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SURBEFHR SRERBRAEZFRELR NG

HMAXLEHH L%

(57

FRUFRE—-FEIE I TILABH0OTE, XEL
ARk (3, 4-bPEM, Hie 1TH-utwIF
B, 4/ 16 TNHFEeiH[, 2-bFEw—3,
14(4H, 12H)-"Hd4, 92wk It3tidy, M
¥ s-PE-7T-(ERRE)-PEEH(1, 2-bPEk
-9(11H)-MBH, HHREREMMELE.,

(BJ)SE 1456 =



W F E K B

1. —WHEEaEEHRMrEF (3, 4-b] ®wH. 1 H — LR}
(3’, 47: 6, 7] & [1, 2-b] ¥ -3, 14 (4H, 12
H) -Z—8MM8 -—HE-—7 (4dF&) —F&EHH [1, 2-b] = -
9 (1 1TH)-BmbaynAiEk, FIdmisaBANVHALadwn
N —FBETRKAH(N-arylinidate) #o5 Pkt 1b-6 4 0y K 75 LBl 233
WI-T WL 4+ 2] FRmR PR

H b : X=0H, 0AICl= , CI, Br, I, F, OR, 0S0= CFs E{ERIFHY

BEEARH;

R, =H, OH, ROR, KR+ REBRRIPEH;

Re =H, NO= , SR#®RIPHWEDEE;

Rs =H, Co s B=REFEKE;
« =H, #® CHa2 COOEt:

Rs =COOM BRHFHEEME,; X

R.s MR BEE—EER -+ RAMNHEEVa:

Y=H®Y, R, = -0CH2 0-,



He: A=H, COOR, WS ERAMMIBEFE(C~17) B4

B RH ;

B=H, OH, ¢4 EMBZXHAG UGk, R0 (ZHH

M) RWEEWKMEXRAREIAC - (1 8 -

21 ))MERHA,

2 . REER I BIE, HPFFREmPBELSEMBRARAANV
it &d, RN LEY,. MAMEEFAERERRBN P, £
20-8 5 CHBET, EZATEMNKNAFEALET, FERaKMNE
EREEREELT, BEBPFERO-KEBR TR BR TS, T

HE(inidoyl balide) U, FofRBE4SRLACHY BET AT 4 40
3. BMEER 2HFE, KB FEOORNEANGE S REE.

HEFRBEK. 2F. WEAN-FEGEEEN.
4. RENABERINLTE, HPFEORUBENEZR.
5. RENFMER 2T E, RPFERMBERLLNE60-85TC.
6. REBNPERSHWIE, RPFREANBAERAZENER
BE,



7. RESMER 2SS, HPFRNERELAR KA LG
WP R 0- B TR R B AR . TR (imidoyl halide) HRFIRIP
RS ABANRERATED R ZRATFRFERE R TR AW R
S8, BB, O —FE=HZBIEMLMY. ZFEW (igherylghosine)
-/ EAAHK. 3= FERiphenylphosphine) / 19 8 1L 8,

8 . MEMNFERTHIF ik, HbF ke ngn s
ME-FEEAH.

9. REWMER 1mbE, RbFiimkawRl 1 H- i
[3’, 4’: 6, 7] &E&EH (1, 2-b] %W -3, 14 C4H, 12
H)-=®.

1 0. HENMERIALFE, KPR 1 H-wmit (37,
4’: 6, 7] &} (1, 2-b] %W -3, 14 (C4H, 1 2H) -
CHEEWHBELY.

11 MENAER]1 OMFE, EFFENENBEMNB R
KBEMEMBELY.

1 2. REBRMNERL 1HFE, BEPFRAOTRENEHRE
e EFERNPFEBRER.

1 3. MENFMERL 2mFk, HKPHFRATEHEWHBR L
PRIEEEH.

14. RERFAERIBFE, HPFRNALEYRI-FR-T-(H
W) - pHHH (1, 2-b] =W -9 (1 1H) —M,

15. RERFMER1 4mFE, KPHFiEms —PHE-— 7 -
(ERE) —FHEEH [1, 2-b] & -9 (1 1 H) -MERFEE

1 6. RENFHERI AMFE, HPHES -—BFE-7 - (4



WE) &g (1, 2-b] ®H -9 (1 1H) -HEEXEEN.

1 7. —®AE7 - (1, | ~W-REERE)HWE- 8 —H
SERE -5, 6 -~~HPHA%EHF (1, 2-b] wH -9 (1 1 H) -
MO AE, FHM P EEBENT -BE-5, 6 —ZEFPAHH (1,
2-b] Wk — 9 (1 1H) —MHENZHRESHFRRBE (viayl
triglate) SMNE_RMAETOEEL R

18 . —®@& 1 H-mkmg* (37, 4/: 6, 7] @EE3F (1,
2-b] W -3, 14 (4H, t2H) Ml zE, FREFE
BENT %

Ca )d)ANLEYHN -SSR T AW N-arylinidate) o5 EF
RAUSWHREMYTHRIBLOFH 4+ 1] i, BRI-( TBRE) XK
B b I 3, 4-b] vk,

R,

RJ%Qb
‘NR
N/f\/ >
X Ry
IV

He: X=0H, 0AIClz= , C1, Br, I, F, OR, 0S0=2 CFs H{FEITiF i
BXREH®RH;
R, =H, OH, 5OR, H$bRENKEFEHER;
Rz =H, NOz , ® 3Gl E,
Rs =H, Cz s REGEHRKEE;
+ =H, # CHz COOEt;



Rs =CO0Me SEFEIMME; K

Rs MR BEE—REER - THRMMEEEV .

Y =0OH, 0AlCl=, C1, Br, 1, F, OR, 030= CFz ®
17 43 9 B K EF S H

O
l
s
A
8
IVa

HoPp: A=H, COR, W EHEEXABMBBEFREZE(C~-17)F4+

BRA ;

B=H, OH, #EMBZEH NG LYRO (=ZHMHEERKR

BYRMNEEWNEMDERABSEIMC-(18-21)8F

®H

(b )it 2 — (ZMEE) ALY (3, 4-b] WK F ik,
EREC-TH (REF M) R s5, 6 —ZHPHEH
[1, 2-b] ®wk— 9 (1 1H) —¥;

(c)FRMT—KBE~-5, 6 —ZHPHEHEHF (1, 2-b] mw
— S (1 1H)-®HHT-BRAMZHBE=MELBEBE (viny!
triflate) SRR BRAETFEAEREC-T H(EEFT R ) ZHECRMWS,
S=EPREH L 10 ER-I(11H) - A

(d )F#EFENRT7 - (1L, | - -HEEBRE)AE- 5,



6 — S PHEH}F [1, 2-b] -9 (1 1H) - BHIABERM
1 H-mwg3 [37, 4': 6, 7] #&EEGIF [1, 2-b] EH -3, 1 4
(4H, 12H) -=HW.

1 9. RIBER1 §MAE, HPHFEMEE (a ) LaBEmt
ANALEY, HESHFENANVNALEY, FHANDAFSEIER
HEFP, EREEAONZ20-835C, EEBUWTHRANGTEETHAA,
FrvL et b mbe e, Mg L R0-wERTRERS TRk, T
B (imidoyl balide) BBH Aol b f g SRLACHY R BL AT £ 47

20 . REBEXR OBFE, HPAROBRBENES ZHPKR,
1, 2—-Z“®aH, 1, 2 - _HEAEZKE, MDEH%RMW, N, N-=
HERAKEKR, 28, FEAN-FELEEE.

21 . BEER2Z OMFE, K¥YHEMBENRBENRIHE-

22. HREER! 99FE, HPFRAEBHERG60-857T.

2 3. REER2 2HHE, HPHREMEBEERAYKLZEOER
"BE

24 . REER1 IMFE, HPFimERELNE Py
P R0- A TR R B AR . A (imidoyl fhalide) yukm SAR &
TR ANGEERTEDEI=Z R P RBRRE . R _FEH. DRARK

EaG. AME0-FEZE BT 0-berzyltrichloroacelimidate).
= # %M (trighenylphosine) / WR MK, K = FE P (trighenylphosthine) /
bl R

25 . BEER]I INFE, HYFEMRKAME2NMBR=F

EEH
26. REER] A&, KAFHEMLGYRERHEXLY.
27 . BEER26MFE, HPHFEMEMBALUYE KTE



HEMNREHEY .

28 . REER2 7THHE, KT RMHATENENRELUY
BEAEEFEAFMPFEBEES.

29 . MIBERZ2 8MFE, RPFTENKTENERBEUY
ERREER

30. HEER I MFE, HPFRHIANVLEAGYH R, AR,
EE-EERBAAMRES.

31 . ~HEBaRRKEEENTE, FENTREBEUOTEE::

Ca )EBRBEBF P, EH20-85CHEBET, €T AN
FET, @dmHiAlNmitdty, HETANVNEESY, EANVHN -
% E B F B N-arylinidate) W5 HHRMAAWHRE R THRHBH5-
FAL 4+2] FFdmak, SEREC-IW TREIR S 3, 4-b] ok,

¥ : X=0H, 0A1Cl= , Cl, Br, I, F, OR, 0SO= CFs E{E K

BEXEHARH;
1 —OMe;
R, =H;
Rs =H;

R, =CHz COOEt;



R s =CO0Me;

Y=H®Y, R, =-0CH2 0-,
FRMRNEBREEANRA LG ATRER N CHENG O - iR
BB W R RBLE RSB, TP (0 mi doyl balide) B, BRAE4 5] R IR LA
W ERER( A L4E )

(b )MAd HBr BAMZMAMBLEE (a )FIANWC - 2 W
REIMEogIH (3, 4-b] EHNEEFRBEIRE, BA=FK;

(c ) FENEZ2XRERERAGREFN _BE, REEAPEF _BES
f, BAFE _BM _ MBI

(d ) ZE—HEHHFET, THFRF _BREEEERITHREES
CEEECENUELY ).

