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1. —FMEERIERNTAY, HEEET FREXROEY) ML

R;
—
R7 \ / N+_R2
o
Ry
Ry V()

Hr,

Ry Bk HE. Crendt. 28I BEEL A RIRER . RIR EL . CH=ENNHC(O)NH,
CH=NNHC(S)NH,. CH=NOH. CH=NOCH;. CONHRa. COORb. CH=CHRc.
CH=NRd ! NHRd, -,

Ra A& Cisbide. # C (EREAIEMRIRE;

Rb APEGREE, Hrp, BEASEREE. HBHE. RN,
Re Ay 75 FEBURIEE

Rd J C)- SRR C) ¢ FEEERIE;

Ry 2B CiobidE. FHE(C-o)bi;

X L EAVBRRBCEHIRE: B3, Ry X RN ALFLE;

R; it HE . B3 . CHOH)SO;Na. CH=NNHC(O)NH,. CH=NNHC(S)NH,.
CONHRa. COORb. CH=CHRc #! CH=NRd,

HA, Ra. Rb. Rc 1 Rd &40 EFrzE A,

R, RIEBS. BE. Cois . HE(C -o)ptE . COCH,CONHRa.
COCH,COORb; Hrf,

Ra F1 Rb 2 L Frse X .

Ry BIEHE. Ciehtdt. BE- C b, FE(C -k

St

(1)~ H R\ Ryw Ry FI Ry HUAENRT, Ry AREAE B CONHCH,CH,NH,;

(2)~ MR, NFERK, Ry,v Ryv Ry Ry ARERIRTAS;

(3)s X R HHE., R, AFEEH R,y Ry WWHER, Ro MEERE. Cra ik,

RO, FEBRNE;
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(4)s BAR AHEH Ry. Ryl RoBHERT, Ry ANEEH Coyo SEEE;

(5)s AR AHE. Ry AHFEE. Ry AIEREH Ry A HEER, X A4 IRFIH;

(6)s H R~ Ry IR, ENE H Ry WERNERT, Ry NEENE. FE. 4-FAVEE.
3-HAFEAANE;

(7~ H Ry Ry RyFCHEARS, Ry Fl Ro NRERI A HIE, FHE 23,

(8) TR NHE., Ry AR RyAFHEEH Ry WENERT, RyFRENZE. T
. FE, 4R EMRRE;

(9)s H R AHE. Ry A RyEFAE H Ry AEHIEN, R, ABENE . BE. Cag
KR FER R (C )b E .

(10). HR AFE. Ry ATE. Ry AE B ROAVKNER, R, ANBENEA. B
Crs BT FEFNZEIL(C )bt 25

(1D BR A3-AARFEH R, Ry Ry EHNENT, R ABERENH;

(12). #A R, NHRd H R, Ryv Ry 2 AER, RyARERE:; Rd 2 e X
E/‘];

(13)s 4 Ry AEEFHE. Ryv Ry Ry¥IHENT, Ry REERL CONH(CH,),NH, (n
=2 8, 4). CONHCH,CH,0H;

(14)- % Ry BB F % Ry y CONH(CH,),NH,(n=2 8 4) 5 CONHCH,CH,0H.
R, MR, ¥ HERT, RoANBERFHR., 2K, FTH., TESAETEE.
2. WHMESK 1 Frid & R, HAp,

R, 21k B & ML FE | BEEL . 3R RIRER . R R £ . CH=NNHC(S)NH,. CONHRa.
COORb. CH=CHRc 1 NHRd, H#,

Ra Jfy Cip fedk. B Cor-o St e el L- B AR,

Rb N EFE. A¥E. &M BEAESTCINbE,

Re N ZRFLELAIN L,

Rd 5 C i, FEFEE Cy—o biFEE I
3. BUOFEK 2 Frid b &9 gk, Hd,

R, 21k B A ihiE . IR 488 RERH . CH=NNHC(S)NH, . CONHRa. COORb.
CH=CHRc 1 NHRd, Hr,

o
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Ra b L-ENRRIZE. L-ARRIRE. L-BRERKE,
Rb A %FE . ZPEEU AL,
Re A 4-F A B R BL L 4- TR 2,
Rd A Co-g JidE & 2.
4, BRESR 1 frid et R iR, HA,
R, &L A, FE. KNE., BRE; X AEBUR; 3, R X R ARELE.
5« BRIEK 1 frid b &9 It #, A,
R; % H & B # . CH=NNHC(S)NH,. CONHRa. COORb. CH=CHRc¢ #1 CH=NRd,
Hrr,
Ra y Ci-p Jidk. B Co-g Sidh sl L- 2 BRI,
Rb AHEWE. KRB, 26, WMBESVEBTCHNE,
Re J 2R FE BRI,
Rd A C, Je2Eak Cyg K E I
6. BRI R 5 frid b & R H gk, HA,
R; 1% B &l B¥ % . CH=NNHC(S)NH,. CONHRa. COORb. CH=CHRc 1 CH=NRd,
Hrh,
Ra HE Cro piFEm AL L-RNEARIE . L-ARIRIE A L-BR R BRIk E,
Rb A% bE . PR E AL,
Re & 4-FREFE R B 4-HIE R,
Rd g Cy-s JeFEHH .
7. BRIZER 6 i &9 KL E, H,
R; % H&. CH=NNHC(S)NH,. CONHRa f1 CH=CHRc, HH,
Ra i Cole @A L- RN R RIRE S L-B A IR,
Re WA 4-FEERHE 4-THERE,
8. MUFIEK 1 Ay R s, H,
R,iEBHA. ET%E\ COCH,CONHRa #1 COCH,COORb, X,
Ra Jj L-ARNRAIRERE . LB L-BRR BRI,
Rb AH W LU A2 .
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0. BUFIZK 8 ik b &4 e H &R, Hp R, AESIE THE.

10, BUMEZER 1 EY RILE, HP ROERSA. ETEMERNE,
v BUNESR 10 Frid b & K 2, Hd Ry HIET .

12, BURJZSK 10 Frid b &Y R, HA Ry HFRFE.
13, BURIZSK | Frd itk &4 e L s, o,

R, B HE. MrE. BE., RRE. RO, RK . CH=NNHC(S)NH,.
CONHRa. COORb. CH=CHRc I NHRd, H#,

Ra j Cip fidk. B Copo SR ILEL L-H AR,

Rb NI % ME . AWE. BWE. MR,

Re A ARFEB LI,

Rd 4 Cy JEFEEY Cyg biE &I

R, ZIEHE. FE. KN, FERKE,

X AEEUR; B, R, A X FBAFLE;

R; 1% B & B % . CH=NNHC(S)NH,. CONHRa. COORb. CH=CHRc¢ 1 CH=NRd,

H, _

Ra g Cio fikk. B Cypg SRR L-RE IR,

Rb HHEHE . ABE. . BREESTCHHE,

Re AR FEB VIR,

Rd H Cp FedEml Cy-g FERR I

R,EBE. ET4H%. COCH,CONHRa A1 COCH,COORb, H,

Ra 4 L-ZRNEMIERE . L-OILMREIE D L-BR R BRI,

Rb KRN 2B A A%

RyIZBE. IETEMAERE.
14, BUFIZEK 13 Frid & AL, H,

RiZEBEER. MIEE. RERW. @-FEE)KLEE. @-HE)IELFIE. B,

R EMARIE . CONHRa F1 NHRd, 3,

Ra 24 L-BERIRFRE S L- RN,

Rd R Cy-y JRER I

1

wm»—a
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RyEBEE. FH. FREDHERKE,
X & BFEEGR: 8, R M X FIAFTE;
R; % H4(. CH=NNHC(S)NH,. CONHRa #1 CH=CHRc, H,
Ra 4 L- XN AR E B L- BRI
Re 2 4- IR 4- 2K 5L
R,EHS. ET4HHEE. COCH,CONHRa Al COCH,COORb, I,
Ra J L-ARNERIKIE . L- ORI L-BREBRIRIE;
Rb AE% . B RN
RyEES. ETHEMERE.
15, BURZE K 14 FTdRIt &Y R EHE:, HA,
R, EEAMEE., RBRW. @W-FEE)XLHE. @-HEY)XLHE.
CH=NNHC(S)NH,. CONHRa & NHRd, HHrf,
Ra N L-BS SRR I B L- 2K R R I
Rd H Coy FEE A I
Ry G BEFNE; X EBHEFR; 33, R M X R AFFLAE;
R; A&;
R,EHE. ETH%E. COCH,CONHRa Al COCH,COORb, Hr,
Ra & B L- AN E MR L-BE 2 BRi%E;
Rb & E BB, R pE A b
Ro it B IE T ZEFR A4
16« R IKEY, rdtbE&¥iEs:
7-F2FE-9- 2.3 1- I - B-IHE I,
7-$25E-9-1F T 5~ 1-FF 5E-B-IHR i,
7-$25E-9-F T HE-1-H 2B,
7-5 T EFE-9- 2,3 1- FH FE-B-FTHE,
7-FEEE-9- L K- 1-H FE-B-HR MK,
T- KN HE-9- 25 -1-F FE-B-HRIE,
7-5 T Se A FE-9-1E T 25~ 1-FF - BT,
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7-(3°,3°,3"- = \-2-F2 ) A B BUAE-9-1F T 25~ 1-FE L -B-FRi,
7- R FE-9-TE T 5E-1- FE 2E-B-Hi,,

7-1E T R EE-9-7 T F-1- 1 EE-B-HRik,

T-IE e FE-9-7¢ T - 1- H - B-FRik,
T-FRNEFE-9- 72 T 25 1- FHIE-B-PRik,

7-5 TR K- HE-9- 2 F- 1 - I FE-B-HEmRIR £

7- R IE-2- K HE-9- £ FE- 1 - FH B MR IR 26

T- R FE-2- K HE-9- 2.2 1-F 3B R 2,
7-RARIE-2- N EE-9-IE T - 1- L -B-HRIHK IR 2

7-5 T BFE-2-FEE-9-1E T 3 1-FH EE-B-HR IR 5,

7-1E T R F-2- R EE-9- 57 | Be-1- I JE-B-MR bk R 2,

7-1E ke -2-" N 2E-9- 57 | 2k-1-FH 2B iR 5,
T-RNEHE-2- W HE-9- 7 T - 1-FH 2L -B-HRmb iR &,

1-(3°,4°,5 - = A BE) R - B- R IHR-3 R BR 2. i,

LI 13,45 - = FEE)RE-9- [ T H-B-Hmk-3- R R B8,
1-(3°,4°,5° - = ) K I -9-1F T F-B-MHI-3-3R R,

N-F2 2. 2E-1-(3°,4°,5° - = WA R BE-9-1F T 5E-B-FRmk-3- F BE A%,
1-(3°,4°,5 - = H & 55 ) R 2 - B- ik,

1-3°,4°,5 - = ) R E-9-1F T F&-B-Hemk,

ZEE B-FRMK-1-FRER R,

LFE 9-1F T ZE-B-HRmk-1- 2R B2 Bk,

9-1E T Z&-B-FRIb-1- 3218,

3-5% F BE-9- R AL -B-F Ik,

3-32 F EL-9- IR N JE-B-FR I,

3-FR FHFE-O-1F T 2E-1-FH 3E-B-FEHE,

1-(3°,4,5- = A ) FRF-3-FL FH JE-9- 1F T F-B-FEDHE,
3-PERL-9- AN HE BRI,

3-EHE-9- 2K T FE-B-HR I,
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3-PEFE-9-1F T 2E-1-FH 2E-B-FRIHK,
3-BEFE-9-(4°-F) N EE-1- - B- IR,

1-(3°,4,5° - = A B ) R A -3- [ 5E-9-1E T 2E-B-He ik,
9- R FE-B-PRIN-3-BE R 48 H R

- K P 2 -B- R IbK-3 - FE A AL B MR

9-1F T HE-1- FH BE-B-MRmpk-3 - L4 2 ZE ARt 0K

1-(3°,4°.5-= Eﬁ’fu%)il*x%&-ﬂiT%_-%-B—ﬂ%ﬂ%%-%%éﬁﬁ%@ﬁﬂﬁ,

3-F2 B BE-9-ZR TN 25 -2- 5 -B-PRIR 2
3-BEFE-9- IR TN -2 EE-B-HEIR VR £,

3P Jk-9- 2 P k- 1- R G- B-THR R . A B S B I 2
1- B - 0- 2K A 255 B-FHR IR,

O-ZK P FE-B-THE IR - 1 - 45 E FERUR »

-2 TR - B-FHR bR - 1 - 4 FR 4R

N - (4-B-FEK-ZRE L BE) KRR L8,

N - (9-1E T B&-B-PEME-3-F ) RN 288,

N - (9-1E T 5&-B-FEmK-3-FRBE) HONZEER LR,

N -( 9-FFE-B-HeMbE-3- I E) KNSR 4B,

N -(9-ZK R -B-Hmk-3- FHBE) SRR 2.0,

N -(9- KR H-B-FRIE-3- H BE) RN ER LE,

N -(9-1E T Z&-B-Mmih-3-F L) KNEIR,

N-( 9-ZE P ZE-B-HRI-3- FE ) R &R

N- (2-"F3E-9-ZR N FE-B-HRIbK-3- FRBE) RINE R L HgiR 2,
N-(B-PERE-1-F ) RNEIR L85,

N -(B-HEWE-1- B B KA &R,

1-0-(9-1E T F-B-HEMk-3- A B EE )-2,3,4- =-0- 2K PR 2E-B-D- Mt o B AR B

1-O-( 9-F TN H-B-HERpk-3- F IR EE )-2,3,4-=-O-2 F k- B-D- it el B A

1-0 - 9-1F T Z-B-MEmk-3- k3 )-2,3,4,5-00-0- 2. B Ik - B-D-it ey £ 75 25 4%
1-0 -( 9-ZK A F-B-HEMR-3- FHEEIE )-2,3,4,5-T0-0- Z L EE-B-D-1it iy 75 25 25 4

8
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7-B-D- e 25 78] 2 0 A -0 2R T 25 - 1- FH K- B-PHR b

7-B-D-ME T R A HE 48 FE-9- 1F T 35 1- F - B- IR T,

1-(4- PRI LIHE)-9-1E T H-B-FRuk,

1-(4°- PR JE- 38 20 K )-0- 25 DR - B bk

1-(4-F B 20 3E)-7-1E T 8 3 -9- 7K 7 25-B-THEIE,

1-(4-HEFE-2K L0 3E)-7-1F T S 5E-9- K TR 3E-B- IR,

1-(4- U5 207 3)-2- 1 2E-0- I T 25-B-HRMIR 2,

1-(4- R EE-K L7 3E)-9- K A -2 F 2E-B-HEmh IR 26,

1-(&- -2 IR ED)-7-1F T 8 E-9- N FE-2- " 2 -B-HR VR £

1-(& - -2 25 3E)-7-1E T EH-9- RN EE-2- R 2 -B-IRIK R L,

1-(3-PHE 25)-0- IF T 2-B- e, '

1-(3>-MRLBE 2E)-9- "R - B-FR 1M,

1-(2° -2 JE Z B0y H e - 9- 2 T - B- IR i,

1-(-F ) LHEHE-9-1E T F-p-HRuk,  F1

1-(2- 85 L IEFE-9- 2R TR 2 B- IRk .
17. BRIE K 1-16 E—THR 1 M A IERI&1EITYUR P N .
18. —MAYMAEY, FRAYWAEDEET — M2 PR EK

1-16 /£ — IR R T W4 & 9 DL Al 5 Y 29 L 20 570 0 /34 L
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E IR BE AT W) S Y

BRI
ARWET AP EWIE, Hig & B-HEw AR &9 IR A,
EERAM, WRESIREERATEY A EAETITE AT RN

TR

LERERLARLUYAR T ZWAEEH, FEAWANAH: ML
WEPEAMGU R TG . KGR EN S AT AW 275 M R IUAE T K
BERES T, ARESERAXEEM, fIolELu. BE. FERMERRK.
Per iy AR SRS Ry S M1 R USSR s FE0 SR FE R 7 h 42 X AG
T O SR R AR BT, R I 25 S 0 G T B R 9% e S R Y 7R PR
EAEMIBERT 6 FHASNESR AR MG BB EE, XT3 MR
MAEVERRAN 3 R EAR BB YA R R MEIER, StnsiTEREAH
AHFEEH.

PINER F X 2 AR G T R AR T R UM 25 . 24 1 R 55 2R A5 I PR AU A
o, ELIEXT RN . BRI R 2 I R AR S A R R ARE . AR e
s E. AEEHRSEVR, BHTRINEERIEERN EEMEHENE (=
BERUUABKER . BB ML) AR FIRIEK.

HJE, PR RIS ERM S ST s e, LIRS
PUIP R R EARSS K . (B H T 24 AT E S I8 SEE AT AV 1 PR & AT
B B140 CN1552711A F1 WO/2004/106335 A TF T X £ S L4LEE 4L F 451
BT T RS SUE, KT AR PURE Y B BiR m H 2 S B E R
ERIRIEERTEY, (HRZXEEUE AL EXT e /N B AR IR AR B R HIR 2 B
mtRE 46.9%,

g LRid, AWM EERIEERATED R Z B T IR EE R RE M E
BB, MARKNHG R, B fe—Fh ol 2 S 5% e EmAT £k
Y (5)7 N

10
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.
AfFR DR BORRBREG, AR KFNRMEEES. B&F
et HEAmKN R R0 EEBIEERTED.
A5 — B 0 RSB LR b2 1 8 % Y T TR 1) 2 47 T 0
ARIPERM TN DA EY, HATXENEY KL% L2
BARFN/BIRTE ] o
REBHRER T WL ED:

R;
—
\  N*—
R, _N*—R,
x-
ITJ R,
Ry (D

Hr,

Rl RIEHS. Cie it AP, BR. RE. REE. BB,
CH=NNHC(O)NH,. CH=NNHC(S)NH,. CH=NOH. CH=NOCH;. CONHRa.
COORb. CH=CHRc. CH=NRd i NHRd, Hr,

Ra A& Ci¢htF. B C (AR EREERELE;

Rb AHERREE, Ho, WEASHE. TRREE. WS,
Re A 75 B LR IR 4L

Rd b C-¢ KT B C, ¢ HLEE R I

Ry ZIEHE. Cr-ehid. F7E(Ci-o)hE;

X 1% HAVBARBEHERR; 808, RoF X R ATELE;

R; A&\ #¥. CH(OH)SO;Na. CH=NNHC(O)NH,. CH=NNHC(S)NH,.
CONHRa. COORb. CH=CHRc Al CH=NRd,

H#, Ra. Rb. Rc #1 Rd 240 FFTE LY,

R, BIEHE. BE. CshEHE. FHEC ot EEE. COCH,CONHRa.
COCH,COORb; HH,

Ra F1 Rb &2k e L,

11
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Ry ZIEHE Ciofidt. FBE- Ci¢hidk. %%(C1_6)j:}‘%%;

MR

(D H Ry Ryw Ry FA R HAENT, Ry AREAZE CONHCH,CH,NH,;

(2) H R, AHFER, R, Rs. Ry RoNEERIFTNE;

(3)s B R AFE. R, WFEEH R,y RyWAHER, RoABENE. Cry bk,
FBROHE. FEBRNE;

(4)s LR AHEHR,. Ry M RyHNEM, Ry ANBEN Cougo A

(5) H R AHHE, Ry AHFEE. Ry HIEREE B R, I HEERS, X AR,

(6)« H R\ Ry Fl R, &AS H Ry HRNER, Ry AREAE. T, 4-BAF
B, 3-EARFEEIREE; _

(7~ H R+ Ryv RyABHEN, R, F1Ro ANBEFIAS A FE., K 2%

(8) M RIANHE., Ry NS RO AFEIEH Ry ANEHNER, R, AREN LI
THE, FHE. 4FAFTEMNENE,

(9) H R, WHEE. R, A Ry &#AE H Ry WA, R, ARENE. FRE.
Cig TRAAFER R IEL(C )b 3

(10). HRCHHE, Ry IFE. Ry WE A Ry AFRAER, R, ABENE. £
B, CrLe BEEIIER(C )b E I,

(11). MR, A 3-HAFE H R, Ry. Ry &HEN, Ry NRERFHRE;

(12)» 3R, NHRd H Ryov Ryv Ry &N, Ry ARERE: Rd2UWLATE
X H;

(13)s HRAEEFE. Ry Ryv RyIHIAZR, Ry AR CONH(CH,).NH,
(n=2 8, 4). CONHCH,CH,OH;

(14). 4 R, AEHF . Ry & CONH(CH,),NH, (n=2 8 4) 5
CONHCH,CH,0H. R, f1R,¥Jh&EHf, RoANGERHE., Z&. ET £,
FEMLHEFE. |
X IR EY RHE, H,

R MBIk REEA. MoEd., B, RIE. RREE. R E . CH=NNHC(S)NH,.
CONHRa. COORb. CH=CHRc #1 NHRd, H+,

Ra i Ci—p JedE. B Cyp-e iR B L-R IR,

12
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Rb HHIEWE. ABE. 20, BERZBEECENNE,
Re A RFLBAMIE,
Rd J Ci JEEET Co FEEEE I
X I WA EHE, H, :
R, BIERE BE . WIEE . RM L8 R H . CHENNHC(S)NH,. CONHRa.
COORb. CH=CHRc 1 NHRd, H,
Ra A L-RANAREE. L-OKREE. L-FRERKRE,
Rb NHIERE . R pH B E A HE
Re & 4-HE AR BB 4- R AR L,
Rd 7 Co-g Je R .
X I ey LHE, K,
R, &k B 2. KN, BRI,
X HFER: #H, Ry Fl X RN AFLE,
X I BB EdREE, K,
R; ik 2k 4. B, CH=NNHC(S)NH,. CONHRa. COORb. CH=CHRc
A1 CH=NRd, H:H,
Ra g Cip JikE. 5 Copg SRR I L- R AL A,
Rb HHIENE. AW, B0, WEAZEETICHNE,
Re MR FEB AN,
Rd 4 Ci-p FeFEBL Co-g FEFER I
A I WEH AR, H,
R; BALE R E B A BE . CH=NNHC(S)NH,. CONHRa. COORb. CH=CHR¢
A1 CH=NRd, H+,
Ra HH Cp o IERAE . L-RNERIRE. L- BRI - Rk,
Rb A& WE. sl 2,
Re W 4- AR E B 4-fHHEARE,
Rd A Co-s BiEE
X I HWtbaEY LHE, H,

