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J\ (Te)

D—N O

I_K/NH-CO-RG
KHDFR WX B PrR@R( ) HEBMAH T
R*-CO-RS (VIID)
R

R s Xk, Ao
PRERE. BIFEEA, RAELE- 0CRS, T

[ F]l #BR( 1e) LAPBHEL, 68, ERARLINEET,

FREEAC ) e
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X

Y-D—N~ 0 (1)
NH-CO-R®

REF
TREKE, RIFRERK, 7
DAR® W2 X IH L, R#

[ 6] #BR(11) LAUEFEAN T HELBRANEET S THE
BER( 1X) oY RR:

Dn ""R32 (IX) !

A
D KF—NLEDZ TR B R I IR A 3R 3, R &
B( C,-Cg) #iHXRE f
R EZBHAC doronic acid radical) -B(OH), . HRER
IR E, PR PRCHER TR, Rk
G, -
ME, EFHEN- S04, FTELRE, #rE.r5L KL R0 R
. B2, R°L R 0 £H, MREAT SR, HE, &
o, AEATER B ERERE . BREBER / RAMER L6+
RERFPEANNRSATEHC B HFEN D AABRRES T H,
AR K FTH T 5 KB R 3 H:
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(Al

0
LiBr, BuaP=0

0
%OY(CHZ)Z-CH:,
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IDVHN €

<
]

o 1Y <- 0,02~
,,_T.U-NANIQ\Fo\/J -
- 0

JHL ‘C[EapisING 'L

\
@)
o=,
/4 \<
o}
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W E ‘oo¢od) ¢ HO
H

< it
%9%HD / whRTUWY HO N

HO®HOD / HOs 1 -d
- )
< -

(al
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[E]

Br
/
T
N

A
~

CISO,CHg, NEts, CHoCly
0-5C

) .
v

(95%)

NaN3, DMF, 70°C

o — -
(95%)

(MeO)5P, 1,2-DME, 80°C
6N, HCI, 80°C

e

(85%)

~ AcCl, THF

emr e s ———i i a— .‘.-.._..‘__._.._.,.

EtsN, -5°C

0
NH-CO-CH,

_23_




(F]

—
N N’U\o
N\ NH-CO-CH,
CHCl,

" CH CN
3
B
P

\ ZRLBA

Br
e
N NJLO + | _ /U\O
I_—l' N N
o NH-CO-CH3 | | .
. MO 3
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[G]
Br
TR
N
N N O
\_\,NH

65% ( l
(65%) B(OH)2 [Ph3P]4Pd THF, [E¥#

\

0
CHO /[(
N
\\«/NH CH,

(27%) NaBH4, MeCH, 0°C

Pou




RELRESR, BEWANRERNAG TRERENEAABH
o MEWBANCEEX, FlFE, LB, AERRHE, RBX,
Plim 8. —8NIF. 1,1- —FEE K. WERY., LB
B, RTEPEH, S8ML ALFRRTH, SEX Au-F1
FEERE A TSR =B, RBX, Fiwmew. *. 4%, -7
ARFHK, BRI, T, LRIEIIREL, A_47%
. AR EARE, Sohwe, WERREN- TR, T A
Bt 3R ] BB o

RESERESR, EHNREEATNE AN HEHRAOE
BAERLENY, HMERANREALY, ZRLRARE, A
RRNBERY, SELEBAY, ALTEHARTEHR CBEHR
LB, RANK, lmlE-RwEEE. Z 28, T, g
XN FRBEREY, AEXMAR - RFERLE, RN-
FREREAREREME, FlN-( K) ZFX9apLaittses
VA, Yl T e,

BORENGERERN( 1) « ( ID) F( V) Fo( Va) fidy
[-10mol, fR3%&l1-Imol.
U AR A AR . mE A A, 55 E) T
KB — AW E T HAT.

FE[ Al REE_WER 4K F, $68, AZLBEET
2 B A A8 T AT,

ﬁ%%%ﬁ%%ﬁﬁﬁm—ﬁiﬁ%@sﬁ%%?ﬁ&ﬁﬂ%-
+H T, REZETHT

BHNE—BREBREH. FHYH. KB RBREZHER%.
AR B4 o

Tl 3] A-RLRNBY 5REELAYIN- TR AL

- 18 -




REFMETEE, —RREAAEMERN- ZFRFREREEN
#—k, RERENEHRHIR- SFAFREEEARVERE TR
FPE-100C—-+ 2T, KIFR-15C— -40 CHIRJF % Bl A1 5L

MHFFEL (], LRNBRBETFE—F, TNEAREEY
T J5 B3R LR B B 3 e

ROETNRRTE LR RETREEEMGNRETE
., BRRBETEE,

#—E RS BREMNBN SR, TRCKEENCEER
36 5 S P PO AT

[ D] ZEBYHF / BB T AT

EEWR-RREINR, AdRAomR, SALE-(AREF
WAENER, BNTELRBER. &7/ RRBK, AMIR. =4
LB, ZALREAFR, REHAC -CRERFRNBRR, HTh
B. CHB. KERRFEER. RRISHNREMN,

BRI RN EERER( VD) A% -1nl, H#kl-1mol,

EHWBAREHRF, FIbA. BBk R kR = LE
AFBRZLATH. REERoRY, RR-IHIATRZAE,
| BEEHBEARERHERZE, RE-L TR

FARNEEE-VNCEINTC, RE- VN CEZEHREELERN
BT ,

BB B B] E¥WAE—F ERWBRERE. RFRANLRH
R_AEKY, E-NCENT, BRFR-NWCEZHRNEEEE A

—

Xt

2

52 EAESW( boronic acid compﬁund) Fu ¥ gt a 4y
WARBKE B[ 6] BIAFE—Ff ERNBEZE. ZRFREERSRFE
AR R A WFE T HT,

- 21 -




EEWERAWRPIP(Calls)s 1y, [ (Colls)y 1o PACLE(
CeHsCN) 2 PdCloo fRE[ (Cols)sPle Pdo
FRAZEEISICHEIEE N, RFEM N W R AT

AR -HAE I EREEN T SHENE Y. THBE( di-
boranes) EILEALA4—LIEAT.

H R R BB IF R 2P B AW AR Ater, UAHEAL
EWHET. RERIREZRAFEAMY. BEE. EXHEH. &
e, E=( 1-FRECER) SHRFHE L AR,

RERN—HAE-SICERANHFEHR. BFL-NT-+0T
By 3 6 B P 34T |

BB EE T RAEEAPRAEEENEF B, BRER
BEEXBEHTAEAAFLTAR. £. £/ FEIERFRAN
MR EMAWEREEN Y, T8, ERAFNFETHT

BR B RF R AP m R H AR A EHET. BIHRE
HKHABMES . BNEERALHEH.