(e ) BRFTBEMERBEBHNIHE=-MHXIABAE (vinyl
tritlate) HAERNZATERBREBESAA _RAETES BRI-(1, - =&
TEEBRE )FE -8 -—HERE-5, 6 ——&HPEHHF [1, 2-b]
W -9 (1 1H)-—8;

(f )5, 68, &/ 1, 2HH, #aA7T-(C1, 1 —=H#|
TEEBREODFE -8 -—HERE - P HEHGH [1, 2-b] W — 9
(1 1tH)-—-8:;

(gH)7T—C1, 1 -ZHRTEHEBRE >AE -3 -HERE —
R [1, 2-b) MK -9 (1 1H) -Hs —PBEBELH,
BEEC - T HEAR -BARFEBRAE, BINL-ZF-9 -
FEE—- 1 H-mmF (3’7, 47: 6, 7] #&&HH [1, 2-b] -
3, 14 (4H, 1 2H) -——8;

(h)BRBEoBHks -2 9 -—HFHE—- 1| H-mpmx*



(3/, 4’: 6, 7] p&E&HH (1, 2-b] = -3, 14 (4H, 12
H) -—“WMEXREL, #8310 -PEEEWNH;

(LD FBM1 0 -FEZENBHPREF, 8810 -82
EWK;

(j)@EESEN, N, N/ N’ —uBE-gSEZH5&E BIAM) K
B, M1 0 -—BREENBRM ONIKEL, BIKEEH.

32. BMEERI IHFE, AP RRNBREANRE 8P 5,
1, 2-—-®Zhk, 1, 2 - —FHRELKW, mE%KMm, N, N-—H
EHBERE, 2B, PEAN - B ERs5EE.

33.MEERI 2HFE, HPFHNBEEBENRZH.

34. WIBER! MK, KPFRMBEELE60-85TC.

35. MEERIAMHFE, EPHREBERAYNZENERE
B

36. MEERI I MFE, RPFumBRELNRES >4
B0 - HEBRTEESBEEE. TRD(inidoy) halide) WRA Rtk
GHBA BT ATE N B ZAFRERET, RR-TFR. DRAMREE
FHBILEO-FRE=SHZ PR BELY. ZXEB (igheylghosine) /
AR B = KA B (righenylrhosphine )/ W% LK

37 . BEER I 2HMHE, Kb AU & IR R =
EES.

38. —HHERSIABMERMERBALBHONE, Fitory
SEBENTHE:

(a)RNVILEWEHN — %5 E8B T B N-arylinidate) W55
RAA MR E LA RIS THL 4+ 2] i, BEAEC MRS



BAREI ML g I [3, 4-b] W,

R \
/@\Nﬁ\/’ms
X R,

v

¥ o : X=0H, 0AICl=, C1, Br, I, F, OR, 0SO2 CFa BL{ffd 4FRY
HEEARH;
R, =H, OH, ROR, KPP REBRIEH;
Rz =H, NO- , BBEFHBAEE,
Ra =H, Cz Hs BREREPEKE
R« =H, ® CHz COOEt;
R =CO0Me B HRBMBE; &
Rs MIRs EE—ERA—THRANHEERLY :
Y=H®Y, R, =-0CHz 0-;

HH: A=H, COOR, W BFBEFRABMEBEFE (C—-17)HSH
HeH

10



B=H, OH, ¢a@mBZEHUKtYRO (=ZXHLERR
BMOBNFEEWRNDERAMBINC - (18 -21)ME
8E B ;

(b )F4 2 —BAAIEEIHF [3, 4-b] %W, BRET -BE
-5, 6~Z&HPHEHEH [1, 2-b] -9 (1 1 H) -8;

(c)7T—8BEZ-5, 6 -Z“HPRHHF (1, 2-b] ®"H -9
(11H)Y) MW7 -S89 R¥RENTEDSNH _-_RPIETRS,
EREC - TH(RE)DF_-_B_BHRAMNS, 6 - —HPHAHHF
{1, 2-b] ®=m# -9 (1 1 H) —8;

(dDOHLT7T- (1, | " V-REERE)FE -8 -—HFEE
ME-—5, 6 - ZHPHEHNF (1, 2-b] w9 (1 1H) -8EK
HFRABENRM I H-mkw (37, 4': 6, 7] P&k [1, 2-b]
-3, 14C4H, 1 2H) -ZH; REEHRELY;: A

(e )RENMBENKLPE, AFEN _—CSARITAHTEANE
HMEADYHER, BISLABMERMENRENUY, REXEFE
REHEMW.

39. RENAMERISHIE, HPHAEMRILABERDE
HRELYR S -—PE-—7 - (HAWE) -PHEEH [1, 2-b] =W
-9 (1 1H)-#8.

14 0. RESMNERI SHFHE, HP M —FHE -7 -
(ERE) —PHEEF (1, 2-b] =~ 9 (1 1H) -HEEHE,
41 . RENRMERI IPAE, KPHEms —FE -7 -
(ERE) —F&EHH [1, 2-b) ¥ -9 (1 1H) - HEEEE

Mo

11



o i i )

A B B 3 R U E AT v B A o 2 LA A o 3

ERUP RPEHFLMrEH [3, 4-b) mEdk, ¥ | H -tk
[(3’, 47:6, 7] H&&H (1, 2-b] mEM -3, 14 H, 120) =
HHNRERBANRENY, IXR3-BE-7 - (ARFE) -
pEEIHF (1, 2-b] HH -9 -HHIERFLEKES
(mappicineketones) RME K B (mappicines).

Ba¥® H-mw3F (3, 47:6, 7] F&#HH (1, 2-b] =
M- 3, 14 (4H, 120) “HEHE LEFHN. SEHLEDH
MAEBEEABFRTR la - Jeo BHXBWRX, FBI R, £7 -1
Wi, R B9 —fMR, R, #10-EHR, TF, @HE8—4
HHAFA-ERF. ¢ ~Z&E~-4-8BE—- 1 H-mkm3 [3', 4 :6,
71 H&EEH [1, 2-b) BH -3, 14 (4H, 12H) —WBEEMHE
WE (TEMA Ja), BHEMELEIEARELS DD &5
BARBHBEAER.



A8 (aBHE )

Ia (EW#H) : R: =Rz =Rs =H
Ib (¥ FH (Topotecan)): R: =0H, Rz =CH= N(CHs )= ,
Rs =H
le FERHFFEH (irinotecan
/CPT-11)): R1 =0C(0) - (4-& B 3f ) - WE 0
Z, Rz =H, Rz =C2 Hs=
Id (9- HEEWH) : R: =H, Rz =NHz , Rz =H

Te (10, 11- PR S EZEWH): v, R, =-0CH= 0-,
Rz -xa =H

BRECAENBAGSERNMPBERNERZARERAN, ERE
HBRAR B EARFHOELBATEAMERN BN TR BTN ER
BERREREE RN, B, ¥ 1991, 4. 2. WK A Boehm ¥ AH)

U. S. P. 5,004,758 ##my, BEHEMBEEFEFSFT (KX Ib>Hy, (5)
-1 0-[(Z—HEEX YHE]-4-Z2E&-4, 9-Z“HEE-1H
- MW [37, 47:6, 7] PHEHBIH [1, 2-b] =W -3, 1 4 (4H,



12H) “HERITEHMEREYERIFHGS. WMEE 1991, 2. 21
B R. K. Johnson ®#i§# U. S. &9 S 07/658,948. 07/658,936
M 07/658,937 A 1991. 12. 10 & R. K. Johnson #HiF# U.
S. R¥E 07/804,570 ##—E2FH 8, XFHBEELE(EFETH)
BRE. sEE. N HEWRBRNSEBAEBE. WEE 1991. 11. 15
B R. K. Johnson ® i@y U.S. ¥ B 07/793,041 $#— % X FH,
Y FEEOH THALSHEREOSWRITRN- 48R ITHY
YWHAEY. LCEH, EXHHRFERBFEFEE (N CPT-11) (R Ic)
M, T-Z2E-10-REEWERML - (MR} ) BMREXEFT™®
BBAXUDHXREETED. SRHHLADENEAEAS ERAEBEHAS
AmEKKB. B5%, EXHENBEH I -AEML10, 1| 1 —FH
—HEXUY (X IdD)ERKITHEMRKNBRYTTREFREES

XK EMW * e
Ia ITb

EWMBT FTOXEARBMNUER"EAFTAREERTERR A
ERFRESEDHLGD. SHEPNLAYNOTFEABEEPERABS
BREAMERANRNENTEY, Do BHhX Ila M I1b HEKRN
EFEWAMREEMPAARRLTY. THTHITHEHEE (Fn:



RN EEHBIMZE. UREAXBEMAETREZSHRE ) SE
MANSYEBRPmXEbaPLFE 1990, 10. 31 H
S. Petteway H A®iEny U. S. £¥E 07/606,216. 1991. 10. 25
1 H. S.Alaudeen ®iF#) U. S. &% EH 07/783,063, 1992. 4. 17
B D. Berges ¥ A ®#iFH U. S. R¥E 07/870,649 M 1992, 4.
14 B D.Berges F AHIFER U. S. £RHME 07/868,824 Fo

wmiE, LEXVENRAEAGRERBESE, BFIEESMADY
MEITHREOFNEATNAALXRERZHRE HIV-1) BEHo 6k
A, BRFTHATHYFBERROGERZEAE (AIDS, R AIDS
Res. Hum. Retr., 1991, 7, 65) MW Ao

EELSYHERAITANEMENWEERENBRERRHE |
M, W Cancer Res. 1988, 48, 1722; Molec. Pharmacol. 1988,
34,755, ATRACHERBREEFEIDNARRNEWEHK, 9K
HDNAMFRRBBFIMELAGHBEXE, HHE, RFMNERNLE
AUHEASZH, ZBARMDNABRRBLS AT, F&R, H
FEMBREGHARE

RBrpHElE -5 FEH) 100,000 B9 thiE. ik
AT DNAEFIA—ITTEEORRITN, RELENBR
(RUEEARLE ), REESDNAKYIFIHEHET L. X
B—WEE, IXHEARAEY TERBARTDNAGEHEMRE
MEE. AMMIABENBEEIBREXGRAHBDIBREE I-DNA
RepwmABEOREEE. £1, DNA &4 ¥ 71 Wy B R AXHEAT E 7
NERHFETHEE. XHDNARR EHdENNANRESERE
HHREELT. ENBRMNIEMENEEMBERASDEEDNTRBREH



BIAKBREDARFINAHIEN.

