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-CHoN(RS)CONR3R4, -RONR3R4, -ORSNR3R4, -0(0)CR5, -O(0)CNR3R4,



_OR6" P _SRONR3RY, -S(O)RONRIR?, -SO72RENR3R4, -S070R6CO N0,
-SROOH. -S(0)R6OH, -S02RE0H, -ORSOC(O)N(CO1RO)RE:;

(c) ZFE, QEERRT: L. wwE. wwZE, 1,
2, 4-HoBE; ERE. EHE. BEGE. KEE, NBE,
BB, BRE, EHE, BENE. ERERE. REFRWE.
MK, BRE. WHE. KX (carbozolyl) . FIFHWEM
REUES, DIEAATUERAY (b) FFEH— A EARRT
E- v

(d)

’

A X
-CON(Har—-@

Heh X’ B E. ~C0)% %, CFa , #OR® ; —NRs COR®
—OCONH= ; —CR® R* R* ; —CHz= OR® ; —CHz OR® ;

—CH= €0z R® : —CHz OCOR® ; R® CH(R® )CHz SO0z —;
—NHCH= COOR® ; &M F, Cl, Br A1 : N* R® R® R* R7
—NR* S0z R® ; COR® ; NO= ; BECN; &

@]
| T s
C
\.N@
R 4

R

10



S0,~CH,CH(OH)CH; : B

14

X R™, RE“ARSHUMAR:
BO- X Bk —CH —E%&HAE, —CH2 0R® , —CHz C(OR®
~CHz CH(R® )R® , —CHz %%, —CHz= CH(OH) —CHz OH;
R2 C(R® )z CH2 S0z ; RR®©®-R“HBR™-R“EEE—REM
fm—OCHR? CHRZ? —S(0)n—H34F, KbnB0~3; R

' X

HEXNEE, —CO)EE, —CFs, %0k ; —CHa OR® ;

“CH= CO2 R® ; -CH= COR® ; -NHCHa COOR® ; -N* R® R® R* R™ &
R* »&. HERBASE, BHUEEGE ! - c PRETFHES

EX, WEE. AEEFX. 2%. BEE. TE. RENCE, &

Cs ~Ca BFHEE, UFRE; SRELKGE, HHLC.-c M

RigE, M=HFE,; HIGFER; —COOH; —CONR'™R*™HFpR®

AR HITMREC .-« MEEME, COR® , KAHKE, KL

Coo MBHENZHE, HFHE, CHs CH=CH-CH. —CH 70

CHs (CH= )= CH=CH—; —COR® ; —CHa= OR® ; BEBHREBIEL

F g

11



Cac BEREWM-C=CH: —CH2 NR* R® ; —CHz SR*® ; =0;
—0R® ; W—-NR® R* ;

R MR Myidy: kX, BKE, BRE, FE, ik
REE, S, Cioe RMEE-Ci-1okiFE, Cioo HRE-C ok
EMC - oBURGRE (Kb, RREMIMHEBEERRE, ETCi-w0
FE—-4tZLE)

R® hESEE, KEEAE, BREERE, BEE, &, MUK
EnE, dfNBEEESHE, dKEERE, SRERNFE,

R AHEKE, REARRE, REBHRE, FiRE, dllEE
RE, gilEEERE, IREABRERTE;

R” AR T

Re ApfilkE, dEERE, ARNEEERE, SUKRE
RE, RERBE, KEEHE, TREATE;

Re MIvHhes, %, BREKE, gREERE, KRERBE,
K& eEsh®E, —CONR® R* , —COR® , —CH= OR® , —CH= NR® R® ,
—CHz SR® , =0, =NR® , —NR®R*, —NR®R*R", ®—-0R® ;

R®¥—-R*, —R2®, —C(O)N(OR® )R® R —O0R® ;

RBC, ~Cifm®E, MRMC, ~C.mRE, ﬁ'—‘i’ﬂii‘t
EEg: RENERE, BBE, KERAERE, REREK
- REEE, REEE (RERX-HKEE), BREKESO)n EEE
Hepbm¥Bo, 1 R2;: RRBERERE, DRBRIRE, Eﬁ%%ﬂc‘lﬁﬁ
GiE, HEEREIRE, REERE, GRERE, BHE (KK