KEGENBANRIHERN AT AEARESRANERN, #
HHRHEEE, AMFE, LB, ARRRFEE, RBX fin
CE., ZEAK, WEARH. B VR 4B _9R, SRR
K, Gl FEBR=-BRER _FEXTRAE, K%, & TUEAM
 RERHRAY.

FeAEN— B B AR B — B EREH, RFRE -4
PR AAAAFA A XTR, ZRLERT R, BRFLEE4
AR FRAE-NT, BIFRI-10 CHEEEE A#T.

BERYED -BXAEAT ERBYE, AR RELRGER
BHFERANFETERLAREEREHBHN T o

- 1% -




SERYRE —RORA VAT RAHE, HAE, BEH
R BRE_BARFRE, HFuoc ARKRM, 1R /HOAc RE
ot AR

TR CHTER —BFEHAECompendivm of Organic
Syathetic Methods, T.T. Harrison#mS. Harrison, Wiley
[nterscicnce P R M & F LR

RERRBABRRERE . ERBEAR B B8 K Fo -
RAFKABEH( NBS) RN— RRFABER( NCS) WFEEMK
B, T KR35 . |

e {6 R B R A R A RO A TR R A AR
REWFEANCERE, APZR. —EAKF, NARHR LB ¥
B, XBX, AR, FR _FX oR. oK A RES, &
MRRE, QP 4. WRAE. —&H. Z4LHSR
RE, RTLRLE, =LK, W%, —FEH, —FEER, ¢
B, AERE#HER . LT UERRRARNREH. RE-LTFR

, ZRIERA W TR

EMKEAE LRGERFFI-+150C, ZFLEEE+100
OB & % E T AT, |

LB At R B Fo sk R BERZ LK BL( sulpboamidation) —ACAEMH MK
B o BT BAK £ T 247

XE, EENBEANRERB A4 TAEAYEREIEN, 4%
HREX, AR K. &%, HEAHK. [,1- —478%. =4
LWt~ WRUKS |, 1- ZRTIKBREZATHE, BX, Pk, - W
K. FR. Ol AT MEL, REFR, —WREBRE, T
B Ea k. ST UERXBENGRAY. —EF P HE sk
AR R L

_29_




BB Fo g 2 B A R BL 3 ' R W AL LS 4.
ERRECERLR R L LR AR LY, AnEffe. 4844,
ARNHFREAEAYN, BEBANY, FlLEs, BLERBLS
BIeRRRE, FLRBRARBRYE, SBLERLY, ALTFR
HECEH. FTRARLBAIRTHY, SAIE Apaans
AZWEG, AT TES. ww. = ZBRN- B,

BLRA K B ik B AL KB — R AE0-150C . BIFRIS-HITCH
i JE # AT

BB R B Fo st B AL K B — A % 5 T 4T, 14 7 DL
FEEMmE( FlmEl S—SEEER) THM.

EHTBERCE DR ERERAE NN, RO E RV EER
REWERI-VER, HRE&l-1.5ER,

EENRAMRBA-ZER, A RRERL TR, Z5
DERC T RRBEBRN- (- W EEFE) -V - 2B 4-T
B, BHEENAY, FImskB sk, R, 0~ B ( 1 2-0xaz0-
ivm) fogdh, Flml- 28— 5— F31,1- B — 1— BRE, 2F
ERBRHFARFRATHRARBRES LR =( —F 4
) BRI R FRBL, EAE, ERH L= RN
CEMPREN- FR R - — R R RREET,

KIEEE AR EAEN B RENBOERSE LB
e REAENY, FIMBEAY. LELFREENY, RELER
REFIWRRABERARKR LY. BURLERAEEMAREAE
44,

AR BB R AR AR F AR AR . 24
FEX, PP, OB, WE. 2H8. TE, KB Awog
RERBAK, ROFEFRER - F TR BARLEAEE,
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P, 7B, AERFEE. &7 R PR R 8R4

KBE—BAEICT—+I1UTC, REFF+NT-+0THEEZE NS
4T |

KA — A E T #AT L&Tuﬁﬁﬁﬁwﬁ(mwmrwa
) T4 A

EFAT AR, B E— ﬂ&ﬁﬁﬁwﬁl EEAR, Rl-1. 5
Mo BEBIMR 452 AR A W B R

BA— BB NEER, RERRRTAETAI-150T. RFR
50-100°C 3B 96 B WA & Ta4T.

BR(WV) . (W) B X) wbHBelt, RTRAEAY
% e %o |

BA( VD) hbWhs BEATREN, THDE LR 4.

BR( 1) RAWEXBHATRECHN, RRFH, TEI
MBS AP R A LRE— M LR BN, BIFR-FEY
F I 3 R R 3 ) 4o | |

BAR( 1) AW EXBERATECHN, RERFH, THL
HMARHRBRTS, ER54AFRETH/ WH. BALN/ ARS
IEFARRASA/ WEKAHR G - FER AT RE LR — R
. BFRCUBEETE- N CEZBER &%,

AR V) Fo( Vo) AP EEXBERTRE LN, REHN,
TRATRIEREE: BEIEYRREAY T BERH L H
BABER N, REMMBWESAFRBE. HFREFREBEE—
LR M. RFREARER EAFPE- 1T 20T, B
AI-1S0 CHEE B AR Mo

AR V) kM ESHERTLEN, THERH4.

BR( 12) HAWRYH, THMEL AL . [ 3] [ D] &I

-3 -

e ——— s e <t o




E] BT Brak k] 4

#A[ I1b] o [ Te] ~ [ 1d] < [ Te] F[ If] R HH,
H 3 L ] & | |

BR(V) AV ESHFEATRE N, REHH, THuE
WER( 1a) Fip, BRES5HWBNTRALETFE T HETRY /
FEMER/FETHRAETDHRS( sodiwn doranate) MEFWHELET
E-UNC—+HT, FHR- NI C-NCHEERBENEEETRM

BRFV( BR( 1) bty ERForkiyif LT AT E B R
REREFETE- M LEROAF., RFR-_AFK. LHERAGF
FE-3TCT—+ 60T, RFRICT-+NCHEFEERNEEE T

EENRERFMHEEHRR, ZEFEREAR =R B,

AR H R E( MC) FrbAElso-Sensitest IEA( Oxoid) b
RIBBEXRNE. HERBRYWK, HE0EECAWTERENE
AW ERBREH — RFIER. X BRERA £ A EMHB( Der-
ley) #fF. WERARBTELEMAESLN FEHRBE YR F
W BOEFR WA TES. WEASHIRKAE) TEH, 420400
FREHAEEHEK. MCE( g5 /nl) RRAABRUFE £ KK
TEHAA YRR
- MICEEE THREFRBEZAINR PN L. KL RBUWRBTE
FNRF. BRAFBBERFR Y HARBYRYRERI. KB
EEFRNFFTERBL INREF NSRRI TR £F
MERT, H00p I BHIBME0 x| AVEHAA W RFBNE R
Fo

