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FoTakdEBAI BN S - 7 AFEE B xR0 - ek, (108
(1) Bk (Hlde, C- AR TEE, B, &AL TAL F85
) CREEALTAEE CEBA AAERX TAREL G-wF
A - B R X PRI Co-n FTRABRELFRABL O-oFRE - HFihdp
FABE) ETH—AXSARARE (HlopE, REE, AL AR,
£254) BA, (12 EBHRRGEATERE, FlefAV8E N -FR
REGEAFTRE Hld, N-Co R EATREPRRATERE, A
fAPEE HRAFATEE FAAREATERL), NN-TRAGARET
BRl [Hlde, N N-Z(Co ) REAFTEBE L —WEARAFTERE, —TAR
Ayskt, N-ZE-N-PREREATSE N-HKX- N - FEEEAT
BER), (13) &k, (14) N-EBURA AR (Blde, N-(Cbilh) Emrstie
WA SAsE, LRAESE, BAESE, (15N N-—BAH R[BE (F4,



N, N-= (Cre BaB) RSt — 7 2 8580, —LAEARB, (16 K&, UNC
LSRAZE (FePREA CTAREA AEBEL), EE Q93F
R BARMREL, Fld C - REAE (Flde, FARLA ZHE ARAE
FEAE, TRE FTHRA #THRE RTEEA KAEL TRL)
CTH—AREABARE (Flde, T e C- B, G-k, K
%, C - bRk, CRERK, 8K, AL e bed G315 K8),
(20) Ce S AR (Hldo, THAR, HHER), QUG FEER (#
4o, FELA, FALE, FOAR), QDG - o FRER (Hl4e, Fi
f, —EFRAEA), 30w FAE (Hlde, EXA, BAR) ., QDR
£, Q5 C-aFREE (Hlhe, FEUL —XFHL), (2600 «FHL (4#)
4o, EeL, BgL), QD TFTXEHE: SOnREFnZ0 - 2 88K
B RARE (#l4e, Fak UL AHUL TARSGRE, CHAEH
sk, eAmsel, WhASSL sk, Albasit) , (289G
VERE A (e, EFRX_F, BLEA R, EARLA-FR), QO H5RE
(30) UL, O A&, G AL G EAK, (CHEFE (Fi, A
. % B FF

FEH R b Q Fo B RAMIEBH BRI F oIk, ads, 4
B0, Ci-wiIRBsfe G- o dURRA, R PRBHFaiemRmE FTHA
sk, O, sRah R SUR(2,2, 1) B, WER(2,2,2] 4,
IER[3,2, 11 F5, MIR(3,2, 114, ®3R(4,2, 11 5K, ®3K[4,3,11%
£, A, FHEARAEARFCE BARRAS U R PR e BRI S
AR, KGR EARIAESF R E.

AR FQ REMGIFEZRHRKGRAAFHLKE A, Hldb, 5
- 13 adERmik EBEAL - sABRBART, BRTRIATHLRA
I BbadeH ktede kA RTA

AR ENH T OIEFEFERERE (Fld, %l £k,
A, wBek il FeBed o wEed ) ReRed K ofed 0 owbed gl 1,2, 3-
B e R 1,2 4vEoed g 13 4-vE el A ke A 1,2 3 wd
A 1,2, 4—E-e i 1 3 4-wEepl 12, 3-=nK 1,2, 4-=w
A, vkt e, kR, R, ek, =), FEMSR
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A W, EivdRd, FERwbA ZFb]Ee R, Bl Ful
wpih, 1H-eR, bkl EoPeEed Ak 1 2-FSFAeEeil, B
ek 1, 2-F5FFeEedl,  IH-ESF=edUR, iR, Bl ek
S, vhekek it wbogekdt, 2, 3-— &K, naphthylidinyl, “FoAL
wer kb o -k, B - cRuRE, v -oPRE TRk wedg
A wpeei sk wyekEd phenoxazinyl, EE, o, JEedekA, v
skt bR SF (1, 2-bl ek k, abedSf (1, S—alwhe ik, wRed st (1, 2-alwesR
B oekebsf[1, S-a]l ket wkedif (1, 2-b] ke Bk, skt (1, 2-a] b Ak,
1,2, 4- ==k 3F (4, 3-a]wbstdk, 1,2, 4-=rmdjf (4, 3-bl ki) . EF ALK
A egp)F o et FEL FEB A (oxylanyl), azetizinyl, oxethanyl,
thiethanyl , #ke&tisk, ww&ekwhit, thiolanyl, vR%K, w9 fmbrbi,
ok R BAEHRA, sk, b, fhidekwbik, Eerdk, e o
s gk wpedgl wbek, sk, EJbkehAl, wsRiGRedeR

LR AT BEA AR BABARL, Kk 1 - 3 ARKRE BAAE R
Fo R R AMEBRHBKMATEFHRREZLARE. KagPXREHTF
el &, A, RAEUESRAR.

HAHEE, A QRAMFAMGBEAL GiFR, R & B

HeH Q KAEGFAGIEBHBRRGELGIURE, QTR EAT
gre ik, ik, FA, Fhbdefarik

Hedh Q REGFARKRAGEBERLE —AOEETEA A, RTE
—&, BRA-E, 2,2-—FTAEPE A,

M “ AT KREMERLR, &1 #Hldw, G- ERE (Flde, 2T
A ETR), C-HHA Flde, THE THZSE); TXER: - (CH) oM™,
FFced -3, REZ &, C-obtdh (Hlae, PR, THE, THA); FX
AH: 0 FXAH: -CONM"-, EFR'ZA, C-obtk (BAHHTE
LAL), Gk (REAMHTFELRL), C-u3Fk (FRAGH
FEARLE), Zesrik (LESAHTFEXRLE); TXAR: -S0).,
om0 - 2 6983 —0-; FXAE; MRS ()~ 2 2 0 - 2 984K,
RY & 3L F] L. .

Ve A TH R RAGREMBREGRAA, 036 C-SRaL
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HH RAREAGERFBRGFIEAFHFRA, s, Hld, FH-
i FEAFIFALE RAMHTFAREC- RERTE E &L T
A AR TR PRASFRA RGBS R R TR,
A 48F].

#eH R RAGERMBRGRE &1, #lb, () TXRAA:

r22 -—(CH;)W\' N —

g23

H REESE, s, FASLxA, BXERAMTHEERRNK v
0 - 3&98H, RUZEIFEBRFBARMARE HOQARFTHRORL Li
R% Fo R Pnlk, b, FAPLRA EARKRASL L PR REST
H eGP I E AR

R' i Q 4409 5 R BRIE P A Ry 1) Rk H 694K 869 61 F &46-0-
H-SO)m-, HFmR0 - 258

Lk R a9tk eg B F et T XAR: Q-(CH) p—, X F Qfop 3 k.

bk R ik H] T s AR TXAR: -C)LQ , A QCEATHY
#, A 4, SARARMFAITIEARA: -4 R (A H-0-X
-S-B R Hgsd), HpEXE.L

b R # A H T EETXAH:

. Q- (CH:) p-
Ep QO AZR CETHARSAOFERGD TXER: -2 -R, £
A RZ0-FSO—HEPn20- 268K BRERE BpA20-34
HH .

R' A H F AP T 6035 G- FATE, CTHEEFRAHA-AR,
Eo A" Z-0-H-S-, B R ERARK,

ik R EARZ Q- CH) p-, FF Q 2K, ETHIFRNA,
CHp R0 - IMER |

R' A H 4 4] F 636 (D) THRRARIRAR S, (2) THT 7] —A2K
JABRSEFE DRE (DL (IDRATRE (VL O
A, (vi)BE (i) TEREAARMAGREE, GiiDFFAE0TX
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AH: -SO)n-R°, HAFno R0 - 268K BRIKE O THIEFR
R FEIAR (4) RBA.

FHRBG REGHATFEIEQ) THC SRAAAAM C -, (2) TH
Fal—ARIJARE, B4 AV B A 2L O RA
£ 4 AEFAFTXAA: SOk, X FnR0-2658H BRRE
Ci- s BRI IAREY Co - w5, R ()G - wifbuik.

FREE R HAHTF Al () THRRAARAGREA, Q) THTH—A4
HSIABRKRGFE (DAL (D) THERAARNKGRARE, ((iDRE
Fo(iv) FTXAR: -SO)nR°, APn R0 - 2658K BRAERE (3
FRA XK (4) SRR

PR R EHFEIEQ) THC - RELBMRE C- SR, Q) Tk
— AR EAC SEAAATXAR: -SO)n-R", R0 - 268K,
BRAC BEARMKNY G- FE X Q)G wIRRE.

ke R A9 H)F 36T T 5 — AU R A B G F IR (D) TH
BmAARAMREAE QOQAEFQ TXEHA: -SOn-R', H¥FnR0 -
2 a9 s, B R ZIHE

$ak g ik RTAH €350 2P e SRS T X Bulng g4k

p22' —-(CHz)w\ o —

g23'

FF R R Q) THTH-ASAARARKGF A O KL, (D8E
(i) &AFEE, (vHEE AL )AL (i) THERAARK
ek, (i) BE, (0REFRO TFTXEE: SOk, a0
- 2y, BRAERE, Q) THETIH—ASIUALRRRLS r ks (1)
£4, G GiD&RATRE ((vBE AL DEL (i)
wEA, (viid)@E (0REAR FTXEH: -SOn-R, £ 1 £ 0
S 2 egEE, BRARA Q) THEFRARMGFIRER @G TXAH:

R24 :

>N—(CH2)x —
R?S
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EPRZE, RASRFEA RREIXRABR PR THRESENRT
G THRIEBRBBRAN S - 7T AREA B x A0 - 3 6EHNK(5) THIA
AEukegsd, w20 - 3e8ds HRDREARSA |

FE R EABGH TFEIEAEFTEARARTXEH:

R2 "'—(CH; )\ v

R23Il/

(EP RPHOREA QTH—AXEARE, AL KAPTAL
H:-S0) R ¥ n 2 0 - 2 694ks B R 2B R H AR A A,
(3) Tak—A K 3 A EF AR R ER N - SRR TEE, w
20 - 3e9; RY IEARKEL).

ki R’ fkkedp]F e T XBR e Rk

R22"" —{(CH2) N q

Rzacﬂ /

Fo R7 2 () TSRS A, (D 3R, ) TXAH:

Rl’i'

N
N_
r28'

Ed R REasEA, AR ZERLEL AR PR THAASRERET
85 - T OFEENR Q) THRARFRAGEE, w0 - 36h8d; BR”
R EFSH.