RERMBILELFMHERAMS TR 170,000 A EEH R
RBrptBIEXDNABRMAFAR @) EHHE, FELIZITH
RTFEIFSIANRA B JL#ELk EEEMARAREAS N (Hip
ABE X R(ctoposide) FIFEEFni toxantrone) BEA T RH B s #H .
BREWBRANDWES RSB, BRCAFXHEPERABCH
B-ERERNROTEYD WXHEFMZXEMDIRRREBIL. 8
TEXEMLADEATENREMNAASENREFE LS.

HMEEBRBNEMELUPRFZ A ERE M. X 8 JL#E
ARMAFERBEWNHELASTHEXHNXDY, OIUKYEEE, H
RURXRKRFEMEWNREIEN. #1n, £ 1990. 9. 28 HiFHH
kB RESE 1992, 6, TXHFWIEHMH U. S. RF S 07/589,848
HRAFT —HEERFENENBENTENENR RS H LR —F
E-1-(EREFEPEHH [1, 2-b] -9 (1 1H) M
1990. 9. 28 & P. Burk ¥ AHiFM U. S. RFE 07/589,643
AFRTHAEWRWEAXBAVENERNRADYOEEGRA T E
S, BEWAENAILUAHENENEMRNEHAMNFERBEE X
MEFELAREXNELERKNENRENELEKMEALR Nothapodytes-
foetida AR, ER, TWAAMEH, KESHENIXRAREFTXE
WEEMRE, BFEEXENENRER (A4S 28,000/kg) RIRZ T
EHIRE

EETAAMSHNAERYE, LEMNZBDRVWAHEWNHE. B
i, ¥ J. Am. Chem. Soc. 1992, 114, 5863 - 5864 A F T 4 +
1 ZRFk, HPE -REXEHIPRERS FARFRL, BRBAC



W, HEALREWHH. B2, —BHEFAANSHEHE 1 H-
mewg (37, 4°: 6, 7] EEHHF [1, 2-b] =H -3, 14 (4H,
1 2H) —~ZNHENFIZENBENERXRERETERTE L OOW PR
r B 2R o



BEBRELA TAMBEDB

HO
/‘
+ +
CHO
L (I -



REEATd, FEANFENEZE=HCDEXRR, FHEITHEKHE
ZRERAREELS -EEXFEMS. X8, AFICAEZXRESR
XEHBNTHER. EXKBP, SHHCHANTERE =K ABC
MU DEXRAS, FARPHFEFERES, ERDHFH®EN. HiF
EBHEBEERXBHEMANBR. ERSFERT, BEBH=K
ABCHARBEEIASREBEILNTPEMERB=BEHTARM& .
B, RME=EEHRSRERZCASTENEAARET . HE,
XN EHARNEER, BHENZINEANEROE M : SEEXE
FRELFE, ZTRAS WAXNTERNFENANBREMN Y aEL L
TR RAEETESE AR Bk, BREXXAMBLAEST, H
BERIMFBALYHLERERK. RETFEEB LW SO LT
REMEH AU RURMNBEENEME.

ARPRE—-FHFHOETFRADABREEF (3, 4-b]
ok, 8 —HE-7 - (ERAEAXE)PHEHHF (1, 2-b] =W — 9
(11H) -®WMMB1H-mgw3F [37, 4': 6, 7] FAHIHF [1, 2-b]
MMk — 3, 14 (4H, 1 2H) -ZHMAHERE, REEITHHEER
Dk

W—FE, FRPBRHR WAL UWTHLSOBFE, BEH (3,
4-p] ®Wk., 8 —FHE -7 - (ERFE ) PEHH [1, 2-b] &
-9 (t1H)-®WM1IH-wMW3#+ (3, 4/: 6, 7] #&EEH [1,
2-b] %W -3, 14 (4H, 1 2H)-——_H, RExSHEXLUY,
EREKBOHENEELY, TERAELYEEH (topotecan) MfF
HHEFEH (irinotecan), BMREKHES, FhMFERBEANVL
28BN — 35 BT B N-arylinidate) W5 HRLEHWARTFALNT



PRI H-TFHL 4+ 1] TR P ANVKEHR AW el T
EHR WEIFAR AN ik o pHRAMRRE) =48, RANHL
AR -RUTLIHLEYHEDN.

JQN A Ns

X R,
v
He . X=0H, 0AICl=, Cl, Br, I, F, OR, 0S0= CFa XK IF &

BREFANY;
Ry, =H, OH, ®OR, X¥REKRKRPER;
R =H, NO. , REEFHIEIEE;
Ry =H, Cz Hs = EHRKEE;
R, =H, & CHz COOEt;
Rs =CO0M BEAEBBE: &
R, MRs EE—ERBRR—TRAMHMESR 1la:

Y=H®Y, R. = -0CHz 0-,
|
O
|
= A
B



Heh: A-HLCOWR XRAUPEEFRABHERE (C-1 7 )BT M
BE®RA;

B=H, OH, ity BRENSEHBEXEHA, O (=X
FhREmBmE )  ANAENEMEXRAEBTIMHC - (18 —-21)8
=4 ;i

B_rmE, FRALBHEBEF U T2 FE: 7~ (1, 1
~- M -HGEERE DAE -8 -—HEERE -5, 6 -ZHPHEHF
(1, 2-b] MW -9 (1 1H)-BW. 8 -FE -7 - (ARHE)
pREEH [1, 2-b] ¥ — 9 (1 1 H) -®WAM1 H-mw3#F (3,
4’: 6, 7] wREHEHF [1, 2-b] =W -3, 14 (4H, | 2H ) —~
W, REEWNEENY, EREABENEMABRAEDY, CERET
HFEHBANPFEHEFES, BRARAKEEL, N EGEa7 -B%
-5, b-ZHPEHKH (1, 2-b] % -9 (1 1 H) -WAIM

CHRE=BALGRBEM(vigl iftae) 5RO _RAETFBLEY SR,
PAE-(LI-RI EERL) WX - 8 —FEERE -5, 6 — &%
®Keh (1, 2-b) %Wk — 9 (1 1H) ~ 8. wELXBFHNLKFN
FE, KEEMT7T - (1, | " W-REBBEZ )DFE-8 -—HFEH

BE-5, 6 —Z—SPHEeHH[1, 2-b] EhH-9 (1 1H) -8T
MBRAEEAMTR I H-mkwisF (37, 47: 6, 7] F&&HH [1, 2-b)
-3, 14(C4H, 1 2H) -8 -PE-7-(ERHE
)b EHH (1, 2-b] wh—-9 (1 1 H) —®,

=W, FRYPLREE-—FHPHENTLADHFE : HEHF
[3, 4-b) mwk. 8 -FE -7 - (HARFE)PRH* (1, 2-b]
Mk -9 (1 1 H) —®MM1H-mmH (37, 4¢/: 6, 7] FHHH*
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(1, 2-b] ®eWf— 3, 14 C4H, 1 2H) -8, &S KEH
MY, BEREABNENBREDNY, THREKEEENFHERBER,
RIEERXYERE, FUEOFEEABUTEE

Ca )AANLEWEN-FSEBRT RS N-arylinidate) 2H5p7
WA ALY IR - F WL 4+ 1) Sk, 13 8 EC-1 W TRy
TR By 3L 3, 4 — b1UBR;

(b )3rdbixe - (MM ) —BCmmtm I (3, 4-b] "k,
w7 -BRE-5, 6 -Z—HPHEeI 1, 2-b] wH -9 (1 1 H)
— W ;

(e T1T-R%%E-5, 6 -ZHPRAHN [1, 2-b] %" - 9
(1 1TH) -7 -Z8HENERENTEDERB_BBEFHRS,
EREC - TH (RE)AE B _BMMSs, 6 - ZHPEHIT
(1, 2-b] " —9 (1t 1H) —-®8;

(dyfg7-C1, 1 - HM-AEREL)HE-5, 6 —ZFH
mE eI (1, 2-b] ™Hk—9 (1 1 H) - EBHILMABENRM I H
—-memiH (37, 4/: 6, 7] PHEEHHF (1, 2-b] wH -3, 1 4 (4
H, 1 2H) —Z@, REEWHHKEMNLY.