WRRARAET TR, FELNN)EHEK. MCHE( pg/nl)

 ORTRIT B £ KW E AW R E
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Ze< te< ze< 1 1 z 1 65
po< o< P9< 1 4 4 v 8y
o< o< Po< I I 4 b Ly
bo< o< 9< z 14 4 8 b
FAZS ze< [AZS z z 14 'z 24
ze< (433 (433 ST0 $0 S0 $T0 3
- o< o< 14 b b b (41
(A3 Te< (423 [ b 14 T §4
(433 423 e< <0 I I I Ob
[433 ze< Te< §TI'0 $'0 0 0 6€
433 423 (433 z 8 14 4 8¢
(433 433 (433 0 I _ t LE
(433 (43 (433 I 4 14 14 9¢
- ¥9< P9< 8 8 8 8 62

tUog WPSd | VSN LS "SR] | uusumoN 100 | AL6 wdelS | 10457 ydes | Ngy wdas | ger udug & H 1 B

(ual) B OIA
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HRAZAHER(T) o (Ta) o (1) « (Ie) o (1d)
(Le) A 11) WBURE) HiHE#E, ARRAEZKHUERIH
W BRAE. RARFLFERREYE, TALEEK XBREFEE
Mg HAEARLTEREAS YR EY,

AERCAYRE B E D TER. EZRMEERUEY
WAEME TR B( Mycoplasma) THAX, ﬁﬂmﬁﬂﬁﬁﬁﬂ
AR X B AWRTY. 8%/ RER.

KRAMAY AR EE PR EERAE W EYE, ERENER
THRANFEEL S RAR L MR LHT LT AAG L
e,

ARRCHELRANN, FRGAANARELTENERGELE
HABBH S, BAE—HREFEBERBG LAY, RHd—F
B EHEBARR A TERNED AR KK A B B ) B ]
B ko

A, ﬁﬁﬂA%ﬁTuE — MR R LR BRI F LR E
T AT
| TR A ER AR P AR RF N REARBA
MEEEM. (-99.5%, RERA.5-95%( EE) .
BRARAAHS, LRGFAHNETUCS4 LG R ER L
o |

—RYr, WEREWH, FRARRRER, FUANERLLH
YR EAN. 5= 500, BIFRS-100ng /g hER AW
, BEE, WETLHENLAER, RAAFELE. LA ERT
AERRAFERCAWAI-30. AHER-Ing /LT,

FHAWTHREAREREF 5 AR AR AR 5 A

- 14 -




ERREFBEBOERNTEL LG, IRNEANRP I K
FEFEXAFTERNEA,
ARXANEHETSH AT RIERA N AL E MK E A
EFAH.
RATEATWRSIE B
I Z/4¥R: 9%
I ¥x BRI
I ZH: X
IV 7% 7%
V THs: LRLE
%E:
Z FEEARE
Boc AT EHKE
DMF — %A Bt fiZ
Pb 2R3
Me WA
THF W& 5
CDl KBk —skw
DCE —R ¥

Zhrted
S-R—1- FRARRALEHRL

Br
l\

_
N NCO xHCI
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H#18. 00l ( 0.64mol) BFBR-ALHEF AR ERSEEH
100g( 0.58mol) 2-BFE— 5~ RukwgEd0nl |,)— —RAZEFHE
EH. wipE, HREAGWERIE e, REAHNZEE. KU 4
REVLE, Alltnl 1,2—- ZRILRKEL %%, HEBREZTHESR
AT, B8 35( 12%) FALEH, YEEEK,

WA M8-154T( 44D
Re=0.23( ZRTE)
MS(El)m/z=198(M)" |

SRR TR, HAENWETRARSATREZA TR,
RETI RAREH R

- 16 -
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e
d/
00Z | 991 SL|  T™Tug I

11| soz< 06| N B

00 |
M) =z | &
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IDH x- 0=0=Nd
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SLHH IV
- 1— BEEL

HATol (0. 34mol) Z TR ERFEHR T Z-10 THIO. 0g(
0. 17mol) wuk—2— RBMAEI S0l BAWEAKEFHEFRY, H¥
BAYAE-VCHRL004, BREFHER. AR nl(
).3mol) ZEXEBBERE, FHREBAWAKSE T TICHREN
MNite REEBREWBEN 0ol KA NHRREHNBERF. BB
RETLE, FAAMRkE, KT, #2895 86%) ALY, XK
B |
Re=0.35( B%: ZEBRTEI:1)
LHBV
R - BEEER

1 ,
4 N'\
@ %rN3
N
0

WAV TR, 2. 605( 15. 0nnol) B ok-2- RERABE. 87
g (96%) MMHNBEEEE, VEER K
R =0.65( —A Wk LBRTE:)
S5 VI

_38_.




0- FREHEAE- Bk

LA,
0

FE03. 0ml (76, 28mmol ) RFRFEAO 4B R bn EW A
B4 E0CTH0.0g( 69.36mmel) §-EIEsEukA&L60nl AFfus0nl THE
PO, R AN NaOHB A BRI . M5 18R
AYAECCHBH Do, EXARIHF, ¥ATHA) x50l TR TH
EHRo WAFWANERBARRBRE TH, K2XREF, HHAEY
PRSI RERS B AT S K TRRTEI4) o BEL.60g( 60%
) mENEH, HE&K.