 E# R AHRRESH T T XA

1
R22 —(CH2)n g —

g2 /

(Fd, RY 2xAsaper g, Se R T RBRAKRA T XAHRNK: -
SO) R, Ebn20 - 2898 BRBE, w20- 38 R REX
Bk |

R' A L 4] F IS TR T 5l — AR LB BRASF A (DR
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B EL QB QIERPRARAGEEATERE WBE O
A ) EA, (DIERHBKHRAL () ERFIBMA AL,
F K R OB F OIETHET 5 —ARITUALHBRRSG T A (D) TFX
A H:
’ Rll'\ _
Ru'/ N

AP REGEA GDRA (D ERMRKOREE (v) EBRHRK
GBS (v) TXEAH: -SOnR°, AFoZ0- 2658 BRIRE
HRY 2aEBE, QA QO&RAFHE ON-EXR_REARAPEH
A, Gy AEE, O TH—FH-AHIUAREL, ReLK, & AL K
sk Fo B ERAMRAL, () T —FHREAEBASIABIAIRR oG4
$i 3 Ao (8) 4 A R

F AR ieg ER RIRE 694 F QI8 TH T 5] — AR IUA A B K09 35
& ) TFXEH:

EFRVAEDE (DRE (D) THREESRASARKRGRAL (v
FELE, (v) THEERRBARAGLEE, v XFR8ENR Vi) TX
EH: -SO)n-R', EPn20- 2688 ARIEABR ZEIA
() THSEL, REASSFRABRARAL, O) N - X REARE
wERE, ()FAE, ) TH—FHIRARARESSEB BN RIH AR
(OF::3:2 %%

B3R RUGERBIRAAFE T B AT RS TREER, RREASF
A ey BRIk e F T aERE, BE RATEE N - 2RK
ﬁﬁmﬁf’% X, i, BA, WﬁCl-:ﬁm&éﬁ Ci-s 38
A, TXAH: R

1
AN
Rr32 /
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(Hd, R'IBC-SE THC RALRKS G- RAL X PELL
RPFEER C -0 ) , R THICAEABE ESSAR N C - 45 A,

L RAERPIBARG TR T EHEGFRGH FRER. RRANF
A PR FREMH TR BE N - RRMARAREATR
A A TH GRS C A TXER:

R:!:l
Rsa >N—
(FF, RP4BC -5k TH 0 RALBRKAC 8k TH#C SR
BURE C O RAUE RPEL AW, RUJBERC-FE), T#EC
GRAIEBAR C R B A G- L.

AEEHAKRAP, RAAKBAHKLL - 3. k1, peikl,
Bwikik 1,

A5 - T AARRTHFRAL ettt wbedaijl, wbeg ik,
aped e S vhedofdh, wbed St oRedbR b ohedgf gt sked gt ]2 3-=
b, 1,2, 3-=e=dbudk, 1,2, 3-=e 3k 1,2, 3, 4-vged i vkt wkek
K, ABFREMN, vEAEHF (oxazolidino), "BekdX, =Eedii S EAD
Ak, Hh BiResRE A dembeg it il wbeb bt Rk, sk,
ok A Fo B A SN

REATHIENK. BRAKSAHTFOIEC - S G- wFh CG-ouFR
A, —XxPAE C-oREEE ConFEBE O RABE. AHE
EARE, a3 C- i, KGR

TEEEE U, AARASREA K, Bl 0Bk RASHTE
PR, R, AKX Fak TR OFTA ATHE &RTER XL
FRA, HAARTR EiXkd, FHRBEA 1 - 6 ABRFEIA
B ER 1 - 3ARBTaaRE.

HABE, 630 - B, BBLE6H T ot ERa Rt AR
F A B AP SR ARA. |

Hh bR E Pk s et A B, GAERAB A, BREEL
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Bk
KA bR PHAGRAR, &3 0 SRR AREAGHTE
EPaRA, Z8A AAA ARAK TREA ATEREA RTHRA
AEE, FRAA HAEESTEA Xk, KBRAA 1 - 3 AHR
TRk,

A Bk U PR R G5 G- A B AMETaIET
Wi, A 1 - T 2 - THRA

HeA BT Pk FAAIEC W FA FRNBTFOEESE X
i,

Ve b U A egiE e B F 6.3 C - o PRI, RN HIF
aiEFE EXTi

#ARE, R A B R

AZBegieH (DRESA ot kg, o TAAIFSGPET &,
ERRE T 5 e
1. %k A: HBK Gewald, E. Schinke = H. Bottcher, Chem. Ber., 99,
94-100 (1966) AFFegF ik, HAAEREFTRME PSR G) BRAT
B EATA B B, st A 2 - S ATAEY (1), £ AR,
EERARER 2D, ELERLBEFLET, E4ENENLTEFSR
R OB EATA VA SASAT ok, FHERAREATRENTEY, KB
BEOEHEMN LY, ARPEALETRFE 2 - REEPITED
(ii). HEARE QR =08, ESEGEMT, Fl_FTAPEEK, ARE
LEEEATA Y, BAosk AT i, 32 - fAESTES (D).

, 1)NCCH,CO,R’ -
R JY\Rz NHOAc AcOH “ COZR'
3 2)S RNEl,
\\\\\\ (R¥ #R) R NH,
(i) NCCH1C0, R J,///ﬂ -

S NEL,
(R% =H)
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FERPEFTELHES 2 - EEAESTAEH DA EE FRBE
FAEBEE. FRBETERTRABAXR-NCO KL, (LPREXLRLE).
o9 (1) AEEE FREEMAEADHRBEENREBELR R I AGEMN T

AT (e, wWESH, R, ER, K, ZRATPR, 1,2-ZALK,
WE, —WE), BALEA 15 - 130 C. FRSET A% A h it
T&1 3ehSWEDEAL - 5 S5F, K11 - 2.5 S FFHABEEST
24, RpEEMAIUIEEJLK, £k 15 5405 2 X,
2. Fik B WA (Flded@ X R-NH R A, (AP REXFRL]E 2
- ST A (1) XA RS AR AL FHCESH [Fld, MALER
(ZR V) HERE, AR ATEIRTEE] LS H 67 RS HT
AP iTheR A g, a4 (1) A ES AL FICSHE R 5 ES
B REEFBEHOGEN PIRT (Flde, ki, warkw, X, FEX ¥
£, 1,2-—R2Lx%, &4, REBREEHE 40 - 120 C. AAXLFHi
S RES 0.5 - 2 -, £k 0.9 - 1.1 B, R EEEMIUS4PE
JUE, 4815 94h3| 2 XK. Bt R BENE B LR B egEi it
T (B, woE, WESH, —nBk, £, —A TPk, ,2-—RATHK, FXE
SWE), REBEEEA 15 - 130T, BGMEAH 1 - 5 &8, ikl
- 3 %%, RERRMILS4FFIILK, 4k 15 2403 2 X,

Jo BB B 6440540 (XV) R E R 5 BT SRR B, #3125 (2, 3-b]
e AT A (XV]D) . PISRR RS R B AR R Erasgif e atfr. BHra
A B TE, LEXAN, PR WAk, AR, T,
HBldo, BEREFACHLTEA, LEHASSTAEH, PRk S
A, B RAEAMATT L SOV, A1 - 5 5%, Kk 1S
- 3 %5 REREEERA 10 CRAMERENGH.E, Kk 25 CTH
i MR35, RAENRMAILSHEIJLE, %t 10 545 2 X.

Kot VD) 5 g RIESTEY, EBEGET Blde, HHEire
RELE), EXBEBEARRHANEN T Flde, —FRLTEERSI—FHE
LB, £ 10 - 100 CHAH, 73 2, 4-—AMNEHI (2, 3-d]FoedT4 4
(I1a). 3%, ¥is4 (1la) 5N - XK E3A8 LB (NBS) ExT R B R E
BHEGEMNT Fld, HRBLYIERELHL), Lo, o BER-FTH
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HETEFE FIes4AD. B4, Kt 0D 5E3FE—REH,
EBAELET, EXXEAELFRBAGENT (Flde, B —FE P
R_FROUEE, By, S8), REREH10-1007C, 0.5
- 8B, FEMLAH D). RES, 5 () TEEEMNE Fd, %
BRRER) R EF RARE G .

WA EFENTERAEAESL | LT
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IR BERFEARKRELLEA L XEFLEA.

A X REGEERAA, @ Hldh THEEAMNBKGLA (H
do, FHACHERT (Fle, BRT, BRTRERT) dBEERRL) .
FAARES, Hlde, BET (#Hlie, s, & F), REBEAL (Hl, T
A, RASEREA (Flh, FTHREEE) k- %M%xx (#ldw, =T
¥ ERERR) .
3. FkC: BT LEERFEBRTRSY (11) 4184046 (11a) 855k, &
HiF % ooty FRA E TS (i1) #1844 (11a) . Bp, 3408 (i 1)
BETAHEMNEM, Hle, T8, LEFNREALFRREIAGEMN, Ao 2N
S54048, BRAOMETEIME(EI0C)EHTREL - 1208, H#
Friteg - —COOEt 3:4LA-CO0H #94ba-4h 5 T AN, Hliv —nkix,
T HEERPRAFEG AR, ARFTEREHAES) - 150CRE] -
10 /58, Bifgeg 1 - 2okt o4 A LR 4084 (XV]) #4404 40448 (11a)
69 £ AT, XA AFHN 1 - 25 R 6B iLais T 4356
B, Plde, —RFK, ﬁﬁﬂi‘l’ﬁnk%ﬁ‘i#ﬁﬁ.ﬁi‘éﬁ& B4, £,
Pk, FHAE, HMERSWARHET, £RIME(E 100 O)FFTAR
Bl - 1208 BE, ﬁﬁﬁﬁﬁ%ﬂéz%&m__:’tm, H1E R = TRAH
B, RAMAELI0CEATRAEL - 6 6, 34649 (11a).
4, Fdb ik

TR et F R ik, Fieads (1) LR sk b a4k, X
Mo 4G ) de T R
(1) FR L SHETSENEN, Fl, LB, T8, H @) aERPM
Adek, #RSWALAAABT, TRRAE 1 - 12 b8, X0 @Ei T
Nk AR, 4&&%& BE R 1 - 12 9 E, TR AL
ER-S
(11) FRLSWE TEHENEN, Hld, WESH, —FEER, 5%
TP NEEAY, R ZLEEAR, PREREES. ERSHE
BHT, £FBAR 1 - 10 8, THEELABLG R
(111) MBI SH, ERARAGSWEA MR- SR, Fli,
BREASHETOEGEN, P, T8, —FTAPEREK wWitw,
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—wEE LA, GE&RTRAERAEMN, P, EHKMA, TAHKFX
B, AR T ARALH, Blde, R(CEFAHS) dER | BB
Bt S A RATAY, FRAMETRE S B0 CT)EEH 1 - 12 08,
UV BEETIARL, #lbe, GRBASHESEHENG, TE,
PR PR, —ROKR, Wik, B PHERY, mAAHBS
A B IRATLATEY, PloILf o4, A0 - 80 THH 6 - 24
AN

W) EEEFIIAEL Flde, ORBICSWELSENHEN, Flhe, ez,
PR PEE, A YR, WaAKWMIE, —eRIaER T, AL S
e A, RAME 0 - 80 THA 6 - 24 ) H.

(vi) RS HE TESEGEMN, Hlie, Wa=kw, HEGRESPF A
HIMBEAT AW, Hlo —FRABZABAIR, REHE TR e it
TREJUNE, #ldel - 308, SRR TR AL A ¥k,

(vii) AFAESTE RS actonyloxy 4744, FRBALESWE TFLEH
BH, P, —HTR, OXERPRAFLEERL TR INE, Hlw, &
i4a, FoRBiLa-h R4 (Flde, VL) , RoWEKS
FEFBAL 1 - 1008, REFMHRIMTERE TEEGEMN, v,
Z WA VELE, kP flie, RAMRFEET, AREAHA
M. REMETRERRAKL 1 - 12 H,

(viii) R4S ME THENEMN, Hld, —HTR, @SR TMAF
X ERTFTH LMK, Fldo, JisE, RS RBEASY, b,
PR, ROMAEERIRAIEL 1 - 10 d &, THFRILL
AFFAIL, |
(ix) ¥ LA G R-FORBESHETESENER, Flb, ZFRLK, &
kR PN E A (arylborric acid) #7444, &, #Hldo, HEH, 440
L4, Fldiwwy (ZFE8) £0), FABAN, FR2eHeiil - 6 1,
THIAREFAE. |
(x) BT RS S BALH], Flde, RFTEFTER, LAESEHEN T, B
do, ZRVR, EXEFImEGEHTRE, THIELSHIALS
A BB AL S RIS B AL S, B e R A X A S e BALH
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sbet, TRAIASEELSY.