EWAHE, FARVLEE—HHUEZEHESABEFNE KK
M, k8 —FHHE—-7 - CHERTEE) FEHH [1, 2-b] dEHk - 9
(1 1H) ¥, BREXEENZFEFENFE, PO HEAHE
mr AR

(a )XNVEWHN - 35 L8 E Bt N-arylinidate) 5P
BB IR T TR F [ 1+ 2] R, BEEC I ZBIER
Ragmkog 3 (3, 4-b] "Wk,

11



(b)) 2B+ (3, 4-b] HHFL, BR7T —BE -
5, 6 ——HPHEHHH [1, 2-b] wH -9 (1 1 H) -8;

(c)7-—8BEZ-5, 6 ——ER&EWH (1, 2-b] =H— 9
(1TH)-—BEHO7T-=Z=HKFLBREBEETEYSIA_EHAETFES,
BFREC-TH (EE ) )BE B _BWMMRES5, 6 - —HPEGHF
1, 2-b) W -9 (1 1 H ) —8;

(dDHO)EB7—- (1, | " VR-—"GEEBE)DFE -8 —PEEH
X—-5, 6-—Z—ZFHEHEH (1, 2-b] H -9 (1 1 H) —8HHKi
BABERNM 1 H-—meg3 (37, 4°: 6, 7] p&&EH* (1, 2-b] &
M—-3, 14 (4H, 1 2H) -Z8H,. AEE#HEALY;

(e ) PEHM-_SLRITHAITEREMNBRAUYMESR, RIEE
BB SE, SARSPABEFRNDENBENY, (RES —HFE -
T- (EREE))SFEHF (1, 2-b] % -9 (1 1H)-®W, B
REXE EMW;

(T AELYENERLNTREEEEN, SFEHE.

ER Y E, FRVUBEXFOXLPE, BRH-FEHEGRUWT
&S FE: 4 - ZE -4 -BRE -9 -HEE - 1 H-msH
(37, 4’: 6, 7] #E&HHF [1, 2-b] W -3, 14 (4H, 12
H)-Z—8H, E@®xME&KI 0 -FHEEEWNHE, 4 - Z2E-4, 9 -
—EX-—- 1 H-mwIF [3°, 4’: 6, 71 FHEF [1, 2-b] = -
3, 14 (4H, 1t2H) -8, EE¥MiK]1 0 -BEXZEWHK,
DE1O0O-[(ZFEHEZ))HPFRE]-4-Z2&E-4, 9-"EBX- |
H-mws3k (3', 4': 6, 7] #E&EHF [1, 2-b] =W -3, 14
(4H, 1 2H) N, EEX¥MREERE, FIcnrEaEN

12



TE®:

(a )EWTFHAAHBRBEBEND, ENTHEET, EWTHHIK
FMTFEET, MmN CFHwl ) Mo, B8EC - 2 BZBREEN
LA rg ¢ (3, 4-b] mEsk, FrdAMBHBEN AR _-_®KFH. 1, 2
—ZWMLHR. 1, 2-_WERIKE, WEHKB. N, N-_FHEH
BEie. 2. MMEN-HEMELGEHE, RREREZMN;: FRMBEEN
HW20C—-—85C, REHGO0-85TC, RABXTEZHOERABE;
R FEEM KA BREAN BB BEER IR BENO - 5%
SEHETE R R BEE R A TR (ini doyl halide) By R B4 5] K IR
KB RBR( B4R, (REZ R FRHEREF. R W, HWAMNBIRES

W4 4B. 0-F A=A CE T A (0-benzyltrichloroacetimidate) . =
# 3t (trighenylphosine) / W AL, 3 Z AP triphenylghaschine) / 1 #
fbsk, FxthdmEAMERE P AU,

(b )MAdB HBr MAMHZEKBEERE (a )ERMC - 2 B

Mg g 3 (3, 4-b] MM AEPREBERA, 3K
(c ) IEZIRENREN_BE, RERPEF_HMEEA,
BIAE B BN
(d)EMBHFEET, R _HATHESHES, SRNEIFRHH;
(e )ERFRMHENRBERNDZIBE=Z P REMRMAE(viny)
triflate), ARG ZRFRUMRB ERT _RIAETESLN(, - =4
TREBE ) FE -8 -PHEEBRE -5, 6 - ZSHPRHFHF[1, 2-b]
mEHk— 9 (1 1 H) —®;
CTO7FES, #KREL, 285, 897 - (1, | -W-44
EBREOIDRAE -8 -HEAERE PRGN (1, 2-b] ®wE— 9
(1 1H)-®8;
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(g) 8 —HEAEREEALR, BEHEEC -7 _HMEAKER
., FHNBBER, 831 H-ueb3 (37, 4': 6, 7] FHEHH
[1, 2-b] %W -3, 14 (4H, 1t 2H)-=HM;

(h) ERBCFHFRTYHERREL, B 1 0 -PEEE
B8R

(iD)FEMI 0 -REZEWHATFRAET, 8310 -B%
EWE; M

(j @EEFEN, N, N>, N’ —{gHE_FHEHPLE (BDAM)
RE, EALFTEL 0 - BEEEWNBNI -, BINEEEH.

A RESAEBES, RF “BUR” ABEEWNBRMNRE 1 H-
mewgat (37, 4’: 6, 7] PEHEHF [1, 2-b] %W -3, 14 (4 H,
1 2H) " ZHAECENSHNREENNTEY . R\ kgt (3,
4-b] wEM” . “HEEWIHF (1, 2-b] EwH -9 (1 1H)-H” M
1 H—mbmg3F (3’, 47: 6, 7] &E&EH (1, 2-b] =H -3, 14
(4H, 1 2H) - ZMH—BEHBETXUFREANLEYD. RiF ‘B
MEBAEMNY” SENEFEXNERE, LABEPTEFCHKGE
BEARROEABATEY. RiF "RHREPE” TLHBHEC, - Co
REUERBHEE. Y%, FEHNE, g, p-—=ZHMZE. AiF “KK
PE” EXHAERENSERME, YEKZWFE. 28, 8,
B, B—=HMZE. BEE. HTENEEZMNEEPTHE, BEuw2
BEAGEE, DEEEMNRENFENTE, RiF “ZREFEKE
E” T HhBE=FE. ZZ2Z. ZRFBEAN=FEFRREL RS
E_HEPEREZANNTE_FEREKRE.

FREERBE—FHHEWTEPH b hegH (3, 4-b] =k,
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8 —HE-7 - (HAREE)PEHHF (1, 2-b] H -9 (1 1H)
-1 H-wugs [3', 4°: 6, 7] PEHIHF [1, 2-b] =W - 3,
14 (4H, 1 2H) -8, AEEHHELDNY, ERBEARENE
WHEDY, CEREZAERENFEEFE, BEREEEFEE, &
FESEBRNMENPFENANVEEGYHN —FER T KLY
(N-arylimidate) 345 PR A HERFAY TREIEST WML 4+2]
ke EPLHAR AL i —ALHHF R, HbdRXWV 24 HR, FoR T E
B —&YER Ve ok 8,
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R, =~ \ R, =
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-HX

Rz
R
1 \
NR 5
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Ry
B 2

X, R, —Rs RY@EXWRIVER
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FIRAEFRENHENAOREZNOLAYRATRE.

Y FBRETE ok 7|
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MeQ e (@]
“eO\O\ o o 82% N
N 7 cN
N
CN
N\ /
CHy CHa
\
A o
O T 35% N
(-] N \ C,N
CN
CH,
CH,
\‘
MeO (o) o
N -
N It
S
MeO., Me(,
0O NTosyl 72% NTosy!
J\/ N7
N
H
MO
MeO, 60%
IoRUE G S or
N
N
H)\Lcooa COOE:
F 1
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WM RHBHETREREESEHN D, ETHBEET, 7£T#
MEETMHR, Bl EAVHE&ED, REHHESF [(4+ 2] 3Fm
i, BBk [3, 4-b) MW, FAEMBEMEBANESES EEE. 1,
2 -Z®ZEK-. 1, 2-"“HEEZI. MEAKAy. N, N-—-HHE
Hmk. 20, WHAN -REBREHGEE, BREZH: FABEN
H20-85C, REG60-85C, RAXEZHENEREE; B
W IR R O 58 A% 2 b W) B G AR 00 BB 65 2 AR 0- R AR R T R B G
TAM(imidoyl halide) gyaka, BLkAF 0y 45 TRAL A Y Bt T IAT 4 40, th 3%
=90 EE BT PR AR P B RN AR A A 4B 0~ A T BT ey
= 3% (triphenylchosine) W ALEK B, = 3 3t % (trighenylphosphine) /¥ 32 1k,
BAZNHBR=Z2HELdSH. AVHILADYEFEIE, BERM. F
EHMFAENTYERGAUTUGH, BluicEzs, 2P E &6
1 0 -HEEEWKR, ATMHIR By, FHNLEWHKLLUD

ARPBBF®E—-—FHETRAELEYOFE: 7 - (1, | —RN-—
BEERE )FE -8 —~HEARE -5, 6 -~-—&HPHAHHF (1. 2-b)
k-9 (1 1H)-MW, 8 —HE-7- (HFE)PHEEHF (1,
2-b) ®EWk~ 9 (1 1 H) -8 H-ugwt (3, 4°: 6, 7]
®#iH (1, 2-b] =W~ 3, 14 (4H, 1 2H) -—®W, k%E
WRRALY, ERARBEMHERBRENY, TEREREFENFE
HEE, RRARKYENR, i E, RHEAB3, UEEHa 7 B &
-5, 6 -Z_SP$EHIHF (1, 2-b] wH -9 (1 1 M) -B(V)
BRMZHES BB (vioyltriflate) SN BT FE 44—
(LI-F-REEBE)WH- 3 - PHERE -5, 6 ~—HPRLHH
[1, 2-b] "W -9 (1 I M) - (VI) WEBR. WEABRFHH
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s HFRFABE, MERBT - (1, | —W-RHEABHRE))FHE -
8 —FHHEERE -5, 6 - S PAH (1, 2-b] = -9 (11
H) -BIUBRAFEHMIT R 1 H-mtwF [3°, 4°: 6, 7] +&EEH
H (1, 2-b] =W — 3, 14 (4H, 1+ 2H) - _—8®K8 —FH -
T (CHEREE)PHEHHF (1, 2-b] %k —-—9 (1 1 H)-M.