13
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R, BRI 2% B 4. CH=NNHC(S)NH,. CONHRa ! CH=CHRc, HH,
Ra Jfy Ce @ A L- RN A RIR AL - & B vk &
Re A 4-H IR B 4-THE IR 2 .
A I W& RHEE, H,
R, ik Bk HE. IE T4 3. COCH,CONHRa 1 COCH,COORb, HH,
Ra i L-RNEIRIRE . LG L-ERa IRk A,
Rb AHIERE . ZEEUR EALHE .
X I WA Y &L, Hi R, BIMIEASEET 4.
AT WLEY REE, Hd RoRIENE. ETEBERRNE.
NI WHEY A, Hd Ry HENIE T HEBEANE.
X I WGP LR, K,
R, LIERIEBE. Mbhe st B IR FRIRER . ARERE . CH=NNHC(S)NH,.
CONHRa. COORb. CH=CHRc #1 NHRd, FH,
Rah Ciobidk. B Coo bl B Al L- R ERIAE,
Rb NFHZENE. ABE. ZWE. EALPEEIAE,
Rec N ARFEEZIF AL,
Rd H Ci JeEEE Co—g BT BRI
R, ik AE. FE. RRE. BEBE;
X ARER; &, Ry X [FE AT
R; ik HE. #&. CH=NNHC(S)NH,. CONHRa. COORb. CH=CHRc
CH=NRd, H+#,
Ra A Cio bidk. 8 Coo iR A S L- A EMRIKE,
Rb HHIENE. AKE. 205, BEXHEETCIARE,
Re N RFEELININE,
Rd Jj C) JEHEE Cp-6 SiEEEIE;
R, HE. FT4%. COCH,CONHRa Al COCH,COORb, 1,
Ra i L-R AR IRE . L-BEIRR I L- B AR E,
Rb KRR B E b

14
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RyEBAE. ETEMNENE.
X I WHEDAHEE, H,
R, BRIERE BE. s, RRW . @-HEE)ELEE. - THB)FLE
. BE. 4EEMRIE. CONHRa fl NHRd, HH,
Ra A L-BS R BRI A L- RN & BRIR I,
Rd f{3E Co-y etk 2 3L ;
Ry BE. FH. FHIELIHERE,
XEBEBR; B, Ry M X [FE AT
R; % B4&. CH=NNHC(S)NH,. CONHRa #1 CH=CHRc, HH,
Ra A L-R N & BRI L-BEE Rk,
Re b 4- RSB R AL BN 4- AR 2
R, B4 IFJ%¥*¥. COCH,CONHRa 1 COCH,COORb, Hr,
Ra 4 L-ZRK R EBRIEIE . LR L-BE R BRIk
Rb HHIEWE . s e EUhE,
RoyIEBE. IETEMAENE.
X I & LHE, HA,
R, B HIPLE Rk ke B RIREN . (4-FEF)E LIGE . (@ -THE)K LIEE.
CH=NNHC(S)NH,. CONHRa ¢ NHRd, HH,
Ra N L-BSEBRFR E Bk L- RN & IRk A
Rd y C,-4 e
R, & BEMFE; XEBEIR; B, R M X FNAFEE;
R; N5
R,EBEE. IET%%. COCH,CONHRa 1 COCH,COORb, Hr,
Ra i B L-Z N &R AN LBt s B A s
Rb & BT A%HE RN E %N
Ryt B IE T EEAMAR 2.
WRAR W, ML & 4is B FANEE — ML
7-3535-9- 7,51 F LB, '
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i

B

S

EYVNRYT

7-F22E-9-1F T %-1- H JE-B-HR Wi,
7-523E-9- 7 T FE-1-FH - B- IR K,

7- A HE-9- L FE-1-FE B -B-R i,

7-F R IE-9- 2.5 1-F 2 B-IHE I,

7-1E T4 3E-9- £ 5E-1-FF JE-B-IRjk,

7-5 T 8 FE-9- 2,5 1- FA FE-B-HEIHE,

7-1E I8 2E-9- 2, - 1 - FH BE-B-IHR i,

T- N EIE-9- 2. FE-1-FF FL-B- R,

7- AR EIE-9- 2. FE-1-F I -B-HR b,

7- KN EFE-9- 2. FE-1- T 2E-B-FEWH,
7-ZEHE-9-1F T - 1-F FE-B-IRHiE,

-8 AR FE-9-1E T 2k 1- FF 2B PRk,

7-1F T e 2E-9-1E T 286~ 1-H 56 B-IRmk,
7-5¢ T e FE-0-1E T - 1-H - B-FRmk,
7-(3°- Kbt ) A 2E-9-1F T BE-1- FE - B- Rk,
7-(3°,3’,3’ - = -2- 755 A S -9 1E T - 1- F - Bk,
7-1E F R EE-9- 1 T 56-1-FF BBk,
7-1E e 2E-9-1F T 2-1- B 2E-B-RiiE,

7- R EFE-9-1F T FE-1- FH 2E-B-FRIE,

7- AR FEIE-9-1E T - 1- FF - B-FRhfk,

7- R GE A FE-9-1F T - 1- 36 B-FRmk,
7-IE T EE-9-7 T FE-1- I FE-B- Rk,

7-5¢ T EFE-9- 5 T -1 EL-B-RRIE,
7-IE-TheeIE-9-5¢ T 2-1- H - B-TRmE,
7-FREIE-9-F T - 1-FF - BRI,

T- RN FH-9-F¢ T He-1- B B-IRME,

7- LR FE-2-REE-9- L - 1-FHE-B-HRIR IR &
7-1E T FE-2-F5F-9- 2 F-1- FH - B-HRIpR R £

16
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B E8/73m

7-F T A EE-2- N EE-0- L K- 1- B L -B- MMk iR £

T-HE I - R-0- 2 - 1- BRI R £,

7- AR EIE-2- N F-0- 23 1- B -B-HEMR IR

7- R EIE-2-FE-9- 2 Fh- 1 - F IE-B-HEMR &,

7- R FE-2-FEE-9- 1 T - 1-FH ZE-B-HRIb iR &

7-IEFE -2 FE-9-1F T - 1-FH 2L -B-Hemf R 25,

7-5¢ TAFE-2-FF-9-1E T - 1-F2E-B-HRmbh iR 1,

7-1F T8 FE-2- "R E-9- 77 T AE-1- FH BE-B-HRIbR £,

7-F T EHE-2-FEE-9- 7 T - 1- TP IE-B-MRIh R 2
7-IETHeaE-2-1 2E-9-7¢ T 5E-1- AL -B-FRIIR &
T-REEE-2-FNHE-9- 7 T BE-1-F - B-HR IR 2
7-RREHE-2- R EE-9-5 T HE-1-F 2E-B-Fe bR VR &6
1-(3°,4°,5°- = AR 28 ) R B -B- R -3- R L £ B

L 1-(3,4,5 - = FEFE) A EE-9- L FE-B-MRIp-3- R PR IR,
L3 1-(3,4,5 - = HEAIE) K E-9- 1E T 2E-B-FRmk-3- 2R IR IS,
1-(3°,4°,5"-= F )R FE-9- [F T JE-B-Hmh-3- 3R R,

N-#2 2. 3E-1-(3°,4°,5- = FE 35 R 2L - B- R mk-3- FH BL A%,
N-$2 Z2.2-1-3,4,5 - = A IR EE-9- L5 B-HRIk-3- FH B iz,
N-2ZHE-1-(3°,4°,5 - = A )R H-9-1E T 5E-B-HRmk-3- FBE A%,
1-(3°,4°,5°- = RS BE ) A< 56 - B- R,
1-(3,4°,5- = H A ) R HE-9- L FE-B-RIi,

1-(3°,4,5 - = H A B8 2R 2 -9- 18 T 2E-B-IRIi,

LF B-HRUK-1- R FR TS,

LHE 9-1E T ZE-B-HRIbR-1- R IR ER,

9-1E T ZE-B-IRIk-1- 3R IR,

3-FR FFE-9- 2,35 -B-HR M,

3-#F FFE-9-1E T ZE-B-FRE,

3-38 F R -9- R Jk-B-PR I,

17
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wow A /T3

3-F2 FRE-9-(47-F0) W H-B-F R,

3-55 F L -0-ZR T - B- R,

3-F2 FEL-0-IE T 2%-1- F JE-B- MWL,

3-32 FA 29" 2 1- FH L B-FRIHE,

3-32 FREE-9-(47- U)W 2~ 1- - BRI,
3-3% FAEL-O-ZR TR 2 - 1- B A -B- R,
1-(3°,4°,5°- = F A FE) R FE-3-F2 FH BE-0- TF T 2E-B-He ik,
3-EEFE-9- 7, F-B-THEIHE,

3-FE -9 1F T 2E-B-HE Nk,

3-T FE-9- 7 FE-B-HR M,

3 - -9 P k- B-FR b
3-MEHE-O-1E T 2E-1-FH & -B- Ik,
3-BEFE-9- 7 JE - 1- Y B -B- i,
3-BEFE-9-(47- ) W AE- 1 - FH AL -B-HRE,

3-BE -9 2R TR BE-1- K- B,

1-(3°,4,5 - = F AR B0 ) R BE -3 - B FE-9- 1F T - B-IHR i,
9- 7. 3-B-MEMk-3- T E 45 E BT,

0-1F T ZE-B-MeMbh-3-8 ZE 48 E R AR

- - B-FH bk -3- i FE 45 IR IR »

O- 2K T J-B-MEWh- 3-8 FE 45 AR

O-1E T %E-1- F k- B- P wbh-3- T L 4 S L AR AR
9“2~ 1 - F 5B mbh-3 - B A s EL i AR
O-ZR PN - 1 - FF k- B-PHR bk -3 - JtE L 4 SR R At R

1-(3°,4°,5° - = A 2 R H-9-TE T 2-B-MEmk-3- B B 4 2 AL B R

3-$2 FAE-2- N 3E-9-1E T Z&-B- MR £,
3-F4 B EE-9- R T HE-2- " EE-B-PRIRIR &,
3-PE -2 HE-9-1F | 2E-B-FRIMR L,
3-P HE-9- TR T -2 FE-B- R VR &

18
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i

o %10/731

3-JEFE-9-1F T Z5-B-R Wbk M0 R S A0 DD RC A

3-8 FE-9- R TN k- B-HR b MV B R S A 0 AU
3-BEFE-9- TR TN - 1- FE AL -B- M AR R LM I Bl
1-BA3E-B-HEOMR-3- R TR LB,

|- FE-9- T H-B-HeMb-3- 3R R L. 1K,

1-FERE-9-T J5-B-FIAtE,

1- B8 2E-9- 2R TR - B-FRAE

3-FRTR ZBREE-9- T FE-B-imbk-1-BE L 4 E BB IR
- TA F=-B- k- 1 - R 45 S A B AR »

3-RMR L EEE-9- T He-p-IEMA-1-BE AR FL Y,

O-T FE-B-MEMk-1-BE B4 M,

3-FRIR L BREE- -2 T k- B-Rbk-1- B 4 2 e

O- 2 T F-B-HR Wk - 1 -1 4 P AR
N-(4-B-HEWk-2K 48 2. ) RN R L,
N-(4-B-FEI-ZR 4 L TBE) BRETR L0B8,
N-(4-B-FEk-ZR A 2B RN ER,
N-(4-B-FEMk-2R A 2 BE) BREER,

N- (9 -1E T ZE-B-HRmk-3-H L) 2RIV E R g,

N - (9-1E T Z5-B-FEMk-3-FIBE) S i g,

N - (9-1E T %5-B-HEmk-3-FBE) KINEER 4H8,

N - (9-1E T Z5-B-HEmk-3-F ) N2 H R,

N - (9-1E T 2-B-FRmE-3-HBE) HoiEf L8,

N - (9-1E T %-B-IHEmt-3-FBE) (A& 40k,

N-(9-1E T Z5-1-FF 2-B-Hmik-3- T BR) RN E R L,
N - (9-1F T %&-1-F26-B-PRmk-3- U BE) HAR &2 ER LB,
N - (9-1E T Z5-1-FEL-B-Hembk-3-FBE) (LR R
N - (9-FFE-B-FEMR-3- R BE) RNER LB,

N - (9-F25-B-MEME-3- I BE) HARER LR,

19
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i

B FE11/730

N - (9-FFZE-B-Hembh-3- FH ) B8 FH R,

N - (1-FEZE-B-Hembh-3-FBE) N =R H R,
N - (1-FFBE-B-HRmk-3- FE ) HH AR 20BR LR,
N - (1-FAFE-B-Hemk-3-FE L) KN &R 4.B8,
N - (1-FAE-B-IHRIE-3- FR L) t0 20/ FR I
N - (9-ZR TR ZE-B-FRApE-3- L) IO PR,
N - (9-ZK A ZE-B-FRIbK-3-F BE) HAR MR L B8
N - (9-K TR 2£-p-PEMR-3- L) #EBR 288,
N - (9-1E T Z&-B-Hemph-3-FHEEL) BEaR TR,
N - (9-ZK N ZE-B-FRIsk-3-F L) RN LH8,
N - (9-1E ] Z-B-FRME-3-H L) HaaR,
N - (9-1E T FE-B-Hemk-3-FH BL) KN EE,
N - (9-FF-B-FEME-3-H EE) AR,
N - (9-1ET Z5-B-FRAR-3-HIBE) BRZR
N - (9-ZR N EE-B-FRIE-3-F Bt) N,
N - (9- RN EE-B-FRIR-3-H Br) FHIRERR,
N - (9- KA F-B-Hmk-3-FH Br) RN,
N - (9-ZK TR ZE-B-Hmk-3-H BE) 4R,

’

Eﬂ%ﬁ%‘é

T

N-Q-FF-0- TR FE-B-IEH-3- FIE) 70 AR Z BRI AL,
N-Q-FF%- 9 TN H-B-HEIHE-3-FHBE) HANEMR B8R &

N=(9-1E T 26-1- FFEE-B-HEM-7-58 2. B%) HIN AL L B8,
N-(9-1F T ZE-1-F25-B-HRME-7-H 4 B) BREE L8R,
N-(9-ZK P EE-1-H 25 -B-HeWk-7-58 4. k) ERRIR LR,
N-(9-1F T %-1-H 2 -B-HRk-7-8 2.B) FaER,
N-(9-IE T ZE-1-F L -B-HRUK-7- 5 L BE) FRER,
N-(9-ZK TR 2E-1-F 2E-B-ARIHE-7-50 2 ) ER AR
N-(B-HEWk-1-FH ) FARE IR Z B,
N-(B-RRWK-1-FEE) EARRCEER,

20
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N -( 9-F ZE-B-HRmbk-1-FH L) FARER L08R,
N-( 9-FA 3-B-IEbk-1- FHBE) RN E IR LHE,
N-( B-HEME-1-F ) FAR AR,
N-(B-HWk-1-H ) RARIR,
N-(9-FF 2E-B-FRIbE-1-FlE) FARER,
N-(9-FF BE-B-Hemph-1- I E) RN,

1-0-(9-1F T -B-FEME-3- H B 3%)-2,3,4- = -O- 2K F L 3E-5-D-Pr i Y A b
1-0-( 9-"FFH-B-IEMk-3- LI )-2,3,4- =-O-7K F B -B-D-nit i B A% b,
1-O-( 9-FE TR H£-B-HEMA-3- FREE L )-2,3,4-=-O-F H Bt L -p-D-IL i BUAZ R
1-0 -( 9-1F T Z&-B-HEMk-3- T ELEE )-2,3,4,5-14-O- Z. B F-B-D-M Mot T 8] 5 0
1-0 -( 9-F2E-B-MEM-3- HELEE )-2,3,4,5-19-0- Z B F-p-D-ntt i L & & v,
1-0 -( 9-F I F=-B-FEMA-3- R RE )-2,3,4,5-D0-O- 2.k - 5-D- Rt ety 2 3 25 0
7-f3-D-PH g 7R A8 A - 1- FR O -9 1F T 56 B-IR ik,

7-B-D-RH e 72 78] 25 A -0 2R TN 2 - 1- F - B- PR,

1 -( p- B-D-Wit e B S B 205 )- 6 -1k,

7- B-D-ME M B AWE S IE-9-1F T 26-1-F - 6K,

7- B -D-M I B ACHE S JE-0- IR T F- 1- FH - B -1,

1-2K 4% F5-B-WRHE,

1-(4- FRAE - 2K LR 55 )-B-PHRHiE,

1-(3°,4°,5°- = -2 LI 55)-B-F R,

1-(4- - K L FE)-9-1E T Zk-B-FRIM,

1-(4- FREAZE- 2R L5 )-9- 28 T 25 B- TR i,

1-(4- RE - TR 205 HE)-7- 1 T A FE-9-FK T 25-B-HRk,
1-(4-FEFE- 2K M5 35)-9- ZBEFE-B-HR k.
1-(4-FHEE-R L0 25 )-9- 7 TR 25 B- R IAE

1-(&-FEFE-2K LG H)-7-1E T S8 JE-9-F U 55 B- R,

1-(4- R FE- K LG 5E)-2-F 5 -B-HmR

1-(4- A EE- IR LI 3E)-2- R 56-9-1E T 2-B-MmkiR 2L,

21
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1-(4°- AR - 2K LG5S )-9- 2R TR -2 2 B- IR bh o
1-(4- IR LG E)-7-1F T R FE-9- N FE-2-"F - B-FRIR £
1-(4 T -8 207 5)-9- Zh -2 3L -B-PEMR iR 2
1-(4-FHEE- K 205 2E)-7- 16 T HE-9- R BE-2- % 2k-B- IR R
1-(3°-ML B 36)-9-1F T ZE-B-FRNHE,
1-(3>-MLL BE 2)-9-"F EE-B-ARIH,
1-(2- 85 2 2k )& B 55 -9- 2 P k- B- R
1-(2° -8 ) 2 3E-9-IF T F5-B-HR,
1-(2° -8 ) L H&FE-9-ZR P 2E-B-FRi

ERRIEE Y LR E A1 22 b n] 4 52 0 R BT T R R R A )
REATEARN—H Y. ARAKLEDRTEBRRA RSN EER
R ATA R ISR BTG A A B . R R A R A TR 25k i
2532 PRI TEHLER . AR CHLBAE MBS S . XEETER
E, —THRKE R, Rl R KSR EEL . TR . AR
M. B, THER. MR, BER. ITER. D-EEER. KPR, 2-@-REX
FEDEFR. TR, BEATR. KR, AER. ¥RR. R THE R
PEHER. B, AR, MR, ERER. TRER. TRERE 3-RE-2-R
HIFZ .

RERILW I—MAYMAEY, TRYAayas —MeiZ i1 Kk
H W) UL BGE H 24 PR Y R A0/ sk

FERBARAMAYAEY T, TTURREEMH T O, B BohEE ik
W, MAEE ) @i, 28 25, SRITR. ERGARLE,
RHERAFGHELA. HF - RER. &F. KEN. BR BREA. K
RIS RIS ECRT AR A IR AR AN

AEPAEY RGBS, SRR HEREX S -SYETISIE
7 IR 254 N

ENZ5Y, BRNERBEFRSHE. S8, BRtRE™EN
DA R H T 2 WA H e VR T T =

22
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EX

ARFPRE “Crebidt” RIGAA 1-6 MRIE T K EBEESC BN
“Cr-e e BEEAE” RIGAA 1-6 MRKE T HBEESIERERE . “Crs it
B RIEAR 1-6 MRIRE TR ERESSURERERRE, KIRHE;

“IRIE” W] DMT B A AN B AN A R B TR BRI AR, TR ER
REAFERE, SHE. HE. 0K, ColifE. Cohtiadk;

“HEONOAREE. B AR, A SRE, &HERg S
AR AN R B2 BB P BRI B Ee gt TEEE. MR BE. Cis
fik. Cr-e St CroiEREE. CreftEMAEE. Cre B IIKE. CrehtR
R AK;

“ORINEL NN I FIE MBI BB IR, R I IREEAR DT IR AL,
HESZE R2FET, 88 1 24083 MIRBARMZRIR T, KR TE
HE 2. B, 28PN TT LA AR O T DU AR — > B2 M [R] 3A R O R
RERAR, FrdBRRE B R BRI, CleliidE. CiebtBAEE. Cre it E
2, flin, aTCUEEFFAR T e EE. BEvy R, BREEE . DRMAEE. mblR
WEREHE . VUPREE. Atk BRI e

“ERIE” NN ] UMEIE AR — DA C e Btk U

“BE” DY b AT DU R R — AN B2 AR R BN R RO 2 AR, & R1E R
Cia JeZE BRI BT BB 5

HAREPEHNTS . RENES, KRB RN, MR AS
BRI 3L

HAA S e 7 2
DLF 45 BAR ST XS A = BRAE VR 48 U6 A .
= @R K
RE-52C Jie¥e 2 KA B’ T A8
UV-8 BUEAh il B4 i U8 B B RHAES
YRT-3 45 s U8 A0 B R R EART
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ZAB-HS XUR R TS A0E B R E VG A F];

Bruker Equinox 55 B @7 S HAT M GIE{X, KBr [k Frs

INOVAS500 8 S #E A E R [E Varian 22 7]

Mercury-Plus300 #8 S Az R L3R W B 56 [E Varian 23 7] ;

E =4k 2R B 2=l B AR EA T A

Ok 2R B A5 H R B RF A FE s R B A S P R A
Y4 B SUHR T LA T B 7 v

RS 1

= DME/ THF -
H;CO H3;CO
N 3 '
H CH3 NaH, RBr llq CH3
Ry
N
HACHBr /QQ DMENaH /Q_QN
N cH, RBr 7 N CHj
R, R
C6H;CH2Br /Q——Q + CHz@

PARsEiif] 1-21 A& 9 mldEd & ik ek 1 K5 hk:
SEHER 1 7-FREE-9- L F-1- B E-B-MEME (1)
BT A 7-FE HE-9- 2.5 1- H JE-B-THE K
FEIRIEER (2.12g, 10mmol). DMF (50ml). 60%NaH (0.6g, 15mmol)

A, BB 10min, MABLZEE (15mmol), FiEBIFEX N, TLC HREFR
M. RMN5eEE, ¥ RNIBAEREIN 100ml voKF, ZEHEE 2 M, T8,
KEKYE, BERBEOEE B LRERETIKOEE, AKRBRApH 22, 8
FIRERGEET, TKOERK 3 K, BHEREAMRY, WHESLE, Tk,
BAGEE, Aerhigs. oHE-SANRTERER T T2 kN,

24
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1B B: 7-$23-9- 2,5 -1 FE-B- IR0

7-FHEIE-9- 25 -1-H EE-B-FRMRERER 2 (10mmol). UKEAER (100ml). 40
% SREE (75ml) JBA, MAENR, TLC PRESIMEIFR: WE/AmEE=
1:1), RNsEEE, ¥ RNMIBESYEIAN 300ml vk, HiREE TR 10M &%k
PiET pH & 6, RIGHBREMNIAT pH 2 8. T8, KEKU, BKA®
Bk, K LRBERERTIOOKCEE, EERbie, $iE, BERYS, KL
BEE A, BEABRDIRSGE 1.8g, WE 80%, mp 258-260°C.

FAB-MS m/e (M+1) 227;

IR (KBr) 3500-1750, 1627, 1568, 1451, 1410, 1347, 1315, 1260, 1215, 1092,
083, 821;

'H-NMR (500MHz, DMSO-d6) & 9.74 (1H, s, OH); 8.12-8.13 (1H, d, H-3);
7.96-7.97 (1H, d, H-4); 7.78-7.79 (1H, H-5); 6.91-6.92 (1H, m, H-6); 6.73-6.75
(1H, m, H-8); 4.48-4.52 (2H, m, NCH,CHjy); 2.92 (3H, s, CH3); 1.31-1.34 (3H, m,
N CH,CHj).