Mo b s RGO KK ALG4 (1) 693k, kA e b TS eg8 i
BE., XEHSGH TOIEL LIE (Flhe, LA FOREE, A, HAER
&) ZAVE (B, FE, L&, ZHLTHK FTL8 ¥8 BL8,
Lk, RS, P&, FR, VoM, Fus, FxtPEHER)
7 i 3. |

Foh, BAKOAGEY (1) AASHEAR-CO0H, 444 (D) TEL
P (B4, BEEIARLIERLH, 47, FHth &) ANE (Hld,
=9k, ZLk, B%, VAW, B, LK, UK, —3k
CHAERMNN-ZFRAELE — ) B i,

TR FF B B A siil o EH &4 A KPS (D XL E, +F
b8, A&k, B (DSOS, THRACHEGFER
Fikfo 2 F R K. Aok, LSRN HIM, THLE
1 3 8 AR H.

5 AL RS () XL RFERGLS, THRAFTRMALS
oA B RS FH B e 1-7,

B F AL A SH (1) BA GoRH &I BAEH, ©TX4H
T FREES SRS EBEER, RALTEFERILGY (Hldo,
A, BT, B4 5, B, B % KR DAT) PREHES S
F1 R AF, Wit GnRH FARFEFA Mip SRS F o9 45k, £ BRI,
AL PSR BYG TR, ATRE LT ESFREERMBEE
B, Hldo, B ESEE (B, WFRE, FEHE, LRE, £
B ) , RESFIBEX, TEMNE, TEARML FENTH 2
Hl, AW, IR0t d8 iy, M, XX HE
ARG HEEFT AERN (Flde, HREHNNAAZAREAN) . £
KRGS HE T AAE B R o2, fololhiriE S, AKX
LA THALLHE LGS BER RERERETH. Bk KAWL
S T R T RERRDBG AR, FEATREARZRAMN et
FAEKM. A5, REARLSWETH FHEme F5. ALPSHT
B3R, CLTAANELCEARRIES AR A BEAR HESEM.
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AERASHTRAT L PELEINETHAS, IHAAZIAHTRA
CoRH FERFEMN e EARH LK TEFIRYG. ALRLEHTHRIEE L
CHREEAFEFMESER, EEFHIEEN, FEFTHNGH-T s
FERssuE:, UFT , MEE, 5T E WaFF. EE7REN, 14
#?ﬁﬂﬁﬂ%ﬂﬁﬂﬁﬁﬂ,5~W—UH,?ﬁﬁ%,H$%,ﬁ%
TE£C, RIEBRFF.

J&Zieﬂ4h¢*¢b(l)x.xt§a1féttnﬂﬁﬁhiﬁ‘r§i1~ﬁia§éﬁ GoRH &k, €+

it o R4 H A8 B K B 1a] .47 GnRH &b,

YRR e, BAKXLALESY (1) AR LA M
FLikEk Bz, THREZBRoRIFORLS Y., —AELHHF LT
ARSI ERE Aol #l, K& BEIBRAFHBAoRLYH, 34
Ak, ETRMRESRER, IEMNATETLHERMETRSSH. F,
TAEHFH AT ETLER MBI EKELET, KTRMALH, K
KEASdn (1) &R L8 iRigsmt 5%, B, KERRLSHEA
eGSR R L NRastE, B, HHHMNGHNELX FHAS
GG AP L, fo b —E 8 ML E M T4, A S GRH, —#4 0.01 - 10ng,
3% 0.02 - 2mg, #AEEO0. 01 - Img, AT Lkg hE, —AL1
X—RRS 2 - 4 ALH. ATRINS W RS L B Hl AR L KL
Ltbdn KA, LG HE, AT B a9 R a6y kg 4hE, £/ 0. 001 - Smg,
#3%0.002 - 2mg, —ARS 2 - 3KLH.

Y h bk 3 ETS e AR, T AH % S A LR AALE AR,
B RS YFeiEAREHN, BHEN, HoMiEMNEN, £&
M, CAMEHEN, BEMN, ZFH, FHEHN, EFNPEERN
AN, Bk REEER X THRABGRA, RAMALN, FHEH, Fik
FIFFFR AR,

ikt LR RGBT 4508, B, D - HEAEN, KB, Zd
oA AR AR, KRG LSRR M P T OISR SR, RS
$45, Bebak. KA RS MNGW TRt gE 8, D -
HEEE, i, RAAHSd: BRTEHASAFARRUHEEIEA. &£
g LR G BAGH T aiEh, BVRSEE, BFAHL LSRRI
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carmelose 44, Fo X PRI, ey LR E Mo -F etz mAK, 5,
#—&%, macrogol, ZAkihAer k. ey AR HGH T IERT
=8, B-A, D -WEHE, XTPRFAE 8 Z&LTR RE
B, ZCEE, +oRAARE T RERARER, JISE, JILEY
B, FEREAREBIEEHHRAE, PERRESDLRUEN, RLE
Atk 58, HVTREBEH TESSRE BYRAS%E, RLES%
AhoiaikagiE. K LEFEMNGH T ateaitss, dmf D -+
AN, ey P A RegH-T ot Y, LBRE ZBAPE
B e ik, ey LR BAGH-TFaIEFAM. Akeg LB KM
ool AARXTEE, ATH, FA X8 RIS LE
AR, fRikeg ER RAMAMGH T ais i Efot £C.

GAK ALY (1) Fhn, Hlhe, BEH, FEM, BTH, FH
P BH, RERES, BBOLAFENERFR BT RIMRAELHN.
o R HE, THOlH ik, HZEEHMNPERSETFRAN.

Lk 44 5 6961 F T AR 2 IR A (e, SR, B4,
BEFRM), 2HM, BEMN, SAMN (Fli, BFAHH, ELH
FEF), #%F (Hlo, ABAKT, HERAKTF) FF.

XS T HBH B ROt ¥ A6 F &,

AL eG4 (1) R HE, TH5#H (4, Tween 80 (Atlas
Powder, U.S.A), HCO 80(Nikko Chemicals, Japan), B Z—B, AZFH
sk, EBAE, GAN (o, SEREAEXPETE, SRLAEXTRA
5, FART), FHEMN (e, fAH, HEHES LA FEBE)
FHAHEAKEHN, REHEDH (Hlde, BHEW, Zah, B,
E2REF), ASEHFTEM BFRIULHEREEHN.

EH& oIRGB HEsPe, FRALNIESI R A LS o5 H (F)
Yo, 35, BB, EBF) ., RN (b, 28, FE8EETF), 567
(Flde, Th, MEAK, BTRAEE RTHALERE, 2REY
$®EF) AFEMN (Pl 6, HIREBEE, BLEB6000F) F—RER
M, WwREL BELRERE BORARKIZGEHBEBCFEER,
RaRMNGHFelEeatTRa %t A%k RPEAGSE £
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HRAGE, BRATH T8, Tween 80, pluronic F 68, 4% &
B4R —PEE, BAATAHSERE-_TRE RATAHEELHEE
EIAMH, Fudragit (‘FASHRAAHKGERY, Rohn HiE, £H),
S EALHFF. TEBOUREABZ AR ik TR e R E
( subcoating layer ) .

Ak sdpet, EERKRPASY ( 1) A ERBS 7 E4
ARER, FERSGERARF A THRIMEA. #lde, BAEFMNHSET. &
RE RS HE G BN/ RAWEMN (Flhe, T8, HEBE, EH,
B HESF), BAMN (e, LK, FHEFi7EY, AHRESD
) FEHBRHEAASY. wRABKASY, TEBHEGZHMEGEM
FiEH R AR KO ETR. HEFBAASHE, RSk E bR
XEF., NV FEFERTHERESAH AT M (Flde, K8, B8, TS,
Has, ARALAF), FEM (Hlh, STEEXTERE, ATH, XK
#F) F7F.

ER&HT, #lie, AZBPLE4 (1) RIEHTH A ERSK
B4k, FEARIRAME. Las ¢ Aoy s T alsd
WS R BE 6 Wb 85 (4w, T A5, Witepsols (Dynamite-Nobel #)i&)
%), PHRISH R [#lde, Miglyol (Dynamite—Nobel #)i%) 3] felidhyib (4]
ho, G, KA, HHEF) FF. KEAMRGH T AR
Ao, AR TR RE, HREHES, THERS
Y, AHBRREHTF.

FF AL P BITFFH X
i3 T 7| 5 H it o dl & LR F it mid iR KL, 2E
H AR TR AL,

'H-NMR 3% % 4% A Varian GEMINI 200(200MHz) # 4 5%it, JEOL
LAMBDA300 (300MHz) 71 4.3+ %, Brucker AM 500 (S00MHz) A 4 5kit, HEFiwg
¥R AE A AR 4. PTARS 4HvA ppm &R,

AR PEAGFSERTH S
s: H& d: A, t: =M dt: WEFE= , m: £, br: %
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BE L] 1
-8B 5 -FEEY- 3 - ERLENHE

AHEHT, 45C, RO SHQFRETRTE ( 6.1g, S0mmol ),
2 (1.61g, S0mmol ) =ZJg& ( 3.5ml, 25mmol ) Fe— WA FEA ( 10m] )
GRS T, MAAXTE ( 50 %4RX PR _LEMER, 12.05g,
50mmol ) . RS 45 CHAF I Juf, RSERSWRE. MBEHLY
RMUMTEFER. XM FAAREE RS, T (MgS0.), REXRE
ABEN. e Rakée#sl, RERLE - ORELL/[ELE L
( 5.55g, 45%), 3.5 124.5-125.5C ( LHKEHF(EH 123 - 124TC) .
CisHuNO:S #97T & o4

C (%) H (%) N (%)
+ FA4A: 63.13; 5. 30; 5. 66
A 62.99; 5. 05; 5.63

'H~NMR (200MHz, CDCl:)8 : 1.37(3H,t,J=7.1Hz), 4.30(2H,d, J=7. 1Hz),
5.97(2H, br), 7.17-7.46(6H, ).
IR(KBr): 3448, 3320, 1667, 1590, 1549cm™.

BE LY 2
2-RK-4-FE-5 - (4 -FREBD) ES - 3 - KR TESH

r'a

B4 -PRELARHE (16.5g, 0.10mol ), FAZKTE ( 12.2g,
0. 10mol ), ZBR &L ( 1. 55g, 20mmol ), Z.&& ( 4. 6ml, 80mmo! )3k ( 20ml )
MRAVAEEAT AN 24 )0, RS E- EAREER LR SRS T
AR, bHE, BRERSYBERE. ReWA {988 E
KBRS B, AIERFMAKERRE, T8 (MgS0) , REREX
AN, ARAWSTE ( 30nl ) Bk PMAsL (3. 21g, 0.10mol ) F=
ZZE ( 10.4ml, 0.10mol ) . J§3A4H4E 50 — 60 THHF 2 IHREXK
G, REHA LRI R, FERA SAAKE R AR, TR (MgS0)
REBEEREN. AL Rke ki, REALE - CRELLT
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e (11.5g, 40%) , ®ET79-80T

CisHiNO:S #4750 E 547
C (%) H (%) N (%) S (%)
i+ B A4 61.83; 5.88; 4, 81; 11. 01
R A4h: 61.81; 5.175; 4. 74; 10. 82

'"H—NMR (200MHz, CDC1:)&: 1.37(3H,t,J=7.1Hz), 2. 28 (3H,s), 3.83(3H,s),
4.31 (2H, q, J=7.1Hz), 6.05(2H, brs), 6.91 (2H,d, J=8.8Hz), 7.27(2H, d,
J=8. 8Hz).