D) BERE, N-mERRE - HRKEE; HRERN - K&
RE: BHE-KERE; BEXERAR-KEKE; KEERA-K

12



GEE; REEER - BREE: SRERR-KEEE, SHEF
ERER-BOLEE, NEERR-BEKE, IREFERR - G4
B, REXERR-BEEE; N, N-—HREEXERA-K
BEE, HF, S/DREBRYHREESEE, RERZRR - R

i, PETRBRE-BAGERFERBE - KEEE;

Repigl; BDREE, AeRRELS : BENEE: BAK
% _(Q-R', HHER ¥ -P0. (OH) —M* H—-P02 (M )=, H+
M* S TREEET: —CO) CHe )= C0z N H—S0s M : K&
EEBE-BEEE; —RERSEE: -BRAKEE-BEKE
N,N-“mﬁﬁiﬁﬁﬁi—,%*ﬁAMRﬁﬁiﬁﬁiﬁﬁﬁ
E,OMBE - BEEE: KEE - REEE, REE-Y - KRS
Hh Y HEREREE; BHE-BREEE; RERE- BEK
ERHE - FEEE: RRE-BEKE, SKE-KEBERE;

SWEE; RE - BEEE; N-BRRERE-KEKE, X
m&%%%ﬁﬁﬁ,#ﬂﬁ BoEE; NRE-BRES: NRE
HE-BOASE; AWRE - BEKE;

RienyH, BEEELRBRERE, A1

R2o%H, g%, BRERE, REEKE.

AXAFHL UL T EARRAP AT BENEHMEEURX
FHERSRBHAMRBNFRTR.

. hapnREne R

ALt

BEZENE, FRUHBSHATEEREC, ~C oMM
M. XHANE, SYRAETE. Z2X. HE. RFHE. TE,

13



RTE. HTE. REX. ¥RE. RRE. FRE. CX. RCE.
KoX. 3-HXRE. 2, 2-ZHFETEN2, 3-ZHETE,

BREBFRHE, TXFAHRBREKEREC, ~Cs mi@M
HE. XERF (EC.-c MHKR)IE, HHURAKFE. ZE. K
X.RAE.TE.BFTE. RTE. RE. ®"EE. RKE. FK
X. 0%, RoE. KB, 3-HEXE. 2, 2 -“HETERN
2, J—_HETXE.,

REBHERY, FUMBHRABESERBAFTES W@
C. ~CioMyHHM. XHIF (ECs-s HIIE) E

REZFRY, FAMHHORBEREEBEREC. ~Co MHh
HEELR, SUECELHENBRHE

ABRESREELBAFT - ITRFAIMRERERRNENAE.

BREBHFRY, FXFHORABERERBERFES -1 28M
Co ~CLomEBBLERE.

BESHFRYE, AXLFENRBREEBHRELRC, ~C W8
BRE, HIURABEZHREMNEARE.

BRIESHRYE, AXMERRBSERBAERIDAHEE, K
PRARENIRE MRS

AXHAMRBIREEMN. K. &F#H.

REER (KE. ERERENE) RHE (RE. BRERH
RE) ZAFES - RE TR ETF B

AEFRERERF -IMHENRENTE,

RERSEREAF - FERRENKE,

REFNRENFABSFREFFALTESAFLNA LIS

14



HURTHES .

A TRAMET” RESETANOANERNSS, T5
CHBRNSANUENEE I RARRTRAS. TREMETE
SOBEEAARAGHEY, SEERRTH. FRSHK.

R RUNMEEER” EREEATHSRIERNS T L
RS, BREFRTEARIAFET. TABERT. BE
(W (BE)HCO), EEZRE. ARENTRE) . SE. HRIER.
BERE MBI .

RE BHRASNRILEY” REGSELS 5% (E) M
AU RENEA DRI,

REBYEN AR A AB TR S EH B RS
BUATFATFOLAHE—Hial.