SEHER] 2 7-FREE-9-1E T H-1-FHEE-B-ARIE (2)

e SEH] 1, 7E08 A PARBUCIE T S A ke il
BAM K 2.2g, W 87%, mp205-206T;

FAB-MS m/e (M+1) 255;

IR (KBr) 3500-1750, 1618, 1566, 1492, 1451, 1413, 1325, 1238, 1187, 1137,
1112, 980;

'H-NMR (500MHz, DMSO-d¢) & 9.72 (1H, s, OH); 8.12-8.13 (1H, d,
J=5.0Hz, H-3); 7.95-7.97 (1H, d, J=8.5Hz, H-4); 7.78-7.79 (1H, d, J=5.0Hz, H-5);
6.90-691 (1H, m, H-6); 6.72-6.75 (1H, m, H-8); 4.41-444 (2H, m,
NCH,CH,CH,CH:); 2.91 (3H, s, CHj); 1.67-1.74 (2H, m, NCH,CH,CH,CHj);
1.36-1.40 (2H, m, NCH,CH,CH,CHj); 0.92-0.94 (2H, m, NCH,CH,CH,CH}3).

25
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SCHER] 3 7-FEE-0-F T EE-1-FHE-B-RRHE (3)

BAERSEHEG) 1, A58 A PR 1-BAC-2- T e Ve A b s AR
5 A 2.0g, K 79%, mp 246-248°C;

FAB-MS m/e (M+1) 255;

IR (KBr) 3500-1750, 1626, 1568,1447, 1392, 1203, 1136, 977, 820;

'H-NMR (500MHz, DMSO-d¢) & 9.70 (1H, s, OH); 8.13-8.14 (1H, d, H-3);
7.95-7.97 (1H, d, H-4); 7.79-7.80 (1H, d, H-5); 6.93 (1H, s, H-6); 6.72-6.74 (1H, d,
H-8), 4.26-4.27 (2H, d, NCH,CH[CH;],); 2.90 (3H, s, CH3); 2.11-2.17 (1H, m,
NCH,CH[CH;),); 0.85-0.87 (6H, s, NCH,CH[CH],).

ST 4 7-F TR IE-9-Z K- 1-FHEL-B-HEWE (4)

¥ 7-32355-9- 2 K- 1-F ZE-B-FEME (2.0 mmol)« DMF (30ml). 60 % &8

(0.2g, Smmol) VE&, ZFIRHEL Smin, FEEMA 1-R-2-FHERFE (5mmol) |

RPN, TLC BRERN EFFR: NI/ AmB=11, RNM7E, K
RBREEDEINAKT, A 10M SEA, BREARNER, diE KE
KYE, BRAGER. KEAETIKZE, HREREpH 2 34, BEK
Y5, ToAK B KER, NERSUNER ZRE S &, B EABREAEE. ¥
EARET 2B 2K IR GV, BIREMIEAL, ZRZBEER, &I
M, KPE, WEAMERKDE, JOKBRERMITR, DU, BUERYE, LB/ A HBR
B (1: 1) B &H, BEEMAF039, W 69%, mp 127-128°C;

FAB-MS m/e (M+1) 283;

IR (KBr) 3042, 2961, 2925, 2871, 1622, 1566, 1450, 1349, 1263, 1214, 1142,
1101, 1044, 808;

'H-NMR (500MHz, CDCl3) & 8.26-8.27 (1H, d, H-3); 7.94-7.96 (1H, d, H-4);
7.71-7.72 (1H, d, H-5); 6.85-6.89 (2H, m, H-6, H-8); 4.51-4.56 (2H, m, NCH,CH,);
3.85-3.86 (2H, d, OCH,CH[CH;],); 3.02 (3H, s, CHs); 2.14-2.19 (1H, m,
OCH,CH[CH;],); 1.42-145 (3H, m, NCH,CH3), 1.07-1.09 (6H, m,
OCH,CH[CHS],).
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SEHB] 5 7-FEIE-9- L K- 1-F B (5)

BAERI MG 4, (B BRATEE A RN BEEME 0.55g, I
K 87%, mp 177-178°C;

FAB-MS m/e (M+1) 317;

IR (KBr) 3032, 2967, 2925, 2871, 1621, 1564, 1446, 1261, 1213, 1134,
1001, 837, 810;

'H-NMR (500MHz, CDCl;) 6 8.26-8.27 (1H, d, H-3); 7.97-7.99 (1H, d, H-4);
7.72-7.74 (1H, d, H-5); 7.25-7.50 (5H, m, PhH); 6.95-6.97 (2H, m, H-6, H-8); 5.16
(2H, s, OCH,Ph); 4.50-4.55 (2H, m, NCH,CH,); 3.03 (3H, s, CH;); 1.37-1.43 (3H,
m, NCH,CH5).

SEHE] 6 7-FRTNEIE-9- 2 HE-1-H BRI (6)

AR SR 4, (BAEA 19R-3-FRERSAME N REWRAR . FEEME
0.52g, W& 76%, mp 110-111°C;

FAB-MS m/e (M+1) 345;

IR (KBr) 3030, 2950, 2924, 2871, 1623, 1561, 1447, 1392, 1210, 1136, 1089,
1040, 966, 8053

'H-NMR (500MHz, CDCl;) & 8.26-8.27 (1H, d, H-3); 7.95-7.97 (1H, d, H-4),
7.72-7.73 (1H, d, H-5); 7.19-7.31 (5H, m, PhH); 6.83-6.89 (2H, m, H-6, H-8);
4.50-4.54 (2H, m, NCH,CHjy); 4.09-4.11 (2H, m, OCH,CH,CH,Ph); 3.02 (3H, s,
CH); 2.86-2.89 (2H, m, OCH,CH,CH,Ph); 2.13-221 (3H, m, NCH,CH);
1.41-1.44 (2H, m, OCH,CH,CH,Ph).

SEMEB 7 7-F T KR IE-9-1E T - 1- - B-REME (7)

ARSI 4, B 1-9R-2-FERNEAENRN, A 7-525-9-
ETH-1-HFHE-B-HEME R N R, BEA&EE 048g, WER 77%, mp
91-92°C;

FAB-MS m/e (M+1) 311;
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IR (KBr) 3423, 2962, 2928, 2868, 1622, 1564, 1447, 1411, 1366, 1242,
1198, 1139, 1043, 810;

'H-NMR (500MHz, CDCl;) & 8.26-8.27 (1H, d, H-3); 7.96-7.97 (1H, d, H-4);
7.76-1.77 (1H, d, H-5); 6.85-6.91 (2H, m, H-6, H-8); 4.45-4.48 (2H, m,
NCH,CH,CH,CH;); 3.86-3.87 (2H, d, OCH,CH[CH;],); 3.07 (3H, s, CHj);
2.14-2.19 (1H, m, OCH,CH[CH;],); 1.79-1.85 (2H, m, NCH,CH,CH,CH,);
1.43-1.48 (2H, m, NCH,CH,CH,CH;); 1.08-1.10 (6H, m, OCH,CH[CH:],);
0.98-1.01 (3H, m, NCH,CH,CH,CH).

S 8 7-(3°,37,37- = B-2-F0 55 N e R AR -9-1F T 2E-1- F 2k-B-FR ()

HRAVER STHER) 7, (BAEH] 3-9R-1,1,1- = F-2- BB W ENRAT . BAE
fuik 0.56 g, R 76%, mp 162-164°C;

FAB-MS m/e (M+1) 367;

IR (KBr) 3061, 2961, 2932, 2837, 1624, 1568, 1497, 1453, 1410, 1351, 1241,
1134, 1048, 810; ‘

'H-NMR (500MHz, CDCl;) §8.23-8.24 (1H, d, H-3); 7.92-7.94 (1H, d, H-4);
7.72-7.73 (1H, d, H-5); 6.87-6.89 (2H, m, H-6, H-8); 6.64 (1H, s, OH); 4.20-4.53
(5H, m, OCH,CH(OH)CF;, NCH,CH,CH,CH3); 2.94 (3H, s, CH3); 1.66-1.73 (2H,
m, NCH,CH,CH,CH,); 1.36-1.41 (2H, m, NCH,CH,CH,CHj); 0.90-0.98 (3H, m,
NCH,CH,CH,CH,).

SHEG] 9 7- R IE-9-1E T EE-1-HE-B-IEmE (9)

AR i) 7, EATHERI TR D ARG . BB ERE 0.57g, X
% 83%, mp 121-122 C; .

FAB-MS m/e (M+1) 345;

IR (KBr) 3424, 3036, 2957, 2929, 2866, 1622, 1565, 1495, 1448, 1408, 1377,
1349, 1240, 1192, 1139, 1009, 813, 731;

'H-NMR (500MHz, CDCl;) 88.27-8.28 (1H, d, H-3); 7.97-7.99 (1H, d, H-4);
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7.75-7.76 (1H, d, H-5); 7.25-7.50 (SH, m, PhH); 6.92-6.99 (2H, m, H-6, H-8); 5.22
(2H, s, OCH,Ph); 4.41-4.44 (2H, m, NCH,CH,CH,CHy); 3.05 (3H, s, CH;);
1.75-1.78 (2H, m, NCH,CH,CH,CH;); 1.38-1.43 (2H, m, NCH,CH,CH,CH,);
0.94-0.97 (3H, m, NCH,CH,CH,CH).

SEHE 10 7-FLEEEIE-9-1F T FE-1-FEE-B-MRitk (10)

AR R Se i 7, BEH o-RA-(2,3,4,5,6- L8 AR E A3k 15
4k 0.63g, IR 73%, mp 121-122 C;

FAB-MS m/e (M+1) 435; _

IR (KBr) 3424, 3036, 2957, 2929, 2866, 1622, 1565, 1495, 1448, 1408, 1377,
1349, 1240, 1192, 1139, 1009, 813, 731;

'H-NMR (500MHz, CDCl;) 88.27-8.28 (1H, d, J=5.5Hz, H-3); 7.97-7.99 (1H,
d, J=8.5Hz, H-4); 7.75-7.76 (1H, d, J=5.5Hz, H-5); 7.25-7.50 (5H, m, PhH);
6.92-6.99 (2H, m, H-6, H-8); 522 (2H, s, OCH,Ph); 4.41-4.44 (2H, m,
NCH,CH,CH,CH;); 3.05 (3H, s, CH;); 1.75-1.78 (2H, m, NCH,CH,CH,CH);
1.38-1.43 (2H, m, NCH,CH,CH,CH,); 0.94-0.97 (3H, m, NCH,CH,CH,CH}).

e 11 7-1F T SAE-9-F T 2R 1-HUEE-B-RREE (11) -

BAERISEHG] 4, (IR IE T4 E bR, B 7-125-9-7 T
-1-FR - B-RIBRAE S R B kL. HIR BT TR 0.48g,  WER 78%;

FAB-MS m/e (M+1) 311;

IR (KBr) 2956, 2868, 2485, 1625, 1574, 1468, 1432, 1336, 1255, 1204, 1141,
1043, 804;

'H-NMR (500MHz, CDCl3) & 8.27-8.28 (1H, d, H-3); 7.97-7.98 (1H, d, H-4);
7.79-7.80 (1H, d, H-5); 6.87-6.91 (2H, m, H-6, H-8); 4.28-429 (2H, m,
OCH,CH,CH,CH;); 4.08-4.11 (2H, m, NCH2CH[CH3]2); 3.07 (3H, s, CHs);
2.24-2.27 (1H, m, NCH2CH[CH3]2); 1.82-1.88 (2H, m, OCH,CH,CH,CH;);
1.54-1.58 (2H, m, OCH,CH,CH,CH;); 1.00-1.03 (3H, m, 2H, m,
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OCH,CH,CH,CH); 0.93-0.95 (6H, m, NCH2CH[CH3]2).

SEHf] 12 7-1E T EEE-9-F 1 &-1-F -k (12)

BAERSCHED] 101, (A 1B/ bR AR B B B 4E 0.59g,
W 75%, mp 62-64 C;

FAB-MS m/e (M+1) 395;

IR (KBr) 3431, 2950, 2922, 2849, 1625, 1567, 1447, 1335, 1254, 1202, 1142,
809;

'"H-NMR (500MHz, CDCl;) § 8.27-8.28 (1H, d, H-3); 7.95-7.97 (1H, d, H-4);
7.75-7.76 (1H, d, H-5); 6.86-6.89 (2H, m, H-6, H-8); 4.27-4.28 (2H, d,
NCH,CH[CHs],); 4.07-4.09 (2H, m, OCH, [CH,]sCH; ); 3.03 (3H, s, CHj)
2.23-2.29 (1H, m, NCH,CH[CH;],); 1.82-1.88 (2H, m, OCH,CH, [CH,],CH,);
1.48-154 (2H, m, OCH,CH,CHo[CHJsCH;); 1.28-1.40 (12H, m,
OCH,CH,CH,[CH,]sCH3); 0.93-0.94 (6H, d, NCH,CH[CH5],); 0.87-0.90 (3H, m,
O[CH;]oCH3).

SEHER] 13 7-RNAZE-9-F T - 1-FEE-B-FRRE (13)

BRG] 11, (B 1-R-3-RENSEARELAR .. FaaRE
0.54g, W 74%, mp 94-95 C;

FAB-MS m/e (M+1) 373;

IR (KBr) 3041, 2958, 1621, 1567, 1448, 1405, 1339, 1253, 1196, 1139, 1050,
977, 817;

'H-NMR (500MHz, CDCl;) & 8.27-8.28 (1H, d, H-3); 7.96-7.98 (1H, d, H-4);
7.76-7.78 (1H, d, H-5); 7.19-7.31 (5H, m, PhH); 6.88 —6.91 (1H, m, H-6);
6.84-6.85 (1H, m, H-8); 4.26-4.27 (2H, d, NCH,CH[CHjs],); 4.09-4.11 (2H, m,
OCH,CH,CH,Ph); 3.04 (3H, s, CHj); 2.86-2.89 (2H, m, OCH,CH,CH,Ph);
2.15-226 (3H, m, NCH,CH[CHs;],, OCH,CH,CH,Ph); 0.92-0.93 (6H, d,
NCH,CH[CH5],).
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L) 14 7-F T A FE-2-FE-9- 45 -1-F BRI IR B (14)

W 7-7 T EIE-9-2FE-1-HE-B-HEWE (Immol). ZER Z B8 (50mD). R{K
 (20mmol) VR A, MR, TLC BREFAGI, 77 RNRERE I RN 5E 5,
EIERIF, B RMEARAH, I8, E2LR MR, BSEAEE. &K
FREMRETKZBEES & 3 R, BREB K 036g, WER 79%, mp
222-224°C; '

FAB-MS m/e 373;

IR (KBr) 3420, 2959, 1622, 1454, 1372, 1259, 1223, 1134, 1034, 1010, 826,
736;

'H-NMR (500MHz, DMSO-ds) 6 8.78-8.79 (1H, d, H-3); 8.61-8.62 (1H, d,
H-4); 8.37-8.39 (1H, d, H-5); 7.35-7.43 (4H, m, H-6, H-8, PhH); 7.19-7.21 (2H, d,
PhH); 7.09-7.11 (1H, m, PhH); 6.05 (2H, s, NCH,Ph); 4.70-4.75 (2H, m,
NCH,CH;); 3.99-4.01 (2H, m, OCH,CH[CH;],); 3.11 (3H, s, CH;); 2.11-2.14
(1H, m, OCH,CH[CH;],); 1.38-1.41 (3H, m, NCH,CH;); 1.05-1.06 (6H, m,
OCH,CH[CH5],) .

SEHEF) 15 7-EEEE-2-EFH-0- L5 1-FEE-B-HMRIR B (15)

BAERISEHEG] 14, (BAEAT 7- A 5E-9- 2.3 1- FFFE-B-MRIBRAE O /= N J k)
B E AR 0.4g, WH 82%, mp 240-242°C;

FAB-MS m/e 407;

IR (KBr) 3437, 3005, 2969, 1620, 1577, 1452, 1335, 1260, 1210, 1133, 1034,
994, 823, 731;

'H-NMR (500MHz, DMSO-d¢) 6 8.80-8.82 (1H, d,-H-3); 8.63-8.65 (1H, d,
H-4); 8.40-8.42 (1H, d, H-5); 7.53-7.56 (3H, m, H-6, H-8, PhH); 7.35-7.45 (6H, m,
PhH); 7.17-7.21 (3H, m, PhH); 6.06 (2H, s, NCH,Ph); 5.36 (2H, s, NCH,Ph);
4.71-4.75 (2H, m, NCH,CH); 3.11 (3H, s, CH3); 1.37-1.40 (3H, m, NCH,CH5).
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SEHAB] 16 7-2R PR IE-2- N H-9- L5 1-FH - B-MRmk iR 2 (16)

BAERISCHfG] 14, (B{FR 7-RASIE-9- L5 1- B EE-B-FRIKAE A S MY R
¥ BIREAMIK0.40g, WE 78%, mp 189-191C;

FAB-MS m/e 435;

IR (KBr) 3410, 2989, 2933, 2876, 1623, 1453, 1370, 1341, 1260,
1220, 1134, 1035, 824, 732;

'H-NMR (500MHz, DMSO-d¢) & 8.80-8.81 (1H, d, H-3); 8.63-8.64 (1H, d,
H-4); 8.39-8.41 (1H, d, H-5); 7.11-7.43 (12H, m, PhH, H-6, H-8); 6.06 (2H, s,
NCH,Ph); 4.69-4.73 (2H, m, NCH,CH,); 4.23-4.25 (1H, m, OCH,CH,CH,Ph);
3.11 3H, s, CH;); 2.80-2.83 (2H, m, OCH,CH,CH,Ph ); 2.10-2.15 (2H, m,
OCH,CH,CH,Ph); 1.37-1.39 (3H, m, NCH,CH).

SEHEF) 17 7-EEEE- 2 FE-0-1E T 2 1-F L -B-ARIR AR (17)

WRAERI S 14, (HAEH 7-EIE-9-1E T 26-1-H EE-B-FRIBRAE b S B JiR
El. BREE AR 0.42g, Y 82%, mp229-230 C;

FAB-MS m/e 435;

IR (KBr) 3423, 3028, 2957, 2927, 2868, 1622, 1579, 1495, 1454, 1373, 1247,
1200, 1135, 1028, 819, 733;

'H-NMR (500MHz, DMSO-d¢) 5 8.80-8.81 (1H, d, H-3); 8.63-8.64 (1H, d,
H-4); 8.40-8.42 (1H, d, H-5); 7.17-7.55 (12H, m, H-6, H-8, PhH); 6.05 (2H, s,
NCH,Ph); 5.37 (2H, s, OCH,Ph); 4.63-4.66 (2H, m, NCH,CH,CH,CHs); 3.09 (3H,
s, CHj); 168171 (2H, m, NCH,CH,CH,CH;); 1.30-134 (2H, m,
NCH,CH,CH,CH;); 0.86-0.89 (3H, m, NCH,CH,CH,CH).

THEG 18 7-F T EF-2-FHE-9-1E T - 1-FE-B-HuREE (18)
WAE R SEHEE] 14, B 7-57 T E3E-9-1E T -1 2E-B-IRBAAE 5 R R R
k. SR A MK 0.40g, WE 83%, mp247-249C; .
FAB-MS m/e 401;
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IR (KBr) 3401, 3020, 2957, 2869, 1620, 1578, 1456, 1377, 1247, 1207,
1137, 1012, 821, 721;

'H-NMR (500MHz, DMSO-d;) 5 8.80-8.81 (1H, d, H-3); 8.62-8.64 (1H, d,
H-4); 8.37-8.40 (1H, m, H-5); 7.35-7.43 (4H, m, PhH); 7.19-7.20 (2H, m, PhH,
H-6); 7.08-7.10 (1H, m, H-8); 6.05 (2H, s, NCH,Ph); 4.64-4.67 (2H, m,
NCH,CH,CH,CH,); 4.20-422 (2H, m, OCH,[CH,]JsCHy); 3.09 (3H, s, CH});
1.71-1.82 (2H, m, NCH,CH,CH,CH); 1.46-1.49 (2H, m, OCH,CH,[CH,]sCH;);
1.26-1.37 (12H, m, NCH,CH,CH,CH,, O[CH,,[CH;]sCH;); 0.85-0.94 (6H, m,
N[CH,];CH;, O[CH,],CH3).

SEHE] 19 7-1E T 8 FE-2-F3-0-7 T 2E-1- F 2E-B-PRmRR R (19)

BB R SEHap 14, (B 7- 1 T 2 5E-9-7 T - 1-H 2E-B-FRMKRAE 4 K M R
B, EVEE K 0.40g, WK 84%, mp246-248 °C;

FAB-MS m/e 401;

IR (KBr) 3410, 2957, 2927, 2867, 1620, 1576, 1457, 1375, 1253, 1209, 1138,
1030, 828;

'"H-NMR (500MHz, DMSO-d¢) & 8.81-8.12 (1H, d, H-3); 8.64-8.65 (1H, d,
H-4); 8.37-8.39 (1H, d, H-5); 7.35-7.44 (4H, m, PhH); 7.17-7.19 (2H, d, H-6, H-8);
7.08-7.10 (1H, m, PhH);, 6.04 (2H, s, CH,Ph); 4.53-454 (2H, d,
OCH,CH,CH,CH,); 4.20-422 (2H, m, NCH,CH[CH;],); 3.06 (3H, s, CHs);
2.04-2.09 (1H, m, NCH,CH[CH;],); 1.77-1.82 (2H, m, OCH,CH,CH,CH;);
1.47-1.55 (2H, m, OCH,CH,CH,CH); 0.96-0.99 (3H, m, OCH,CH,CH,CH3);
0.83-0.84 (6H, d, NCH,CH[CH;],)-

RG] 20 7-IE-HRER A2 W EE-9-F T - 1-FHEE-B-IRIIR 2R (20)
HAEE SRR 14, (BF R 7-F TR EEE-9-7 T 25-1- FF AL B-FRIAE 4 B
Bkl HIREERIK 046 g, WHE 78%, mp202-203 C;
FAB-MS m/e 485;
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IR (KBr) 3409, 2957, 2924, 2852, 1621, 1579, 1456, 1375, 1252, 1219, 1137,
1030, 820, 726;

'H-.NMR (500MHz, DMSO-d;) 58.82-8.84 (1H, d, H-3); 8.65-8.66 (1H, d,
H-4): 8.38-8.40 (1H, d, H-5); 7.37-7.43 (4H, m, PhH); 7.18-7.20 (2H, d, H-6, H-8);
7.07-7.09 (1H, d, PhH); 6.06 (2H, s, CH,Ph): 4.53-4.55 (2H, d, NCH,CH[CHs],);
4.20-422 (2H, m, OCH, [CH,JsCH;); 3.07 (3H, s, CH;); 2.04-2.10 (1H, m,
NCH,CH[CH;1,); 1.77-1.83 (2H, m, OCH,CH, [CH,],CH3); 1.44-1.50 (2H, m,
OCH,CH,CH,[CH,](CH;); 1.26-136 (12H, m, OCH,CH,CH,[CH,]sCH,);
0.83-0.86 (9H, m, O[CH,]sCH3, NCH,CH[CH}],).