IR(KBr): 3426, 3328, 1651, 1586, 1550, 1505, 1485cm’.

FAB-MS m/z: 291 (M)

LA A 3
P ARESFRESTERRE ¢ - PRELAFE, BBH5RE EEH 2
A AAME ARG TAL.
.1
R¥ 00C, K
]
R s NH,
BH LA 3 R R* & el
ws5 (%) (C)
1 L83 ;33 40 64—65
2 ;259 2 - WAFE 12 70-71
3 | Lif -3 i
B g 4

2 - 4 - FE- S - (4 - AARE)E - ) - RMIEEH
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%

BERESE TR AEXMENGFE A4 - AEXERE (35 0g,
195mmol ) K% 4 - PAXARSF, fA KR TE ( 23g, 19.5mmol ), Z
B4 (3. 1g, 40mmol ), Z.& ( 9.1ml, 159mmol ), &% ( 5.0g, 160mmol )
Foe = Z B (16, 0ml, 160mmol ), fF3| £ &2 SHArHL54 ( 22.2g, 52%),
%5 168-170 C (ALE - TR ELHFH) .

CuHuN:0:S &L E 57

C (%) H (%) N (%)
H H A4 54.89; 4. 61: 9,14
P {A: 54.83; 4.90; 9. 09

'H-NMR (200MHz, CDC1:}&: 1.39(3H,t,J=7.1Hz), 2. 40(3H, s), 4. 34 (2H, q,
J=7.1Hz), 6.27 (2H, brs), 7.48(2H, d, J=8. 7THz), 8. 23 (2H, d, J=8. THz).
IR(KBr) : 3446, 3324, 1667, 1580, 1545,1506, 1491, 1475, 1410,
1332cm’.

A R S

2,4 (IH,3) - =8 -5 -Fh-6- (4-FARFEL)- X2, 3-d]
wEey - 3 - LERLEYH &

G A LHEH) | $155694084 (5. 00g, 17.20mmol ) &935& ¥ A
SR TE (2.90ml, 25.80mmol ) . IERAMA 45 CHH6 I, K
ERERS. B %HETLE ( 6ml ), @i PN E4 (A5 (30m])
Fo44 (0. 79g, 34. 30mmol) 145}, WRAMATEREH 24 Iut, G dw
AN % ( 18ml, 36mmol ) . RIEAMRZE, EH4dhidik, AA-7
Bt BT8R, RERLEFLEL, A GE&E4RBA ( 5.70g, 89%),
.5 164-165 C.

CisHisN:0sS #9750 F 247

C (%) H (%) N (%)
+ F44: 57.74; 4. 85; 7.48
=44 57.178; 5.03; 7. 45

'H-NMR (200MHz, CDC1))8: 1.30(3H, t, J=7. 2Hz), 2. 45(3H,s), 3.85(3H, s)

8
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4.26 (24, q, J=7.2Hz), 4.78 (2H, s), 6.95(2H, d, J=8.8Hz), 7. 31 (2H,

d, J=8.8Hz), 10.58(1lH,s).
IR (KBr): 2914, 1742, 1713, 1655, 1605, 1568, 1528, 1499cm’.

A L 6

1 R AE FLah) 2,

EAME ST EMRHEHIITRL.

&2

3R A PEHSDARK, BRBESE L] S

5% b R R R OBA
6 L5405 (%) (C)
1 (LRFR) 7 383 85 119-120
2 C R - EER 84 273-2176
3 F R A-FRFERE 85 >300
4 ¥ i 4-FE R R 84 >300
5 FR A-FRER 92 241-242
6 4-FREL 4-FRFER 99 >300
7 RTE A-PRER 84 275-2176
8 -FREIK 4-FHRER 81 257-258
9 -PREL S—PRER | 93 5300
10 2-F ¥k 4-PHAEK 95 285-286
11 -FEA -PRFEE 97 >300
12 I-FER 4-FRFR 95 >300
13 -PREE g 100 245-247
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14 AR ARRE g

15 REARARR |4-FAAEL

16 PRAFTEREL | 4-AAXE 86 263-267
T

2,4 (1H,3H) - =%, - 6 - (4 -AEFK) - 5 - Fhekeyif (2, 3-d]

FR - 3 - LEROEHH &

CI 54 LM 6 PGS 1 (2.20g, 6.3%9mmol ) P huAksiss
( 12ml ) . kA FT RS THmrEEMA ( 550mg, 6.47mmol ) £
BB Ve, REGAKRSHTEHE 1 bt RS RSN KK P,
AL TEFR, FBHRA[AKERES, FF2% ( MgSO.) ,
EARRBERN. M Mk Esit, F5) 58K ( 1.30g, 52%), &

BRHAMLBLE - TRRELH, FHHEMK B.5277-280 C.
Ci7HisNsOeS. 0. 4H.0 é"’]f[_.'i‘ﬁ\*ﬁ'

it HAA:
;g {A:

'H-NMR (200MHz, CDCl3) 3

C (%)
51. 48;
51. 64;

H (%)
4. 01;
3.79;

IR (KBr): 1748, 1719, 1663, 1522, 1460cm”.

AH 5P 8

"LAAHH - R -1 - (2 - FFR) -6 - (4 -sAER) - 5
— Yk ekwy (2, 3-d] v - 3 - LR L ESASH &=
B 5% Fb) T FFFG44H ( 700ng, 1.80mmol ) =W Fak
Be ( 10ml ) o9& PAOANEEES ( 372mg, 2.70mmol ) , =ib4y
( 299mg, 1.80mmol ) Fo2-FFEK ( 0.43ml, 3.60mmol ) . Hod

N (%)

10. 59

10.61

1. 33(3H, t, J=7.2Hz), 2.56 (3H, s), 4. 28 (2H, q,
J=7.2Hz), 4.79(Q2H, s), 7.57(2H, d, J=8.8Hz), 8.30(2H, d, J=8.8Hz),
10. 30(1H, s).

BETREH DN, BEERSWRE, KW L8 LA A
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KERSER. SRERUBRLEER, SIFBHERM A TIAKER
ik, T ( MgSO0.) , RERmEARGREM. flidn ek &4k,
B3 géesHAR (500mg, 56 %) . HE155-158 C.

C2HzoN306SF. 0. SH:0 970 E 947

C () H (%) N (%)
+ HA4: 56. 91, 4. 18; 8. 30
PURXl B 56. 74; 3. 84; 8.25

'H-NMR (200MHz, CDC1:)&: 1.32(3H,t, J=7.2Hz), 3.84(3H,s), 4. 27 (2H, q,
J=7.2Hz), 4.84(2H, s), 5.30(2H, s), 7.06-7.33(4H, m), 7.54(2H, d,
J=8.9Hz), 7.27(2H, d, J=8.9Hz).

IR(KBr): 1748, 1711, 1673, 1520, 1491lcm’.

& A 9
WAL LH#HH] 6 F &0t AR, BREBEAL L4 8 £
L7 EH et m| T43.

33
0
Cll ‘N/Rz
b ks
R N N 0
l _ RH
CHa-{ 2
RIS
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R’ RY, R" R FE 5
45 9 4L (% (T)
o5 )
1 (FEELHOFE| 2-A A-PARFIK | 87 127-128
2 Ll -FR | 4&-FREL| N 174-175
3 wik 2- £, 4-FEFIE | 97 179-180
4 5 -FR | S-FRFEL | 93 240-241
5 % -8, 4-FERFIEL | 96 252-253
6 ¥i 2- % 4-FHEREIL | 87 294-295
7 x5 I-£, A-FRFIL | 88 215-217
8 83 4-2, 4-PRFIE | 66 209-212
9 FE ,4-—& | &-FREXL | T3 227-228
10 33 2, 6-=& | --FREL | 87 291-292
11 xR -5, 6| ¢-FEEL | 91 287-288
12 xR -FEA | A-FREE | 81 239-240
13 Fi -8, -FHFEKL | 86 124-126
14 Fih 2, 6-—f, | -FRERL | 82 161-163
15 -FRFERX 2- £, -PEREL | 87 270-272
16 —PRERE | 2,6-=£ | 4-FAEL | 83 >300
17 Foik 2-£. A-FEFEK | 19 172-173
18 - S % 3 2, 6-—& | &-FREX | 73 207-208
19 ¥k 2,6-=F, | 4-AERFEX | 93 280-282
20 -FARFK 2- £, 4-PRFIE | 84 195-198
21 -HEERE | 2,6-—F | -FAXR | 86 205-208
22 -WRFE -8 A-PRFL | 89 241-242
23 -WAER | 2,6-—R | &-FREL | 85 253-255
24 -FER 2- £, S-PERFER | 91 220-221
25 1-FFEE 2,6——# | &-FR¥L | 83 178-182
26 R EE 2- £, A-AFE | 90 247-248
.27 -FEE 2, 6-=F | --FEFEL | 93 278-279
28 4-RFE 2—-#. 4-FRER | 79 | 269-270
29 4-FE R 2, 6-—F | &-FEXKE | 91 >300
30 -PAEE | 2, 6-=4& 8 89 261-262
31 -RREER | 2,6—& B
32 REAEL | 2, 6K | &-FRER
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S LA 10

5 —saER -2 4(H, M -—FK-1- (2 -&FH) -6- (4-
AAFRE) EH[2, 3-d R - 3 - LERLEAHE

K5k L] 8 $1465444 (0.300g, 0.603mmol ), N -RNRRK
& EE ( 0.107g, 0.603mmol ), o, —BR=FTH ( 10mg,
0. 60mmol ) Fovd FACE (15ml) e9RAHEIA 2 A ah. A9, EREREH.
ik A SAT AR, AAER FAURKB RS IT 1R MeS0), REREX
A, MAMATKRLEELELFHREARSA ( 0.284g, 82%) , &
& 165-167 C.

CuHusN:0SBIF #4570 947
C (%) H (%) N (%)
it 34 50. 01; 3. 32; 7.29
2| {A: 49. 87; 3.27; 7.23

'H-NMR (200MHz, CDCl»)& : 1.31(3H,t,J=7.2Hz),4.26 (2H, q, J=7.1Hz),
4.78 2H, s), 4.86(2H, s), 5.30(Q2H,s), 7.07-7.37(4H, m), 7.75(2H, d,
J=8. 8Hz), 8.33(2H, d, J=8.8Hz).

IR (KBr): 1713, 1673, 1524, 1477cm .