A 11T _
Re=0.43( FXK: TRZWI:A)

|

MS (El) m/z = 278 (M) |
TH-NMR (300 MHz, DeDMSO): & = 522 (s, 2H, CH,0); 7.3 - 7.5 (m, 6H. Ph,
vk H) 778 (dd, J = 15, 9 He 1H, vk -H), 796 (4, J = 9 Hz 1K,
sof-H); 817 (4, ] = 15 Hz, 1H, gy HS) 825 (4,7 =9 Hz 1H,
dougH); 877 (m, 1H, s H2). )

,.39_




o A1 Prik, w4 R %%?%%i&A%zﬁiﬁ SAFR¥mK
B, %% I1% pis W4
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l}l @]
H
%34 | D WEC%)| ma |Rivis |
3 ! ( )
rq
VII S 47 85 0.69 V (1:1)
s
H,C” N
VIII Br X 76 108 0.57 1I O:D
-
H,C” N
1X N 48 0.55 V (1:1)
LI +
Br
X Br N 36 151 043 1(9:1)
T
Xi Br | X 86 0.591(100:3)
Ny -~

-4’..



swy-| L (%) HE | RO
F¥ ()
°q
XII 75 180 063 V(1:1)
| N
N_ =
N
X1l cl ~ 48 153 0.67 V (1:1)
NL 2
N
XV m 64 231 03 11 (1:1)
HC ™ X
XV Bra 65 198 0.8 11 (1:1)
o
N
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5 4 47| XV1
N-Boc—2— FHE—6— B~ 1, 8— —RpHE

Br
> A H | /J<
N7 N NJ\O

H#200mg( 0.893mmel) 2-4R3—6— #—1,8— — R C.
Reichardt; W. Scheibelein, Tetrahedron Lett. 1977, 2087) 7
EATETIol TADMFY, FHZBEAWERLHFEICTHS. Ing §0%
HiNaH ( 0.937mmol ) 72l BADMFF &R, BEFBR+ST
o WROLS)E, A0, 2g( 0.93Tamol) ( Boc),0, HERAME
ERAH. MAK, WREWH CRIHEIOK, £4000l. ¥
LR 0ol KEEH—K, RAARETRHFKR. AEREEN, U=
R[REFR: FE=100: 208, HF24ng( KEI%) HRELEH, X
#HEE,

Rﬂ'ﬁ( ZEEK: WE=100:2) : 0.42

iﬁ,&’i 5130 C

SEHH|XV 1T

N-$5 P53~ N— Boc— 21— —6— H—1,8— —H e

Br Z X 0
T
SN N/ NJLO
L~

B9 TogNaH( 80%EER AR 0.32oml) HEEHATEETInl

- 4y -




FATHE S, HHBERAAHEIT, ¥ WAL0005( 0.308mm0l) 5L
MBI XV A4t TAKTHRC 3nl) B, MERBAYTFICHRI0H
%, FTERBEREL 24,

AN Omg BRALE] T AL F 320 1( 0.3Tom0l ) HHER, HH#E
APEEREBAR.

AK, HRAWAL 0 ZROEEEO K, AUFBORAHE
GTRFRSE. WHADERR LA AR FE=100:1.5 BAF
aife, BES. Hog( KRS %) FELA,

ReE( R FEE=100.2) @ 0.22

BEINT

SE# A XV 1T

A -( 6— - 13— ZHAHE-1- ) —S-BPE - (KT
£5) Gy

CH,

H3C+CH3
Br ~ AN e) |
M Le L
N "N” N Yo
\_{-_[

@

¥ldmg( 0.203mmol ) 3B EHAXVIIWHAWEERATETE
R P B Sml A5 Pe AALLImg( 0.508mmel ) B 4 RAY
PR

AASml 20 %RARRBRH B R 4 HANA I K g HRE YA

- 44 -




AL, BRI A AR
BREDETEST TR, 83990 >,
A 10T( ELHE)

PC-NMR(DMSO, 75 MHz): 156.2 (d); 153.2 (s); 1483 (s); 148.2 (d); 142.5 (s); 141.1
(d); 120.5 (s); 118.5 (s); 113.6 (d); 86.5 (s); 59.0 (d); 526 (1) 274 (@) 79 (t)

MS (FAB): 492 (62), 490 (50), 436 (100).

| & £ B
SEHE B
( SR) —3=( 5— Hwm—1— &) —5— THAE- FH- G-
1—
Br I \; j)L
L__\/O\[]/\/CHs

2. 175( 25mmol ) B L4ERS 465( 25nmel) M= THRAE
Tinl ZWRTHEFRAAS BEEH Ao Edh R Awss. Sul (
0.42mol) = ZJAn66.65( 0.42mol) TER(R) — HAHBBHARA
H, FEet, F04-4e R8s 25( 0. 42mol) 45 SEHEH L Wy
e, mifE, ARG HERHELIANE,. SHETEHR, EZXK

_45_




WA HATHAGRRER( 7% ZRZEISS) , 3
37.95( 26 %) AwAXAM, HHRY.
Rp=0.43( 3K ZRTEII)

MS (FAB) m/z = 343 (M+H)* |

'H-NMR (250 MHz, D-DMSO0): & = 0.81 (t, J = 7 Hz, 3H, CH;,CH,); 1.5 (m, 2H,
- CH,CH,CH,CO); 2.29 (t, J = 7 Hz, 2H, CH,CH,CH,CO); 3.91 (dd, J = 7 Hz, 10 Hz,

1H,H4 & );4.25(dd, ] =9 Hz, 10 Hz, 1H, H4 ) 4.36 (m, 2H, CH,0); 4.97 (m,

TH, H-5); 8.08 (d, J = 1 Hz, 2H, wy,we 3£ H-3,4); 8.50 (d, J = 1 Hzpwg 3t B-6).

=y |
(SR) —3—( s~ 12— ) —§— TERALTETE_ 1

H5lmg( 0. 06mmol) BA4EF126mg( 0. 060mol ) Hb= TR
Ellnl 13— Z/KPHETHAKS BEER N, Eha( B
w2220°C) FL04-4 et 8 Al 4200 ( 10.0mmol) THEE( R) — ZAH
WEEAL9. 825( 10. 0mmol ) 45 B #I4LHEH VY BER B A ATl 1,3
- ZAKFHBREY( AERHET) o WG, BEAWEERY
A4, REAHEZR, HEASTHAREHN, HRGHAI15 7
BEMAMC TR ZRTEI: ) , B2 515( 30%) HFELLY

_46_




, AREHRY.
Re=b. 20( ZHF )
Re=0.34( WEK: ZRTHEI:I1)

MS (FAB) vz =315 (M#+H) |

'H-NMR (250 MHz, CD,0D) & = 0.82 (t, J = 7 Hz, 35, CH,CH,); 1.57 (m, 2H,

CH,CH,CH,CO); 2.29 (t, ] = 7 Hz, 2H, CH,CH,CH,COY; 4.25 (dd, J = 6.5, 10 Hz, 1H,

H4 R ) 4.4 - 4.5 (m, 3H, H4, CH0); 5.00 (m, 1H, H-5); 7.48 (m, 1H, H arom);

7.68 (m, IH, Harom); 7.83 (4, J =7 Hz, 2H, vk H-67); 825 (d J =8 Hz, 1H,
sk H3)836(dJ=8Hz IH gy H) |