B. &%
EXHFELAFMH2, 4 -ZFE-1, 3 -ZWHEW; 2, 1~
—®E -, 3-ZFKF;: 2, A-"FE-1, I-EERFM

2, S—"HE-1, I -HBRAFAESHIKLENHE. FOK
Foifaf (REEM 2N DREFREFERS, B, FLOF
ELL—RENRENFE. S—EXREN—ENBREFE. BT,
BPYFMHC, AC. (HBEHEMC. MCs ) RFHER, LePH
NMHHREHREY. '

MRE—-RHEERRECFHOFELERR HREFL, WCs
FFHEFHY, BARXE—REIHBRENRAY.

AXFRAMESR LY PO REAARRGSTNAS, BHAH
Wedtohobo

15



BESRN, E—EYERLADY—-HRESHTRESLE—
apuE ey EAEE EBEE. AR M T E% G
EEm BB aY. Hi, UERH, B-2, 5 -"HENEE
BARK-2, 5 - —HEENAKWS CAIMMAX LY EERS
BEP AFZEERA.
7c 430 R A 8 T B R AR B B R R RO B 00 Bk RUOF
SEFATFHLEDGEYRE, CREBAXFAFNIERRES
ERIFES RN RS EE. EHFRENMRUBRN, ik
EWEERFHHPLC, THELEUBRLE.
ZRMSBFELEEHYERLEEA. BE¥RNELREY
MBERFREEERGELER. EESEBTENELAYRERL
WA EYHIEAA BRI WRRHMIE, SHERBHFRRE
T—WBEFE.
 LEERARRBATTEIORAAEOYRE, TURAR
THE. WRLSDERNYN, TUEEREREYRGEYHTY
B, SHHLYAAEFARMERYE. FTAROERENSHEE
FRB. AR, CRFRAEH. 3 WM -8 -WE. 10
- RERERN S - - FERET K. S, AEEBRBELEES
EXFAFTHRESRGEY, RPERRLRRANETHRES .
TUEN S READETEHENBINREARERILEY,
FROEHENRHEREFTFFERSE, BFRainin 2AEFHRF
MR A
EERLERRTEHAERANKR I ERESHRBARE
S, WTECorey FFAMFERMERIN2, 5 - 2FHE

16



M EkRE 2S, 5S®2R. 5 RABE (Corey, E. J. %,
Tetrahedron Letters 2 9, 2899 (1988) ). qpl3fim
FREHEAREARERENG 2, 4 -ZFE- 1, 3 -ZHKKF;
2, 4-—FE-1, 3-_FRHK; 2, 4 -ZFE-1, I
BEWH2, 5-"F¥E-1, 3 -HERKF
C. ZHLaPam

RXFAFHL2, 4-ZFE-1, I-ZHRAF: 2, 4-2
%§71,3—:ﬁmﬂ;2,4¥:%£r1,3mﬁﬁmﬂﬁ
2, 5-ZFE- 1, 3-ERAFRITURFTRFERRARLN
BEREEHE. HE2, 4 -"FE-1, 3 -ZERFMHFEHYN
FEEXH I ATENRE | - s HTREHEER. #&E2, 5 2%
5—1,3—%&&%@%%&ﬁ%$ﬂ?%%%ﬁﬁﬁo%Mﬁﬂ
Mo, 4-——"FE-1, 3-_ER¥Mm2, 1 -"FE-1, 3
—EBEER. BT ERCorey $2AF M ¥ (Tetrahedron
Letters, 29, 2899-2909(C1988))MKe $FLFH
%% (Tetrahedron,4 0, 1233—-1343(1884) ) %%
B2, 4-"¥E-1, 3-ZEKF. TRLEZAZCOHN 5
Ar® CH(OH)CHz SH MAr® CH(SH)CH: O G &TiH& 2, 4 -5 %
-1, 3-EHEERFM2, 5-"FE- 1, 3-EARAF. EHE
ERE-RRFGEHEBESDOLBREBRIEMHP HE.