HE g 11

MEE R 9 HEOLSH I, BRELE kb 10 AR
SR &AL R T A 4 . A 30 - 33 RARERS 9 H54E 30 X
31 BB e 18 8975 4 &6,
* 4 0

= Br-Cll, A2
)
. | (jto
R“'/@ |
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HE Lk R’ R, R" R EE BE
%] 11 465+ (%) (C)
-5
1 (LEBEL 71 2- %, WaE 70 | 152-153
2 ¥k - &, PaRk 63 | 173-176
3 ;5 -, waA 82 | 175-177
4 xR 1-F 4, ¥ Ak 93 | 240-241
5 %3 -5, WAk 86 | 230-233
6 ¥ i 2- R, B 86 | 224-225
7 3% 3-F WL 84 | 215-216
8 #3 4— £, ek 84 | 232-233
9 R 2, 4-=—4, WAL | 84| 230-231
10 5 2, 6-=£. wAA 87 | 250-252
11 * % -8, 6— £, wak 86 | 255-257
12 83 -FELE PEIE | 90| 212-214
13 Fi 2- %, FaE 83| 132-134
14 Fik 2, 6-—#, WAL | 89| 154-155
15 -PRER 2-£, wAA | 88| 226-228
16 A-FEFEL | 2, 6% TaEA | 80| 249-251
17 FTA 2-#, waRA 86 | 149-151
18 FRTE 2, 6=, PHEE 77 | 192-194
19 33 2, 6—— %, R 94 | 228-229
20 -FERIER 2-£, wak | 77| 180-181
21 -PRELE | 26024 wEA | 79| 212-214
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22 -PaFEE 2- £, a4 82 | 234-235

23 -HaREL 2, 6-—#, WEE 88 | 255-256

24 -F R 2- £, WH A 85 | 175-178
25 -FER 2, 6-—#. PaL | 88| 191-193
26 -REE 2-#, WHIE | 81| 243-246
27 -FER 2, 6- £, waA 92| 270273
28 -FFEE 2-#, Ak 84 | 271-274

29 -FEE 2, 6-—4&, L83 78 | 265-268

30 -FREL ,6-—& | REABA

31 SFREL | 2, 6-—RA | FAREEE

32 -FEEEL | 2,6—R | AEAER

33 REAFE | 2,6-=R |FRELABR

| rangs | -5 | wak

AE EH] 12

5= (N-FRE-N-FREAFTE) - 2,403 -=&-1- (2
- RFR) -6 - (4 - AR Eif(2,3-dE - 3 - LARLERH
A% 36 H) &

Ak, w15 £ 10 $E40444084 ( 0.270g, 0.47mmol )
EZWATRE ( 100l ) #E&Y, MAZEA=R&HLE ( 0.120],
0. 710mmol ) FeFALPHEE ( 0.07ml, 0.56mmol ) . HEAMETEH
20 1B, RERBERESDY, $REVECKR UEOIoRME SAKERS
R, SKERALBRLEER, 4FAMEFTHEMS0), REBREE
FREEFN. Rl et ekl &5540, FRLE SRS ( 0.297g, 100%) . £
KEHT, ARBRPELBRLEGERTRA, N E8ELSTHE
R, FRsiEtaE zﬁETﬁ# 10 5%F. BMEFHER B RASY, XEHA
LERLES - LEREELBFAMBHERE (0.084g) @& a4k,

5 120-128C
CuHuNQSF - HCL - H:0 8§ 70F 547
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C(h) H (%) N (%)

A 57.27; 4, 81; 8. 35

R -EA4A: 57.23; 4. 55; 8. 42
IR(KBr): 1711, 1665, 1522, 1493cm™.

H ) 13

3-FTA-2, 4003 -ZR-5-Fh-6- (4-FaEREL)
iy if (2, 3-d] R g %) &

HF %8 ( 1.15ml, 10.03mmol ), —¥XABE% &4 ( 2,83,
10. 03mmol )} , = TAk ( 1. 45ml, 10. 03mmol ) F3k ( 15ml ) ¥ RAWAEE
T Al 1 AT, AREFTREAFREE. QRS T AL E
kAet] 2 #&654L84h ( 2. 00g, 6.85mmol ) F¥ (Sml), HER RS
R ER 4 K. BERERSWA LB USSR RILAKRE RSB, SKER
LRLUEFR, SiFEEBGRMAIMAKERER, MgSO T8, FEE
A A, R AR e gk, F3EREK ( 2.64g, 99%) . I5FF
FMATAME T ZE ( 30ml ), @FERFMmA 28 % FEMH ( 3.93g,
20. 37mmol ) , WRESWAETEEIF 16 JoF, HoA IN 8 ( 22m] ,
22mmol ) . MAEKMEM, TE. MFR&HITE, AK- CExE &
B3 RMLELER, #H3ae4kak (1.61g, 70%) .
%% 215-216 C.
CiulaN:0:S 89T 241

C (%) H%) N (%)
 H A4 62.77; 5.85:; 8.13
= AA: 62.75; 5.82; 8. 04

'H-NMR (300MHz, CDC1:)&: 0. 96 (6H, d, J=6. 8Hz), 2. 20 (1H, sept, J=6. 8Hz),
2.50(3H, s), 3.85-3.87(5H, m), 6.96(2H,d, J=8.8Hz), 7.33Q2H, d,
J=8.8Hz), 9.50(1H, s).

IR(KBr): 1711, 1657, 1537, 1499, 1458cm’.

BE gk 14
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RIABE TAH] 2 K 4 &S WEABH, BRBEEE 45 13

AEXBEGF EH GO W TE£5.
%5
0
CHy R
P
Weaa's

HH E R’ R" & 1%
14 459 & (%) (C)

1 P&E g %3 95 131-233

2 3L,5-—WARKE | FREA 87 >300

3 3,5-—WaERFEA | mAik 85 >300
BRHEEHH] 15

2-RE-4-FHE-5 - (4 -FARER) K- 3 - BEAH S
G5 LH 2 F1&eia (3.0, 10.3umol ) EZEMRR
( 60ml ) o, HeA 2N EAALH ( 20. 0ml, 40. Ommol ) , F352 S huik
B L S DB B E, R B RAW P A ON &8 (20 Oml, 40. Ommol )
ThER, RBLRLEFR. AIERRARERELE, KEA MSO.
TR REAREN. MEHALE - SRALFHBRSEHE (22,
91%) .
#5142 - 145C
'H-NMR (200MHz, DMSO-d)& : 2.22(3H,s), 3.79(3H,s), 6. 98 (2H, d,
J=8.8Hz), 7.25(2H,d, J=8. 8Hz), 7.39(2H,s). |
- IR(KBr): 3470, 1647, 1576, 1508, 1475cm’.

ét%‘%‘md 16
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,4(M-=R- 6 - (4 - FREL) - 5 - FREHH[2, 3-d] k%
#5544 |
G LA 15 $1465484 ( 6.00g, 22.8mmol ) A —vEEERE
( 10ml ) *F, mA=ZH% ( 6.76g, 22.8mmol ), FRAMiAE 100 CHHE
4B, REXBSG, WERRKS, BRI LBkE B3R%
&K ( 596g, 90 %) .
.5 209 - 210 C,
H-NMR (200MHz, DMSO-d)8 : 2.36(3H,s), 3.82(3H,s), 7.06(H, d,
J=8.8Hz), 7.41(2H,d, J=8.8Hz), 10.50(IH,s).
IR(KBr): 1779, 1709, 1533, 1497cm”.

A& LH#ES 17

2,40 - =R -1- (2 -KFR) -6- (4-FPHREHL) -5 -
P ey f (2, 3-d] wle:

G5 LS 16 $&691084 (4. 80g, 16. 59mmol) £ PR FTaLE:
( 30ml ) PoyERE, mABKEAF (3. 43, 24. 88mmol), #4L4P ( 2. 75g,
16. 59mmol ) Fr 2-FF S ( 2.96ml, 24.88mmol ) , HHFRAWATEE
# 2 W, BRERSWHRE, HEeWA LE8 LEFf RAMKEE S5
SHKEMLUBUEBER, 45604 ERY A AKX R L, MgSO.
B, BURAREN. FAR S AEREEESFE G & 0K (4875,
T4%) .
%% 162-163 C. |
H-NMR (200MHz, CDC1)& :  2.43(3H,s), 3.84(3H,s), 5.21(2H, s),
6.95(2H, d, J=8. 8Hz), 7.05-7.44 (6H, m).
IR(XBr): 1769, 1719, 1562, 1531, 1493cm™
FAB-MS m/z: 398.1(MH"). |

BH L) 18
,4(1H) - =8~ 1- (2, 6 ~=—RFHL) -6 - (4 - PEAEL)
= 5 = PR (2, 3-d] nleke
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BEREAE )17 A KRGk A2, 6-—FF LR (1. 18g,
7.26mmol ) RAE 2 - FFEAR, MEE EHH 17 $45651454 ( 2. 00g,
6.91mmol ) , ZKA&&4F(0.95g, 6.91mmol) Fesit4¥ ( 1.15g, 6.91mmol ),
FE| &4 Mirmibsdn (2. 34g, 82%) .

b 189-190 C (ML ELE - TR ELSFE) .

'H-NMR (300MHz, CDC1)& : 2.42(3H,s), 3.84(3H,s), 5.27(2H, s),
6.90-6. 96 (4H,m), 7.24-7.36 (3H, m).

IR(KBr): 1775, 1731, 1528, 1468cm™.

BE EEH 19

2,4-(H, 3 - —8.-1 - (2 -&FK) -6 - (4 -FHER)
-3 - (3 -FaAK) - 5 - FhE([2, 3-d] o 654 &=

HRAHT, G5H T8 17 PESRSHE_LFHR ( 1201 )
E&RP, A 3 - FPRAELE 0. 17nl, 1.67mmol), HHRAOMAETE
B 1 e R BB RS R 44 A = P S e ALK R 5.
SARERZRTRER, 4ERY, ARMKERAESE MS0. FI8,
REGEREN., MERNSDREREEESEL, HFHGEHEK ( 524ng,
78%) . WAFEATAEME T sk ( 20ml ), MRERTRAZLE
( 351mg, 1.18mmol ) Fe=Zi& ( 0.15ml, 2.37mmol ) , K RS4pifiied
THHF 1.5 Ie. A5, RERSUWRALRLELR, HHERFIH
KR VEH, MeS0 IR, BEABEMN. PIHFH&W AR 284, T
B, MLEBLUE-LRELS, FAGELA)H (398mg, 72%) .
BE 113 - 115 C.

CustasN:0WSF 89 70,3 4047
C (%) H (%) N (%)
# F 1A 64. 09; 5. 38; 5.98
B 63. 89 5. 39; 5.92

'H-NMR (300MHz, CDC15)&: 2. 00(2H, quint, J=6. 7THz), 2. 50 (34, s), 3.34(3H,
s), 3.50(2H,t,J=6.THz), 3.83(3H,s), 4.18(2H, t, J=6.THz), 5.26 (24,
s), 6.93(2H, d,J=8.8Hz), 7.07-7.12(Q2H, m), 7.24-7.29(4H, m).
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IR(KBr): 1700, 1659, 1473cm".