SEHEG] 21 7-REIE-2-FE-9- ¢ T - 1-FHE-B-HRIR R (21)

BAEFSE B 14, BAFH 7- KNS IE-9-57 T 25-1- F E-B-FRIIAE 4 AV R
B BREERE 039z, HE 72%, mp 204-206C;

FAB-MS m/e 463;

IR (KBr) 3410, 3023, 2957, 2871, 1621, 1579, 1454, 1253, 1216, 1137, 1032,
821, 728;

'H-NMR (500MHz, DMSO-dg) & 8.81-8.83 (1H, d, H-3); 8.65-8.66 (1H, d,
H-4); 8.39-8.41 (1H, d, H-5); 7.11-7.44 (13H, m, PhH, H-6, H-8); 6.05 (2H, s,
CH,Ph); 4.52-4.54 (2H, d, NCH,CH[CH;],); 4.21-4.24 (2H, m, OCH,CH,CH,Ph);
3.06 (3H, s, CHs); 2.80-2.83 (2H, m, OCH,CH,CH,Ph); 2.03-2.14 (3H, m,
NCH,CHICH;],, OCH,CH,CH,Ph ); 0.82-0.83 (6H, m, NCH,CH[CH;],).
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AR LR 2

PAF SERE 22-27 itk &9 Rl I A OB 2k 2 Sk 58
SR 22 1-(3°,4°,5° - = FEA ) REE-B-MRME-3- IR LB (22)
B A 1-(3°,4°,5- = A R)FHE-1,2,3,4- WA -B-HEME-3-FR B8

L-fA & (40.8g, 200mol)- 3,4,5-3%%%2*&%3@ (40g, 200mol) FIvK
BEIR 250ml VBA, MBI 3 /e B RNIBEEREIAKKS, FEAMHE
5 pH £ 5-6, BNt H K g, ouE, K¥E, T BREAREE 76.0g,
AFait, THEHRT T2 RN,
SBB: 143,45 - = HAF)KIHE-1,2,3,4- IS -B-HRIE-3- R L5

1-(3°,4,5’- = 4 ) K FE-1,2,3,4- DU S -B-FEMK-3-FRBE (76.0g) LK LEE
1000m1 F1 —SEH (30mD BA, MFAE R 6 /N, JEZER OBE, 5%
EYIETAIK, BRBRESRNL, CRIEBER, AHFEHAHE, Kok, W%
KEE, KRBT, I8, BUERYE, HSEOHRY, CRIEBEESH,
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i ARk, T, 2B, T, JE6aEES3.0g. AFEH DL
W, THEHATT 2 RN,
BB C: 1-(3°,4°,5° - = H L HE) R -B-HRIH-3- R R L

1-(3°,4°,5°- = A F) FRE 12,3 4-J0 & -B-H Mk -3-FR R 4 B (53.0g,
130mmol). R (16g, 500mmol). —HZK (250ml) A, hn#AJaElA 10 /MR,
A, MTHFEERE, T8, B RIEER, MEERMBROUER, T8,
BEEAEE, B LRERRCROEES &, [FEGHAK 4638, R 87%,
mp 229-230°C;

FAB-MS m/e (M+1) 407;

IR (KBr) 3252, 2991, 2940, 2832, 1711, 1625, 1588, 1501, 1455,
1391, 1248, 1127, 1006, 840, 745;

'H-NMR (500MHz, CDCl;) 6 9.28 (1H, s, NH); 8.80 (1H, s, H-4); 8.20-8.22
(1H, d, H-8); 7.58-7.63 (2H, m, H-5, H-6); 7.36-7.39 (1H, m, H-7); 4.51-4.55 (2H,
m, OCH,CH3); 3.87-3.89 (9H, m, OCHs5); 1.47-1.50 (3H, m, OCH,CH5).

SHER 23 23 1-(3°,4,5-= AR A ER-9-1F | FE-B-IEME-3- R IR ER (23)

1-(3°,4°,5- = B4 ) R FE- B- ek -3- 3R B8 Z iR (4.1, 10mmol) . DMF (200ml)
BE, BEMEEBE, DA 60%NaH (1.2g, 30mmol), HiiEZE LM~ E,
WM IE T %% (30mmol), FiRPEH KN, TLC IREMM. RNM7TEH, #
RNBEWRIANUOKS T, ZBROFEFER, SIAEVAH, KB, WAEHKLE,
I ZBE 100ml, WEES AT pH & 2~3, WIEKRGEZE T, TT/K LEEHKEUR,
BEAMRY, WIRELSS, BREEE. BEEETKD, RREWMHL,
LI ZEEE, A AN, KYE, TOKMBRETE, S8 BERYE, X
MY B RS S, BEGRE3.2g, WE69%, mp 138-139C;

FAB-MS m/e (M+1) 463;

IR (KBr) 3433, 3065, 2933, 1711, 1621, 1583, 1505, 1450, 1413, 1368,
1260, 1237, 1128, 1006, 739;

'H-NMR (500MHz, CDCl;) & 8.89 (1H, s, H-4); 8.25-8.26 (1H, d, H-8);
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7.62-7.65 (1H, m, H-5); 7.47-7.49 (1H, d, H-6); 7.36-7.39 (1H, m, H-7); 6.83 (2H,
s, PhH); 4.51-4.55 (2H, m, OCH,CHs); 3.95-3.98 (2H, m, NCH,CH,CH,CH);
3.89-3.91 (9H, m, OCH3); 1.46-1.49 (5H, m, OCH,CH;, NCH,CH,CH,CH;);
0.95-0.99 (2H, m, NCH,CH,CH,CH;); 0.70-0.73 (3H, m, NCH,CH,CH,CH).

SHEB] 24 1-(3°,4°,5°- = AU R HE-9-1F T 5E-B-MEME-3-5RIR (24)

23 9-TF T #-1-3,4°,5 - = WA FE) K IE-B-HEM-3- R R ER(Smmol). L7
(100ml). ZEALHN(2.0g, 50mmol). K(200ml)EAE, EiRBiHERMN 24 /N,
VKOKAH, WERIF pH & 5~6, BULZEH 28, friism Bk, 358, Kk,
T, BEAEK2.0g, WEI7%, mp215-2167C;

FAB-MS m/e (M+1) 435;

IR (KBr) 3300, 2962, 2873, 1736, 1620, 1584, 1506, 1456, 1410, 1362,
1304, 1238, 1125, 1002, 957, 824, 737;

'H-.NMR (500MHz, CDCl;) & 8.93 (1H, s, H-4); 8.45-8.47 (1H, d, H-8);
7.64-7.73 (2H, m, H-5, H-6); 7.35-7.38 (1H, m, H-7); 6.91 (2H, s, PhH); 3.99-4.02
(2H, m, NCH,CH,CH,CH;); 3.78-3.82 (9H, m, OCH;); 1.39-1.45 (2H, m,
NCH,CH,CH,CH;); 0.91-0.95 (2H, m, NCH,CH,CH,CH3); 0.65-0.68 (3H, m,
NCH,CH,CH,CH5).

SEREG] 25 N-F2 2 3-1-(3°,4,5- = HEA ) K IL-9- 1E T = -B-FRMK-3- R AL
(25)

23 O-IF T H-1-(3",47,5"- = W 48 35) 3 35 B- -3 - 32 B 8 (1 0mmol) . Tk
2./ (150ml). 60% E AL A (15mmol). ¥ Z & (10ml), HnFEI, TLC EREAA,
R EE, ¥R NIRARMIAVKOKA R ZERHNR AR, SR LEE,
KER B OB, AIFENAE, K, WAEEAKWE, ToKMERMT 5,
e, WUEIRGE, JMIE/EMBEES S, BAGHK3.6g, WERT4%, mp
197-198°C;

FAB-MS m/e (M+1) 478;
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IR (KBr) 3354, 2955, 2932, 2871, 1644, 1620, 1584, 1533, 1503,
1446, 1368, 1231, 1129, 1055, 1004, 735;

'H-NMR (500MHz, CDCly) & 8.96 (1H, s, H-4); 8.25-8.26 (1H, d, H-8);
7.61-7.65 (1H, m, H-5); 7.46-7.47 (1H, d, H-6); 7.35-7.38 (1H, m, H-7); 6.80 (2H,
s, PhH); 3.91-3.98 (SH, m, OCH,;, NCH,CH,CH,CH;); 3.85-3.87 (2H, m,
NHCH,CH,OH); 3.66-3.69 (2H, m, NHCH,CH,OH); 1.44-1.51 (2H, m,
NCH,CH,CH,CH;); 0.94-1.02 (2H, m, NCH,CH,CH,CHs); 0.71-0.74 (3H, s,
NCH,CH,CH,CH3).

STHER 26 1-(3°,4°,5°-= W AEL) AL -B-HRIK (26)
ST A SR 22 AR
SB B thEY 143,45 = HA )R IE-1,2,34- 1 -B-FF Bh-3- R R
(38.2g), K(1000ml)JRE, MR, B T MAERRI(180g) FHUKEE
B3(240ml), {596 10 234t DKOKAHSRNIBEWRERE, A TRREWN
(90g), PiPE/ R 5 3%k, G HEAMP AR NIEEWZ pH 8, LR LEE
FEH, WHET, BIEEaERY: TKOEELS R, BABMAE 20g, BE
60%, mp 167-169°C;

FAB-MS m/e (M+1) 335;

IR (KBr) 3556, 3309, 2937, 2832, 1624, 1583, 1502, 1456, 1404, 1346,
1232, 1126, 1000, 827, 751;

'H-.NMR (500MHz, CDCly) & 8.79 (1H, s, NH); 8.52-8.53 (1H, d, H-3);
8.14-8.16 (1H, d, H-5); 7.91-7.92 (1H, d, H-8); 7.52-7.57 (2H, m, H-6, H-7);
7.29-7.32 (1H, m, H-4); 7.13 (2H, s, PhH); 3.90 (9H, s, OCH5).

SEHER] 27 1-(3°,4°,5-= AR IE-9-1E T H-B-FRME (27)
1-(3°,4°,5°- = & FE) 2K FE-B-IEMk (1.67g, Smmol). DMF (100ml)iRB &,

FRPHREBIE, hOA 60%NaH (0.6g, 15mmol), HFELSIEF=4E, N

BARIET e (15mmol), ZFi|HEHERM, TLC BRI, RMNZTEHE, HRNM
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BEWMEINIKKS, LBROFEF, SIFEEDUR, /Kik, WK, A
. 100ml, WEFRIAT pH £ 2~3, WEREET, TKIEFKEK, 7
EOEIRY), AWEL S, FTiidesd. JdI8, NIk, CBytEk. KE
WETKT, BREMML, JBROBERER, KL, TKERERMTE, EHY
wERE, TuE, WIERYE, REYAH BB R/ AMBEES S, HEORKE
1.4g, W* 83%, mp 118-119°C;

FAB-MS m/e (M+1) 391;

IR (KBr) 3013, 2959, 2931, 2835, 1617, 1582, 1505, 1450, 1410,
1362, 1238, 1123, 997, 831, 751;

'H-NMR (500MHz, CDCl;) § 8.49-8.50 (1H, d, H-3); 8.17-8.19 (1H, d, H-);
7.98-7.99 (1H, d, H-5); 7.57-7.61 (1H, m, H-7); 7.43-7.45 (1H, d, H-6); 7.30-7.32
(1H, m, H-4); 6.83 (2H, s, PhH); 3.98-4.01 (2H, m, NCH,(CH,),CHs); 3.89-3.92
(9H, m, OCH:); 1.44-1.47 (2H, m, NCH,CH,CH,CH;); 0.94-1.01 (2H, m,
NCH,CH,CH,CH,); 0.70-0.73 (3H, m, 2H, m, NCH,CH,CH,CH}).

B RBRER 3
O —
W HCCOOC,H . \ N
Y N HO i @Z—QNH ¢
2. _ N
N v Loocn N COOCH;
H H 2115
N COOC,H;s N COOH
CH, C.H,

DUF SEHaf) 28-30 4k &y ml il it A BBk £k 3 Sk 58 ik
SHEf 28 L B-MRME-1-FRIREE (28)
SBA: 2F 1,23 4- TS -B-HRW-1-R B

Rz (19.61g, 100mmol). ZEEFR Z B8 (30.6g, 250mmol) FJE/K
ZEE(400mE S, RIEBEERN 3 /N, R IAEIR 5 N, REZER S
B, BuEAmRY, ARELS S, SRACEE, AR EHRE. &
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BT K, BMBREWRMIL, JRIEZEER, AIFENAE, KBt W
KEE, KRBT, EERbE, S, BEKRSE \SEamRY, &4
Bk A B T 45 5, BRI GE 213g, AFEBEALIITTEEAT T 3K
SWB: LEE B-FRWR-1-RER S

23 1,2,3,4-T05-B-HEME-1- 3R B2 S (12.2g, 50mmol). —HZK(200ml). &%
(4.8g, 150mmol)JE &, IR 6 /N, KFEAE, Ml JiE, &
/8 ZHRME, MGHKEAMEIE, CEESS, BHAHK 84g, IR
70%, mp 124-125°C;

FAB-MS m/e (M+1) 241;

IR (KBr) 3397, 3061, 2979, 2898, 1675, 1625, 1467, 1314, 1255, 1214,
1190, 1074, 846, 727;

'H-NMR (500MHz, CDCly) & 9.93 (1H, s, NH); 8.60-8.61(1H, d, H-3);
8.14-8.16 (2H, m, H-4, H-5); 7.56-7.63 (2H, m, H-7, H-8); 7.32-7.35 (1H, m, H-6);
4.59-4.63 (2H, m, OCH,CH;); 1.53-1.56 (3H, m, OCH,CH}).

SLHEG] 29 £ 9-1F T 2-B-FRUE-1-REREE (29)

. B-EMR-1-¥2 2 HE (2.4g, 10mmol). DMF(50ml). 60% S AL (0.6g,
20mmol)VR &, FIRMPE RIS 4044, MABURIET % (5ml), Zi\RBH, TLC
IREERI, RNVTEYE, BRNIREIANAIKT, ZBZEAEER, &FENAH,
KIE, MAZEE soml, WREREA, BIEKRGERT, TKIERK ARE
i, MR ARER, TR, LB BEEE TR, BREMEL, &
M ZBEAE, SIFENIAE, Kut, WRMEIKYE, TKGEREITE, SRR
B, WEKRFET, CMELR, FERECHRY 22 R 74%;

FAB-MS m/e (M+1) 297.

SEHEG 30 9-1F T ZE-B-FRUK-1-21R (30)
23 9-1F T H-B-FEM-1-3RREE ( 1.48g, Smmol). 7K(50ml). ZE&E (30ml).
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SEMH (1.2g, 30mmol) BE, FIEMEERN 12 ME, RNVEHKKA
H, WREFRIAN pH 6.0 &£ 4, WURER LR, BSHEEA, DU, KL T
1, TKLBEL SR, BEEEREAE 1.3g, W 97%, mp 133-134C;

FAB-MS m/e (M+1) 269,

IR (KBr) 3008, 2955, 2873, 1667, 1622, 1594, 1516, 1467, 1309, 1242, 1208,
1127, 1094, 1014, 893, 838, 752;

'H-.NMR (500MHz, CDCl;) & 8.35-8.40 (3H, m, H-3, H-4, H-5); 7.77-7.79
(1H, d, H-6); 7.66-7.70 (1H, t, H-7); 7.33-7.37 (1H, t, H-8); 4.62-4.65 (2H, t,
NCH,CH,CH,CHj3); 1.64-1.67 (2H, m, NCH,CH,CH,CHj;); 1.20-1.25 (2H, m,
NCH,CH,CH,CH5); 0.83-0.86 (3H, t, NCH,CH,CH,CHj5)

AR 4
COOC,H; CH,0H CHO
N R, N R, N R,
R9 R9 R9
1
CH=NNHCNH,
. NN
ITI Ry
Ry

PATR SEREBI 31-45 BIfk-& 9T It & ik 2 4 R 58 K
SEREf] 31 3-F2 H -9 R E-B-HRME (31)

23 9- A HLB-HRI-3- 3R BREE (10mmol). THF (200ml). LiBH, (30mmol)
BEE, FMBEERN, TLC CHMB/ NI =1/1) IREFRN, RMNERE, #K
MRS TREREIA 200ml SKKH, Hide &MY 10 58, WnkIHBE pH2, =
EHEE 4 BT BEMHVKOKAE, SEAEERT pH EHE 9, LR LES
B, KU, WORERKYE, KRB TG, BERGEET, NEELSM,
BJHEARE 1.5g, W 52%, mp 120-121°7C;
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FAB-MS m/e (M+1) 289;

IR (KBr) 3170, 2938, 1627, 1559, 1495, 1467, 1363, 1264, 1205, 1048;

'H-NMR (500MHz, CDCl;) 5 8.73 (1H, s, H-1); 8.13-8.15 (1H, H-4); 7.96
(1H, s, H-5); 7.54-7.58 (1H, m, H-8); 7.41-7.43 (1H, d, H-7); 7.28-7.31 (1H, m,
H-6); 7.11-7.27 (5H, m, PhH); 5.51 (2H, s, CH,PhH); 4.94 (2H, m, CH,OH); 4.01
(1H, s, CH,OH).

LB 32 3-F8 FAE-9-SRE-B-HEHHE (32)

BAE R SCREm 31, B 45 9-2K N IE-B-Memk-3- R AR A k. 58
o 5 4A 2.0g, WK 63%, mp 98-100°C;

FAB-MS m/e M+1) 317,

IR (KBr) 3382, 3031, 2949, 2929, 2860, 1622, 1550, 1496, 1468,
1333, 1278, 1242, 1064, 1006, 872, 753;

'H-NMR (500MHz, CDCl;) & 8.73 (1H, s, H-1); 8.12-8.14 (1H, d, H-4); 7.94
(1H, s, H-6); 7.56-7.60 (1H, m, H-5); 7.36-7.38 (1H, d, H-8); 7.15-7.38 (6H, m,
H-7, PhH); 4.94 (2H, s, CH,OH); 4.36-4.40 (2H, m, NCH,CH,CH,Ph); 2.70-2.73
(2H, m, NCH,CH,CH,Ph); 2.22-2.29 (2H, m, NCH,CH,CH,Ph).

LRGP 33 3-FRH -0 T AE-1-FUEE-B-ARME (33)
AR SIMER) 31, B 5 9-1F T 25-1-FF 2E-B-FRI-3- R ER N O J5 kL o
BAMGRIK2.1g, WE 78%, mpll15-116TC;

FAB-MS m/e (M+1) 269; _

IR (KBr) 3153, 2967, 2918, 2838, 1619, 1557, 1477, 1362, 1278, 1245,
1208, 1075, 988, 871, 741;

'H-NMR (500MHz, CDCl;) & 8.79-8.81 (1H, m, H-4); 8.52 (1H, s, H-6);
8.28-8.32 (1H, m, H-5); 8.14-8.16 (1H, d, H-8); 7.96-8.00 (1H, m, H-7); 5.61 (2H,
s, CH,OH); 5.15-5.19 (2H, m, NCH,CH,CH,CHs); 3.77 (3H, s, CH;); 2.46-2.54
(2H, m, NCH,CH,CH,CHy); 2.08-2.18 (2H, m, NCH,CH,CH,CHs); 1.66-1.69 (3H,
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m, NCH2CH2CH2CH3) o

SEHEG) 34 3-FRHAE-9-(47-30) R 1-HTEE-B-HRAE (34)
BAEESEHER] 31, (BATR 238 9-(4-5)F - 1-H 2E-B-HRIR-3- R IR R 9 JR
B, BEEAE23g, WE 72%, mp114-115TC;

FAB-MS m/e (M+1) 321;

IR (KBr) 3188, 3044, 2925, 2870, 1619, 1564, 1506, 1477, 1456, 1345,
1282, 1208, 1125, 1039, 839, 744;

'H-NMR (500MHz, CDCl;) 88.13-8.16 (1H, m, H-4); 7.87 (1H, s, H-6);
7.52-7.59 (1H, m, H-5); 7.25-7.36 (2H, m, H-7, H-8); 7.25-7.26 (1H, m, PhH);
6.91-6.98 (4H, m, PhH); 5.74 (2H, s, CH,Ph); 4.91 (2H, s, CH,OH); 2.91 3H, s,
CH3)

SLiaf] 35 1-(3°,4°,5 - = HIEUSE) AR EE-3- 58 H E-9-1E T H-B-IkWk (35)
AR SR 31, AR 1-3°,4,5 - = HE ) FRIE-9-1F T F-B-MHemk
S-BREREE N EEL., BAARE 3.2g, BEK 76%, mp 127-128°C;

FAB-MS m/e (M+1) 421; '

IR (KBr) 3338, 3181, 3061, 2986, 2832, 1621, 1583, 1505, 1465, 1409,
1366, 1297, 1235, 1179, 1126, 1051, 998, 833, 739;

'H-NMR (500MHz, CDCl;) & 8.30-8.31 (1H, d, H-4); 8.20 (1H, s, H-6);
7.57-7.65 (2H, m, H-5, H-8); 7.25-7.29 (1H, m, H-7); 6.84 (2H, s, PhH); 4.72-4.74
(2H, d, CH,0H); 3.93-3.97 (2H, m, NCH,CH,CH,CH;); 3.80 (6H, s, OCH5); 3.75
(3H, s, OCH;); 1.31-139 (2H, m, NCH,CH,CH,CH;); 0.86-0.92 (2H, m,
NCH,CH,CH,CH;); 0.62-0.66 (3H, m, NCH,CH,CH,CH).

i) 36 3-BERE-9-HEFE-B-IHEME (36)
3-FE-9-FKFH-B-HME (10mmol). ZJE (250ml). & MnO, (100mmol)
BA, MAENR, TLC BREASI . RNV5ERE, SIEFRE MnO,, BUEWKRYEZET,
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BEEEE, BEAET RO, AHERBE, BUSKRSE, AERES S,
HHEAEK2.1g, WE 73%, mp 139-140°C;

FAB-MS m/e (M+1) 287,

IR (KBr) 3061, 2938, 2814, 2724, 1702, 1622, 1579, 1497, 1464,
1358, 1332, 1268, 1178, 1055, 1025, 901, 728;

'H-NMR (500MHz, CDCl3) & 10.31 (1H, s, CHO); 8.97 (1H, s, H-1); 8.80
(1H, s, H-4); 8.26-8.28 (1H, d, H-6); 7.66-7.70 (1H, m, H-5); 7.54-7.56 (1H, d,
H-7); 7.42-7.46 (1H, m, H-8); 7.15-7.31 (5H, m, PhH); 5.64 (2H, s, CH,Ph).

SEHEG 37 3-BEFE-9- RN EE-B-HME (37)

AR [F) S 36, (B 3-F6 H EE-9- IR 2- - N Skt 1R H
ik 2.2g, WE 70%, mp 97-98°C;

FAB-MS m/e (M+1) 315;

IR (KBr) 3386, 3061, 3024, 2929, 2884, 2791, 2710, 1702, 1622,
1579, 1501, 1467, 1369, 1333, 1252, 1175, 1023, 905, 738;

'H-NMR (500MHz, CDCl,) 610.83 (1H, s, CHO); 9.32 (1H, s, H-1); 8.96
(1H, s, H-4); 8.35-8.37 (1H, d, H-6); 7.85-7.89 (1H, m, H-5); 7.55-7.61 (2H, m,
H-7, H-8); 7.13-7.30 (5H, m, PhH); 4.64-4.67 (2H, m, NCH,CH,CH,Ph);
2.79-2.82 (2H, m, NCH,CH,CH,Ph); 2.34-2.38 (2H, m, NCH,CH,CH,Ph).

