0 100
M T 15 10 520000000...0 70
75 10 410000000...0 50
3.75 10 210000000...0 30
N HUE R

BHFANR GRrEERsMY T O0RME, SHIES: SCXK(H)
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2003-0002), REIH 18-22g, HEMERE T, AgRESZICAHEH E—HEH.
PURE SR BN 10 R/ANR—4; R A /N R S180 (i
PRI RE R FTIE A R G EE AR YR, BRI LERE
KA 0.5%CMC-Na ¥ ZiAAYFNEH LUAZAYIRRE BIRE D
LDso {0 1/5 HFHE; BRI ZRFER, LRI/ B Tween-80 I
B, BTN 0.5%CMC-Na BB E Tk ERIA] . SZIG4AFR
0.5ml/20g /M. BEIESEZ, BR 1R, ELLAZ 10 K, 1425 10
Ko VXIS LSRN B R, BT RYARERRE, 8K
1R, EZL10 K. FHMHEXTER CTX CGREEBLRL) 3% 30mg/kg RIFIE,
BR—IK, ELET R, XKABNTIMERE FEMER . EE&HT
BAKHER IR, ASRIERIERLA 1x107/ml HARE®R, T4
Nv1E EREE THREM 0.2ml/ B, IREIREE R ITHTREY, =AERL
&MY, FIBHERE, B FRITEIEE.

R R %= (X AP E— ST E) AR
18 B ] %< 100%.

Gt )E, BTSN RENN R, EEWERESHIBEK.
R, SRR

KB LRI TE 14,
14 X/ A S180 HIHTAhedy7 R sc i 48 1
Y HWPEE (g BHE g R
=) gk gﬁi () B/ER X+SD(g) %
1 il
me/m g | Bk | B2k | K ok | mim| @k
4 1.25 ip><10qd 10/10 20.2/25.8 | 20.2/21.9 1.06+0.36 0.97+0.34 63.5 60.6
5 3 ipx10qd 10/10 20.3/27.8 | 20.5/26.3 1.64+0.45 1.39+0.61 43.4 43.5

12 3 ipx10qd 10/10 19.8/29.6 | 20.4/26.8 | 2.39+0.21 1.97+0.92 17.6 19.9
13 2 ipx10qd 10/10 19.7/24.1 | 20.3/22.8 | 2.75+0.17 2.38+0.63 52 3.2
16 30 ipx10qd 10/10 | 20.6/25.4 | 20.2/25.1 1.23+0.32 1.15+0.35 57.6 533
28 0.3 ipx10qd 10/10 | 20.8/23.4 | 20.2/26.5 2.12+0.41 1.88+0.45 26.9 23.6
29 0.5 ipx10qd 10/10 | 20.3/26.0 | 20.8/22.7 1.77+0.60 1.37+0.59 38.9 443
31 0.75 | ipx10qd 10/10 | 20.5/28.8 | 20.2/24.0 1.91+0.60 1.59+0.49 34.1 354
B | £
XHRR | R
CTX 30 ipx7qd 10/10 | 20.0/22.5 | 20.1/22.3 0.09+0.03 0.10+0.03 96.9 95.9

ipxi0qd | 10/10 | 20.7/253 | 20.4/26.7 | 2.91+0.63 2.46+0.49
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