EARBEO—TREGXBIRSY, HEFEHRUFITAL,
R (V) BEFXHESm (24l ), KR, =HH
CHz COOEt; Rs =CO0Me. W ARBEE . 2% . COCHs B COCH= CHs ;
Y=M, %I MEBEFRARAASBRAEZHUAENR, FRPFEHX
— XA RATUBRIFAMARE IR FLTENNNBIRIEGSENE
A FERESHEFAob B & (Mg [3, 4-b] M. S EHIF
{1, 2-b] mE®t— 9 (1 1H ) -MM1 H-wagH (3’7, 4: 6, 7]
mREN [0, 2-b) w¥ -3, 14 (4H, 12H)-Z@®) X
Y, REENBRXEY. ZEFEAEDTER:

(a)AXNV (B2, AVHARG) MW N - 5 58T K
Fetp(N-arylinidate) BB 5 Pk fb -4 b R V5 b by TR - FWL 4+ 2]
Hhurk, [EAECIBZ MBSO IF (3, 4-b] mHk, (B4R
Vil B SR D

(b )2 - (Z8& ) RICHMEEIHF (3, 4-b) EHFk, B
T—R¥E-5, 6 -ZHPBHAHIMF [1, 2-b] W -9 (1 1 H) -
M OCBmE ) ey X)) ;

(e ) 7-RBE-5, 6 -SPEHHF [1, 2-b] w9
(1 1H) -Hm7 - ZHAFEHBEETEDSRFE_RABSTFES,
EREC - 7H (HE) W B MMM S, 6 —ZHPE*

20



{1, 2-b] ™%~ 9 (1 1 H) —-® (#Hw XMW, B7);

(dH#E7-(1, 1 - B-HEERE I>FHE-5, 6 -4
R AHF [1, 2-b] -9 (1 1 H) - MBLIABENH 1 H
— MW (37, 47: 6, 7] FEEHH [1, 2-b] mH -3, 14 (4
H, 12H)-Z8H, RE&EEWHEX Y (FHw XV, B7 ).

- 7
Me,0BF,,
MeO 6\ Z MeO
E & N OMe
NJT?WWB m&(mwm
H
COOE! i COOEt
(VII)
i ]
de20 WA o ' MeO
NCOOMe NCOOMe
" SN N
oM COOE COOEt
i ) (VIII)
H 4
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M\CL
\
o NH, MeO \\l
O
Br
Br )k/ N Jk/ NTs
H

L
kR

=
* 5B
EtaN

P

SOCL HEER
mel JT\ hoHE K

COOE! COOEt

MeO \\\\ CICOOMe, EtzN
C
\Q )%NH O k[NCOOME
N

B S

EELREIHHIER,. BEHAFETUREFSWEAVHILEY,
FlmB S A TEHE " ML -3 EERR, BEXH (EHE1 - 3
FTERRHF. EEE (a )P, ETRHBBEENS, ETRBET,
ETERAEFEET, AVHBRERAEGTREN, A" VHLSE
B, REHBHT [4+2] ¥R, SFBRAHEgH [3, 4-b] &
W, FAEMBHBAN W _-_HFEHR. 1, 2 -"HZ%. 1, 2 -—_H
SEZH. MOk, N, N-—FEFKK. ZB. FEEN - H
Emrg i, HRREZHE; FRAEEHNUD20-85C, Rk 6 0
—85C, BREEZHNEAREE;: AIdkM B EZhNR G

22



BB R I ECMIM MO — ST KRR TE RERT A
(imidoyl balide) B9k, $dn = 4 P AL LR WF. 7HER — P BY .0 A AR &
B A4, - FRZLZBREEYE. ZHKEM (riphaylphosine) / IR
L7k B = 3 3 P (triphenylphosphine) 7 TR, A3 0 AW R = F £ A48,
PR R L 28 0 I P ke AR AU R AR W AT B BT AT B S T e

EAXAEWOb >, AR (a ) FRMENAmBtrEi (3, 4-b]
MR T - BE -5, 6 - S HEHIIF (1, 2-b] ®wH -9
(11H)-®MW, WFA#k. mFAdb HBr BRI ZMMERPHC
- HANSEFRMIBEAAENE, SARANZHE. AF, &
BREC-FAEELERN _BX, RERFEF_MERHESG, BIE
MR _BERR. Y88, KREPREMNTFET, A _BREBRK
T2 % a8, BREDX, BB 7-RE -8 -~HAERE -5,
6 ——FEPHEEHMH (1, 2-b] ®wék—-—9 (1 1H) -8,

LM EARPHESGIH (1, 2-b] &EHk-9 C1 1 H) -8, 7
- BE -8 -HEERE -5, 6 ~Z—HHHEeH (I, 2-b] k-
9 (1 1H) -MUTH—-ERKE. ££E (c )P, 7-BRE- 3
-HHEERE—5, 6 - ZHPEHBHF [1, 2-b] =EHk—-9 (1 1 H)
— M2/ E= PR BB (viayltrithte) SHE _RBEEFEL, BR
1=(1, - TRAESRE)TE -8 -~ HAERE -5, 6 —_EPHEH
M} [1, 2-b] ®Wk—~9 (1 1 H)-M. AT (d)$, &E B
o, BRABERMPFESH [1, 2-b] vk, REEHBEELY.
AHE, EEHMBWRRbEaHO2, 3-Z8H-5, 6 -ZWE
-1, 4 —-—%8 DY) FET, BHLHk, WA am1, 2T
kA L, R EMe P EeHF (1, 2-b] k-9 (1 1 H) -
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M, BFEEC- S A FPEPHREEREFEDIGRE, SFEAKE %
BRUEF B, 8ERM4-ZEZ- 1 H-mtm3# [37, 4': 6,
7) & (1, 2-b] % -3, 14 (4H, 1 2H) =M,
BEESEhk, B4 -ZE-1H-mm3 (3, 4: 6, 7] #&H
# {1, 2-b] =W -3, 14 (4H, 1t 2H) ——EHIUH#—-£EK
RERHAE aHERSE, hit, BEERK. |

ERBRTUE WL, RISHERBEELUY. 10, B HBr
4 -ZFE -4 -BHE-9-HEX—- 1 H-stw* [3', 4': 6, 7]
B/ [1, 2-b] wH -3, 14 (4aH, 12H)-=—mW (10
- HERXEREB ) MPRAERT, E1 0 -BREEWHE, KEx5R
WM. 5N, N, N’ , N’ ~WRE-—FERE (BDAW K
M, 1 0 - BREEWBITURIEHELATERTHE. i, EdF
R BREHED U. S. RWS 07/589,848 FANBMHE, &
RPBFENERBTYITURE S HAEBRAIATERCBHRXEBAME
HBAREMEWKEDY, BINEFENEEEN, 07/589,848 X
BMAFTHEWBENMENENEH SRR ~FE -7 - (40 E
mEEH [1, 2-b] %ok —9 (1 1H) —HOEERFE.

EARYHB - TMTREHDXEFES, KEBHOOPREARANIE
B, FEHE2EHTR. IR, EFE—ERABRNAALERNANML 4
7/ I

24



NH,

HERBOBARAGHESG RSN

B o6
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B —TMREMNIHEIRY, FRPER - FHUEEHBEEUD
Wb, BXDYERIPABKEN, RE8 -BE-7- (AdFE))$
e (1, 2-b] k-9 (1 1 H) -®WH, BEREEEKE (IIb) M
FEE®W (lla), FENIERBEUTHE .

(a ) AN LEYREN-FEBRIRBIEFTRLEYNER
LR ZHRBLSTFA [(4+2] FMR, BREEC - 2 HEZEMEER
gL eg 3 [3, 4-b) HE

(b )fbm2 —BRAAMEH [3, 4-b] =, BHRT - E
-5, b—Z_SHPEHEHH [1, 2-b] ®wk—9 (1 1H) —-8;

(c)T-8EZ-5, 6 -ZHFHEHHF (1, 2-b] %ok - g
(1TH) -EHM7T-=Z=5HGHRBETEYS5S R _BBETE4,
EEEC- 1B (GE)IDF_B_EBRIKMS5, 6 ——HAFHHH
(1, 2-b) "W~ 9 (1 1t H) -8;

(d)BALET7T - (1, 1 - B-GEEEE>DHRE- 8 -~FHEE
BE-5, 6 "ZHPHEHH [1, 2-b] -9 (1 1H)-HHE
LSABENM I H-mmg3f (37, 4': 6, 7] pEWHH [1, 2-b]
k-3, 14 (4H, 1 2H) -8, ASERBEXELY;

(e YREFZBFEDBZLEZR, FEHN_SLBITAIENE
REBEAUBHER, SIRSABMETRHERN ALY, Riks - H
-7 - (E®WE)PHEEH (1, 2-b] -9 (1 1H)-®,
EhBrEEkEREEREN.