ERAGRBAEARARAL DM FE, THREXEER. €2
=2 (oxalkane) - RRKBREREFHERERKPME2, 4 -2
EE-1, 3-"REF: 2, 4-FE-1, 3-ZHEF,
2, 4-=%%-1, 3-EWERFN2, 5-_FE-1, 3-&

17



RERYT, FRFERSGUTHREMLIE.,
NeEEERO—-RIER:

RINH(OHFHC!

R—NH, =X= = R—N=C=0
N NH=—:
Rl” Y H—R
O

HPRB2., 4 —=FHE-1, 3-ZKKWF;

—

1, 3-—8ER%;: 2, 4——-FE-1, 3-EHxEXFM2, 5 -
ZHE-1, 3-EEAYN; EESAAAEERS, R MWL

HE XS
HeREERH—BEIER:

Zn/H,0 R'NQO
———l

l. R=NO; —————— R—NHOH

5% RI/C. NoHq

0 NH.OH NOH  BHj-Py

Py

2. R™ T"CH; R” “CH,

RNco  HO .,

HERBRBEN—RIER

18



R-CO.H B & R—coq  RNHOHRHCI _ , N__R

HERREBEBRM —RIEE:

R’ COCI OCOR’ . HO
R-NHOH = N g Lo R"{t R
R T T
0 . 0
NEREEEEBRTH—BRIEE
0 0]
R— NH v Y R-——lil ;L/
‘ - R 20

19



HaNOH

5;19 _

ol B8 Crayley % (J. Med. Chem. 356, 2600—2608
(1992)) FRERNFHFEFRDIEREARERABEER,
HERMES I BGrignard R RME, BRZBS5EEMIE
ﬁ'ﬁo

20



R-CO,R 2 . RCH,OH

R =
H% g -
Y
(CHy,
o Y0
(CHo)y,
Y
CHy)p
Rj<«:ﬂ9.,\ R'X R > e \,
0 — N,
. 19
HO (CH-_.)m/ o RI%0 (CHY

21



LAH

R-CO, R’ CRCH,O0H  —
R =H 50 B4
Pla
Y
' ' M O-
RCHgMgf 8 RCHZ’
" (CHpy,
o= s

R ((-:H—_:)“ . Ri1% R (CHy), \S
Ko/ X e

R0 (CHYr

22



: (CHa)y
o< %
n-Buli v

CH
Ar-Br ———  Ar-l] (CHoln
' ~(CHa),
/ RIQO ‘_ CH /
HO (CHy, 7. (CHy)p
(CHy),
BuLi 0=< ;S
n-ou .
Ar-Br —  Ar-Li CHya"
CH CH,
N K
HO  (CH,), e RP0  (CH,), /

23



L B Musser ATk (1. Med. Chem. 35, 2501 —
2524 C1992))HEREXHIEMSELREEEHEF
SERS, BARUT :

. H
RCO,R" A . RCH,OH
R"REH & B
x
| R
Cl \N 2
Nal
HHE
Y
S
= | o
R\/O \N #
Z | RA
R-OH '/I D w RO ANNF
ﬂ: + a \N -
Ar-OH & D

24



KA 1

MR —-2~-[3, 4 —_HNE-5-(N-BEZ-N-FEREK
X (ureidyl ) ¥%1-4-(3, 4, s—=HEEXE)-1, 3
~Z“HERFR (1 ))HNE

EESATHRE-2- (5 - HE-3, 4 - —HEXEXE) -
4-(3, 4, S-ZFEEEXE) -1, 3-ZRHREK(23)
(0. 150g, 0. 355mmol). ZZK(50mg). =Z%K
(0.035g, 0. 118muol)X20nl EAZKHFREER:?2
AMEfe BIFTLC #N, %eBBRLRBAREN, BRAEPEH
ZXE, gA®TFosnl THF. 75p] SZHM0. 5ol H2 0
PN -HEBERANMIY (0. 044g, 0. 53 3mmol)o
EESARZETHARRNYER. SRAEREEN, BHEKMHE
BT EF&E. Fl: 0 REAIE, BMeS0. T8, HBHRE R,
BEAXBEEFSL, RHREN2 : 1O K 2828, (53