SEH)3
(SR) —3—( "eohh—6— ) —5— B WHTubjz— 21— W

N
ra
L

LK
L1 or

| #7011 T80mol) 2. 5M ETREWE DRBARERRH M E
WHAEHAHE-T8CTHI.205( 11, T8omol ) §-F AL H vk vk
Frlmg 1, 10— FEvifk & WA 0ol TATHF B 8P, HAEHEK
Ko KGR 670l ( [1.78mmol) THEE( R) — GEAH M, EHI6
N RS RAYRER R, #5844 R Al 00l AR
REXRER HARRI X600l ZRUBERMANAEF, A x50
l NaCl B sE%, ARRETH. LRARERN. #AUHH B
P, Aol CRES R, RAL 0 45%) FALEAH, HEE
Hko |
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Y& 165 T
Re=0.08( ¥X: ZERTEEI:H)

MS (DCL, NH;) m/z = 245 (MHH)"

IH-NMR (250 MHz, D6-DMSO0) 8 = 3.6 - 3.8 (m, 2H, CH,0); 4.00 (dd, =7, 10 He,

IH, H4 R ); 425 (dd, J = 10, 10 Hz, 1H, H4 ¥i); 4.78 (m, 1H, H-5); 5.25 (t, J =

6 Hz, 1H, OH); 7.52 (dd, J =6, 9 Hz, 1H, vk H-3), 7.92 (d, J = 1.5 Hz, 1H,
%ok H5);,802(d,J=10Hz 1H, wsyp H-3); 83 (m, 2H, . skoff . H4,7);

8.82 (m, 1H, syt -H-2). |

oy AL
( SR) —3—( 5— Mokme— 01— ) —5— BWHEub pr— ) — F

Br

=
N N

JLO
Lo

¥185m5( 0.57mmol ) BRER4EMELY. 65( 57. 3nmol) 8§ LY
| f e B FBE( 1250l ) BHEF, HERAWTEEBEES
e ERKRAEM. HAGHA 00l ZBBEE. RETR, Hlsnl X
fusnl ZEEBES, BRETE, /210.135( 69%) HEMEY, ¥
R
WEE: 123-114 T
RefE: 0.09( W3K: ZRRTE4: 1)
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MS (DCI, NH,) m/z = 273 (M+H)" |

"H-NMR (200 MHz, CD,0D) & = 3.68 (d, J = 5.9 Hz, 1 H, CH,0); 3.87 (dd, J = 4,

9 Hz, 1H, CH,0); 4.06 (dd, J=7, 10 Hz, 1H, H4 & ) 4.26 (dd, J=9, 10 Hz, 1H,

H-4 JiT); 4.75 (m, 1H, H-5); 7.92 (dd, J = 1.5 Hz, 10 Hz, 1H 45 3t H-3); 8.12 (d, J
= 10 Hz, IHpyme 3 H-4); 8.40 (d, J = 1.5 Hz, 1H, vk vz 3t H-6).

- 49 -
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SEHEB 1S
( SR)-3-( §— Romg—1— %) —5— FRBRAEF LGz 1 5

Br
T

"
N° - N O
L osocH,

3. 170l ( 42.280m0] ) FREBAZRWEHBAFNAHEITH
10.55( 38. 4dmmol ) 43 B SLHEH K AHF6. 400l ( 46. l4omol) =
LRI 6nl AR PR BT MR R A F0-5 CH 0
a4, FWHAN 0l kK. HHAVE, Aol ffkBREHEK
Fl0ul A, ARRETHR. RERLBEMN. $REHAIN T
By, R HEZTE F312.05(95%) HFELLH, HE
R
B 138-131.5C
Re=0.65( — R Fhe: WHIS:S)

MS (DCI, NH;) mv/z = 351 (M+H)"
'H-NMR (250 MHz, D-DMSO) 8 = 3.25 (s, 3H, OSO,CH;); 3.91 (dd, J =7, 10 Hz,
IH, H4 [R); 427 (dd, J =10, 10 Hz, 1H,

H4 Mi); 4.52 (m, 2H, CH;0); 5.02 (m, 1H, H-5); 8.09 (s, 2Hit mg 4t H-3,4); 852 (s,
1HAL e A H-6).

IRHHLS TR, AN B BERA TR PR E( &)
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SR 19
(SR) =3—( 5-Rewe— 21— %) — - BAEF ATz — 11— B

Br.
-
T

I 0]
N NJJ\O
=~

H3.005( 46.28nn01) BEMLMEBEE 12, 55( 35, 6nmol
) R E RS KA WETADUF( 480l) BHF, FHRAMT
TCHBI M. HRAFEEE, FHBN000 Aok, 380 4K
MILEE, FSOnl AR 0nl BBk AT, BEI013(95%) 47
LAY, HERESER,
g 64-61T
Re=0.63( FH: TBRTHEL)

MS (DCI, NH;) m/z = 298 (M+H)*

'HNMR (250 MHz, De-DMSO) & =3.73 (m, 2H, CH,N,); 3.87 (dd, J = 6, 8 Hz, 1H,

| H4 K ),422(dd, J =8, 8 Hz, 1H, H-4 Nf); 4.92 (m, 1H, H-5); 8.08 (s, 2H, ik r 3t
'H-3,4); 8.51 (s, 1H, w2 3t H-6).

LR R, mARN R RBREAE T BEM( &)
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SEH2) |
(58) —3—( §— @pw— 21— &) — - AAEFRTupr— 12— B
B

Br
@
\
N N

J-LO
l——k/NH2 x HCI

BHPFI. 1g( 33 9omol ) B8 EHA hbedthl, 1— =
R 16, 5ml) EAARENC, @R, 680l ( 4. 70mmol
) ERR=ZFE( HAAERY) . EEHREYEETIICTHR
ANBte FAme. 6ol 6N HCl, BFHBAWETICHE Mot HH
RHEZR. WEHTE, Alxlinl 1,1- —WEXEEE, £F
EXTHANOETR, B2 95( 85%) FEAEY, HEELEE.
B 160-262TC

Re=0.53( TH: A4 1)

| | MS (El) m/z = 271 (M")
"H-NMR (250 MHz, DeDMSO) & = 3.28 (m, 2H, CH:NH,); 3.93 (dd, J 7, 9 Hz, 1H,
H4 K );,428(dd, =9, 9 Hz, 1H, H4 )jg); 5.00 (m, 1H, H-5); 8.05 (s, 2H, "5 3
H-3,4); 8.5 (m, 3H, NHL, v v 3t H-6). |

oI R, A BB AL B R AR E) T A A
&4)
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5‘%@]21
(38) =3—( 5~ Rkmg—1— &) —5— TEBARIE FET i pr— )
— B

Br ~ '
Tl

B
L——K/NHT]/CH

FR1.035( 25.73mmol ) EEMHAES 4nl KPP HBER I ERF
8. 90g( 28. 84nmol) 43 B SEMFI2I LA HTHF( 350l ) BER P,
F0-5 CHEFHA. 6801 ( 28. 3 0nmol ) ZERBFIATHF( Inl) WK,
FrETLE BN NaOHA B ERFFAS o B BA YA CTHE
NS, ERARE. HAEHAL <200l A8, M, 3
FSicapent EHEET TR, B2 905( 98%) ALY, HF
&5 R
BB 166-168°T
Re =0.57( TH: AI5:5)

'MS (El) mvz =313 (M")

lI-Il\Il\f1R(2501\/IHz,DﬁDMSO)65 1.82 (s, 3H, COCH;,); 342 (t, I =6, 5 Hz, 2H,

CHN); 3.84 (dd, J =7, 9 Hz, 1H, H4 X ) 418 (44, 7=9, 10 Hz, 1H, H4 )

475 (m, 1H, H-5); 805 (s, ZH, A 3 H34); 823 (m, 1H, NHCO) 850 (s, 1H,

b, vg 3 H-6).