EREME, RELEFNZLESGE, XRBREEA-HEARNT
e yFE, A THRAR, SR AHE: 4 -2 -4 -BE-
9 -BFEE~- t H-mes3F (3’7, 426, 7] #&E&EHF [1, 2-b] &

26



M—3, 14 C4H, t2H)-Z—®M, #BEEYH1 0-PEEE
e, 4 —Z2&—-4, 9—-ZEB&E- 1 H-ntw3# (3, 4': 6, 7]
v ®EeH (1, 2-b] ®wW—-3, 14 (4H, 1 2H)~-—=8, B8
HUB1L 0 -BEEWNE, UE10-[(ZHEHRE) FE]- 4 -
ZE -4, 9-ZHE-1TH-MmmIHF (3, 4': 6, 7] P EEHH*
(1, 2-b] ™%k — 3, 14 (4H, 1 2H) -8, HilH" KL
HERE, TRAOTEABEUTH%E:

(a ) )ETHRBHEBENSD, ETEMHMBET, ETERNNEFEE
T MHAKI CHWV D) mdb &, 4RIV, E ittt 474
+ 2] A, SFEC - 2 BB Mg (3, 4-b] W
(VI ) : TR ENRE_-KER, |, 2 -Z"®8THKE, 1, 2
-~ ZHEEZRE, MA%W, N, N-—PEPKK, ZH, HE®
N-BEWREEN, RREZHE;:; FENEEHNHN20-85T, &
BHUG0-85C, BREBEHZHYERMAE: FROIRK N H3EKE
AL R AP B AL B AR Y TR A0 R O — &% 2 R P R BN B
WREEE . ARG (inidoyl balide) @R, HH LB RIFBAkME

(= RAd), REWR Z R FRABRE, B — Vg, WEMR LS R
Wi, 0-FER =R ZEEE A 0-benzyl teichloroacetimdale), Z3KHNS
(triphenyliphosine) / M 8L R = 2 2 B (triphenylghosphine )/ 13 68

Fth i B AR = W R4
(b )HAMH HBr MAMZEIKKSE (a ) EHWBHMHC - 2 W

Ry eg i (3, 4-b) EWEAEPWEBYER, BHZIFK (X ) ;
(cH) FM=NERE5AREN _BH. RERFEN_KER
f, BIF M _MEHO¥ K (X )
(d VAE—HBBRHFET, HHRON _BREE-BRETER



844, BINKRH®H () ;

(e ) BAHBNNUNRBENZRE=H B iHmmig(viayl
triflate), PR NZRTFRBRBERFT _RAFTFHEAHBRI-(1,1-K
THERERE) HE -8 - FHERE -5, 6 ——SPAHF (1, 2-b]
Wk — 9 (1 1 H)Y -8 (XIL) ;

(E)YE7-C1, 1 —ZRTEERE ) HE -8 -FEBRE
-5, 6 -_~EPHE&EHGHF [1, 2-b] -9 (1 1H) -HHs5,
GREBRE1, 28, BH7T-(1, | - BRTEERE )HE -8 -
HEZERE - FHESGH [1, 2-b] ¥ -9 (1 1 H) —W (XV);

(gl)7—-(C1, I-ZRTHAERE )FE -8 —BHERE-F
BN [1, 2-b] % — 9 (1 1H) - HMs -FABREIE, &
BEC - T -MEKB-BRL’ BRAK, #H4L-Z2%-9-H
X -1 H-mkWH (3, 4°: 6, 7) PHEEH [1, 2-b] “hk— 3,
14 (C4H, 1 2H) -8 (XV);

(h))BE— T THBoIFHNHN4L-ZE—- 9 -FEE-1H-
mew [37, 4': 6, 7] +Ee#H [1, 2-b] =W -3, 14 (4H,
12H) -Z_HWHHEXRBEL, 31 0 -FAFEEEWRK (XVI);

(i) M1 0 -—FAEINEHPRHEN, #3810 -%X
EWEK (XU ) ;

(j >@E&ESN, N, N , N’ ~RE_-HFEXRKE (BDAM)
RE, FEM1 0 -BEEARMIUKEL, FHEHEE (V).

BEHESABETHTURIGERE, F2AHNTETUNAEHE
BAHBAIHERNYERI (Huwl) %EH.



W ERE  BuoH

1) SOCl,, Bl %
Q 3 & F \O\ 3) CICOOMe
OFEt
o) 83% 75%
COOEL
(IX)
N R 5) HBHOA:
MsQ O\l NER 0 g
NCOOMe NCOOMe
b N
H 51%,
COOE! COOE
(VIII) 2 ¥
(V1iD)
MaO 6) CICOCH,COOMe MeQ ~ o
N
i —
N N? COOMe
COOEt
COOE!
(X1
(x)
7) NaOMe, MeOH
B ¥ MeO SN
69% ] N7 COOMe
2 & (X11) -
8) (i) TiO, EtaN MeO
(i) tBUOOCCH(Et)COOiBuY 8) HNOg, aq. THF
NaH, THF
- COOMe -
COOtBu

42%
tBuCOC

(XI1I1)

A7

29

98%



10) i) DIBAH
E) NaBH,
) TFA

MeQ

98%

(X1Vv) (X))
11) O,, CuCl, .
MepNH MeO 12) 48 ga% HBr,
100 % 78%
{xv1)
N{Me) 2 » HCI

13} (ME)zNCHz, CHzC‘z,
1-PrOH, aq. HCI HO.

—

88%

(XVIIT)

(XVII)

REEEFHRA4R .1 35 BlFE 5-6%

w78 )
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RUKHEFFTEORBNFRVENBA KO T EE T H R XK H+
BE— 2 fm Bl i B .

3¢ B B

ETHMGRXES S, BEEERE(C). BEZFEH,
FEBERSENBLXRESIAN. REZE-HEHRBE, TLIAR
FEUBREHABEARARTUERVEN NS, SHFRBEIRERD
V. EHMEAXEHRENTRAERRE, FRAARUETH
FARAFAREPER. SUHFFENEXBAERNAAERD S
%o

THMXRFRBAZENEEFENEARNBREN &
RAEBMATEHT. ELRFAFTHLIBESEH  TEHEOLEROHSH

— g{ o
SCHE Bl 1
% 1
OMe
HOOC O
1 e O
CO,E! ,
NH, CO,Et

ME KB (3000n]) PHIELERAZE (100g, 95% 4ifE,
0.66mol), Wi F ik (90g, 99% 4E, 1.1 HE) M1 -~ BEEH=
(89 g, 1HE)HNRAMZERPMA_FEEEZFTEZER
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=T B (WSC, 125z, 1 HE). E2 0 CHABRMBAYHA L 6
Aet. BAMoMEH Q000m)), HERSDHEBRARBOERK
B (10%, 1500ml) Mk (2x1500ml) BE% . RREBIE, BIH
MEFEEMEK, B 500n] —ZHHHFIRSIE, B 147 #H &

MW (%8 99 ). np 144-145C.

IR (KBr) 3400-3200, 1720, 1699, 1687, 1672, 1651, 1638, 1613, 1556, 1509, 1240,
1163, 843, 830 cm-1;

1H NMR (8, CDCl3): 1.30 (i, J = 7.1 Hz, 3H, CH2CH3), 3.77 (s, 3H, OCH3), 4.25
(q. J = 7.1 Hz, 2H, CH2CH3), 6.85 (d, ] = 8.8 Hz, 2H, 3% j%). 6.91, 7.07 (AB, q,
J=153Hz, 4H, £ 8),7.50 (4, ] =8.9Hz, 2H, ¥ }%), 7.84 (br, 1H, NH); 1H
NMR (8, MeOD): 1.23 (1, J = 7.0 Hz, 3H, CH2CH3), 3.69 (s, 3H, OCH3), 4.16 (q. J
= 7.1 Hz, 2H, CH2CH3), 6.71, 7.08 (AB, q, J = 15.3 Hz, 4H, 4 42), 6.81 (d,] =
9.1Hz,2H, #),747(d,J=9.1Hz 2H, ¥ j); MS m/z250 (MH*), 204,

176, 127.
E g 2
X
© O
CO,Et COzEl

WERTE (700n]) PHEDERENPBEEXERRKRAZE
(50g, 0.2mol) M RWEE (40nl, 3 M E) HRAHE 100CER
TH#HE2 4, EREBEGYHAIN 2 0C, HERERERRZBLE
EZ&N, oM IB (1500n]) MPIP T AR MP, HE®m (10%,
3X500nl) BEHEERABEH. RS HIS@BHMEFRBEIANES K
AR PHN S . HLBMZAEE (3X500ml) EMAEARMERER.
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HAEFBMELERK (G00r]) B, TR, HR, RIEEEH
b, WHHECOCK:-Z2BZEBE (1 :1 )AEFIE. ARBEERFI RS
BE, S, HEEEREG. BRTEFEESN, KEALT

DER, BFBEEE. np66-67C (52.4, W= 85.9%).
IR (KBr) 3400-3200, 2048 1734, 1650, 1605, 1552, 1514, 1464, 1272,

1248, 1178, 1165, 833 cm™};

1H NMR (8, CDCI3): 1.23 (t, I = 7.1 Hz, 3H, CH2CH3), 2.24 (t, ] = 2.4 Hz, 1H,
41, 2.81, (AB, q,J = 16.6, 7.3Hz, 1H, CHp(C0OO), 2.94 (AB, q, ] = 16.6, 4.2

Hz, 1H, CH2C00), 3.45, 3.55 (AB, d.d, J = 17.0, 2.4 Hz, 2H, CH2NH), 3.65 (d.d,

J = 7.3, 4.3 Hz, 1H, OCCHNH), 3.76 (s, 3H, OCH3), 4.14 (q, ] = 7.1 Hz, 2H,

CH2CH3), 6.84 (d,J =89 Hz, 2H, . 3% j%),7.46 (d, I =8.9Hz, 2H, F k),

9.13 (br, 1H, NH);

MS m/z 305 (MH1), 259, 217, 182, 154, 123.