SEHERY 38 3-BEAE-9-1F T FE-1-FEE-B-HBk (38)

AR RSB 36, BT 3-58 FHIE-0-1E T 25 1- FH E-B-HRIbRCh S N 5K
BAMGEE 1.9g, WX 71%, mp 103-104°C;

FAB-MS m/e (M+1) 267,

IR (KBr) 3342, 3059, 3019, 2958, 2930, 2869, 1679, 1619, 1570,
1456, 1370, 1337, 1297, 1248, 1196, 1112, 961, 736;

'H-NMR (500MHz, CDCly) 810.45 (1H, s, CHO); 8.67 (1H, s, H-4);
8.21-8.23 (1H, d, H-6); 7.40-7.73 (3H, m, H-5, H-7, H-8); 4.61-4.65 (2H, m,
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NCH,CH,CH,CH;); 3.27 (3H, s, CH,); 1.87-1.93 (2H, m, NCH,CH,CH,CHy);
1.46-1.52 (2H, m, NCH,CH,CH,CH;); 0.99-1.03 (3H, m, NCH,CH,CH,CH3).

S 39 3-BERE-9-(47-FR) N AE-1-HTIE-B-FRME (39)

BAERISEHER] 36, BAT T 3-30 F B-0-(4-80) 25~ 1- H - B-IR Wbk Ay i I JAR
k. BAMGEK2.1g, WE 66%, mpl37-139C; |

FAB-MS m/e (M+1) 319;

IR (KBr) 3339, 3060, 3020, 2948, 1678, 1616, 1564, 1511, 1458, 1381,
1335, 1294, 1258, 1206, 1126, 966, 837, 739;

'H-NMR (500MHz, CDCly) 510.32 (1H, s, CHO); 8.68 (1H, s, H-4); 8.24-8.26
(1H, d, H-6); 7.62-7.66 (1H, m, H-5); 7.41-7.45 (2H, m, H-7, H-8); 6.93-7.01 (4H,
m, PhH); 5.88 (2H, s, NCH,Ph); 3.04 (3H, s, CH3).

LB 40 1-(3°,4°,5°- = HER) R IE-3-AE-0- 1E T Z:-B-IRIk (40)

FRAE R SEREY 36, BAET 1-(3°,47,5°- = AT R EE-3-F2 FE-9-1E T 2-B-
MEBbKH R N R, 5B EE 3.0g, WEE 72%, mp 150-151°7C;

FAB-MS m/e (M+1) 419;

IR (KBr) 3059, 3002, 2958, 2809, 1694, 1618, 1582, 1505, 1464, 1410,
1363, 1244, 1203, 1124, 1001, 969, 851, 754;

'H-NMR (500MHz, CDCl;) 61026 (1H, s, CHO); 8.76 (1H, s, H-4);
8.25-8.27 (1H, d, H-6); 7.64-7.68 (1H, m, H-5); 7.49-7.51 (1H, d, H-8); 7.38-7.42
(1H, m, H-7); 6.84 (2H, s, PhH); 3.98-4.02 (2H, m, NCH,CH,CH,CH3); 3.93 (3H,
s, OCH;); 3.91 (6H, s, OCH,); 1.48-1.56 (2H, m, NCH,CH,CH,CH3); 0.96-1.06
(2H, m, NCH,CH,CH,CH;); 0.73-0.76 (3H, m, NCH,CH,CH,CH).

SCHER] 41 9-"REE-B-IRIN-3-BE AR S LR AR (41)
3-BEFE-O-CEE-B-HEE (2mmol). EEBMK (2mmol). Jo/K ZEE (100ml)d
BA, MABIE 12 A8, RNERFRE AT EA. AHEER, 3K
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BEEEE, TKLBEELSE R =R, BREEE 048g, WHE 67%, mp
244-246°C;

FAB-MS m/e (M+1) 360;

IR (KBr) 3393, 3279, 3175, 3025, 2924, 2748, 1626, 1596, 1538, 1497,
1465, 1360, 1332, 1296, 1214, 1097, 1003, 734;

'H-NMR (500MHz, DMSO-dg) & 11.53 (1H, s, NH); 9.07 (1H, s, NH); 9.02
(1H, s, H-1); 8.27-8.30 (3H, m, H-4, H-8, CH=NNH); 8.09 (1H, s, H-5); 7.75-7.77
(1H, d, H-7); 7.59-7.64 (1H, m, CH=N); 7.27-7.36 (6H, m, H-6, PhH); 5.78 (2H, s,
NCH,Ph).

SR 42 9-ZR PN EE-B-MRINR-3-IE R S s AR (42)

HBAE R LT 41, B0 3-BEIE-9-ZK 08 - B-RIbk N S N SR B . 45 5 £ [
4 0.51g, WE 68%, mp225-2267C;

FAB-MS m/e (M+1) 388;

IR (KBr) 3385, 3237, 3160, 3025, 2936, 1626, 1593, 1527, 1495, 1354,
1331, 1292, 1246, 1087, 834, 743;

'H-NMR (500MHz, DMSO-dg) §11.53 (1H, s, NH); 9.05 (1H, s, NH); 8.94
(1H, s, H-1); 8.24-8.30 (3H, m, H-4, H-8, CH=NNH); 8.08 (1H, s, H-5); 7.60-7.69
(2H, m, H-7, CH=N);7.23-7.35 (6H, m, H-6, PhH); 4.52-4.55 (2H, m,
NCH,CH,CH,Ph); 2.65-2.69 (2H, m, NCH,CH,CH,Ph); 2.10-2.18 (2H, m,
NCH,CH,CH,Ph).

SCHEG] 43 9-1F T ZE-1-HEL-B-PEM-3-BE 4R E LG AR (43)

MR R SR 41, BAE 3-8 3E-9-1F T - 1- FIEE-B-IEMRCN R N R, 18
FHAFEE 0.4g, WFE 59%, mp214-2167C;

FAB-MS m/e (M+1) 340;

IR (KBr) 3404, 3275, 3168, 3104, 2958, 2927, 2864, 2769, 1620, 1600,
1532, 1453, 1367, 1329, 1247, 1203, 1063, 819, 735;
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'H-NMR (500MHz, DMSO-dg) § 11.52 (1H, s, NH); 8.91 (1H, s, NH); 8.30
(1H, s, H-4); 8.22-8.24 (2H, m, H-8, CH=NNH); 8.06 (1H, s, H-5); 7.72-7.74 (1H,
m, H-7); 7.59-7.63 (1H, m, ,CH=N); 7.31-7.34 (1H, m, H-6); 4.57-4.68 (2H, m,
NCH,CH,CH,CH;); 2.98 (3H, s, CH3); 1.71-1.80 (2H, m, NCH,CH,CH,CHs);
1.34-1.43 (2H, m, NCH,C H,CH,CH;); 0.90-0.94 (3H, m, NCH,CH,CH,CH).

SCHEG] 44 9-(4°-F)F - 1-FH AL B-RROMR-3-BE A IR (44)

BAEF RG] 41, (B 3-BEKE-9-(4-50) K5 1- FH EE-B-FRME A e WY JiR
Flo. BEAELMK0.52g, WE 66%, mp244-2457C;

FAB-MS m/e (M+1) 392;

IR (KBr) 3401, 3271, 3175, 3104, 2939, 2769, 1623, 1601, 1530, 1455,
1359, 1329, 1288, 1213, 1155, 1103, 1061, 1003, 838, 742;

'H-NMR (500MHz, DMSO-d¢) & 11.54 (1H, s, NH); 8.97 (1H, s, NH);
8.28-8.31 (2H, m, H-4, H-8); 8.21 (1H, s, CH=NNH); 8.09 (1H, s, H-5); 7.66-7.69
(1H, d, J=10.5Hz, CH=N); 7.57-7.61 (1H, m, H-7); 7.33-7.36 (1H, m, H-6);
6.98-7.14 (4H, m, PhH); 5.91 (2H, s, NCH,Ph); 2.90 (3H, s, CH3)..

SLHIB 45 1-(3°,4°,5-= A ) R -9-TF T 55-B- Mo Wk -3- B8 B 4 2 HE i AR
(45)

EAERESERE 41, BEH 1-3°,4,5 - = HER)FRIE-3-BI-9-1F T %-p-
bR O SR AL, 155 (A [E 1K 0.73g, WK 74%, mp 145-147°C;

FAB-MS m/e (M+1) 492;

IR (KBr) 3525, 3351, 3150, 2958, 2936, 2827, 1618, 1572, 1538, 1503,
1462, 1436, 1332, 1233, 1127, 1098, 978, 834, 733;

'H-NMR (500MHz, DMSO-d¢) 8 11.59 (1H, s, NH); 9.10 (1H, s, NH);
8.26-8.35 (3H, m, H-4, H-8, CH=NNH); 8.13 (1H, s, H-5); 7.61-7.70 (2H, d,
CH=N, H-7); 7.33-7.37 (1H, m, H-6); 6.88 (2H, s, PhH); 3.93-3.97 (2H, m,
NCH,CH,CH,CH;); 3.81 (6H, s, OCH,); 3.77 (3H, s, OCH;); 1.36-1.42 (2H, m,
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NCH,CH,CH,CH;); 0.89-0.95 (2H, m, NCH,CH,CH,CH;); 0.64-0.68 (2H, m,
NCH,CH,CH,CH)-

FHBE 5

@:C ®5CN+ o)

CH Br

PAR SEtasl 46-47 El@ﬂ@é.\%‘ﬂ BT A L S SRTERK:
SEHEG 46 3-F2HIAL-9-TR N JE-2- K IE-B-HEMR IR 2L (46)

¥ 3-F2 HAL-9- 2K N FE-B-FEME (0.25g, 1mmol). LR ZEE (50ml) FR
WA QomD A, MAMENRRN 12 0, REMEAE, TiE, LB,
BB, BRERMAMA 100ml TTKIEES, MAGEH, BHRIIE, 8
WIREIRAE 5 40ml, VKA & A, st dnik 0.40g, W% 80%, mp 241-242
C. :

FAB-MS m/e 407;

IR (KBr) 3228, 3026, 3004, 2942, 1641, 1606, 1513, 1458, 1338, 1205, 1132,
1089, 740;

'H-NMR (500MHz, DMSO-d¢) & 9.97 (1H, s, H-1); 8.93 (1H, s, H-4);
8.60-8.62 (1H, d, J=10.0Hz, H-6); 7.97-7.99 (2H, m, H-5, H-7); 7.11-7.52 (11H, m,
H-8, PhH); 6.10 (2H, s, CH,Ph); 4.87 (2H, s, CH,OH); 4.70-4.74 (2H, m,
NCH,CH,CH,Ph); 2.67-2.71 (2H, m, NCH,CH,CH,Ph); 2.19-2.23 (2H, m,
NCH,CH,CH,Ph).

SCHEG] 47 3-FEEE-9-FRAEE-2-FHE-B-HRRER (47)

BRI SE ] 46, (B4R 3-TE JE-9- K A JE-B-FRIbCh I MY SRR . 1938 €8
14 0.16g, WHE 32%, mp 180-1817C;

FAB-MS m/e 405;

IR (KBr) 2965, 2930, 1709, 1630, 1522, 1457, 1340, 1254, 1178, 1106, 772;
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'"H-NMR (500MHz, DMSO-d¢) 8 10.31 (1H, s, H-1); 10.20 (1H, s, H-4); 9.53
(1H, s, H-6); 8.70-8.72 (1H, d, J=10.0Hz, H-5); 8.08-8.10 (1H, d, J=10.5Hz, H-7);
7.96-8.00 (1H, m, H-8); 7.11-7.66 (10H, m, PhH); 6.50 (2H, s, CH,Ph); 4.87 (2H,
s, CH,OH); 4.83-487 (2H, m, NCH,CH,CH,Ph); 2.70-2.74 (2H, m,
NCH,CH,CH,Ph); 2.26-2.29 (2H, m, NCH,C H,CH,Ph).

AL 6
OH
|
CHO * CHSO;Na
NaHSO \

\ N kit \ N

I|w Rl l|V Rl

R9 Rg

DAF SEHEf] 48 B4y nl i IS & B 28 6 SR 58 R
STt 48 3-BEEE-O-IR N AE-B-HM L AR BREVI N HL (48)

W 3-BEHE-0- RN FE-B-HME (2mmol) SO 25ml YEBRERE A FI A,
FIRBPE RN 12 /N, 1T, S0% M AREERLEE, FREaEE. KiRm
fEfE AT 100ml 50% 1 LREE L, IiAMIE, B 2ERERE, ZiadiE,
WA EER, FrHAaaEE, SE SO%K OEEEImTEE, TE, B8
G [FE K 0.14g, W 32.3%, mp 132-133°C; FAB-MS m/e 418,

AR LR 7
R; R
- 3
/
N CH /\ N
Ry O O ‘ CHO
n__/ R9

PUR SEHa] 49-51 Fb &4 ml it & g £ 7 %mﬁk
SEHG] 49 1-BEEE-9-ZK A EE-B-PRIE (49)

¥ 9-ZETRFE-1-FIE-B-HEBk (10mmol). — & LAl (20mmol) EF 100ml
BB T, SREMA 50ml HZR 1,4- 8 5, NREGT 4 /N, it
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V&, JFHCR R RV, JEREERSGE > BRERE T, HERAEN,
V(A HE): V(CERZE=10:1- 4: 1 ¥, WP, BIEKRE, BEE
Bk, =% 70%, mp 69-70°C; ,

ESI-MS for C,iH;sN,O [M + H]", Calcd: 314, Found: 337;

IR (KBr, cm'l) 3059, 3028, 2943, 2917, 2826, 1703, 1620, 1541, 1442, 1419,
1369, 1340, 1182, 1086, 1038, 930, 858, 828, 754, 744;

'H-.NMR(CDCl;, 300 MHz) &: 10.30(1H, s, CHO), 8.64 (1H, d, H-3),
8.18-8.13(2H, t, H-4H-8), 7.62(1H, t, ArH), 7.39-7.34 (2H,m, ArH),
729-726Q2H, m, ArH), 7.18-7.143H, m, ArH), 491 (2H, m, NCH,),
2.72(2H, m, NCH,CH,CH,), 2.14(2H, t, NCH,CH,);

SEHEG] 50 9-ZR P HE-B-IR K- 1- B Ak 4 2 L AR AR (50)

£ S0ml BRFEMRPIMA 1-EEI-9- KN E-B-Hmk (Immol), F AR
(1lmmol) FIZEE (30mD), T 8SCiHAHHRIMIER, AWM OEAEITH, B
FEIRk4E 2220 10ml, OKFFE 455, Mg, T1RE E A, 7% 77%, mp 187-188
C.

ESI-MS for C,,H,NsS [M + H]", Caled: 387, Found: 388;

'H-NMR(DMSO, 300 MHz) &: 12.14(1H, s, NH), 8.80 (1H, s, H-3), 8.62
(1H, m, ArH), 8.57-8.54 (2H, m, ArH), 8.44 (1H, m, ArH), 7.77 (2H, s, ArH),
7.41(1H, s, ArH), 7.21-7.19(2H, d, ArH), 7.13-7.11 (2H, d, ArH), 4.72(2H, s,
NCH,), 2.66(2H, m, NCH,CH,), 2.03(2H, m, NCH,CH,CH,).

SEHfE] 51 O- AR BE-B-HRIb-1 - 45 F AR (51)

MEE S (Immol) T/NEEA, MNZA Iml KM, FHIWAFHEK
(1mmol), FHEEFMNEA 1-BEH-9-ZKNE-B-HHE  (1mmol) K27
W (30mD f Soml FERGEM, FEBFE 2 h, TLC BERN, FHRMNE
EEE RN, WEERYE, KAERCE , i m AR, % 82%, mp 123-124
.
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ESI-MS for C»,H,,N;0, [M + H]" Caled: 343, Found: 344;

'H-NMR(CDCl;, 300MHz) &: 8.53(1H, d, H-3), 8.16-8.13(2H, s, ArH,
CHN), 7.67-7.61(1H, m, ArH), 7.38-7.36(1H, m, ArH), 7.36-7.33(1H, m, ArH),
7.30-7.25(3H, m, ArH), 7.21-7.18(3H, m, ArH), 4.74(2H, t, NCH,), 2.85(2H, t,
NCH,CH,CH,), 2.31(2H, m, NCH,CH,), 1.66(3H, S, OCH;);

BC.NMR (DMSO, 300MHz) &: 142.18, 141.48, 140.27, 137.23, 131.37,
130.62, 128.94, 128.71, 126.53, 123.01, 121.58, 120.28, 119.66, 117.89, 113.98,
111.12, 43.82, 32.86, 32.09,

AR 8

NaOH

NaOH
EtOH/H,0 BTN

EtOH/H,0

COOC,H;

COOH

EtOH/H,0
COOH

0_ CONH

PLR SEHGEH 52-53 Bt B Yml @it & ik 2k 8 Roe ik
LG 52 N- (4-B-MRIk-RE ZBE) FRNER LER (52)
BB A (4 - F)ZFEFE-1,2,3 4- T4 -B-IEMK-3-32 18

£E 250ml BRI L-tA 2 #R (12.24g, 60mmol). XJ#2HEIK H
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(7.38g, 60mmol) FIUKEEER (150mD), VE-EH 85°C‘7|£.?§?)‘f"3# 10h, A HA[E
fRATH, IR, BEIZERE, HREDHIAKK, HEEAMERHR
pH & 5-6, UKFERCE 2-3h, #MIE, AK¥LE, &, |REOEME, ™ F 96%,
mp 233-235°C.
LR B: 1-(4-F2 5 R -B-HRIH

K 1-(4- 525 HHE-1,2,3,4- DU E-B-FRIHE-3- 32 8 (50mmoD) S 500ml 7K+,
MMEME, HEEETF B IA 350ml 10%H) AR B VAR 100ml VKESER,
B MBHERE R 5 eh, AHRNREER, HiE rEEEEHEEN
PIYSTRTSAR, JEHIREYIZYR, JEWH HCL pH £ 6-7, H KR EUTIENT
H, g, T, BEEEE, PR 60%. ARAMEITTHEAT T -2 K
N
BB C: 1-(4- LI W H ) AT -B-FRIH

7E250ml[E R B A -(4-F2 55) A FE-B-FRIE (5.2g, 20mmol). Z:4ff

B 1SoK AR 10 o KRR ER A (40mmol ) FT-F 45 (I TRl 100ml, 70°C yiir InF £,
[l 105 I & 2R 2.8 (40mmol), Zk£E[MIFRI A . TLCEREFATI, RA5E
B, HhUE, MEMURERE T, RERFLENT (VCRMEE): V(LR LHEE)=3:15EH),
BEEEE, 7%F90%, mp 175-176°C;

ESI-MS for C, H;sN,O; [M + H]", Caled: 346.38 Found: 347.40;

IR (KBr, cm™) v: 3362, 3056, 2975, 2877, 1751, 1606, 1506, 1462, 1278,
1232, 1070, 832, 746, 604;

'H-NMR(CDCl;, 300MHz) &: 8.44(1H, d, ArH), 8.36 (1H, d, ArH),
8.13(1H, d, ArH), 8.08(1H, d, ArH), 7.63 (1H, t, ArH), 7.51(1H, d, ArH), 4.24 (2H,
q, CHy), 4.04(2H, s, OCH,CO,) , 1.27 (3H, t, CH;);

BC-NMR (CDCly, 300MHz) 8: 168.91, 158.11, 142.83, 141.03, 138.99,
133.74, 132.16, 129.92, 129.70, 128.47, 121.79, 120.13, 115.05, 113.66, 112.06,
65.50, 61.74, 14.52, .

ST D:  1-(4-ZEFEHET H A ) RKEE-B-HRME (30mmol ). AL
(150mmol) 7K¥F¥ 80ml, F1Z[F 80ml, JHVEHIFEIEINE 1.5 RS, RBLEE,
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F 10%HCI % pH £ 5-6, B GAEURITENTH, KERERA, #higr
BEOEE, HT, F7EF 95%, mp 192-194C;

ESI-MS for C;9H;4N,O; [M—H], Calcd: 318.33 Found: 317.35;

IR (KBr, cm™)v: 3368, 3053, 2972, 2839, 1727, 1689, 1587,1459, 1421,1334,
1241, 1144, 1022, 958, 739, 667, 605;

'H-.NMR (DMSO, 300MHz) §:11.47(1H, s, NH), 839 (1H, d, H-3),
8.22 (1H, d, H-4), 8.04 (1H, d, H-8), 7.95(2H, d, ArH), 7.62(1H, d, H-5), 7.52(1H,
m, H-6), 7.23(1H, m, H-7), 7.10 2H, m, ArH), 4.71 (2H, s, CH,).

SBE: N- (4-B-MM-ZFREA LB KNEAR L Bs
fE 50ml [RERGEHEF, AL D FrfFEAE (Smmol). HEE 7 NN'-Hk

FEXBKME (10mmol) A1 30ml T42() DMF, SO°C/K¥&## 1h &, BN L-
ANRBRLEE (Smmol), 50°CK LKL FE R 24h, TLC EREZATI, KMV
Sebe, 2 1R, IR IRAE S IR YD, RERAE T B, V(A HIEE): V(LR ZEE)=4:1
e, WEEFEY A, WERIRYE, 1S AGE & 7% 81%, mp 102-103°C;

ESI-MS for C30H,;N;04  [M + H]", Caled: 493.55, Found: 494.65;

IR (KBr, cm™) v: 3413, 3060, 2977, 1625, 1565, 1533, 1437, 749,

'H-NMR(CDCls, 300MHz) : 8.55(1H, s, NH), 8.53 (1H, d, H-3), 8.15 (1H,
s, H4), 794791 (3H, m, ArH), 7.53-7.52 (2H, m, ArH, CONH),
7.34-7.22(4H, m, ArH), 7.13-7.06(5H, m, ArH), 4.96(1H, m, CH), 4.56(2H,
S, OCH,CO), 4.21(2H, q, CO,CH,), 3.18(2H, d, ArCH,), 1.26(3H, t, CH;);

3C.NMR (CDCls, 300MHz) &: 171.24, 167.96, 157.54, 142.50, 140.82, 139.41,
135.75, 133.66, 132.82, 129.91, 129.44, 128.82, 127.44, 122.03, 121.92, 120.36,
115.42, 113.80, 111.96, 67.47, 62.02, 53.11, 38.38, 14.49,

SCHEB] 53 N- (4IRS LED) KA (53)

Rk A N- (4-B-HEMR- KA 2B FHAMLEE (Immol) WT 10 ml
FTKZEEF . FHIIA NaOH (Smmol) 19 10 ml /KEEH, HNFAEIR R 1.5 /)
i, RNFESSG, REHMYLEE, HH2M SBBRHME pH 5, RIFREST
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H, fESEE AR, W 94%, mp 151-152°C;

ESI-MS for CysHy3N304 [M—H] , Caled: 465.50 Found: 464.60;

IR (KBr, cm’") 3409, 3061, 2925, 1667, 1628, 1509, 1383, 1236, 1182, 1058,
832, 749;

'H-.NMR(DMSO, 300MHz) &: 11.47 (1H, s, COOH), 8.40(1H, d, H-3),
8.35(1H, d, H-4), 8.23 (1H, d, H-8), 8.06(1H, d, H-5), 7.96-7.93 (2H ,m, ArH),
7.64-7.62 (1H, d, CONH, H-4), 7.56-7.50(1H, m, ArH), ‘7.28-7.17(5H, m, ArH),
7.10-7.07(2H, m, ArH), 4.59Q2H, S, OCH,C0O),4.56-4.51(1H, m, CH),
3.12-3.02(2H, d, ArCH,);

BC.NMR (DMSO, 300MHz) &: 173.28, 168.12, 158.64, 142.54, 141.73,
138.86, 138.14, 133.42, 132.13 130.28, 129.82, 128.87, 127.11, 122.18, 121.54,
120.13, 115.58, 114.07, 113.11, 67.52, 54.01, 37.40.