11 2ug MRy, HEG6 4% ). FYRCK / ZRILMEER

ﬁl—'ﬂ’ E é {$ °

RREHBHE:
TH NMR (300 MHz, CDCl3) d 3.28 (s, 3H, NCH3), 3.45 (dd, 1H, C-5 CH),
3.65 (dd, 1H, C-5 CH), 3.84 (s, 3H, OCHg), 3.85 (s, 3H, OCHa), 3.88 (s,
6H, OCHg), 3.90 (s, 3H, OCHa), 5.09 {dd, 1H, C-4 CH), 5.72 (s, 1H, C-2

CH), 6.72 (s, 2H, ArH), 6.90 (d, 1H, ArH), 8.15 (d, 1H, ArH), 8.52 (s,
1H, AINHC(O)); MS (IBu) mve: 497 (M+).

BEi: 93 -04C(ZBZE /) Cz2Hs0+ Sz Nz BIHE
f:C, 53.21; H, 5.68: S, 12.91: N, 5.66. X®{E:C, 53.31;
H, 5.70; S, 12.84: N, 5.60.
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WE e TUARENTRAW -2 - (5 - &KE-3, 4 -ZHE

EEE)-4-(3, 4, 5-ZHEEFE) -1, 3 -ZRRK
(23)#&\
WA =R

1H NMR (300 MHz, CDCla) d 2.25 (s, 3H, NCHa), 3.55 (d,
2H, C-5 CHg), 3.83 (s, 3H, OCHs), 3.84 (s, 3H, OCHg), 3.88 (s, gH,
OCHa3), 4.84 (dd, 1H, C-4 CH), 5.71 (s, 1H, C-2 CH), 6.78 (s, 2H, ArH),
6.89 (d, 1H, ArH), 8.23 (d,. 1H, ArH), 8.52 (s, tH, ArNHC(O}}; MS (Cl)
m/e: 497 (M*) 450, 424, 227, 147.

E—2-[3, 4-"HFEE-5- (N-BE-N-FERAKE
E)EE-4-(3, 4, 3 -Z“HEEFE) -1, 3 -ZHKH
(2)mHE
EESATHR-2-(5-HE-3, 4 -_FEEXXE) -
4—(3, 4, 5-—ZHEEXE) -1, I-ZTHRKK(23)
(0. 150g, 0. 255mmol)- =28, (3 6mg). . WIkEE
“BkME (0. 085g 0. 355mmel) M1 0nl BAZEBFKN
FETHEI 04, BEER L An. @ TLCRN, SFEW

O BBRAHRRAME. SRECHEEE, MARERT 50l THF,
S O0pg=ZBMO0. Snl H: O PHN-FEBERIELY

(0.0428: g, 50 0mol) o EBIATFERRHREY LR,
BARRERN, BATHRBET EFE. FARRGNE, &
MgS0. T4, BESmGR— M, XMERNIEEHAFTAL, % .
By 2: IMCE/ ZHMZE. (12 5m8 6 9%HE: WK
M) ,
RAERRHHE .
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TH NMR (300 MHz, CDCl3) 3.46 (dd, 1H, C-5 CH), 3.67 (dd, 1H, C-5
CH), 3.72 (s, 3H, NCH3), 3.84 (s, 3H, OCHg), 3.85 (s, 3H, OCHa3), 3.88
(s, 6H, OCHg), 3.90 (s, 3H, OCHg), 5.09 (dd, 1H, C-4 CH), 5.81 (s, 1H,

C-2 CH), 6.74 (s, 2H, ArH), 6.95 (d, 1H, ArH), 8.48 (d, 1H, ArH), 9.03
(s, 1H, ArNHC(S)).