JSHEH TR, WA N R, BE T A &)
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SEHEA 4 Fo SR S
(58) —3—( 6— Bek—21— %) — - CHEARXFETL - 1-
Bifa( §8) — 31— ( 8— @—1- &) — - LEREAEFHT -

21— B
Brm O

~NH CH (34)‘
| . I
O
N~ N7 7O 35)
Br I—'\ NH7]/CH3
o)

4. 365( 19. umol ) ZRCBREWERPFNRHFEITH
$.38g( 15.20mmol ) 4B LA AP AE 0l R 60l T
MR . SR)E 1S A4 Am0. T80l ( 15.20mmol ) BARFTH
FoRW. BEkis, BEERAHTEESM AN, FTRAET
T, HRAWBEN 0 TRTEF, AL xSinl HRHBREAHHE
TS 0ml NaCl B ¥E o BAMARRBE TH, ESXREMN. #
R YAl B/ ERES . BEE, EREETTER A3
5.43g( 98%) RALAWHFHEREN. HHBRAWASGER
( TRZE) 2%, B2.105( 11%) EEM - BRME, FEE
5,

WA 1T

- 62 -




Ry =0.29( X8 )

MS (DCI, NH; m/z = 364 (M+H)*

'H-NMR (250 MHz, D-DMSO0) 6 = 1.85 (s, 3H, COCH); 3.50 (m, 2H, CH,NH); 401

(dd, J=7, 10 Hz, 1H, H4 K ); 445 (dd, J =9, 10 Hz, 1H, H4 J}R); 4.85 (m, 1H, -

H-5),745(, 1=7THz, 1H, . i H6);7.99 (dd, J=1,7 Hz, 1H, sk H-7)

811 (dd, J =1, 7 Hz, 1H, F§_'/H& H-5); 8.29 (m, 1H, NHCO); 843 (m, 2H,
sk H34).

ol 025( 16%) M- R FAE,
WA 10-13 T
R =0. 21 LB TE)

MS (DCI, NH,) m/z = 364 (M+H)"

THNMR (250 MHz, DyDMSO) & = 1.85 (s, 3H, COCHy); 348 (m, 2H, CH;N); 4.00
(4d Y =6, 10 Hz, 1H, H4 & ) 436 (dd, J =9, 10 Hz, 1H, H4 AT ); 4.80 (m, 11,
HS), 78 (m, 2H, - sl H-7.8); 821 (4, J = 1 Hz, 1H, - n§mHaH—5) 827 (m,
1H, NHCO), 837 (5, 2H,  wisf H34).

830 ( 13%) FARRWEHREHL

L] 6

(58) =3—[ 5= ( 4— FEXKHE) b~ 21— %] —5— TBHEEE
WA 7 — ) —




H#104mg( 0.09mmol ) WH( ZFREBE) 42 A B9 4 3 mg (
3.00mmol) 58 LA A 4FS 0ng( 3. 90mmol ) 4- PRI
BRALS. 4nl THF BB, FRREWWBERI AR A,
A2 07ml ( 4. l4mmol ) IMBERRAAEMK, 3E¥B A4 v E R0 et
o REHBAMAY, KRALEHN. #RTHA 2R TRT
W) BArsft, AWEELSR, H2580n( 60%) FFALED, K
&%

B 186-188T
Ry=0.18C ZBRTHE)

MS (El) m/z = 325 (M) .

'H-NMR (200 MHz, D-DMSO) 8 = 1.85 (5, 3H, COCHLY, 236 (5, 31, CHL); 345 (m,
2H, CH;N); 391 (dd, J =7, 10 Hz, 1H, H4 K ); 425 (dd, ] = 10, 10 Hz, 16, H4
cis), 477 (m, 1H, H-S), 7.30, 7.61 (AB, J,g = 9 Hz, 45, FAEH); 815 (5, 2H,
e 3t H-3,4); 828 (bt, J = 6 Hz, 1M, NHCO); 8.68 (m, 15, " 5 & H-6).

| MG A6 RO R R TR PR A
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LHHA) =z (gvd) SN (e
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09
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43
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SEHEA6 1
(58) =3—-[5—(1—-#WERHE) - 1- %] —5- TERER
A HG o fr— 1 — B

HO N N O

H3mg( 0. 20mmol ) BAMMMEH A XLH 20T HI8ng(
0.26mmol) 43 B SEHFISHMAMB FEE( Inl) BRFP, HHESL
WAV CHA N, KB AR, BRTWARR( LRLE)
EAsif, FE25n5( 11%) mELEY, YEEER.
WE: MSTHBHE
RE=0.06( ZBRZTH)

MS (DCI, NH,) vz = 342 (M+H)"
''H-NMR (250 MHz, D-DMSO) & = 1.86 (s, 3H, COCH,); 3.46 (m, 2H, CHN); 4.02
(dd, 7 =8, 10 Hz, 1H, H4 " 5 ); 4.28 (dd, J =10, 10 Bz, 1H, H4 )j); 440 (4, J =
6 Hz, 2H, CH,0); 4.76 (m, 1H, H-5); 521 (¢, 1H, OH); 7.3 - 7.6 (m, 4H, H. F ¥ Y
8.91 (dd, J = 1.5 9 Hz, 1H, #5¢ £ H-4); 8.12 (d, ] =9 Hz, 1H, v, v £ H-3); 8.27 (m,
1H, CONH); 8.40 (d, J = 1.5 Hz, 1H, wy, vz 3H-6).