A LA 20

RASHE LR 18 BEHESHA R, BREAE L4 15 A
ABFI 85 RS T A6 .
%6
0
Cll, N/R’
[ ' )
CHs0 'CHz_gils
5% %4 R, R § & BE
20 {0845 (%) (T)
1 2, 6- =4, WaAHE 76 173 - 174
2 2,6-——F, |3-FRAER 39 243 - 245

A EHp) 21

LA 3M-=—F- 3 -FE -5 -FR-6- (4 -FHEEL) %w)
3 (2, 3-d] =£=z:

GI5E b 4 $l&8444 (5. 00g, 16.32mmol ) ZEwk»e ( 30ml )
TR T AT RUEREES ( 2.66ml, 24.48mmol ) . FRAME 45 TH
#H6 W, BERFRAERSY. WHRMNEHETLE (6ul ). A%
RN 28 % FEEH ( 7.86g, 40.80mmol ), HRAMATEREH 2 I
B, @A TR 2N B8 ( 25ml, SOmmol ), REKMER, B,
Matidss, AA- Thisk, RETR RLBELSL, Siiehi
( 6.09g, 98%) .
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e >3007C
CwHuNsOtS * 0 3H10 é‘]]ti‘f}ﬁ“

C (%) H (%) N (%)
i EAA: 59. 30; 3. 56; 10. 92
{4 59, 56; 3.52; 10. 93

'H-NMR (300MHz, DMSO-d«)&: 2.50(3H,s), 7.31-7.46(SH,m), 7. 78 (2H, d,
J=8.8Hz), 8.32(2H,d, Jj=8.8Hz), 12.50(1H,s).
IR (KBr): 1715, 1657, 1593, 1510cm”.

B T 22

2,4(IH, 3H) - —8.- S -FHA-3 - (3 -FREHR) -6 - (4 -
WEFAL) Euif (2, 3-d]EEai ] &

BRS LK & 2 RAMEASF X, #8 -PRELF A
( 1.57ml, 12.0mmol ) RAEAFREEE, MAF LHb] 4 #&e91s4
( 3.06g, 10.00mmol ) #= 28 % ¥EEA ( 4.82g, 25.00mmol ), 43 £L&
4k B ARHALSH (3. 15g, T7%) .

& >300 C.
~ CulisNi0sS #3 LF L4
| C (%) H (%) N (%)
i+ A4 58. 67; 3. 69; 10. 26
M -E A 58. 76; 3.67; 10. 32
'H-NMR (300MHz, CDCl3)& 2.50(3H,s), 3.78(3H,s), 6.87(1H, d,

J=8.1Hz), 6.92(1H,s), 7.00(1H,d,J=8.1Hz), 7.38(1H, t, J=8.1Hz),
7.77(1H, d, J=8.7Hz), 8.31(2H, d,J=8.7Hz), 12.48(lH, s).
IR(KBr): 1717, 1661, 1593, 1510, 1429cm’.

A A 23
2,40, 30 - =8 -1- (2, 6 -—FFH)-5-FH£- 3~ (3
- WEEHBSEFE) - 6 - (4 - PEEE)IE (2, 3-d] Eeres 4l &
kAT, QEEEHEH 20 (£6) FEH2 ( 200me, 0. 37mmol )

41 :




A= ST (2001 )b eagsk b, mam Ut X F& ( 129ng, 0. 3Tmmol ).
H¥shiid 30 54, EERSWA AT A RMAKE RS E. 2K
ER—fFPRFR, &ERMA ALK EREZE, MgS0. T BEX
BN, Ra Rk esEskit, FH e R ( 183mg, 89%) .

& 267-268 C.

'H-NMR (300MHz, CDCl:)& : 2.46(3H,s), 2.79(3H,s), 3.85(3H, s),
5.35(H,s), 6.90-6.97(4H,m), 7.33~7.72(7H, m)}.

IR(KBr): 1717, 1667, 1628, 1562, 1533cm.

FAB-MS m/z: 553.1(MH).

R L] 24
2,403 - =& -1- (2, 6 - —RAFA)-5-F%-3- (3
-~ PRAAEAFL) - 6 - (4 - FRFEKL) E95(2, 3-dl Fmessl &4
HBEE 5 s 23 AEMBIGGFE, FAEAERRATEFTR ( 62mg,
0.18mmol ), MRE THH 23 654644 ( 100mg, 0. 18mmol ) HH| £ E4
saAFEALS4 ( 98mg, 95%) .
%5 256-257 C.
'H-NMR (300MHz, CDCl)& : 2.46(3H,s), 3.10(3H,s), 3.85(3H, s),
5.36(2H,s), 6.90-6.97 (4H,m), 7.29-8. 01 (7H, m).
IR (KBr): 1719, 1665, 1531, 1473cm™
FAB-MS m/z: 569.1 (MH).

B e 25
R AE TR 13 58600 14, 21 X2 HEHEH, BBE5A
£ 5AH 17 AXARFIG 5 %, HBORAIHF TAT.
1 0
CH, K

e

R,lr ) R]"
- Ch: R'S
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HH Tk 1§ R, R” R | R B
4] 25 44 | (%) (C)
W5
1 FTH -5, PTaHEL | 80 | 136-138
2 FTH ,6-—& | FRE | 73| 121-122
3 WH A 2-£, Tak | 74 | 102-104
4 PHELE 2,6-=—f. | WAL | 86 | 152-153
5 3,5-=FRFEKL 2- £, wak | 76 | 250-252
6 3,5-—WaRFEL | 2,6-=f | PRI | 90| 270-272
7 3,5-—WAXEL | 2,6-—K #HE | 95| 257-258
8 ¥ 5% 2, 6~=#. A& | 93 | 280-282
9 -FRFEL 2, 6-=&, Mk | 84| 231-234
10 -FHRAXk 2, 6-=#. B
11 -FHR-FAEL| 2,6-—4 #HE | 88 |- 209-210

AA Fap] 26

2,400,310 - =—f -1 - (2 -RFHE) -5 -BFH-6- (4 -
PERFER) -3 - (3 -FARE) £ (2, 3-dIEm a4 &

5K L) 19 HE&694E84 ( 270mg, 0.576mmol ), N —B43E
FAB B ( 103mg, 0.576mmoel ) , o, - 4B &R =% TH ( 10mg,
0. 058mmol ) Fovg FALE (10n]) RABEA 2 Mo, Adp, EBRREMN.
B R AT, AAER SAAKE R %I MeS0), REBREX
REM. MR LBRLEEELFIALERK ( 294mg, 93%) .
#.% 105-107 C,
'H-NMR (300MHz, CDC1}8 : 2. 01(2H, quint, J=6. 7Hz), 3. 33 (3H, s),
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ve o 1%%e

3.50(2H, t, J=6.7Hz), 3.85(3H, s), 4.21(2H, t, J=6. THz), 4.81(2H, s),
6.98 (2H, d, J=8.8Hz), 7.09-7.34(4H, m), 7.49(2H, d, J=8. 8Hz).
IR(KBr): 1713, 1661, 1628, 154lcm.

FAB-MS m/z: 548.1(MH").

BH LA 27
EREELEHRSF 19, 20, 23, 24, 25 HEHSMABRHE &
BE5£HE 5340 26 AXAEGFT EFEGLESHT T LS.
%8
0
BI'CH; | /RZ
¥
Jeges
R“ \ RH
CH. R1S
P E X2 R’ R, R" R | EE 7
# 27 462 (%) (C)
%

TARLE 2, 6-=4, Erfﬁg 88 150-151
3,5-—waRAL 2- %, waEE | 76 234-238

1 TaAE 2, 6-—R. | FEE | 77 166-167
2 -WREAER | 2, 6-—F | FAR | 90 | 228-230
3 -A-EaE R 2,6-—K | PR | 85 272-2173
4 -PA-BEER | 2,6-=—&K | FTHL | 100 | 261-263
°5 FTH 2- %, TaEE | 79 125-127
6 FTH 2, 6——#%, | FAKL | 88 155-157
T VA ZE 2- £, WEIL | 87 152-153
8
9
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10 3,5-—WHRFEL | 2,6-=f | FHA | 86 | 251-253

11 L,5-—FWaRER | 2,6-—# | A 91 245-247

12 i 2, 6-=H£, FEE 94 228-229

13 -PaRFER 2, 6-—%. | AKX 91 253-254

14 FEAFELE | ,6-=RA | #HE&

15 -9H - WRFEL| 2,6-—8 | #AL 97 207-209

LA 1

,4C0H,30) - —F-6- (4 -FRHFEHKL) -3 -FKK-1-(2-
FFR) -5 - (N-FE-N-FEAEAFL) £ (2, 3-d] = edd
&

FEkSHT, O5E L] 11 HE&65484 5 ( 0.150g, 0. 310mmol )
A—FAPEE (1) PHERTMAZE=F&HEE ( 0.08nl,
0.460mmol ) AP F M ( 0.05ml, 0.370mmo! ). AFBEH 2 I HE,
KB B RAMES., e R LR LB EMKERS . 4K
ERLBUEBER, 2FGHAVETR (MgS0.) . BEAREMN, Mied
P ELf 638 4hAL, R LG HEKS ( 0.159g, 97%) . fHkA3HT, @t
KBELKTE (4nl ) HZERT, A INESETE (030l ) PiERk.
KAET, B0 DHE, BERGRERSY. HAWALKRLE-T
Brsk H FIRARE S EarE (1 0.144g ), A G EMK.
B & 140-143 C
CisHaoN:0:SF - HCI - H:0 6950247

C (%) H (%) N C)
P H A4 ©65. 05; 5. 14 6. 50
|2 AA: 65. 14; 5.03: 6. 37

IR(KBr): 1711, 1665, 1543, 1477cm".

S8 2
MEE ik 11 PEHREHITEE, BREEES | AXmRNT
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¥, SRS MITAY.

%9
R 0
Cil3-N-CH, l ] N/Rz
Nen e al
Clla-q s

I3, R’ R, R" R R | & | BE
] 2 £ (C)
145 (%)

5

1 " 2-F &, Lid %3 k| 46| 119-122
2 Wi 2-#, 7EE ¥k |97 | 128-131
3 ¥4 2-FHRE i ® 3 ¥4 95| 97-105
4 xR -1, b1 P F 3K 1100| 140-143
5 E+ 3 3-f ik %3 #3597 | 152-156
6 E 3 4- £, FHIE A [100]165-170
7 ¥51 2, -4, WHE ¥ | 77 | 155-160
8 ¥5 2, 6~—4%, ik &3 A& [100] 160-162
9 R 2-F, 6-& il %3 ¥ & | 98| 150-155
10 ¥R - EA ik ¥4 | 76 | 152-158
11 FH -5, ik 3 ¥ |89 |128-134
12 R 2, 6-—4. 5 ¥4 |100]123-127 |
13 | -FAEXE -5, - PRE & | 93]150-155
14 | &-FEERX | 2,6-—# Lie =3 XA | 84153157,
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247

15 REOE 2- £ il %1 ¥R | 93| 144-150
16 Fo it 2, 6-=£, L3 % |97 | 145-150
17 FiE 2, 6-=4. B3 2| 93] 155-160
18 | 2-PREE 2- 8, FaA ¥AE |93 ]152-153
19 | 2-FRFEE | 2,6-=& i ®3 2 |100] 148-150
20 | -FRXEE -, 7aA ¥ |92 ]155-158
21 | 3-FHRERL | 2,6-—HR i ® 3 ¥ |91 |160-163
22 2-FE R 2- £, ¥ERA FE |97 | 147-152
23 | 2-R|ERX | 2,6-—K PaA ¥k | 98 | 150-155
24 I-FFE 2- £ iid %3 ¥k 1100] 148-153
25 -REL | 2,6-=& A ¥k 100 152-157
26 | 4-FFK% -8, AL ¥k | 91| 161-164
27 | 4-RFX | 2, 6-=4 FEE # 3k | 86 | 145-146
28 | -WHEER | 2,6-—5. | @AEAES | X
29 | 3-PERFEL | 2, 6= | Fatadst | 24
30 [3-AAER] 2,6-—f | BARARL | Bi
31 |3-REBFEE| 2,65 | Fatadst | 22
32 | 3-FEEL | 2,6-—K FaIE ¥k |91 |160-163|
33 I3-FAAFERE| 2, 6-—H PaRA %
34 | FARFE | 2,64 FaRE 2- PR
" AxR
S35 | -WAFA | 2,60= 08 4 -
| A
36 x5 2, 6—= Pa & 2 Bl
R
37 23 2, 6-=— wa ik 2-wEeE |
| | x
38 - 21 2, 6-— wa L —FR
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39 * K 2, 6-— PAE =
£X4A9
3

0| A& |2,6= TERE (1w
Ay

e

Fp 3

6—(4—&%%%) , 4= (1H, 3H) —=—&-1- (2 -£&
FE) -3 -FR-5- (N- EPJ;.E“ N - FRAERAFR) ¥ (2, 3-d]
g b 4 &

s 2 4509484 4 ( 0.15g,0.247mmol ) F-F 8 ( 15ml )
b GdtdAeA 10 %4E- % ( 15mg ) . HRSWARSARMTEELER
S48 . RERSWAAFE LR, RARBERE, REHALRE
Eskit, B EXEHER (0. 046g, 32%) .
'H-NMR (300MHz, CDC1:)&: 2.05(3H,s), 3.57(2H, s), 3.81(2H, br, ),
3.89(2H, s), 5.29(2H,s), 6.69(2H, d, J=8.7Hz), 7.05-7.56(16H, m).
FAB-MS m/z: 577 (MH).