HOS: ZBRZBVEIERIIMEIBE Y KaCEHEEN
~HRAERLEABN -YHRESEFEBRK, npl65-166TC-

IH NMR (8, CDCI3): 2.30 (1, T =2.4 Hz, 1H, 4t ), 2.69, (AB, q,J =17.9,
5.3Hz, 1H, CH2CO2R), 3.09 (AB, q, ] = 17.9, 8.3 Hz, 1H, CH2CON), 3.46, 3.70
(AB, d.d, J = 17.4,2.4 Hz, 2H, CH2NH), 3.80 (s, 3H, OCH3), 4.17 (d.d, J = 8.3, 5.2
Hz, 1H, OCCHNH), 6.96 (d,] = 89 Hz, 2H, 3 j%), 7.18(d, J = 8.9 Hz, 2H,

35 iR

FE 3
\ x
o o\'
MeO—-@—NH—“\[NH MeO-@—-NH NCOOMe
Co,&t CO,EL



EEFRHMAREERFEOICT,. aE_HH4& (150ml)
hE R (44.66g, 0.146mo)) FMMEmE (15.1g, 1.3 HE) &
BRPEMAEMEFBRPRE (14.9n0], 1.3 8E). EO0OCENERD
BRAeP304. BHAM_HELR (400n]) REREY T . BH
Bk (10%, 2X150m]l) MEARAEHER (2Xx150m)) HBEKk
REEW. CREERS LBREFIEN, S¥EeWH, XBIRE
bR ET R (200). ERBELABLESGER, BREFTM
¥ (41.46g), WE 7 8%, REEIBIO ™. BZZEHH,
ErErpTHBES R, BIRYS5%, B IGEREHE, npd7-98C.

IR (KBr) 3300, 2120, 1725, 1709, 1687, 1600, 1512, 1463, 1247, 1173, 830 cm-1;
IH NMR (8, CDClI3): 1.25 (1, § = 7.1 Hz, 3H, CH2CH3), 2.30 (br, 1H, 4 ),
2.89, 3.31 (br, 2H, CH2000), 3.76 (s, 3H, OCH3),4.06, 4.22 (AB, d d, J = 18, 2.3
Hz, 2H, CH2NH),4.56 - 4.98 (br, 1H, OCCHNH), 6.82 (d, J = 8.9 Hz, 2H,

¥ §6),736(d, J=89Hz 2H, 35 X), 7.90 - 8.03 (br, 1H, NH);
MS m/z 363 (MH™*), 331, 317, 240, 212, 123.

$PE 4

\
O MeO
=
MeO ‘—O—NH‘%NCOOMQ _ mOOMO
==
N
COOE!

CO,Et

EE®RT, EZHE (500n]) FEIEEFEE (27.7¢, 0.077
nel) MUEBHM=ZFELESE 40z, 3.5 ME) MER&GDEH 2.5
hEt. BHFERE, EEZEFTHNRAOKALNEE (2000 . &
BHEHE, 448 3X300m] ZEEER. 43FNFHLHEAEBMEK
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BMEMBE® (3X300m]) MEMEEMBEE (100m)) ¥HE, THIHF
EER, B REXEE, HAPHRES R, 83 26.4c B,
npl132-1347C.

IR (KBr) 1728, 1701, 1623, 1577, 1504, 1451, 1228, 1122, 1029, 825, 769 cm-1;
1H NMR (8, CDCI13): 1.06, 1.08 (t.t, J = 7.3 Hz, 3H, CH2CH3), 3.80 (br, 2H,
CH2000), 3.78, 3.80 (s,s, 3H, OCH3), 3.90 (s, 3H, OCH3), 4.78 - 4.95 (m, 2H,
CH2NH), 5.29 (d, ] = 14.1Hz, 1H, OCCHNH), 7.05 (s, 1H, 35 §%), 7.31 (d.4,
J=9228Hz 1H, 3515),7.84,7.88¢(,s, 1H, Fi%).7.91(d.J=9.0Hz
1R, %)

MS m/z 345 (MH*). 317,299, 285,271, 257.

S

M
MeO S eQ SN
NCOOMe — NH
NF N
COOE! COOE!

M=3%&aPy (25.48) PMABERBK (12%n]) BAPHZBE
B, EEBEAZERGY 2400 EREBREE LEBREEN, #
300m]l AMBEEZ KD, REYE 2X200n] ZBMZEER, FH
BEIENRY. SAKHABEGCEKBNEEIEUTIPH> 1 0, 28
KEEEMWEMNESE, B F (45C/740nm) T4, S8 8.98
PO, TEERIMEGRMERE—SHH 3xX400n) —HBLEFER, TR
FHHAREER, SR —-#EH, ImEFEWFINIEIE (100nl), A
W BE® (3%, 3X100n]) REEBRHELY. EdWARBRAY
EESKHEHEHRAEINPH>8, RAEB _HEPRERN, THRHIER, &
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7] 2.25g =P, HE5B KG9 BEHNESRE, BISEN 11.13¢
MEEEE, np83-86C ( MANFLMEEFHMAE P 25, BUE b
%) o

IR (KBr) 3350, 1723, 1622, 1502, 1236, 1183, 1026, 893, 842 cm-1;

IH NMR (3, CDCI3): 1.24 (t, ] = 7.1 Hz, 3H, CH2CH3), 2.63 (d.d, J = 16.5, 9.8Hz,
1H, CH2C0Q), 3.26 (d, d, J = 16.5, 2.9 Hz, 1H, CH2C00), 3.89 (s, 3H, OCH3),
4.16 (q,d,J=7.0, 1.3 Hz, 2H, CH2CH3), 4.36 (s, 2H, CH2NH), 4.84 (d, d, J = 9.8,
2.8Hz, 1H, OCCHNH), 7.03 (d,J = 2.7Hz, 1H, 3% }%),7.29(d,d,J =9.2,2.8 Hz,
1H, ¥k ), 7.82(s, 1H, 5 %), 7.91(d,J=9.2Hz, IH, 2% )

MS m/z 287 (MH™), 199.

MeO ~

\
f

Z
\

2
Q(K
0
o
5

NH

z

cooet

MAE_Z®RFIR (250ml) FR=IFEK (6.98z, 24.4mmol) BB W
P (3.0g, eqoride (2.66ml, 95% #4EE, 1.3 H8), AEH
mekhy, WM EEEURFABREEEIC. WMREZE, EO0CH
RRAYHEAF 1At MZMPHKE (350ml), EROIBWALE
(10%, 2X100ml) ¥ H, EEFARANBEREN K BENBOE LA
KBBER. TREWNEHEZEER, 83 10.4c EWRESH, HF
AROEBBETT —ERN. B3 1: 1 ZBZE :CRPES LS
GWREHHES, SR AAKEK, nplld.5-116TC.
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IR (KBr) 1747, 1737, 1654, 1621, 1503, 1441, 1135, 900, 846 cm-1:

THNMR (3, CDCI3): 1.08 (¢, = 7.3 Hz, 3H, CH2CH3), 3.24 (dd, ] = 17.2, 3.3
Hz, 1H, CH2C00), 3.55, 3.57 (2 x 5, 2H, COCH2000), 3.78 (s, 3H, COCCH3),
3.93 (q. J = 7.2 Hz, 2H, CH2CH3), 3.93 (s, 3H, OCH3), 4.98, 5.07 (AB. d, J = 13.6
Hz, 2H CH2N), 5.47 (t, J = 3.8 Hz, 1H, CHNH), 7.07 (d, ] = 2.7 Hz, 1H, ¥ 3% ),
7.35(dd, J=9.2,2.8 Hz, IH, 3£ $£),7.88 (s, 1H, 35 3%),7.95(d. 1 =9.1 Hz,

IH, 3% )
MS m/z 387 (MH™), 355, 313, 299, 285, 239, 199, 101 .

MeO ™=

EEE, HERSGHEM (216n]l, FE:HE=1: 5) FHE
$(10.4) WIBRPRNMPERER (EFHEF 2 5 UWBE®R 7.4nl,
1.2 %8), B2 0 CHAEREMEBEAY 1 hat. EHET MK (250
nl), 4 EEE, BHUEBRBKER. 4 X AKHEBE® 1 0%)
BABPH< 2., SBUENEY, BERAREEIBPHKRLERS
b, HZE (60C/740mm) THREOGEME, 3 5.73¢ &1,
mp219-220C ( 2 X E 6 9% ) o
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IR (KBr) 3429, 1673, 1661, 1643, 1623, 1567, 1501, 1450, 1238, 1227, 1377, 1046,
1026, 822 cm-};

1H NMR (8, CDCl3): 2.86 (d.d. J = 17, 13.6Hz, 1H, CH2000), 3.31(d, d.J =17,
4.4 Hz, 1H, CH2C00), 3.92 (s. 3H, OCH3), 3.93 (s, 3H, OCH3), 4.75, 5.13 (AB,
d,I=17 Hz, 2H, CH2NH), 5.14 (d, d, ] = 13.5, 4.5Hz, 1H, OCCHNH), 7.07 (d,
J=27Hz,1H, 35 #),7.36(dd,J=92,28Hz, 1H, 3%} ) 7.94(d.J=9.3
Hz, 1H, 3% i%),7.97 (. 1H,. 3% %) 13.89 (s, 1H, OH);

MS m/z 341 (MH™), 337, 323, 309, 283, 265.