S M 156 2

_74_




HBR(5S) —1-( B - F) - CREAETFRCA—1-
B

NH x HCI

7]/CH3
9]

oL

HSol INRICESRAE LR P BB B e 23 3A #9285 mg (
L. 00nmol ) 4% B SLHM) A ESnl BAZEANTFPHIEEF,
BEERRAYEZ REH0L4. wA2inl T8, HRAW TP
, HTE. ¥IERETI 0l A%, EREREREAET “HILE” (
0.2p) HWETFHR. BE300ng( 93%) FEALY, YEEETH
, ¥HAEREET RN,

'H-NMR (300 MHz, D,0) §=2.02 (s, 3H, COCH;); 3.71 (m, 2H, CH,N); 4.15 (dd, J
=10Hz, 1H, H4 g ); 443 (dd, J = 10, 10 Hz, 1H, H4 Jip); 5.02 (m, 1H, H-5);
807(dd,J=6,9Hz, 1H, - whyf H-3);816(d, J=1Hz, 1H, s H-5); 823
(d, J=10Hz, 1H,  wkyf H-8); 8.50(dd, J=1, 10 Hg, 1H, s vk H-7); 9.05 (m,
2H, &4k H-2, 4).

56

BAL( 5S) —=3—( |- Wasgh— - H) — - ZEBRXEL T T
}A"'ﬂ—gﬁ
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L__I\/N%/CH: |-
%mwM(Lan)&$ﬁ%£ﬁ%%%ﬂmuIAMMU

BE LR AMAYE I TRCEFHERY, AHBREASTE

BN, £ RBETIE. MASInl T8, ¥#BE4AH 0L

aet. WIBILE, HSnl ZE®EE, FEREZST TR, FEUSIng(

96 %) AL AY, NBREHE K.

R 96T BHLE)

Ry =0.06( ZTH/A4:1)

MS (FAB): 300 (M", 100) 3 3 g % 7

'H-NMR (D-DMSO, TMS): 9.4 (d, J = 6Hz, 1H); 9.22 (d,J 8 Hz, 1H); 8.7 (dd, J
=12 Hz I =3 Hz, IH); 8.5 (d, J = 12 Hz, 1H), 8.25 - 8.4 (m, 2H); 8.15 (dd, J =

8 Hz, I =6 Hz, 1H); 4.8 - 4.95 (m, 1H); 4.62 (s, 3H); 4.33 (;, ] = 10 Hz, 1H); 3.95

(dd, J =10 Hz, I = 7 Hz, 1H); 3.45 - 3.57 (m, 2H); 1.83 (s, 3H).

| RS0 BT R A RS B 5L B A4
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SE e 56 5
( 5R) —3—( wBof—§— #) —5— TEARE TG - 1— FN
— 11— &4

I
X N/U\O |
VNH7]/CH3
o

#832mg( 3. 85mmol) 80% 1— St F B Au E R 5 00mg (
|.75mmol ) % B MBI WAAWH R FH( Snl) BFRF, 7%
BAYTEEREDE. REHREBRSHHEALID 11%HNE
RBRAKER Y. HHAMALZEL, WALS0l FEML SRR,
HEBEWERER. HAREMWAS g /ER( —4F ) FBLL) B
Waift. M4 FEHlmaast, mA200nl 2. R ERKITE,
HAEBERT TR, F245ing( 80%) FFALEY, AEEER.
B 91T 24
Re=0.15( ZRFH: HEEY: 1)

MS (FAB) nvz = 302 (M+H)*
'H-NMR (300 MHz, D-DMSO): & = 1.85 (s, 3H, COCH,); 3.50 (m, 2H, CH;N); 3.91
(dd,J=7,10Hz, 1H, H4 § ) 4.28 (dd, J = 10, 10 Hz, 1H, H-4 Jj); 4.82 (m, 1H,
H-5); 7.3 - 7.5 (m, 2H); 7.9 (m, 1H); 8.0 (s, 1H, sk H-5); 8.3 (m, 1H); 8.50 (m,
H, . sy H2). .
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SEHAIL06
(58) =3[ 5-C4-mRe—1—- ) FH) dbg-1-H] — - Th
AR T - 1 - B

o O
' N’LLO H
L—__\/NIJ(CH;\

$#0.370l ( 1.26nmol ) WRFEXMKMER A HI40mg( 1. 00
mmo!) &8 LA KEFS6ng( 1.00nmel ) WRMEAIInl R F P
WEREF, FEREYEZREF N, BREFTAER. RER
FERER, HAREGWETIol TEF, mA4ng( 0. 67omol ) H3E
WMEH, FHRAWTERHEHI . REARBN, HATHE
Tionl ZRTEFoAKL: | HBAHF. 2 HBAYA, HL x10ml KFa10
ol NaCl B, FRRBETR, XREHN, HARGHA -
(18R FB: 1) B, B30T 46%) HAEYH, HE
B 5
W 154-155C
Rf=0'20( “A Wk HE: L)

MS (FAB) m/z = 409 (M+H)*

'H-NMR (200 MHZ, De-DMSO0); & = 1.3 - 1.6 (m, 6H, CH,); 1.84 (s, 31, COCH,);
2.33 (m, 4H, CH,N); 3.45 (m, 4H, CH,N); 3.91 (dd, I = 8.10 N,, 1H, H4 - K); 4.25
(dd, I=10, 10N,, 1H, H4 Ji); 4.78 (m, 9H, H-5); 7.40, 7.68 (AB,1=9H, ¥
H); 8.13 (s, 2H, sy, m¢ 3£ H-3,4); 825 (m, 1H, NHCO); 8.70 (m, 1H, sk ¥z 3£ H-6).
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L1
(58) —3—[ S-( 4-fet W) ) ww—1- H] - - THhE
RAFITpr— 21— B |

By
e

#0.330l ( 4.00mmel) "HrEA278mg( 4. 00nmol) FHBBEHN
FEKI40mg( 1. 00mmol) 43 H THF0HEBE ZE( [50l) FFHK
B AHORA Y E T AN . HRAMAE, mAlSnl Ko JEH
R, FRAKEENLK, ASicapent ERET TR, FEIug4M
e, AREE &

PR 233-134TC
R =0.29( ZAF ke WEI:1)

MS (DC1, NH;) m/z = 355 (V+H)"
IHANMR (250 MHZ, D#-DMSOY); 8 = 1.85 (s, 3H, COCH); 3.46 (m, 2H, CH,N); 3.92
d 1=8, 10 Hz, 1H, H4 K ); 427 (dd, I = 10, 10 Hz, 1H, H4 Jif); 478 (m, 1K,
CHSS); 771,779 (AB, 1=11Hz, 4H, ¥ H); 820 (m, 2H, sy 3t H-3,4); 3,4)
$.26 (m, 1H, NHCOY); 8.72 (bs, 1H, "% % H-6). | '
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SEHREAL18
(58) —3—1[ 5-( 4— FBEFL) - 21— #] -5 THREAR
WG b — 1 — BRI A e

OH

NaO,S
O J
N N/U\O H
L—J\/N\H/CHJ

O

W E K ng( 0. 50mmol ) 45 SLHEHI40 EEFR0. 20l 39 %
THBEASKAREN D ZEFHBEAHmAEK. 2HE, BHN
", MOBERE, FMSicapent EEZTTH, FELL5ng( I18%)
wRAeH, AEEE&.