BB 9

H,0/EtOH

PRS2l 54-61 (k&P el il i & sk 2 9 SRk 58 i
L5 54 N-(9-1E T H-B-FRI-3-FEL) RINEE LB (54)
S| A L-ENE R LBEI SR

#4510 mmol L-2K A &R/ BIE T 100 ml T/AKZEF, B FRE XM
AHB]-5CHRRE, RE T8 0.8 ml (10 mmol) & AN, JHinsgLe
WRETS, ARERMEEHHEI0/NT . RNVIEEE, HUERZEE PR
TR, ENRL-FENER LB EERE
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KL-ERE M LB MR BB T IOK LB, A& ETL/KBaO, M
PO, BEEME, BERERWOERE, SEEERA,; B m A ERER
AR A K VAR D I AL FINaHC O35 Na,COs I, FpH 8, A ZIR ZBgEL 2
BEAEE, TAKMgSO, T4, Mk 28 LHE, BIRL-FA MK LEE.
FBEB:N-(9-1E T B&-B-HMk-3- %) KA ER LER

¥ 9-1F T FE-B-MEMK-3-#2F8 (5 mmol). CDI (5.5 mmol) F120 ml T4
DMF & F 50mL R F, ZEiRBFE 0.5 M, REMAKEY LKA
BHEE (5Smmol), FEIRELFE 40CH iR 8 PEF, TLC EREFRMN. RINVE
5, WUEBEZIEU DMF, %%HF*E(E{H}%/L@&L@E.)%%, CIREY
. FHEEEE, WE92%, mp 107-108°C;

ESI-MS m/e 444 [M+H]";

IR (KBr) 3370 (N-H), 3063, 3028, 2959, 2928, 2872, 1735, 1665, 1624, 1586,
1516, 1494, 1199, 750 cm™';

'H-NMR (300MHz, CDCl5) é: 8.88 (1H, s, ArH); 8.76 (1H, s, ArH); 8.61 (1H,
d, CONH); 8.20 (1H, d, ArH); 7.62 (1H, t, ArH); 7.49 (1H, d, ArH); 7.36-7.20 (6H,
m, 6ArH); 5.13 (1H, q, CH); 4.42 (2H, t, NCH>); 4.19 (2H, q, OCH,); 3.29 (2H, d,
CHCH,Ph); 1.92 (2H, m, CH,); 1.42 (2H, m, CH,); 1.25 (3H, t, CH;); 0.98 (3H, t,
CHS).

SEHE) 55 N - (9-1E T ZE-B-PRIR-3-FIEE) HEEE LB (55)
MAERSEHEG] 54, (AMEH L-TMARER O BRIE N RN R 5 B0 EIE,

K% 95%, mp 100-102°C;

ESI-MS m/e 428 [M+H]";

IR (KBr) 3372, 3050, 2956, 2927, 2858, 1730, 1674 , 1625, 1518, 1495, 1211,
745 cm™;

'H-NMR (300MHz, CDCl5) &: 8.91 (1H, s, ArH); 8.80 (1H, s, ArH); 8.70 (1H,
d, CONH); 8.21 (1H, d, ArH); 7.64 (1H, t, ArH); 7.51 (1H, d, ArH); 7.35 (1H, ¢,
ArH); 5.00 (1H, m, CH); 4.43 (2H, t, NCH,); 4.27 (2H, q, OCH,); 2.67 (2H, m,
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SCHy); 2.41-2.17 (2H, m, CHCH,); 2.14 (3H, s, SCH;); 1.92 (2H, m, CH,); 1.42
(2H, m, CHy); 1.33 (3H, t, CHy); 0.97 (3H, t, CH).

SKHEB] 56 N -( 9-FIHE-B-IRIA-3-H ) SRR LHE - (56)

AR SEHER] 54, BEFH 9- "R 2E-B-HRIk-3-FR IR AN L- RN &M SRR A )R
N EE, BEEGE, IE 96%, mp 147-149°C;

ESI-MS m/e 478 [M+H];

IR (KBr) 3383, 3060, 3031, 2979, 2931, 2867, 1734, 1665, 1619, 1584, 1513,
1459, 1205, 734, 697 cm’';

'H-NMR (300MHz, CDCl;) &: 8.91 (1H, s, ArH); 8.70 (1H, s, ArH); 8.58 (1H,
d, CONH); 8.23 (1H, d, ArH); 7.60 (1H, t, ArH); 7.48 (1H, d, ArH); 7.36 (1H, t,
ArH); 7.29-7.13 (10H, m, 10ArH); 5.62 (2H, s, NCH,Ph); 5.12 (1H, m, CH); 4.19
(2H, q, OCHy); 3.28 (2H, d, CHCH,); 1.24 (3H, t, CHy).

L] 57 N -(9-FR A EE-B-RRME-3-HEE) SHER B8 (57)

HAER SERER] 54, (B8 A 9-2K N 25-B-MRI-3-FR IR AN L-GHE R L ER1E N
R Rk, B HEEmEAE, WCE 82%, mp 123-125C;

ESI-MS m/e 459 [M+H]";

IR (KBr) 3366 (N-H), 3061, 3027, 2960, 1730, 1669, 1588, 1518, 1463, 1193,
746 cm™;

'H-NMR (300MHz, CDCl5) 8: 8.90 (1H, s, ArH); 8.71 (1H, s, ArH); 8.63 (1H,
d, CONH); 8.20 (1H, d, ArH); 7.60 (1H, t, ArH); 7.41-7.15 (7H, m, 7ArH); 4.81
(1H, m, CH); 4.43 (2H, t, NCH,); 4.26 (2H, q, OCH,); 2.74 (2H, t, CH,Ph);
2.40-2.26 (3H, m, CH,, CH (CHs),); 1.33 (3H, t, CH3); 1.07 (6H, t, 2CH3).

S 58 N -(9-R N EE-B-FRIE-3-HTEL) RN EE LBE (58)
A R SEREG] 54, (BAF T 9-2R T 2E-B-FRIR-3- SRR AN L- KN E R LBR1E A
RRNJER. FETEE, BE 9%, mp 109-111°C;
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FAB-MS m/e 507 [M+H]";

IR (KBr) 3381, 3034, 2935, 2862, 1741, 1661, 1590, 1509, 1459, 1197, 746
cm™;

'H-NMR (300MHz, CDCls) &: 8.88 (1H, s, ArH); 8.66 (1H, s, ArH); 8.61 (1H,
d, CONH); 8.19 (1H, d, ArH); 7.61 (1H, t, ArH); 7.41-7.15 (12H, m, 12ArH); 5.14
(1H, m, CH); 4.41 (2H, t, NCH,); 4.20 (2H, q, OCH,); 3.29 (2H, d, CHCH); 2.73
(2H, t, CH,Ph); 2.28 (2H, m, CH,); 1.25 (3H, t, CHj3) ;

BC NMR(75 MHz, CDCl;) 8§ : 171.86, 165.29, 141.61, 140.56, 139.65,
137.82, 136.60, 130.34, 129.65, 129.04, 128.91, 128.80, 128.69, 128.45, 127.14,
126.56, 122.43, 121.76, 120.68, 114.66, 109.94, 61.69, 53.96, 43.26, 38.97, 33.51,

30.65, 14.59.

SHEB] 59 N -(9-1F T H-B-MRIE-3-HIEE) ZRINER (59)

¥ N -( 9-1F T FH-B-Hembk-3-FHEE) RINEBR L (1mmol) ¥ T 10 ml oK
ZiEd . HinA NaOH (S5mmol) ¥ 10 ml KW, MBI RN 1.5 /M.
RN TFE4E, REEOEW, BHH oM BBRPFZE pH'S, AHRBEERTH.
BEAEAR, WE 94%, mp 190-192°C;

ESI-MS m/e 436 [M-H] ;

IR (KBr) 3346, 3030, 2927, 2853, 1734, 1636, 1590, 1521, 1500, 1201, 742
cm’;

'H-NMR (300MHz, DMSO-d¢) &: 9.03 (1H, s, ArH); 8.80 (1H, s, ArH); 8.63
(1H, d, CONH); 8.39 (1H, d, ArH); 7.75 (1H, d, ArH); 7.63 (1H, t, ArH); 7.31 (1H,
t, ArH); 7.26-7.14 (5H, m, 5ArH); 4.82 (1H, q, CH); 4.55 (2H, t, NCH,); 3.25 (2H,
m, CHCH); 1.80 (2H, m, CHa); 1.26 (2H, m, CH,); 0.86 (3H, t, CHy).

L] 60 N-( - A FE-B-HeWk-3- F ) KINEE (60)
BRI SSHEB] 59, (BAFF N-( 9-1F T ZE-p-Mmk-3-FH BL) RINEL LB N
Bk, BEA A, WEIT%, mp 179-180°C;
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ESI-MS m/e 477 [M-H] ;

IR (KBr) 3376, 3027, 2929, 2860, 1735, 1626, 1591, 1526, 1500, 1210, 746,
cm’;

'H-NMR (300MHz, DMSO-d¢) 8: 9.02 (1H, s, ArH); 8.86 (1H, s, ArH); 8.73
(1H, d, CONH); 8.40 (1H, d, ArH); 7.72 (1H, d, ArH); 7.65 (1H, t, ArH); 7.33 (1H,
t, ArH); 7.25-7.14 (10H, m, 10ArH); 4.90 (1H, m, CH); 4.60 (2H, t, NCH,); 3.24

(2H, m, CHCH,); 2.65 (2H, t, CH,Ph); 2.13 (2H, m, CH,).

SCHEE] 61 N-(2-"F2E-9- 2R JE-B-MRIbh-3- ) RN CHERRER (61)

K N-(9-ZK A B=-B-FEME-3- T BE) AR IR LA (10mmol) BT LM LB
(100ml) ', PIARMATE (150mmol), INFIKFEEIR 24 h, KRG E FIKHEE
e, IR, ZBROERVE, TIRENE Y. TKIMMELRBEARE, K
£ 40%, mp 188-189°C;

ESI-MS m/e 597 [M-Br] ";

IR (KBr) 3410, 3181, 3027, 2983, 2939, 2851, 1736 (C=0), 1670 (C=0), 1633,
1541, 1515, 1457, 1341, 1244, 748 cm’™';

'H-NMR (300MHz, DMSO-dg) &: 9.98 (1H, s, ArH); 9.80 (1H, d, CONH);
8.65 (1H, s, ArH); 8.52 (1H, d, ArH); 8.01 (1H, d, ArH); 7.92 (1H, t, ArH); 7.56
(1H, t, ArH); 7.33-7.04 (15H, m, 15ArH); 6.00 (2H, t, N*.CHzPh); 4.75 (3H, CH,
NCH,); 4.11 (2H, q, OCHy,); 3.05 (2H, m, CHCH,); 2.63 (2H, t, CH,Ph); 2.19 (2H,
m, CH,); 1.13 (3H, t, CH3) ;

BC NMR(75 MHz, DMSO-dg) § : 171.06 (C=0), 162.31 (C=0), 145.22,
141.46, 137.37, 136.39, 135.86, 135.37, 133.42, 131.92, 131.82, 129.86, 129.44,
129.08, 128.80, 128.59, 127.50, 126.47, 124.51, 123.24, 119.97, 119.38, 112.51,
61.86, 61.47, 55.32, 44.71, 37.32, 33.03, 31.05, 14.81.
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AR LR 10

N
\ _/ K,CO _NaOH _
+ CICH,CO,Et
. N (U TRN 0 QD\ ~ H,0/E0R
R| y OH co

2C2 5

0 N
+ HZN _tor
0 ¢ COOC,Hs L DMF R, o>

R

CONHCHRyq
COOC2H5

N
NaOH N\ /
—_——

EtOH
H,0/EtQ R, N 0/\CONH(|ZHR10

Ry CO,H
PAF SERE] 62-67 Hitk &9y ml il it & Bk 2 10 2K 58 Rk
SEHEG] 62 N-(9-1F 1 3E-1-FBE-B-Hemk-7-8 L BE) FIE R LB6(62)
BB A: T-(LERFSEN T EIL)-9-1E T FE-1- FHEE-B-FRI
75100 mL BEREH A, A 7-F22E-9-1F T 2E-1-F EE-B-FEMK(10 mmol).

W BE BORMIR I TE 7K KLCO5 (20 mmol) A5 I B (50ml), 70°C T RIS /it
G, eS8 Z B0 mmol), TLC BREFN. kNG, BMEER,
g, JEVHRNERYER =R, Z TR RRECRRE, 28RECh
LB TR &, RIS,
S B: T-(RLFREE)-9-1E T H-1-F EE-B-Hek

¥ B A YT 30 ml LK SEES, PRI 5 £5 & NaOH 7K 30
ml, DOBEI R 2 /N, RNHAHE, RS ZEEIUE . B 2M
BRPFIZE pH S, AEIBEETH, ik, BT, [ESOEE.
S C: N-(9-1F T 5E-1- FEE-B-IRI-7-5 4 Wt) HAR R R LB

¥ 7-8 LR FE-9- 1F T FE-1- F EE-B-FRIHR(5 mmol). CDI (5.5 mmol) F1 20 ml
T4 DMF & T 50ml AL, E\MBH: 0.5 M, REMALEY) L-
HRERAES (5 mmol), 40°CH#HHE S /I,  TLC BREFEI. RE5ESE,
WL DMF, P4t Zchmiy R B 78, LEES S, BEA
eafl, R 83%, mp 119-121°C;

ESI-MS m/e 473 [M+H]";
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IR (KBr) 3296, 3068, 2925, 2866, 1739, 1670, 1626, 1542, 1448, 1199, 809
cm™;

'H-NMR (300MHz, CDCl5) 8: 8.30 (1H, d, ArH); 8.02 (1H, d, CONH); 7.78
(1H, d, ArH); 7.34 (1H, d, ArH); 6.94 (1H, d, ArH); 6.91 (1H, s, ArH); 4.83 (1H, m,
CH); 4.67 (2H, q, COCH,); 4.47 (2H, t, NCH>); 4.24 (2H, q, OCH}); 3.03 (3H, s,
ArCH5); 2.51 (2H, t, SCH,); 2.29-2.03 (2H, m, CHCH,); 2.05 (3H, s, SCH3); 1.81

(2H, m, CH,); 1.47 (2H, m, CH); 1.30 (3H, t, CH3); 1.00 (3H, t, CH3).

i) 63 N-(9-1E T ZE-1-FIE-B-MRH-7-5 L BE) B ER LBR(63)

BAERISEHER] 62, (HATH L-BREME L8N 5k . SEEHAE, WF 84
%, mp 183-184°C;

ESI-MS m/e 491 [M+H];

IR (KBr) 3410 (O-H), 3305, 3060, 2934, 2871, 1743, 1629, 1551, 1512 1452,
1237, 1193, 816 cm’™;

'H-NMR (300MHz, CDCls) 8: 8.13 (1H, d, ArH); 7.83 (1H, d, CONH); 7.56
(1H, d, ArH); 7.03 (2H, 2ArH); 6.88 (2H, d, ArH); 6.81 (1H, s, ArH); 6.71 (2H, d,
ArH); 5.30 (1H, s, OH); 4.94 (1H, m, CH); 4.63 (2H, t, COCH,); 4.39 (2H, t,
NCH,); 3.79 (3H, s, OCH3); 3.10 (1H, d, CHCH,); 2.98 (3H, s, ArCH3); 1.75 (2H,
m, CH,); 1.41 (2H, m, CH>); 0.95 3H, t, CHj).

S 64  N-(9-ZRTNH:-1-HIE-B-IRME-7-2 48 MR LE (64)

BAER LG 62, (AMEF 7-FJE-9- K 5E-1- AR 2E-B-IREmRAN L- AR &R
ZEEAEE Bk, KE 86%, mp 147-151°C;

ESI-MS m/e 553 [M+H]";

IR (KBr) 3411, 3303, 3062, 3027, 2927, 2860, 1743, 1629, 1575, 1515, 1465,
1236, 1205, 827, 751 cm’™;

'H-NMR (300MHz, CDCl;) &: 8.07 (1H, d, ArH); 7.71 (1H, d, CONH); 7.44
(1H, d, ArH); 7.30 (2H, 2ArH); 7.23 (1H, 1ArH); 7.15 (2H, d, ArH); 7.04 (1H, d,
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ArH); 6.89 (2H, d, ArH); 6.79 (1H, d, ArH); 6.74 (2H, d, ArH); 6.55 (1H, s, ArH);
4.95 (1H, m, CH); 4.50 (2H, q, COCH,); 4.36 (2H, t, NCH,); 3.80 (3H, s, OCH;);
3.11 (1H, d, CHCH,); 2.82 (3H, s, ArCH;); 2.71 (2H, t, CH,Ph); 2.07 (2H, m,
CH,).

SET] 65 N -(9-1E T 5E-1-FIE-B-iRI-7- 4 BE) HAZEER (65)

¥ N-(9-1E T ZE-1-FF F£-B-FEME-7-5 48 HFHREM ZB8(1mmol)¥E T 10
ml K ZEHF . FMA NaOH (5Smmol) Y 10 ml /KW, MndElA &M 2
NI, RAISERE, FH2M BT E pH S, WIEERGRE S 2B EH EATE,
AURIICE, HE, L0405, B e B, oA, R 97%, mp 191-193°C;

ESI-MS m/e 443 [M-H] ;

IR (KBr) 3415, 3236, 3057 2923, 2866, 1722, 1625, 1600, 1540, 1463, 1191,
812 cm™;

'H-NMR (300MHz, DMSO-dg) 6: 12.80 (1H, s, COOH); 8.56 (1H, d,
CONH); 8.50 (1H, d, ArH); 8.38 (2H, 2ArH); 7.34 (1H, d, ArH); 7.12 (1H, d, ArH);
4.80 (2H, t, COCH,); 4.60 (2H, t, NCH,); 4.40 (‘H, q, CH); 3.18 (3H, s, ArCHy);
2.44 (2H, t, SCH,); 1.98 (5H, CHCH,, SCH5); 1.75 (2H, m, CH>); 1.37 (2H, m,
CH>); 0.90 (3H, t, CH5).

SEHEB] 66 N-(9-1FE T 2&-1-HIEE-B-H-7- L) BE 2 R (66)

FRAE R SEHER 65, (B RRMEFT N-(9-1E T F-1-F 2-B-THEMk-7-8 Z 1) B &
B ZEE. HEtmil, WX 96%, mp 169-171°C;

ESI-MS m/e 475 [M-H] ;

IR (KBr) 3405 (O-H), 3249, 3067, 2927, 2870, 1735, 1626, 1575, 1515, 1465,
1227, 1193, 817 cm™;

'H-NMR (300MHz, DMSO-de) &: 12.80 (1H, s, COOH); 9.20 (1H, d, CONH);
8.48 (1H, d, ArH); 8.35 (2H, 2ArH); 7.26 (1H, s, ArH); 7.05 (1H, d, ArH); 6.95
(2H, d, 2ArH); 6.54 (2H, d, 2ArH); 4.72 (2H, s, COCH,); 4.55 (2H, t, NCH,); 4.43
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(1H, m, CH); 3.18 (3H, s, ArCH;); 2.95 (2H, m, CHCH.); 1.72 (2H, m, CH,); 1.33
(2H, m, CH,); 0.88 (3H, t, CH}).

SEHB] 67 N-(9-ZRTAFE-1-HBE-B-HeIbh-7-41 L BE) BE 2 R (67)

HRAERISEHER] 65, (B IEURHMET R N-(9-ZK N 25~ 1- FH 55-B-Heik-7-4 L BE) BR &
BB, Btamik, WE 98%, mp171-173°C;

ESI-MS m/e 537 [M-H];

IR (KBr) 3406, 3250, 3063, 2925, 2865, 1737, 1625, 1576, 1543, 1515, 1224,
815,702 cm’';

'H-NMR (300MHz, DMSO-d¢) : 8.07 (1H, d, ArH); 7.71 (1H, d, CONH);
7.44 (1H, d, ArH); 7.30 (2H, 2ArH); 7.23 (1H, 1ArH); 7.15 (2H, d, ArH); 7.04 (1H,
d, ArH); 6.89 (2H, d, ArH); 6.79 (1H, d, ArH); 6.74 (2H, d, ArH); 6.55 (1H, s,
1ArH); 4.95 (1H, m, CH); 4.50 (2H, q, COCH,); 4.36 (2H, t, NCH,); 3.80 (3H, s,
OCH,); 3.11 (1H, d, CHCH,); 2.82 (3H, s, ArCH3); 2.71 (2H, t, CH,Ph); 2.07 (2H,
m, CH,).

AL 11
9 ~
N CDI

N DMF

l COOH COOEKt N

) 1'1 \ CONHCHR,

CO,C,H;
\
NaOH \ N
—_— N
H,0/EtOH [l( CONH?HRm
9 C0,C,H;

PUF SEHEf] 68-69 M4k &4 nliid & RBR 2k 11 K58 ik
SEHEG] 68 N-(B-RBHK-1-HBE) X NER LB (68)

B-MEMbk-1-#R18 (5 mmol). CDI (5.5 mmol) 120 mL T4 DMF & T
5oml [RERFOE, FRBE 0.5 DM, REMALEY L-ANERLER (5
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mmol), 40°CHIHiFE 8 /Nif, HEAEE TLC BREREIN .. RNVFEEE, AR
DMF, P& EN(AmE R OB &, LREES &R, [FHABHE, W
# 94%, mp 104-106°C;

ESI-MS m/e 388 [M+H]" (B), 410 [M+Na]", 426 [M+K]";

IR (KBr) 3370, 3058, 2980, 2931, 1737, 1659, 1627, 1573, 1520, 1207, 737
em’™;

'H-NMR (300MHz, CDCl;) &: 10.19(1H, s, NH), 8.59 (1H, d, J=7.8Hz,
CONH); 8.38 (1H, d, J=4.8Hz, ArH); 8.12 (1H, d, J/=7.8Hz, ArH); 8.07 (1H, d,
J=4.8Hz, ArH); 7.58-7.51 (2H, m, NH, ArH); 7.32-7.26 (6H, m, ArH); 5.09 (1H, q,
CH); 4.22 (2H, q, OCH,CH;); 3.29 (2H, m, CHCH,); 1.26 (3H, t, CHj).