FA] 4

6 - (RA¥XA) -2, 4-(1H, 3H) - =& -1-(2, 6 -—=
BFA)-5- (N-FE-N-FEREFTR)- 3 - FEE (2, 3-d]
T B H

KT 2 B EAGALE 1T ks, 3R EES] 3 655k, AR
'A%pm,e.ﬂ;maa (65%).
'H-NMR (300MHz, CDCl)&: 2.05(3H,s), 3.56(2H, s), 3.81(2H, br, s),
3.88(2H, s), 5.36 (2H,s), 6.71 (2H, d, J=8.7Hz), 6.91 (2H, t, J=8. THz),
7.21-7.53(13H, m).
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R Y LN

St S

6 - (4-ZBEAXR) -2, 4- (1H, 3H) ~=—&-1- (2
-BFL) -5 - (N-WE-N-FEAEAFR)- 3 - FHXE3(2, 3-d]
o ) &

3% et 3 Pl &40 ( 0.63g, 0.1lmmol ) E-FAAZ ( Sml )
¥, GRAFRAZEE (0.0lnl, 0.1lmmol ) . HFRESMEEIEHH2 )
B, BERSERASY. KEHA R TR ( 30ml ) feibfe JALAKIER
( 10ml ) 58, SKELA=EFR ( 30nl ) FR. SHAIERARSEE
Fig, REGBRERSE. REP AR EESL FHLKEK ( 0.01g,
15%) .

'H-NMR (300MHz, CDC1)d : 2.06(3H,s), 2.19(3H, s), 3.57(2H, s),
3.90(2H, s), 5.30(2H,s), 7.04-7.57 (16H, s), 7.70(2H, d, J=8.4Hz).

L] 6

A kA 3 P EeLSdE A B, BB E AN S ARG
i, #1438 T L. |
No.l 2,4QH 3 -=—8-1-(2-8FH) -5- (N-PH£-N-
FREAFH) -3 -Fh-6- (4 -FBHREEERL) E9HH(2, 3-d] %
vedh i (86 %, BE 172 -175TC) .,
No.2 2,4QH, 3H)-=—#.-1- (2 -8FHK) -6- (4 -FTEHEE
XHE) -5 - (N-FH-N-FEEEFL) - 3 - XRESH(2, 3-d]
wrer A E (& 77 %, #BE 185 - 188¢TC) .
No.2 2,4QH, 3 -=FH-1- (2-&FH¥) -6- (4 -PALEER
AFE)-5 - (N-FRA-N-FREKATE)- 3 - X if (2, 3-d]
CoEREERE (P8 %, BE 157 - 1627T) .

kAR 1
2,4(H, 3D - =% -1 - (2 -RFHE) - 5- (N-FE-N-
PRERFR) -6 - (4 -FREL) - 3 - (3 -FAHL) Eoit
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(2, 3-d] EE &G H] &

FIRE THH 26 $8694024 ( 284mg, 0.519mmol ) A=FH FAL
e ( 10ml ) dedd& P, ATE—FHEE ( 0.140ml, 0.780mmol )
Fo R F A ( 0.080ml, 0.620mmol ) . JRAMETEEEL I, X%
HRERASY, REWRLRLUEFICPERRSAKERS R, 2KERA
LB LESRR, At EBEPAME, AMeSO T3, BMEAREH. Hi
YRR &AL, AR AAHKS ( 280mg, 92%) . FbkHET L
C BE (4ml ), EXRAEHT, GERFeAN IN R8E TS Gul) Fagx
k., BLkEHTRHARSY, RERERBERSY, HEPR LB TE -
L&k S, ARG N ( 220mg ), HEGELL.

.= 95-100 C.
CysH3N:0SF - 1. OHCL - 0. SH:0 #9740 % 5

C (%) H (%) N (%)
+ A4 62.60; 5.73; 6. 64
A 4A: 62.73; 5.67, 6.56

IR(KBr): 1702, 1657, 1562, 1543, 1489cm™.

LA 8 |

MAHE T 27 Sl &S F4E, BB &S T 5 k&6 s
#F T4 10. 1840 19 F 20 ZFAT KBS 21 1 E&40840 22, 1%
54 22 B i A AT R 8444,

%10
[ 0
CHy-R-CH, B
N
(%
Rt | R
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e 9327

=33 R’ R, R® | R* Al OB
i 8 S (C)
i (%)
5
1 WA AL 2,6-=—# | FHREA| XX |69 95-100
2 -PHARKE | 2,6-=F | FEE| EE | 94| 139-144
3 P3-PAESBARA 2, 6-—f | FRA| ERE | 93] 153-156
4 | -PRSBEAER | 2,6-—8 | FTRL| X£ |98 155-159
5 FTH -8 FPRA] FKE [100] 150-153
6 ST 2,6-=F | PRI FE |98 165-167
7 WHLE -8 | FHRE| FKL |95 154-156
8 TELE 2,6-—f | PRA| FA& |91 126-130
9 | 3,5-=FHEE -8 | WHRKE| FKE | 90| 140-145
10 | 3,5~-=—F@aERL | 2,6-—& | FHRE| XKL | 91| 146-148
11 | 3,5-=F&aFL | 2,6-——& | A% | FHE | 97| 142-146
12 Fk 2,6-=—# | A%k | ¥ 93| 152-153
13 -PRFER 2,6-—#& | A& | ¥ | 82| 142-144
14 -FEAER | 2,6-—R | AA | XK |70 RAEH
(80-90)
15 -FRAEE 2, 6-= R | 2-BER
¥k
16 -FAREFERL 2, 6-=F. | AR |2-werik
17 -FRXE 2, -4 | A |2-RAPR
| 23
18 PR EL | 2, 6-—f | MA |2-merik
19 -ZEEA | L6-=f& | A | EA | 93| 171-176
20 -REFL 2,6—=# | #E | FHE | 86| 149-151
21 | 3-FE-FAEEL | 2,6-——5 | #5% | %K | 86| 110-120
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~ oy b B

22 -RAERL 2,6-=#. | #E& | I [86] 207-209
23 -PRFER 2, 6-=f | A |=THAE
AR
24 -HAFE 2, 6-= A | ZTEE
A9E
25 -PHRFE 2, 6= A 1R
A9k
L34 9

6 - (4 -SEFEH)-2,40H 30) - =8-1- (2,6 - —&FK)
-5 - (N-FA-N-FHEEAFR) -3 - (3 - FREAL) £
3 (2, 3-d] R L Eg eyl &

Lk AFT, ARS8 44694084 13 AT (200m] ) FHIER
oA 50 %eEEH ( 0.90g ), WRAMAELAABT ZREH 2 D H.
BB ERSY, MEbR PR ERENERTE. SKER
ZRFEER, AR PAIE. R4 A MeS0. T3, BERREH.
F 4ot P EEIG A 638 5040, MBI RAH K ( 5.13g, 60%) . FATIHLE4
( 100mg ) X FLETE Unl), FEk&SHT, GERFRANIN ERET
5t ( 0.3ml ) FeIERE, RSP ERSTEH 1054, AEERSER
RRAY, HAMWRALKLE- LEES, FRRELS (ng), A

a & L.
1% 162-165 C.
CssHuNQ:SF: - 2. OHCL - 1. OH:0 #9 LA S H |
C (%) - HG - N(®
3+ HAA: 58.74; 4.79; 1.83
B A 58. 44; 4.7, 7.66

IR(XBr): 1715, 1659, 1537, 1473cm.

Fed] 10
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R LR

M EHA 8 H &I, BB IS I TR ELMF

FE11.
£11
R 0
Cll;-N-CH, N/R’
A0
i b, — s
% et R’ R", R” R i 5.5,
10 44 # ()
P15 (%)
1 |3, 5-=FREE| 2,6-—H& %3 69 | 95-100
2 ¥ 3 2, 6-=$i 33 04 | 139-144
3 -FHAEL | 2,6-=4A R 77 | 138-140
4| REEEL | L6-—f | -FREEE
5 -FAAERE | 2,60—& 2wk
6 -WEEA | 2,6-=F& | :-FEEREE
7 PERER | 2, 6-=HK 2-wtme
8 -LEEE | 2, 6-=# E 33 67 | 169-172
9 -EAXEE | 2,6-=H A 73 | 115-120
10 -FaRFEL 2, -—& | —THERETE
11 PAEE | 2,6—F | —CTHEREATR
12 -PEEL | 2,6-—F | 1B REATE

EHA) 11
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~ raaa

2,4(1H 3 -—8A-1- (2,6 ——8FE) -5- (N-F#£-N
-PRAEETR) -6 - (4 - FERREAXE) - 3 - FREHH(2,3-d)
BT 6 4] & |

FEkAHT, GLEE ( 1.0ml, 10.6mmol ) FHAFE ( 0. Sul,
13. 3mmo!l ), R4 E SO TR 1 4T TEE - TEEF. ARAHT,
G LAt 10 9465404549 2 ( 200mg, 0. 34mmol) Ewg & =kwdhy ( 10ml )
HEE TN TE - ZEEF ( 0.3n1 ) . FRSMEH 1 e RERS
B EBRSY, Rt Ralae i, FHFELES ( 1250 ), #
X & Bk,
.5 194-196 T.
CisHoNesSF2 - 0. SH:0 #0547

C (%) H (%) N (%)
++ A4 66.55; 4.63; 8. 87
| AA: 66. 74; 4.56; 8. 88

'H-NMR (300MHz, CDC1:)& : 3.57(2H,s), 3.90(2H, s), S5.37(Q2H, s),
6.90-7.30(12H, m), 7.34-7.79(6H,m}, 8.42(1H, s).
IR (XKBr): 1715, 1665, 1531, 1467cm.