BlE: >I110T
Re=0.29( ZAFH: FHEI:I)

MS (FAB) mvz = 420 (M) ‘

'H-NMR (200 MHZ, D,-DMSQ); 5=1.90 (s, 3H, COCH,); 3.48 (m, 2H, NCH,); 3.92

(dd, 1=8, 10 Hz, 1H, H—4_ K ), 426 (dd, I =10, 10 Hz, 1H, H4 Jif); 4.75 (m, 1H,

H-5), 5.01, (d, 1 = 5 Hz, 1H, CHOH); 5.92 (d, 5 Hz, 1H, CHOH); 7.57 (m, 2H,

¥ H); 8.18 (s, 2H, #k ¥ 4 H-3,4); 8.30 (m, 1H, NHCO); 8.70, (s, 1H, ¥ &
H-6).
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LR 19

(58) =3—[ 5= ( (4= ( ETESEHRIEERE) REHHE) ﬁ%?
A) FE) - 1-H] - 5- THRAERKREF AT 1-

H,C~(CH,),-0-CO
:: ‘NHCO()CH-<z:>}ﬂ<:T>—

NH-CO-CH,

0. 1ml ( 0.77omol) = ZREF61mg( 0.28mmol ) 4— FHRER
AR RETRMEREF R 0ng( 0. 25mm0l ) HFH ELHHLHWE
MR Sal) BHCE, BRARNR. SHAEAYTEESY
BN, EHAE, B xSol —€FR%E, FRSicapenl EHE
2Tk, BESIng( 11%) HALEW, AXEE R
BEA: 133-1UT
Re=0.43( & Fit: FEI: 1)

MS (DCI, NH;) m/z = 561 (M+H)*

'H-MMR (200 MHZ, D-DMSO); & = 0.93 (t, I = 6.5 Hz, 3H, CH;); 1.40 (m, 2H,
CH,); 1.70 (m, 2H, CH,), 1.82 (s, 3H, COCH;); 3.46 (m, 2H, CH,N); 3.92 (dd, 1 = 8,
10 Hz, 1H, B3 J ) 4.25 (m, 3H, 4 N, CH,OCOY); 475 (m, 1H, H-5); 5.25 (2, 2H,
CH,0); 7.55, 7.61, 7.77, 7.90 (AB, 1 10 Hz, 8H, CNH,); 8.18 (s, 2H, #,mz 3£ H-3,4);
828 (m, 1H, NHCO); 8.73 (s, 1H, wit %z 3 H-6); 10.23 (s, 1H, NHCOO).
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(58) =3[ 35— (4- _FREBBAEAREPE) F3) ahmr— -
] —5— ZHRELFLT L ) &

O

I
(CH0);~ PN%
| | N

FBLHA R 10mg ( 0. 85001 ) 4 B LM FRER MY H =
WAIF (1. Snl) BEHMAENCT, FEBREM. 120 ( 1.0)
mmol ) TRR=FE( HAK&Y) . RAEERAWFIICHIL N
Bf, ¥RLHFE N0 288 X L 1BAYF. HAHAM
, AR TH], RABHN. FRGWHIS R 4% "B
97:3) BAT, ®ELIng( 56%) A Y, HTALEE,

B 13—-132¢C |
Re =0. 28( ZRER: FEY: )
LB TR, HEBRSFFIINEBRE:

NJOLO ' |
A e

)
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B3
( 58) —3—[ S—( 4— WHH— 10— -5 FppEi) FH) dhug
-1-F] —5— CEEEAREAT - 1— B |

N—N
I

0
CH ‘
= &) p .
L—K/NTCHS

0

| JIf}l).l]hvnl( 0.32mmol ) = ZA&A36mg( 0.3 lmmol) 1-FFIEPdms—
S— BEEAME22ng( 0.29umol) 5 LHH|121 B FRBREH TR
dul) R, FHBREYTEERE Dt REWMALLEK, ER
ABREH, HAWHRAgER( ZBRLE) BArsft, B2 Ing(
51%) RRELEY, HEALR.
BEE: 154-155C
Rel=0.10( ZRTHE)

MS (DCIL, NH,) m/z = 440 (M+H)*
'H-NMR (300 MHz, D,-DMSO); & = 1.85 (s, 3H, COCHy); 3.45 (m, 2H, CH,N); 3.89
(s, 3H, NCH,); 3.91 (m, 1H, H4 X ); 426 (dd, 1. 10, 10 Hz, 1H, H4 ¥); 4.58 (s,
2H, CH,), 4.77 (m, 1H, H-5); 7.50, 7.68 (AB, =9 Hz, 4H, Harom); 8.16 (s, 2H,
iy me 2t H-3,4); 8.25 (m, 1H, NHCO); 8.70 (s, 1H, s 2 H-6).
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LRI
(58) =3—-[6—( #FE) whe—1- %] —5— ZBHEALTIT
mp Y — 21— B

o Q1
Ll

H18.50ml (131, 00mmol) =4 ZEREF A6 4040 B 5] fm B4 2135 vy
BHZEITHS. 80g( 21.88mmel) 4 FH A8 N E A AES Ol
TADMF o T o RIEBRERHR, BEEREWTEBHE D
Bo REHR B BADREEN 0l KA W Fo BRBARR T, 3
WREWTABEE N, HARLERERE, WAMA Il 28
CE( 3X) Fostml Z@FBE( 5X) R, HAFNERRARBLET
o RBERER, WRE M0 7R :%EFP B 9:1)
BAT, RES.195( 98%) ARE A, ﬁ/}i%fé
WA 1T
Re=0.26( ZFFht: W 9:1)

~MS (DCI, NH,)m/z = 266 (M+H)*
'H-NMR (200 MHz, D;-DMSO); § = 1.84 (s, 3H, COCH,); 3.43 (m, 2H, CH,N); 3.82
(dd, =8, 10 Hz, IH, H4 . &), 4.20 (dd I = 10, 20; IH, H4 }f); 4.50 (4, I = 6 Hz,
2H, CH,0H); 4.72 (m, 1H, H-5); 5.42 (t, I = 6 Hz, IH, CH,0H); 7.21 (4, [ = 8 Hz,
T o -H); 7.90 (m, 2H,M5¢ #-H); 8.25 (bt, I = 7' Hz, 1H, NHCO).
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