SCHEG] 69 N -(B-HEMK-1-F B A N R (69)

BN -(B-HM-1- B BN N &R 288 (Immol) BT 10 ml /K LEEH .
A NaOH (Smmol) 4 10 mL /K, M#AEIRKN 1.5 ADEf. RNVTEE,
H oM 3B AR pH S, YR 285 i ZBE 2 A RN, ARIRE, IR,
LANFR, SEEEGL, BE 97%, mp229-231C;

ESI-MS m/e 358 [M-H] ;

IR (KBr) 3420, 3382, 3336, 3060, 2950, 1728, 1621, 1526, 1222, 739 cm™';

'H-NMR (300MHz, DMSO-dg) 8: 13.04 (1H, s, COOH); 11.72(1H, s, NH),
8.87 (1H, d, CONH); 8.35 (2H, 2ArH); 8.24 (1H, d, ArH); 7.73 (1H, d, ArH); 7.53
(1H, d, ArH); 7.28-7.13 (6H, m, ArH); 4.82 (1H, q, CH); 3.27 (2H, CHCH)).

RBELL 12

HOOC

Ry .
RBr TBAB //
Ry
CLUF sEfE] 70-73 WIALA 9T I8 A B i 4 12 SR 58 Rk
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LHEB] 70 1-O-(9-1E T ZE-B-Hmk-3- B BE 2 )-2,3,4- =-0-2K F B 5 -B-D- itk e
RHE (70)
B A: 1-R-2,3,4-=-O- K F - a -D-ME i bk

HY 10 g D-1Z8E 0 80mL Jo/KMLRE , TGRS, TRV ET, 10 36ml
REBR, RSN 24 N IIADEIKIK. F07 50m /D, 7 EHFNAEE,
IR FH 20 % HySO4 AN ) NayCOs M AT NaCl ¥ & Pk 2 1K, Jo7K Na,SOq4
T, BT, iz

PSP T 25ml S F ki, 0°C TN 56 mL 33 %HBr-vKEE R,
T8 THERE 24 /M. 0 50 mL CH,CL W Ja, BB 200 mL vKKH,
WD AV, BEEEIANCOKS . FHUAEHMEH Na,COs IWRPER Ph>7,
WA NaCl WvE 2 P, WUEZEBR - F G, REHOBYE, BafiEs
18.6g, P& 53.2%.
SR B: 1-0-(9-1F T FE-B-FRMkE-3- FH IEIE)-2,3,4- = -O-2K F B2 - B-D-Mitk et BUAZ B

100 ml =T/, AN 9-1F T 2E-B-FRMk-3-R(1 mmoL). 5 ml CH,Cl,+
1 mmol JY ] B ALEE (TBAB) A5 ml H,O F 50°CIRE MHiHE, BEiE, i
B 1.2 mmol NaOH (1] 5 ml 7ZK¥FW, (AR NEEMME. Ria, TERIZEEET,
ZIZHA 0.8 mmol 1-11-2,3,4- —-O-F HELEE- a -D-MEREAZHE R 5 ml CHCL %
W, WEER. TLC FREREN, RNTEE, HBRNEELER, 28 EH
M, KA R EEEEE, SHFE P, I 5% NaOH WIRUKIEE, BHE
K Na,SO, T4, 25 TFHFGE, =Y atEEf Rk LR LER)7 5,
B A E A, BiE 88%, mp 102-104°C; '

IR (KBr) 3063, 2958, 2871, 1725, 1589, 1501, 1459, 1258, 1097, 713 cm’';

'H-NMR (300MHz, CDCl3) 8: 9.03 (1H, s, ArH), 8.94 (1H, s, ArH); 8.27 (1H,
d, ArH); 8.02 (3H, t, ArH); 7.92 (2H, d, ArH); 7.68 (1H, t, ArH); 7.53 (3H, t, ArH);
7.43-7.24 (9H, m, ArH); 6.74 (1H, s, CH); 6.24 (1H, s, CH); 5.83 (1H, s, CH);
5.76 (1H, s, CH); 4.60 (1H, d, CH); 4.48 (2H, t, NCH,); 4.30 (1H, d, CH); 1.94
(2H, m, CH>); 1.41 (2H, m, CH,); 0.98 (3H, t, CH3). '
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SEHEB] 71 1-0-( 9-ZR I 2E-B-HRIbk-3- B AL )-2,3,4-=-0-Z5 R Bt - B-D-Ait i
RILKE(TT)

MEAERISE M) 70, BAHH 9- AR TR BE-B-RRA-3- R IR0 kL. 15 HEBE1E,
% 87%, mp 98-100°C;

IR (KBr) 3062, 3030, 2938, 2871, 1725, 1584, 1499, 1454, 1259, 1097, 710
em’;

'H-NMR(300MHz, CDCl;) &: 8.94 (1H, s, ArH), 8.92 (1H, s, ArH), 8.27 (1H,
d, ArH); 8.04 (2H, d, ArH); 8.01 (2H, d, ArH); 7.94 (2H, d; ArH); 7.65 (1H, t, ArH);
7.60-7.15 (16H, m, ArH); 6.76 (1H, d, CH); 6.22 (1H, t, CH); 5.84 (1H, t, CH);
5.77 (14, q, CH); 4.57 (1H, dd, CH); 4.48 (2H, t, NCH,); 4.33 (1H, dd, CH); 2.76
(2H, t, CH,Ph); 2.31 (2H, m, CH,).

SCHEF] 72 1-0 -( 9-1E T FE-B-IRMR-3-H R )-2,3,4,5-0U-0- Z Bk FE-B-D- Itk
R HERE (72)
B A 1-1R-2,3,4,5-14-0- Z Bk - a- D-i it 48 25 4

HY 10 g B HE 10 10ml JC/KMERE, A SFRET 25ml, Z iR S 24 /T
I Bk B S0ml, 5B ARG, 4 U 20% HLSO, #AN ) NayCOs.
AN NaCl WIS VL 2 I, /K NaSO, T4§, [FlEr, BatER.
FTSRERET 25ml Z&H e, 0°C T 56 ml 33 %HBr-#K HOAc, BT
=R THERE 24 /NEF. 0 50 ml CH,CL Wk fg, IRIEEIA 200 ml #OKH, HiE#E
SEBNA, BREREIANKKT . BYAABEN NapCOos WIRIESE Ph>7, W
A NaCl ¥WRyEZ FE, BeTdEA & F e, Ambist, FaaEE 12,9,
P<3 55.7%, m.p. 88-89°C. ’
H B B: 1-0 -( 9-1F T F&-B-FEME-3- B3 )-2,3,4,5-U9-0- L BLEE-B-D-Ait i 227
B .

B 100 mL =8, A 9-1E T ZE-B-HRME-3-FRE2(1 mmol). 5 ml Z&H

Fi. 1 mmol 4T ERIE (TBAB) Fi5 mL H,O T S0°CHEE THikE, €
J&, W0 1.2 mmol NaOH [ 5 ml /KWW, fFZRAEENME. R, FERIZIH

\¢E'

65



200710180027. 3 oM P E57/73m

BT, ZE8mA 0.8 mmol 1-1R-2,3,4,5-MU-O- 2. Wi F-a-D-ME A #2941 5 mL
CH,CL %W, it i, TLC Ml RNGRE, MEER, 2EHAYAME,
IKAH A CH,CL 2B, & A HAE, H 5% NaOH ¥ F 7K PE ik, FFF 67K Na, SO,
T4, ETHENGE, FIEBHEDEFENICRME 2R LE)H, SAtE
£, R 85%, mp 124-126°C;

IR (KBr) 3638, 3413, 3057, 2955, 2930, 2871, 2872, 1754 (C=0), 1584,
1501, 1466, 1226, 1085, 751 em™;

'H-NMR (300MHz, CDCl3) &: 9.00 (1H, s, ArH), 8.86 (1H, s, ArH); 8.25
(1H, d, ArH); 7.66 (1H, t, ArH); 7.53 (1H, d, ArH); 7.39 (1H, t, ArH); 6.13 (1H, d,
CH); 5.43 (2H, m, CH,); 5.23 (1H, t, CH); 4.46 (2H, t, CH,); 4.34 (1H, d, CH);
4.17 (1H, d, CH); 4.00 (1H, d, CH); 2.08-1.99 (12H, 4COCH;) 1.92 (2H, m, CH>);
1.40 (2H, m, CH,); 0.96 (3H, t, CH5).

SEHEG] 73 1-0 -( 9-E TN FE-B-IHEME-3-FFBEE )-2,3,4,5-PU-O- LB He-4-D-nit i
T % BE (73)

BAEESEER] 72, BAFR] 9- RN EE-B-HER-3- R IR A R kL. 5 B T AE,
% 84%, mp 133-134°C;

IR (KBr) 3431, 3060, 3027, 2948, 1755 (C=0), 1583, 1500, 1465, 1224, 1068,
750cm’™;

'H-NMR (300MHz, CDCl;) &: 8.91 (1H, s, ArH), 8.85 (1H, s, ArH); 8.24 (1H,
d, ArH); 7.64 (1H, t, ArH); 7.42 (2H, t, ArH); 7.30-7.22 (3H, m, 3ArH); 7.15 (2H,
d, ArH); 6.13 (1H, d, CH); 5.42 (2H, m, CH,); 5.23 (1H, t, CH); 4.45 (2H, t, CH>);
4.33 (1H, d, CH); 4.17 (1H, d, CH); 4.00 (1H, d, CH); 2.74 (2H, t, CH,); 2.29 (2H,
m, CH>); 2.10-1.99 (12H, COCH5).
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BB 13
— sy
RBr + HOWN TBAB, _MeONa R/%\N
SR MeOH N R,
Ry Ry

LAR SEffl 74-75 Wik &9 el A R 2k 13 K5EAk:
SCHER] 74 7-p-D-NH R Y A WE S IR -9- AR TR - 1 - F - TR IA(74)
BB A 1-17-2,3,4,5-00-0- LB 3~ a - D- I 8 %6 b
A E L 72,
SR B: 7-p-D-Mm R AT AR L -9-1F T 25 1- F FE- - Ik

BL 250 ml =2, MO 7-F2FE-9- KR FE-1-FH E-B-FRIE (3 mmoD). AT
ik (TBAB) (0.5 mmol). 20 ml H,O 120 ml CH,Cl,, MN#HZE 50°Ci&
FE TR, F228HN 10mmol KOH [ 20 ml /KA, ZARMNETRMNME. R
G, TERIZHET, BLEEHM 6 mmol 1-18-2,3,4,5-V1-0- LB 3E- a -D-Itkig
BRI 20 ml CH,CL YW, 50°C F RN 20 he ARG, 28 HANM,
KA CH,CL 258, & BN, F 5% NaOH ¥ FI/K PR, Jo7K NaySO,
T, HTEAGE, SHENEN/ FE)DE, BRRRPERETLY,
SLBOTERR,

¥ LB E = 20 ml JoK R EES, B 0.2M K] MeONa/ MeOH
VYR 20 ml B HERE R NS TLC B R N e 4G, ZTFEAL, @FEE
IR EYD S, TKLEELREBAGREAE, WE 45%, mp212-213C;

IR (KBr) 3423, 3027, 2924, 2857, 1627, 1575, 1448, 1238, 1074, 701, 624
em’; .

'H-NMR (300MHz, DMSO-d¢) &: 8.14 (1H, d, ArH), 8.08 (1H, d, ArH); 7.87
(1H, d, ArH); 7.29-7.17 (6H, m, ArH); 6.93 (1H, dd, ArH); 5.36 (1H, d, CH); 5.14
(1H, d, CH); 5.08 (1H, d, CH); 5.02 (1H, d, CH); 4.67 (1H, t, CH); 4.52 (2H, t,
CH,); 3.47 (2H, t, CH,); 2.77 (3H, s, CHj); 2.72 (2H, m, CH,); 2.00 (2H, m,
CH,);

3C NMR(75 MHz, DMSO-dg) & : 159.13, 143.19, 141.76, 141.06, 137.86,
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135.28, 129.20, 128.99, 126.60, 123.04, 115.87, 113.20, 111.18, 101.35, 97.52,
77.99, 77.61, 74.10, 70.65, 61.55, 44.59, 33.06, 32.67, 23.34.

SEHEB 75 7- B-D-MEm RUAHE A AE-9-1F T Z&-1- A& B-FEIN(75)
SR A: 1-1R-2,3,4-=-0- KW~ a -D-NEI AR

4 5k R SE ] 72 B BR A
S8 B: 7- B-D-ME G R EEE-9-1E T %-1- 5 B-FEWK

HRAERI TR 74, (BAER] 7-5236-9-1F T %-1-F - -k fE N ikl 75
Ak, W 42%, mp 236-238°C;

IR (KBr) 3384, 3212, 3030, 2959, 2932, 2871, 1626, 1566, 1497, 1453,
1242, 1188, 1082, 1056, 815, 604 cm’™;

'H-NMR (300MHz, DMSO-dg) &: 8.13(1H, d, ArH), 7.90 (1H, d, ArH); 7.70
(1H, d, ArH); 7.04 (1H, s, ArH); 6.93 (1H, d, ArH); 4.96 (1H, d, CH); 4.39 (2H, t,
CH); 3.93 (1H, dd, CH); 3.56 (1H, m, CH); 3.48 (2H, t, CH,); 3.32 (1H, d, CH);
2.94 (3H, s, CH5); 1.72 (2H, m, CH,); 1.35 (2H, m, CH,); 0.91 (3H, t, CH;).

A% 2% 14
( = \ (CH;C0),0 \ _N
R Y ; R;
7 N R,'CHO N CH=CH-R,
| CH; R
R, o
—, Br-
EA N CH=CH-R,

LA SE MR 76-83 4k S Hml S & Bk 2k 14 Sk 58
LG 76 1-(4-FEIE-FKLIEF)-9-1E T £-B-HEHk (76)

9-1F T 2-1-FE-B-HEHE (10mmol). ZBEF (50ml) F 4-FEFE-KH
B% (100mmol) JB&, ZIEHIEE 30 48k, RJEMMENR 72 /M, TLC ERER
B, RNTEYE, KR NEAEIEERGEI 200ml oK, BREREANEAL,
R BERERL, AN, Ko, WK, KRB THR, S
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RIERS, REBYHTIKZE, ARNE-ZERERET pH % 1~2,
REREET, REYNIRELS S, T8, e FEE. KEEmRERT Soml
Ko BREREMIRIL, ZBZEEEE, SIEHE, KYE, @AY, Tk
PR TR, U8, AR, REMERERN, WGHmE (12) B
e BEEOANIREK 1.6g, WK 45%, mp 115-117°C;

FAB-MS m/e (M+1) 357,

IR (KBr) 3433, 3060, 2962, 2925, 2864, 1626, 1604, 1555, 1446, 1414, 1361,
1291, 1237, 1176, 1028, 961, 815;

'H-NMR (500MHz, CDCl;) & 8.46-8.47 (1H, d, H-3); 8.11-8.13 (1H, d, H-4);
7.86-7.87 (1H, d, H-5); 7.46-7.77 (6H, m, H-6, H-7, H-8, PhH); 7.28-7.28 (2H, m,
PhH); 6.94-6.96 (2H, d, -CH=CH-); 4.56-4.59 (2H, m, NCH,CH,CH,CHj); 3.85
(3H, s, OCH;); 1.96-2.02 (2H, m, NCH,CH,CH,CH;); 1.49-1.51 (2H, m,
NCH,CH,CH,CH;); 0.99-1.02 (3H, m, NCH,CH,CH,CH}).

e 77 1-(8-FE IR LM FE)-9- RN Z-B-HRME (77)

WRAE R ST 76, (B8R 9- AR TN ZE-1- F AL -B-MRIBK AR 28 IR R JRURL . 439K 31
AR AR 2.2g, W 53%, mp 136-137C;

FAB-MS m/e (M+1) 419;

IR (KBr) 3053, 3030, 2970, 2922, 2841, 1630, 1603, 1555, 1509, 1446,
1415, 1361, 1328, 1291, 1242, 1222, 1171, 1032, 966, 821}

'H-NMR (500MHz, CDCL;) 6 8.46-8.47 (1H, d, H-3); 8.10-8.12 (1H, d, H-4);
7.66-7.86 (3H, m, H-5, H-6, H-7); 7.53-7.55 (3H, m, H-8, PhH ); 7.15-7.33 (7TH, m,
PhH); 6.94-6.95 (2H, d, -CH=CH- ); 4.58-4.61 (2H, m, NCH,CH,CH,Ph); 3.86
(3H, s, OCHj;); 2.75-2.78 (2H, m, NCH,CH,CH,Ph); 2.30-2.33 (2H, m,
NCH,CH,CH,Ph).

SCHf 78 1-(47-BEE-IR LG E)-T-1F T A RE-9- R N EE-B-HRME (78)
¥ AVE R SEHER 76, B4 7-1F T E FE-9- A A ZE-1- FH FE-B-HemAE oh J BV JiR
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B, By EestRaiE 2.7g, W& 55%, mp 110-111°C;

FAB-MS m/e (M+1) 491,

IR (KBr) 3430, 3030, 2964, 2937, 2869, 1631, 1556, 1510 1439, 1414, 1335,
1246, 1206, 1148, 1068, 1032, 964, 822;

'H-NMR (500MHz, CDCl;) & 8.41-8.45 (1H, d, H-3); 7.94-7.96 (1H,d, H-4);
7.74-7.75 (1H, d, H-5); 7.54-7.55 (2H, d, H-6, H-8); 7.18-7.28 (7H, m, PhH);
6.94-6.96 (2H, d, -CH=CH-); 6.85-6.88 (1H, m, PhH); 6.65-6.66 (1H, m, PhH);
4.49-4.53 (2H, t, NCH,CH,CH,Ph); 3.97-4.00 (2H, t, OCH,CH,CH,CH;); 3.86
(3H, s, OCHs3); 2.76-2.79 (2H, m, NCH,CH,CH,Ph); 2.22-2.34 (2H, m,
NCH,CH,CH,Ph); 1.82-1.85 (2H, m, OCH,CH,CH,CH;); 1.55-1.58 (2H, m,
OCH,CH,CH,CHj3); 1.01-1.04 (3H, t, OCH,CH,CH,CH5).

SHEG] 79 1-(4°-FHIE-IR A EE)-7-1E T S IE-9- R TN JE-B-FRE (79)

AR SEHEp] 76, (B8 4-THEE-ZX RN 7-1F T S8 FE-9- R A - 1-FR 2 B-
HEORAE e B SRk o AR 9R AL BT IR A AA 3.2, WER 63%, mpl70-171 C;

FAB-MS m/e (M+1) 506;

IR (KBr) 3056, 3028, 2958, 2933, 2869, 1617, 1590, 1506, 1422, 1334, 1229,
1157, 1107, 1042, 965, 814; |

'H-NMR (500MHz, CDCl;) & 8.47-8.48 (1H, d, H-3); 8.26-8.28 (1H, d, H-4);
7.98-8.00 (1H, d, H-5); 7.67-7.91 (5H, m, H-6, H-8, PhH); 7.19-7.33 (6H, m, PhH);
6.90-6.93 (1H, dd, CH=CH); 6.70 (1H, s, CH=CH), 4.51-4.54 (2H, t,
NCH,CH,CH,Ph); 4.01-4.05 (2H, t, OCH,CH,CH,CH;); 2.79-2.82 (2H, t,
NCH,CH,CH,Ph); 2.31-2.35 (2H, m, NCH,CH,CH,Ph); 1.84-1.88 (2H, m,
OCH,CH,CH,CH3); 1.56-1.60 (2H, m, OCH,CH,CH,CHj); 1.04-1.07 (3H, ¢,
OCH,CH,CH,CH5).

SIHEM] 80 1-(4'- R FE-FE LA HE)-2- K 2E-0-IE T 2-B-HiiR L (80)
1-(4- R - K 205 5E)-9-1E T 2-B-Hmk (2mmol). ZFRZBE (50ml)
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FIEALHE (20mmol) YEBE, SUAEIR S /M, AHMRNBZRER, I &4
B LEvER, BREE K. BRARMET 50ml LK LE, MRERERSR,
Bt yE, AHEZR, KEELH. BEOBRCREE 0.49g, WE 4%,
mp 197-198°C,

FAB-MS m/e 447,

IR (KBr) 3412,3001, 2957, 2931, 2867, 1621, 1605, 1512, 1463, 1337, 1247,
1175, 1028, 976, 810;

'H-NMR (500MHz, DMSO-d,) 8 8.97-8.98 (1H, d, H-3); 8.90-8.91 (1H, d,
H-4); 8.58-8.59 (1H, d, H-5); 7.86-7.97 (2H, m, H-6, H-8, PhH); 7.51-7.62 (5H, m,
H-7, PhH); 7.19-7.34 (5H, m, PhH); 7.03-7.05 (2H, m, -CH=CH-); 6.06 (2H, s,
CH,Ph); 4.51-4.54 (2H, m, NCH,CH,CH,CHz); 3.82 (3H, s, OCH3); 1.53-1.60
(2H, m, NCH,CH,CH,CHj3); 0.97-1.02 (2H, m, NCH,CH,CH,CH3); 0.63-0.66 (3H,
m, NCH,CH,CH,CHj3)

SEHER) 81 1-(4-FEIE-IK OIHE)-9- RN -2 H-B-FRIRIR £ (81)

AR R SE R 81, BT 1-(4- A ZE-2R LR 5E)- 9- R TR ZE-B-FRM N 5
Bt SR EIRCREE 0.73g, R 60%, mp 207-209°C.

FAB-MS m/e 509;

IR (KBr) 3412, 3029, 3002, 2936, 2837, 1622, 1606, 1515, 1457, 1339, 1256,
1179, 1033, 971, 820;

'"H-NMR (500MHz, DMSO-dg) & 8.98-8.99 (1h, d, H-3); 8.89-8.90 (1H, d,
H-4); 8.57-8.59 (1H, d, H-5); 7.88-7.93 (2H, m, H-6, H-7); 7.03-7.04 (15H, m, H-8,
PhH); 6.82-6.84 (2H, d, -CH=CH-); 6.07 (2H, s, CH,Ph); 4.59-4.62 (2H, t,
NCH,CH,CH,Ph); 3.84 (3H, s, OCH;); 2.49-2.51 (2H, m, NCH,CH,CH,Ph);
2.28-2.30 (2H, m, NCH,CH,CH,Ph).

SEE] 82 1-(4-FEE-KLIHE)-7-1E T A EE-9- R 2E-2-F Z5-B-FRIKIR &1
(82)
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RV E SMER) 81, (B 1-(4-FERE-ROHE)-T-E T HIE-9-FNE
BRI R SRR 15 TR A BURDIR Ak 0.85g, WE 70%, mp 207-209°C.