Eaedl 12 -
MEEFEA] 9 X, 10 4 &i0adn s, BB IS 11 85 k4 &840
45 THA12.
#* 12
o
CH3'N'CH: N/Rz
Ao
CHO — NH O | R4
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Laed] 12 R’ R", R" R FE BE
S5 (%) (C)
1 3,5-—FHRAXK| 2,6-—%K ¥ 5 55 [239-243
2 -PRER 2, 6-=# p &3 56 |213-215
3 -FHFEAXE | 2,6-=R FA |
4 -REAAELA | 2,6-=f |[2-FEAXE
5 REALAER | 2, 6-=K | 2-wsEih
6 -PAAER 2, 6-—f |1-FHEEXRE
""" 7 -FEAEL 2, 6-—£, 2-wkeE ik
FaEtF) 13

2,410, W) -—f-1- (2,6 -=—fFHX) -5- (N-FK-N
-PABAFR) -6 - (4 -FRERAER) -3 - (3 -FEEK)
k- If (2, 3-d] v sk H gl 4

FkdHT, GEHks] 12 $l4694654 2 ( 730mg, 1. 12mmol ) fred
Sk ( 30ml ) TEgEERE, A FREAME ( 0.28ml, 2.8mwol ),
KRS mEg 2 ik, AR (pH<2) B, Fredwiial e, OB
B RRE, BNeMR_RPEARFZEREATER. SKEAATR
HE, ERhSAWESH, RAWAMS0 TR, REAREN. Hedh
AR EESALFFI L ER K ( 610mg, 85%) . HEXAHT, QAL
SMETRKTE ( 4nl ) PEEZRP, A IN T (0. 3nl) HEER,
RSP kAITEHE 10 54, REEA LRSS, IARSMER,
AFE RS HEG RS, HEaeLE (5ng ) . |
& 155-160 C
CssHsoN4O:SF2 - 2. OHCL - 0. 5AcOEt - 3. OH:.0 8970 E5H

C (%) H (%) N (%)
3t EA4: 56. 36; 5. 47; - 6.91
-4 56. 08; 5.22; 6. 86
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IR(KBr): 1715, 1663, 1607, 1543, 1475cm’".

et 14

2,4(1H, 3 - =& -1- (2,6 -—AFHL) -6- (4 -"mHKEL
¥E) -5 - (N-FE-N-FREREFE) -3 - (3 -FREE)
ki 5f (2, 3-d] o S a4 & oG4 &

FEvkdHTF, GE#kH 9 H[Feas4 ( 250mg, 0. 38mmol ) A=FK
wh ( 10ml ) PEIERERF, A =TE ( 0.053mg, 0.38mmol ) FHELER
( 0.033ml, 0.38mmol ), RS EH 1 . BRERSHA
Wit folofok B BB RS, SRER_RFRER, &FFERE A
FALAE Rk, MeS0. T3¢, BMEAMREMN. AifdmAsEs e 454,
B3 L& 0Kk ( 220mg, 82%) . kAT, A RestiiTAe Y
GTERTE (4ml ) FR PN INAKETS (030l ) P&ER, HE
A TR 10 04F. BMERSER SRS, ek, HIRHEe
e thak 4k ( 213mg ) .

& 218-224 C,
IR ( Kbr): 1713, 1665, 1601, 1543, 1475cm”

647 15 .

M EHH] 9 X, 10 B &GS I3, BREESA 14 695 5586910
&3 T4 13.
% 13

R 0

CH,-N-CH; ‘H,,R=
0
R F

=0
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. [,

%34 R’ R R F| OBRE
15 464 | (0)
5 (%)
1 PEEE | FTERAEL ;23 85| 170-173
2 R FTERA F 83 67 | 185-190
3013, 5-=PAXE AREE % 82 | 218~224
4 13, 5-—FHE¥EE FTHRAR ;33 76 | 240-245
5 -PEER [ N-FE-N-FE K 84 | 138-143
£X
6 FRERE (N-FREN-FT 4 91 | 146-152
BEA
7 K PR RIE 33 78 | 197-202
8 ¥ TEAK R 76 | 169-170
9 33 FFPBRHEE % 81 | 167-169
10 -PAEL FELRE # kK 83 | 170-175
11 | -FREFE | FTH®EL 33
12 | 3-RFAfAEL | FTHSER | 1-FHEEE
13 | -FAAEL | FTHEL 2-wreR ik
14 -PaEA | FTstfi | -FRARE
15 -PREL | FTHAN 2wk Ak
16 | -FHAEXE ABLRE 83 94 | 179-181
17 -LEFEE AR 23 67 | 164-168
18 -ARER AsLEA ¥R 87 | 165-170
19 -PAREE | LASBARL L33
20 -PREL | ZRLEEAKL 33
21 -WEFEEA | RTHAA | —ZEARATE
22 -PaEL | FTHSEAE | FREARATRE
23 AR -k A AR

FTEAEA
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L34 16

BB LS 14 RAARE 655, #AEEH 9 X 10 HE640s%,
HARKZRLEREARR. FIH=ZRIKBATEY. wbirdsd
MABRITEY (B, FAE, FHLE) ESENS (Hlde, FER4)
BET, EXYREBEEN (Fide, —FATEE) b, $R2OHET
ERHE . AAERAF A N SRMAKERR FAML - 2

B, AL T4 14.

£ 14
R
CHy-N-CH, N/R’
o
e
=0
L] 16 464 § R R
5
1 FREL AERNL ¥R
2 -PAEE | FAaitsas ¥k
3 -FAAEL | #/EARE ¥k
4 - AER | FRARK E3
5 FEEEL| AERE | 2-PHARR
6 -AAAFERL | AARAL 2-wke K
7 -FAAEL | FAEARA | 2-FRALAEL
8 FAAFEE | FARARE 2-wkeg ik
9 -PREE LARE E 23
10 RREFEE| CTHARR E 3
11 -PREL | FAARE | -FRARA
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12 -PEEL | AAatEA 2-vkeE B
13 I-PREL AAEE | -PHEEXRE
14 -FRELR FAERA 2-wbE Ak
15 -PREL AEER | —CEARAVT
p-S
g3 17

I8 B LA 9 X 10 $186510 5 A B, RAL & IRE, TH
Ko fodeit oot (Flde, w (Z(ER) 48, —FRAAF4L) £T
Bd ETEIMESATEIEL - 6 MEHALE, HAFLSHIITEILS.

%15
o 0
CH:"N'CB; N/Rz
ﬁ*’
R4 | FC
F
e 17 4Lb R’ R* R

w5

-PAEL | ZEBEAHA 3 3
-FREL | LEEEUHER I-PEA L
PREL | ZERBEATHE 2-er ik

FAREE AEBATHR >4 o

-FREE AstE Tk -PERAER

-PRAEL AEE A 2-wbo
FAEEEL | ZABALER R

00 |~ |y | | B [N

-RRAEE | RBRELHAE TR
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9 FEAEL | TRFEALHE -FREAEXE

10 -FREEL | LRBALEE 2-wtre i

11 -FAAXE | ABRALER - AR

12 -FEAEL | AsEoHE . 22—k R

13 -WaRFEE A LI ZHERAFR

14 -WEaREE AL T 1-wbrg Bk PR

15 -ERFE B THE —LEEATE
Lt 18

6 LAY SE LHH) 9 FITGEH 30 K31, FEF AT A,
M BB EER 1, - FRLKEGRSH T, AL EGe (ZXX
M) 4200), detiRReRAMAATRY 2 6. QARSI FRE
HE LA 26 FoFTAH] L T EIIAN - PEAFEENL FHFOLEY
Fl 4 16.

%16
Y 0
CHy-N—CH, N/R"
0
g’ | FC
F
LA 18 /LS5 R’ R*
-PAFELE REAREEE

-FAARL AARARR
PREL FALREEL

-FAAELE FAEREARE
-PREE LEEEEL
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6 -PARE | W PR-N-REAREE

Faet 19

FEkAIT, G1E#EL 2 AL TN 3 3 E P LAY A0 3
XS aibs. BasdhbiE 1 - 4 R R ESTAY. HeriFH 6
o, YeRARIY (Flh, FKAF) Pk (Hlie, HEH) £
WA PR T RS, FFGLSHIITALT.

£ 17
B 0
Chy-N-CH, N/R 2
' F
5
ELHE] 19 164 R? R* R
W5
1 i AFEE F A
2 33 AFEEA - IR R
3 R - ARAEA 2-wkrg H
4 F 23 HEAE S, —LEEATR
5 *E AL S A5 F-F 45 4
6 33 AFAE 1-vbei btk Wk
7 ¥k Wa i ¥
8 ¥4 ARA F 33
9 5 FTH R
10 F &3 FHATFE, ¥+
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11 £ g Bk —LEAEATE
12 % AL —LEEATR

Eie4] 20

i# R A 4 B &e54084 ( 100mg ), FUE ( 165mg ), EXEH
( Smg ), RIS ( dmg ) AsBASER4E ( 1mg ), AFAFTEHNFAR
5.

b 21

Akt 4 B &S ( 5g ) BT EMAAKEE SR 100l . I
Rkt 0.22un BBES ( Sumitomo Electric Industries, Ltd. #)is,
Zartolius, Inc.4i#) A#E, F ul SEELBDKRT, REEA
FHF A ATR A3 100mg/#e A& FRIESR.

FEA) 22

iR L] 15 8654084 1 ( 100mg ), $L#E ( 165mg ), BARRE
Fr( 25mg ), BUHH (4mg ) Fomdflgsi4t ( lng ) , ERAFRT EHH
K #l.

L) 23

Bk 15 H&nidd 1l (5g) B TESAAXH EAER100m] .
%ﬁr&ﬂ;ﬁ_ 0.22um &R ( Sumitomo Electric Industries, Ltd. $j#
Zartolius, Inc.#l#¥) LEIE, & Il SRLELE DT, REER
FRAHAKTIR 5] 100ng/#A K FIREHR. |

] 24
(1) FT3#p) 4 P& R LR 15 Hgegibsih 1l Sg
(2) 2L, &Rdet (BE) 330g

(3)D-HZHHs 29g
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(4) EBRGZEAEHEE 20g

(5) &S 25¢

(6) RASHEE 50g

( 7)) Aspartame - 3g

(8) HETE 47 3g

(9) BRAFELHEE 2910 30g

(10 ) fAb4k 3.35g

(11 ) ké&4FRa4bsk (Yellow iron sesquioxide) 0. 5g
(12 ) 4=s:8 &F (Light silicic acid anhydride) ig

LT, EXREMOD, 3), @, 6), MF=Q). &k
() AE SR I EROR, Pe-amBs FHO)-01) aRFEFeR
gmBiE, KEL (1) RS, P 1 % Tas 4 HEGeH R LS
15 4146540549 1 69 500g Bk, 5% 500mg &uﬁtﬂ%mu{%ﬁﬁé}%,

LR\ Y-8;;

A& Ry S Ene AT A (1) TAROLAERE s 7 AR TR
B foil 7 B A E R RS, Plde, HHERMBERE (P, WHIR
£, FUas, R, BKR) , BRAIREX, FEME, TE
AR, SABTR, 25, ABWESE $EFEgifaftas
Fo: ETARMAEBEET AL (Flde, HIREH A 2RAHE
HA) ; BTAKFHRRIHBSRYE, FREFESHN STHAALL
HiE LM E kR RARERRELAFMN ETATRALESDPHLEA
A, A TAMR SRR A RN ETHFHMmE 5.
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