B8

MAE_EFiK (50el) PEHURERE (lg, 2.%9mmol) BMEFEE
PH=ZK (0.5n], 1.2 ¥ E). BT - NEBRHTLENNEEE
WE—-78C. MMAM=ZHFHRMHEEH (0.6nl, 1.2 HE), M5
B, AR B TR -mEE, EICRAEREEEY S 1 0, &
EEAKA (100n]) e B 3X100n] ZEHEEREREAYD. &
HEFENMAK (100r) BEE, THIER, FIEFCHEHYE, HEE
ATF—#KM.
1l NMR (8, CDCI3): 2.75, 3.12 (AB, d.d, J = 15.9, 13.8Hz, 1H, CH2000), 3.25,
3.48 (AB, d,d,J = 17.3, 5.3 Hz, 1H, CH2C00), 3.82, 3.92 (s, 5, 3H, OCH3), 3.95,

3.96 (s.s, 3H, OCH3), 4.80, 5.14 (AB, d, J = 17.8 Hz, 2H, CH2NH), 5.39 (d, d,

J = 15.0, 4.5Hz, 1H, OCCHNH), 7.11 (d.J = 2.7Hz, 1H, ¥ §k ), 7.42(dd, 4,
1=94,29,29Hz, 1H, F}%).7.99(.J=92Hz 1H, ¥ jk).8.03,8.04

(s,s, 1H, 5 ).

m#E THF (10m}) P HIFM (132mg, 80X EF YA, 1.3
LE) HEFWS@ME THF (0rl) PHHTERW _BEZ 8
(1.43g, 2 BB )MBEB. E2 0 CHHAEBHNESD | 548, X
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ReVYEXEREVMBER, HEXBEWFHMAE THF (50rl) FH LEER
=R EHBERE. E2 0 CRARAMNBEERAY 1 A8, FH
ABE 2ol ZEe 150n] ®k¥dkd, B 3X150n] “EHERE
BRREGY, BREBEETRAFANEINENER, SBEAXEE,
HAR#&ECHE (2:) CHR-CEZEERNE) B4, BRFGTED
% (680mg), W H 4 1%, TEHR"Y, HKEKGHIBEE %,
rp88-91°Co

IR (KBr) 1736, 1665, 1623, 1504, 1368, 1130, 1158, 1231, 1253, 832, 726 cm-1:
1H NMR (8, CDCI3): 1.03 (t, J =7.3 Hz, 3H, CH2CH3), 1.48, 1.51 (s, s, 9H,
CCH3), 2.05,2.19 (4, d,J = 14.2, 7.3Hz, 2H, CH2CH3), 2.65 (d, d, ] = 14.2, 14.2
Hz, 1R, CH2C00), 3.21 (d, d, J = 16.4, 4.1 Hz, 1H, CH2000), 3.80 (s, 3H.
OCH3), 3.92 (s, 3H, OCH3), 4.76, 5.14 (AB, d, J = 16.4 Hz, 2H, CH2NH), 5.13
(d.d,J=13.9, 4.0Hz, 1H, OCCHNH), 7.07 (d, J = 2.5Hz, 1H, ¥ & ), 7.33 (d.d.
J=92,26Hz 1H, 558k ),7.94(d,J=92Hz, 1H, 3% #),7.95 (s, 14,
FE %

MS m/z 567 (MH), 511, 479, 467,411, 379, 323,

%9

= O
N
=
N COOM
\ / ¢
coOBy
COO'Bu
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EE65C, ¥EH (1.84g, 3.25omol) WS (1.15g, 95%
HgiE, 548) £ 39l B 10:3 2B:KPRABEASDESES M
BENEBEADEHIAZEF:FA 300nl —Fd. H 3x2008] %K
BRENRESYRAGEEREETRENE. ERREZELZEREGEHNE,
27 1.8z EEH (9 S HETPUE), HAFERUEEHSTT
—%BEN. W _H¥BEOCEVYTELS RSN T EES; npl198-200C.
IR (KBr) 1742, 1730, 1649, 1623, 1605, 1510, 1370, 1254, 844, 834 cm-1:
1H NMR (8, CDCl3): 1.00 (1, J = 7.4 Hz, 3H, CH2CH3), 1.50 (s, 9H, CCH3), 2.38
(g, J=7.4Hz, 2H, CH2CH3), 3.89 (s, 3H, OCH3), 3.98 (s, 3H, OCH3), 5.27(s,
2H, CH2NH), 7.15(d. J=2.7Hz, 1H,. 3 ¥),7.25(s, 1H, 35k ), 7.45(dd,J
=93,28Hz, 1H, 3% §). 8.09(d.J=94Hz 1H, 3t #), 8.24 (s, 1H,

Fk %
MS m/z 565 (MH*), 509, 493, 477, 465, 453, 409, 393, 377, 365, 333.

10

MeD
MeQ x o SN\ AP
N P
= N
N \ ) CooMe , \  / Y
COO'Bu
o

cooO'Bu

EOUC, BE_BHEEZ& (50ml) 8 EH (1.24g, 2.2mmol)
BEWAFHM DIBAL (11ml, 1.0M EE4&$, 54E). FELEDT
BE, BHETHRBEREE. IxB, B0 CREFERAY 1 bo, FHEA
ok (300ml) F.o A 3X250m]l Z“EHHEEREAY. THEEFILE
HERk, B3 1.18¢ B, gxBE#HASTmMS 0m 11y 3:2 BE
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ik UAOEMBRAAXEADBER P OHRL LM (200ng, 3HE),
mMEEHFERNEBEADREL S o. AREBRBBREEN, R
PP MWLM (50nl, 0.4% HFW). H 3xX100m] ZHFHEFEBK
BeD, IRBETREAXNENE, &%, BEBRCEHE, 9HKE
Erm=mzZ® 20ml). EZBEHEZRID 1 I H. AREEX
BBEE=HZM, ERRDPPMAS Om 1. B 3X100m] Z|HFIKE
EWMBEREGY, IRBETRSHMENE, %, 83 774ng H
FH(REIBN), RTEEATT—4#RNE. N_HEHBKR:O5K
EHE&BR AR, np259-261TC,

IR (KBr) 1735, 1657, 1604, 1506, 1243, 825cm-1;

1H NMR (8, CDCI3): 1.09 (t, T = 7.4 Hz, 3H, CH2CH3), 2.09 (m, 2H, CH2CH3),
3.61 (t, J = 6.5 Hz, 1H, CHCOO), 3.98 (s, 3H, OCH3), 5.27 (s, 2H, CH2NH), 5.39,
5.56 (AB, d,J = 16.0 Hz, 2H, CH20CO0), 7.13 (s, 1H, 3 ),7.16(d,J = 2.7
Hz, 1H, 35k ),747(d,d,7=19.3,27Hz, 1H, 3%}k ),8.10(d, T = 9.3 Hz,
1H, 35%).825(s,1H, ¥ % )
MS m/z 363 (MH), 333, 319.

%1
MeO ~ o MeO NN\
N =
& N
N \ / ——— \ / %
fo!
o) OM ©

ERET, BTE 60nl N, N-—"HEFEFBEPHEB (665ng,
1.84mmol) BIEHEP MU 3.2ml, HHSESSHW AT EEWS Mo,
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A EKBE DIF, B3 680ng tFEEE%, np278-280°C (100%).
@k HPLC XM BH, BEERATISHMEXYREGTFTHTY,
HFEBEFEROBREZAS .

IR (KBr) 3400, 1738, 1656, 1600, 1512, 1267, 1165, 1156, 1105, 825¢m-1;

IH NMR (5, CDCI3): 1.05 (1, ] = 7.1 Hz, 3H, CH2CH3), 1.91 (g, J = 7.1 Hz, 2H,
CH2CH3), 3.70 (s, 1H, OH), 3.99 (s, 3H, OCH3), 5.28 (s, ZH, CH2NH), 5.32, 5.76
(AB, d, ] = 15.8 Hz, 2H, CH20CO), 7.17 (s, 1H, %% ¥ ), 7.48 (d,J = 10.0 Hz,
1H, 3%5k ),7.62(s, 1H, F ik ) 8.13(d,J=9.3Hz, IH, ¥k ). 827,

IH, %k
MS m/z 379 (MH*), 335, 333.

L 2

MeO. HO

1 55C, ¥EH (60mg, 0.16nnol) M HBr (48% #H#, 3
ml ) )PBEAYER2AN. ERNREAPRIBER, MK 50nl,
BoSHR - AREREAY. AREBETRBIEF &S, f3H
i, HEdRRaHENRYE, 89~ Y (4lng, WHET 2
% ), mp269-272C, HAXAHMAMEH I, HENRARATFEMEWK
REMBEARWUEHRLERE.
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1H NMR (8, DMSO-dg): 0.87 (¢, J = 7.3 Hz, 3H, CH2CH3), 1.85 ( hept, J = 7.3 Hz,

2H, CH2CH3), 5.22 (s, 2H, CH2N), 5.40 (s, 2H, CH20CO0), 7.25 (s, 1H, 3 §K),

728, 1H, ik ),7.41(d,J=9.1Hz, 1H, ¥ j% ) 8.01(d, J=9.1Hz 1H,
JF K ), 8.45(s, 1H, F IR )

B3

HO HO

MEImIP2: —EEBK: 1 -AEREFIEE (20mg, 0.05
mmol) HBIBEEFMA 0.05ml(].SHEINN WY’ —IHEE-HEF
2 (BDAM), EEZEHEHEAY 1 6 o, @@MMEA® (Iml, &
5ml 1-WB @37 HHABER), EXERERAERAY S S, H
ZhEBEN, BREMIRAEEE, HABEME HPLC(ZH K=
WZB=16:84:15 )R, HFIHE SK & F 104864, M
1 0D - BEEWNHPBSIMNKEL 3%, BEdE5HMBr R EH

HHEER NMR A MaSS R MABHIEXLFYRESEMHEN.
15 NMR (8, DMSO-dg): 0.87 (t, J = 7.2 Hz, 3H, CH2CH3), 1.86 ( hept, J = 7.0 Hz,

2H, CH2CH3), 2.84 (s, 6 H, NCH3), 4.72 [s, 2H, CH2N(CH3)21, 5.28 (s, 2H,
CH2N), 5.41 (s, 2H, CH20CO), 6.50 (s, 1H, OH), 7.28 (s, 1H, 3% %), 7.64 (d,]
=92Hz, 1H, ¥ ¥ )8.18(d,J=92Hz, 1H, 33k ), 891(, 1H, ¥ %
MS m/z 422 (MH™), 377, 307, 289, 220, 154, 136, 107, 77.

13X ARNPHEFFRNENRENS — 6 %.
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