FAB-MS m/e 581;

IR (KBr) 3450, 2997, 2956, 2934, 2869, 1619, 1577, 1514, 1454, 1345, 1257,
1232, 1176, 1139, 1034, 974, 814;

'H-NMR (500MHz, DMSO-ds) 6 8.87-8.88 (IH, d, H-3); 8.68-8.69 (1H, d,
H-4); 8.40-8.42 (1H, d, H-5); 7.52-7.60 (3H, m, H-6, H-8, PhH); 6.99-7.36 (13H,
m, PhH); 6.86-6.87 (2H, d, -CH=CH-); 5.98 (2H, s, CH,Ph); 4.52-4.55 (2H, m,
NCH,CH,CH,Ph); 4.16-4.19 (2H, t, OCH,CH,CH,CHj3); 3.83 (3H, s, OCHy);
2.28-2.31 (2H, m, NCH,CH,CH,Ph); 1.76-1.88 (4H, m, NCH,CH,CH,Ph,
OCH,CH,CH,CH3); 1.48-1.53 (2H, m, OCH,CH,CH,CHj3); 0.96-0.99 (3H, t,
OCH,CH,CH,CH5)

SEHEG] 83 1-(47-FHIE-K L4 IE)-7-1E T A FE-9- R A FE-2- " B -B- PRI R R
(83) '

BAERISTHER] 81, BAFAH 1-(4-FHE-ZK LIGHT)-7-1F T 2E-9-FK N F-p-
MR JERBL . 158 RIBRDIR AR AE 0.9, WK 66%, mp 228-229°C.

FAB-MS m/e 596;

IR (KBr) 3046, 3027, 2954, 2930, 2867, 1619, 1522, 1454, 1431, 1345, 1231,
1138, 1061, 971, 836;

'H-NMR (500MHz, DMSO-d¢) & 8.92-8.93 (1H, d, H-3); 8.74-8.76 (1H, d,
H-4); 8.43-8.45 (1H, d, H-5); 8.31-8.34 (2H, m, H-6, H-8); 7.86-8.01 (3H, m,
PhH); 7.08-7.33 (11H, m, PhH ) 6.86-6.88 (2H, dd, CH=CH); 6.01 (2H, s, CH,Ph);
4.49-4.53 (2H, m, 2H, t, NCH,CH,CH,Ph); 4.17-4.20 (2H, t, OCH,CH,CH,CH;);
2.20-2.33 (2H, t, 2H, m, NCH,CH,CH,Ph); 1.78-1.90 (4H, m, NCH,CH,CH,Ph,
OCH,CH,CH,CH; ); 1.48-1.54 ((2H, m, OCH,CH,CH,CHs); 0.96-1.00 (3H, t,
OCH,CH,CH,CH5).
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AR LR 15

DMF/NaH
RBr

LR SEHEf) 84-85 L AW RIEIL & MR L 15 SK5E s
SEHEG] 84 1-(3°-MEREIE)-9-1E T Z-B-HMk (84D
S A 1-(3°-MERE FE)-B-HMHR BB B

L-ta 5 20.4g (100mmol)F 200ml vk Z BB &, MEEERERE; RE
N 3-BEEE-IENE (4.8mD), FIEHHEE 2 /MoT, RSE MR, TLC Wl RN
B, FRNTEES. BRNBKGEET, BREYS 100ml (KOBES, N
o5 4eh, NN KMnO, (200mmol), [FIUR 1 /NE, JURIRZEZERRIKS
B2, FREWINK 300ml, LMRIFEFEE, AIAHAE, JOKERBRINT5, Bk
W4R, LROFRELS GRS 1-3 -hoE 5 )-B- R
SR B: 1-(3 MR HE)-9- IF T 2E-B-THemph ‘

1-(3°-ML0E 25 )-B-IEME (2.45g, 10mmol). DMF(50ml). 60 %S48 (0.6g,
20mmol)iB4, FiIRMEER N 10min, JIABARIETH (30mmol), ZHMRHH K
R, TLC EREFRII, &MSeEE, #RMBEIARKT, ZRIEZER, &7
BHUH, K¥E, IMAZEE SOml, REERBRI, WERGEZET, TKLEHK,
NERE S &, M a g, o5, Omyedk. BEAEHKER, RREW
Bk, ZFRZERAREL, &IFBEHAE, K¥E, WKL, ToKERERE T4,
EHRBE, WMIEREET, JREL R, HREEAK 041, WK 83.6%,
mp: 133-135°C;

FAB-MS m/e (M+1) 302

'H-NMR (CDCl;) 8.89-8.89 (1H, d, H-5); 8.75-8.77 (1H, dd, H-3); 8.55-8.56
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(1H, d, H-4); 8.19-8.21 (1H, dd, H-8); 8.03-8.05 (1H, d, H-6); 7.98-8.01 (1H, m,
H-7); 7.60-7.64 (1H, m, Py-H); 7.45-7.50 (2H, m Py-H); 7.31-7.35 (1H, t, Py-H);
3.96-4.00 (2H, t, CH;CH,CH,CH); 1.32-1.36 (2H, m, CH;CH,CH,CH);
0.85-0.91 (2H, m, CH;CH,CH,CHy,); 0.63-0.67 (3H, t, CH;CH,CH,CH,).

LA 85 1-(3-MLHEZL)-9- N FHE-B-HMk (85D

YRAER SEHE) 84, (B IR TR BB MA1E 0.43g,
K 81.7%, mp 155-156C;

FAB-MS m/e (M+1) 336;

IR (KBr) 1650-3050, 1620, 1479, 1445, 1353, 1214, 1191, 1044, 841;

'H-.NMR (CDCL) 8.90-8.91 (1H, d, H-5); 8.76-8.78 (1H, dd, H-3);
8.55-8.56 (1H, d, H-4); 8.20-8.22 (1H, d, H-8); 8.04-8.05-(1H, d, H-6); 7.99-8.02
(1H, m, H-7); 7.60-7.65 (1H, m, Py-H); 7.46-7.51 (2H, m Py-H); 7.32-7.36 (1H, t,
Py-H); 4.01-4.07 (2H, t, CH;CH,); 0.99 (3H, s, CH3CH,).

R 16
= \ N \ N
\ N N~ COOCH; N"  CONHCH,CH;NH,
g COOC,H; (CHy); (CHy)3

PAF Szl 86 Mk &4l @ Id & Bk Lk 16 K52 R
SEHE] 86 1-(2°-F A L E)H A IREE-9- RN FE-B-HRIE  (86)
SBA: LE 9-FRNE-B-FRIE-1-R1R LB I &

ZH B-PEMR-1-3R P2 AR (2.4g, 10mmol). DMF(50ml). 60 % & 4k.51(0.6g,
20mmol)iR S, FBBIHERM 5 A8, A 1-R-3-2RE-FHE(S0mmol), ZEifl
e, TLC BREAAGM, MMsehe, BRMNBEIARKY, CBROBEFER, &
FHHENMA, Kk, IAZEE 5oml, REBWREBL, BERERT, KL
K, WERES S, BREGEE, MAZE O-FHNE-B-HEM-1-RR LA R
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B, AFHE-PUALTEEMRT T2 RN,

SR B 1-(2° -5 55 & B AE-9- 2K T4 ZE-B-FR A

K O-FETHFE-B-MEMA-1-BRIR LB Eh R E (2.0 mmol) M 30ml Z " &Ik
&, BRBERNIEAR, HEDRE TLC BERMN, RNTEE, BRNMBEEE
BN 50ml K, ZERFHREE, AIFEHIAE, Kk, WHEKE, KR
BETR, WUEMRYE, NER/AMEE (viv 3:1) B4 5, BERECEA. HikEa
FEARBT 20 ml /K ZEES, AW HCI-Z B3, W2 pH £ 2.0, M)a
KR OBER, ARNESSR, B miERE, mp221-223C.

FAB-MS m/e (M+1) 373;

IR (KBr, cm™) v: 3432, 3054, 2929, 1625, 1496, 1454, 749;

'H-NMR (300MHz, D,0) &: 8.32 (1H, d, ArH); 8.22 (1H, d, ArH); 8.10 (1H,
d, ArH); 7.65 (1H, t, ArH); 7.46 (1H, t, ArH); 7.30 (1H, t, ArH); 7.02-6.84 (5H, m,
5ArH); 4.27 (2H, t, NCH,); 3.61 (2H, t, CHy); 3.20 (2H, t, CH,); 2.47 (2H, t,
CH,Ph); 1.91 (2H, m, CH,).

RS 17

N N o N o
O — Qs — Q)

N N g

H Br lll , B

i NH(CH,),NH,
PAR S2iif5) 87-88 ik &4 vl @ & Mg 2k 17 R5E A
SEHaG] 87 1-(2-&EIE) L HEEE-9-1E T &-B-FRMk (87)
ST A 1-FE-1,2,3,4- D0 S -B-FEBR K& R
L-f4f#%(9.0g, 56 mmol)F 800 ml FZVE S, MIMEFME, BB RNE
BZER, IMA=2ZME (13.8g, 136.6 mmol); FEIFUHFET, Win6.7g =4S
[ 35 ml BRIV, HEAREEAE F IR T HEEE 30 4060 AR E BT FHE TR 0 13.0 ml
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30% AL SUUKEERR VI, 0500 5% B J A A B1 R 30 4B YA #1JE AN 300 ml
AKF 300 ml ZFR Z.Bg, BIZIESE, BURAENAE, KEHH 300ml LK LB
FEIW—K, SHBEHA, TKRRETER, HRRUETFE/ LR OER1:1)TE
i, MK 5.72g, mp 184°C.
IR B 1-BREE-1,2- & -B-HRIR I A

B 250ml [RJEEEHE, fOA 1-Fi3E-1,2,3,4-DOE-B-HRMk(2.5g, 13.4mmol).
DDQ(15mmol). 100ml PUEEI, =iE &N S /N, HZEATE TLC ERERRN;
RN, EIERN, JEER THF, I S%EFAMHIE R 200ml, HF 10
SR, TR, KBERIERKEE A 2.25g,
SR C: 1-1R-B-MRIR )& Rl

HY 50 ml [BJEHEHE, A 1-BAEE-1,2- —5-B-MEMk(0.74g, 4.0 mmol). =i&
4 5(8.0g, 28.0mmol). 10ml ZFEEE, F 120°C TNt , TLC IRERK
W, RNEE, BIERMN, /K 100ml, H S%EEMNPUKEBRAZHME, LR
CESFEEL, AFHEYM, KRBT G, M MAED 8, HRREEE A
0.81g, mp 152-153°C.
S D: 1-1R-9-1E T FE-B-FRIK )& Bl

¥ AR IE T £2(4.0mmol) ¥ T 10ml DMF, BEEMA 60% S AL44(4.0
mmol), FiEHH: 15 D80E, A 1-R-B-FRHE(1.50 mmol), FEBEFE 2 /T,
EEORE TLC BB, RNYE, FIERMN, K S50ml, LBRZEEZEER, &
HAENAE, TAKBRBRETE, HrrUaEa®, BSEEEREE 042g, mp
63-65°C .
S B 1-(2 -2 5) LG EE-9- T H-B-HM

1-¥R-9-"T HE-B-I0H(0.30g, 1.0 mmol). FALIFAR(0.30g)F1 £ —Z(30 ml)iE
&, IAREIR RN 10 /N, TLC SREFASM: RNE, WUEZRERE, KEY)
Nk 100ml, ZERZ.EZE, &IFENAHE, TKMBRETER, H-Ywars
B, BRI 0.23g, WK 82%. W EAKBIAT 20 ml T/KZEH, A
WA HCI-Z B, HE pH £ 2.0, BIERKRZEBER, WHES R, 87"
i B ER R 2 (PR B A B 4K), mp 224-2257C.

76



200710180027. 3 o 1 E68/73m

FAB-MS m/e (M+1) 283;

IR (KBr, cm™) v: 3388, 3257, 2952, 2924, 2854, 1639, 1604, 1535, 1498,
1459, 1343, 754;

'H-NMR (300MHz, DMSO) §&: 8.30 (1H, d, ArH), 8.24 (3H, s, 3N'H), 7.89
(1H, d, ArH), 7.86 (1H, d, ArH), 7.77 (1H, d, ArH), 7.67 (1H, t, ArH), 7.35 (1H, t,
ArH), 4.88 (2H, t, NCH,), 4.03 (2H, t, CH,), 3.20 (2H, t, CH>), 1.61 (2H, m, CH,),
1.15 (2H, m, CH,), 0.80 (3H, t, CH;).

G 88 1-(2°-FEIE) LHEEE-9- K N H-B-FRIE (88)
S AL B M C [RISEHEf] 87;
S8 D: 1-1R-9-F A E=-B-FRIK I 5 Ak

B 50 ml JFJE S, MR 1-4R-3-ZKFE N HE(3.0mmol). AL EH(3.0mmol).
10 ml DMF, FiR#HPER 2 /N, BlJEINA 60% NaH(3.0mmol), =R+
15 48105, N 1-3-B-HEIR(0.25¢, 1.0 mmol), ZiEBEFE 2 /MDA, TLC EREF
B, RRE, EiERMN, RNMBEEYT K Soml, ZFOBRER, &6
MU, To/KRBR 1168, M= 2 4E 5 &, 15 1R P8 (0 [E44 0.34g, m.p.113-114°C.
SR B 1-(2-8 ) LR HE-9- RN EE-B-M MR )5 1

1-1R-9- K P E-B-FEMK (0.37g, 1.0 mmol). 4L ¥ 47(0.30 g)« £ —F&(30 ml)
BA, IRERRN 10 /M,  TLC BREFAI, RMNVE, BIEZEEHBR, ¥
BMYIN/K 100 ml, ZERZEEAE, AHENAE, TKRRETER, H-va
Ha B, BREMNK0.30g. KEAMKEET 20 ml LKLY, IARMK
CHCI-ZEB%WR, WS pH £ 2.0, BWEERIERR, NEES S, [FEEE
@A, BihP= M ERER &, mp 256-258°C.

FAB-MS m/e (M+1): 345;

IR (KBr, cm™) v: 3407, 3269, 3027,2921, 2853, 1638, 1605, 1537, 1405,
1460, 1344, 752;

'H-NMR (300MHz, DMSO) &: 8.29 (1H, d, ArH), 8.19 (3H, s, 3N"H), 7.84
(1H, d, ArH), 7.76 (2H, d, 2ArH), 7.65 (1H, t, ArH), 7.36 (1H, t, ArH), 7.22-7.05
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(5H, m, 5ArH), 4.91 (2H, t, NCH,), 4.00 (2H, t, CH>), 3.18 (2H, t, CH>), 2.56 (2H,
t, CH,Ph), 1.96 (2H, m, CH));

BCNMR (75MHz, DMSO) 5:143.65, 143.07, 141.68, 134.92, 130.46,
130.01, 128.88, 128.72, 126.47, 123.00, 122.85, 121.90, 120.92, 112.05,
107.36, 45.20, 38.24, 33.15, 32.74.

ST 89 RSN I 1 156

S5 Hela(B SR MM HepGu A\ FFHEZIME). BGC(A B % 41 i)
Bel7402( AT 40 1) MCFE-7(A\FLARE AN IR) S 40k, KA MTT LTl
e

AR EITR: 40 B A KORA BT AT #AE KA 40 bk oA 1 X 10°
ANml BIREEEM T 96 FUIR, BT 37°C. & 5%CO2 MBS IR P 1557 24 /MY,
FINW, BUREER IR, N KELERNI &Y, s 48 /MitfE, FE
BEFEW, LN 20ul & Smg/ml MTT ) RPMI1640 ¥5 83, hEE355% 4 /NI,
ANOERE EEE, LA 100ul ) DMSO, &2 10min FHUTIE, FEE
FIBEARACRI OD {8, Bt 490nm. ATk &R m kBT A RAFE
.

G HY% =R i 4738 OD /% B4 134 OD {8 X 100%

DLGH M 17T T 2k BT B E B, AR BRI AR B ICso 1H

RELRNE 1.

R 1 ZEREERATEYERIMPUHREREL R (ICs uM)

wEDRmS Hela Bel7402 BGC HepG2 MCF7

ZE I ER 60.0 54.3 68.2 46.2 103
1 134 70.0 165 160 106
2 89.8 69.5 90.2 81.5 46.9
3 16.4 213 114 140 197
4 23.3 21.9 29.8 20.8 13.2
5 283 152.9 17.2 15.5 158
6 30.2 13.5 11.9 11.4 105
7 40.7 25.6 234 15.3 21.6
8 145 62.0 96.4 114 33.1
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9 47.0 148 17.2 17.8 16.9
10 112 152 18.3 13.6 142
11 20.8 42.5 12.1 12.1 7.2
12 2.0 127 74.1 149 144
13 27.6 134 18.5 27.7 19.5
14 4.9 3.2 10.6 9.6 11.1
15 56.3 3.57 66.1 49.9 67.6
16 2.2 2.4 7.6 7.6 2.8
17 2.2 3.62 44 4 2.7 97
18 3.9 2.7 4.6 4.2 10.4
19 1.8 2.6 53 6.9 53
20 1.6 5.8 2.0 2.4 1.8
21 1.4 1.3 2.5 4.0 9.2
24 166 187 36.2 208 115
23 418 418 37.2 87.4 104
26 19.6 43.8 43.1 63.2 31.7
27 44.2 42.5 27.5 51.9 51.8
30 172 172 120 79.6 138
31 72.9 117 132 166 96.2
32 39.1 57.5 63.6 70.5 52.5
33 100 122 127 128 107
34 99.0 87.5 111 59.1 62.1
35 32.8 65.9 47.5 72.1 49.6
36 106 149 79.7 175 62.8
40 64.6 119 47.5 126 87.1
41 449 8.7 2.1 44.5 29.1
42 81.7 26.4 10.3 45.6 38.9
43 216 137 123 97.6 102
44 98.3 148 167 65.8 157
45 45.9 67.5 102 126 169
46 18.6 25.2 54.8 19.2 46.7
47 26.3 40.2 30.9 69.8 51.2
48 323 63.8 38.7 44.4 324
49 158 124 257 216 99.3
50 23.6 54.2 41.0 116 86.3
52 212 167 124 254 794
53 184 251 98.7 121 231
54 135 159 18.9 71.4 129
56 98.5 103 152 230 106
58 150 162 142 225 96.2
59 68.6 102 165 132 205
60 58.6 95.3 128 165 204
61 46.7 51.2 23.7 36.5 29.8
68 118 152 98.6 181 192
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69 125 124 106 97.4 213
70 258 156 175 115 64.5
72 125 158 95.3 165 76.4
73 118 65 159 129 105
74 259 230 124 118 112
76 88.8 29.7 141 66.2 38.1
77 92 243 219 92.9 79.0
80 6.7 7.7 21.8 6.7 4.6
81 4.5 6.9 0.5 2.1 5.8
82 6.8 1.6 7.1 8.9 6.9
83 2.9 1.5 4.1 1.3 3.6

W 1 BB RS B B — RSN R, LS
W BH BE NS TUREN, EPHEY 161 19, 20, 21, 80, 81. 82 Al
83 “EXT A 5 MR AR A ER T ICs (E¥/NTF 10 uM, RIALEBZEMNTES
ROE G RSN U R TS

/|

4

el 90 /MRS FEMHE

BN (PR Lo, SRIES: PAIRIETS
107 2, 14&E 19-20g, MEHESE. & 10 /MR —4A. HFRA A
0.5%CMC-Na ¥; IRIBIUAL R, &FEMEH FRFE, FElRER 0.8 .
HRERREE, SSRE/DEME 80 WiHBIE, REEHIMA 0.5%CMC-Na
WIREFT BRI . LA 0.5m1/20g /M. KHBIKIEES 2. B
PN, RS A, SERFIBRRESNERSGY, WIS HE
BRI . SET-SIAT IR ISR, fEiEsh ARt — A, Fiex T H
WEIMIFETIE . —REBEESTRES, WELHRESIRE, B
SRR R RER IR E . RIESAsMNITH, DL Bliss TiEHE
BRI LSRR (LDsp ) X FHEMEB /DI EHK & K 52 7 &
(MTD).,

RIEE RN TR 2.

LR 91 A PUERR
BRAF/NR (PR B sER sy R4, SRIES: PEIEIEFE
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107 ), {KEHIH 18-20g, MEMEET], MRtSCATHR—MEMN. JURESLRE
CsBL/6 /NREEHHMANR 8-10 RANR—4A, FtEn & AWA; MEXAH
VB Lewis 5. S180 PUJR(H1_bigEs 24 TVAA 7Tt 2538 S ALARYERF); w7
KR4 E £ KR 0.5%CMC-Na ¥i; ZRAGWR . RBAFIEL, S5
BT s B RS P LDso (BRI 1/5. 1/10 JyEnk; FREVSSZARAME M, SCient
/b8 Tween-80 JEIEBNE, FEHIMA 0.5%CMC-Na R 2T FHWREHIT . 52
WA 0.5ml20g /NBR. FEEEYAZS, R 1R, EESH 10K, A2 10
o BITEXTHRLS LIS ARIIARN IR, S AR AERERE, B8R 1K,
B 10 K. PAEXT BRERBEEER (CTX) #% 30mg/kg HIFIR, BR—IK, #E
7 Ro TRKNHMRIIE FEMER: THEAMF NEAEKEARER, U
SRR R 1X107/ml ARSI, TAHRRE £ N R 0.2ml/B, I H
SR T RATS, ZRAEAMEEASY, FIBRRE, & FE

PR % =] (A RATFHRE - AR FREE) /AN R4

R E]X100%
LTS, FETWME/NE B N, BAWERES IR, ZE. #l
&5 2 R R
REERILTR 2.
%2 EERIEERATED R/ DR At EE A EE RS R
, %)
g | TOEE ) ek | auRR (mp A %
LDs, Lewis fitif& B9 S180
HEBEE 59.0 +4+ 10 34.1 15.3
4 200 — 20 208 —
6 100 — 20 27.1 362
8 12.5 — 25 40.9 35.6
1 200 — 40 26.0 426
14 75 — 15 458 67.4
16 75 - 1.5 272 - 53.1
17 75 — 1.5 37.9 526
18 75 — 1.5 37.0 489
19 75 — 15 272 36.5
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41 100 - 20 - 454
42 100 - 20 398 419
54 >250 - 50 455 54.6
74 100 - 100 - 36.7
82 7.5 - 1.5 458 - 52.5
CTX - - 30 86.8 87.5

Ve MEBWA 47 For, Kb H++7 EFERENMAEN: = RRRAWLHNE.

MK 2 PEH, BT EERIERRILE BENHEENS, HRLE
M AT A TR . 2B IRIEIE RN Lewis /R AI P S180 AIAMRHRE /N B SE
oA 0 O HIIRE R A4S Ik 34.1% A 15.3% , AL &4 8+ 14,54 F1 82 Xf Lewis fil
TR /N B S IR Y (R RAB T 40%, LA 11, 14, 16, 17, 18, 41,
42. 54 70 82 Xt AR S180 MIfrfi /N R SL AR e St 40%, Hs
M) 14, 16, 17 54 F1 82 XTPAJE S180 MyTarjE /I i ST AR A (1) 411eg H i 50
%, FERldh, 15 14 3T S180 MIHIE R =ik 67.4% .
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