E-2-[3, a-—FEE-5- (N-ETE-N-ZRERR
EVEE]-d— (3, 4, S-SEHEEEE) -1, 3-ZER
K (3)HHE

AEERETHRE -2 (5-8%E-3, 4 -“REEXE) -
4-(3, 4, s——HEEFE)- 1, J-ZHREF (23)
(0. 080g, 0. 1890%mmol). =ZH (2 9me) - =XK
(0. 025%g, 0. 085mmol )1 0nl RAZEFHRER LD
M. ZTLCRN, YFFMBELERRRES, REPRLHE
EE, BmMAN-TESER (0. 020g 0. 20 0mmol)o
EERRBSATRAREY IR, SATREAN, RTHHEE
BT EEE. BAEEELE, 2HeS0. TH, BEERER—F
W, CHRNREEREAL, EHAY 2 1 MOR/ ZRTE.
‘<3“®~%$34%:m)0
RAEHBHE:
TH NMR (300 MHz, CDCl3) 0.95 (t,3H,CH3), 1.24 {m, 2H, CHy), 1.61 (m,
2H, CH2), 3.45 (dd, 1H, C-5 CH), 3.862 (t, 2H, NCHa2), 3.65 (dd, 1H, C-5
CH), 3.84 (s, 3H, OCH3), 3.85 (s, 3H, OCH3), 3.88 (s, 6H, OCHa), 3.90

{s, 3H, OCHzs), 5.09 (dd, 1H, C-4 CH), 5.82 (s, 1H, C-2 CH), 8.72 (s, 2H,
ArH), 6.91 (d, 1H, ArH), 8.15 (d, 1H, ArH), 8.54 (s, 1H, ArNHC(Q)).

WiEE -2 -[3, 4 -—HEE-S - (N-RTE-N-BEW®
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BO¥E]1-4-(3, 4, 5-ZREEXE) -1, 3-ZWK
F(4)MP&

BRSEER I NI EXHENIBARZRENR (4)
RRAZEBHHE .

'H NMR (300 MHz, CDCl3) 1.23 (s, 9H, CHa), 3.45 (dd, 1H, C-5 CH),
3.64 (dd, 1H, C-5 CH), 3.84 (s, 3H, OCHg), 3.85 (s, 3H, QCHg), 3.89 (s,
6H, OCHa), 3.91 (s, 3H, OCHg), 5.10 (dd, 1H, C-4 CH), 5.84 (s, 1H, C-2

CH), 6.73 (s, 2H, ArH), 697 (d, 1H, ArH), 8.08. (d 1H ArH) 871 (s,
1H, ArNHC(O)). '

R-2-[4-BHEE - FEE-5 - (N-BE-N-HFX
BBRE)EX-4-(3, 4, 5-ZHHEREXEE) -1, 3-8
BRI (5 )R &

BEESATHRE -2 - (4-BEEE-s-HE-3-H4EE
¥E)-4-(3, 4, s-SHEEFE) -1, 3 - ZHRKF
(25) (1. 08 2. 23mmol). ZZHKC(0. 225¢g). =
5 (0. 264g, 0. 89 0mmol) M2 5ml BAZEEBHEER
3B, BETLCRN, ERABHEY, MENRNYRHES
_ﬁ#M%ﬁ$$THF/h0KMaN(mu/05M/5Q5m)
b N -—HEBERIELY (0. 595g 6. 6 9mmol). &

BEATHREYEEREER. SAEREAN, RTHUAET
—mEE. EAREAIE, ZNeS0. TH, EERSRME, CHEKN
AR, RRAN 2 L~ I MER/ ZRTE.
(31 4ng:3kKYP) o “
FETAE A Y
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1H NMR (300 MHz, CDCl3) 3.26 (s, 3H, CHa), 3.45 (dd, 1H, C-5 CH),

3.65 (dd, 1H, C-5 CH), 3.84 (s, 3H, OCHz), 3.89 (s, 6H, OCHa), 3.90 (s,

3H, OCH3), 4.52 (d, 2H, OCHy), 5.09 (dd, 1H, C-4 CH), 5.30 (dd, 2H,

CH2=), 5.83 (5, 1H, C-2 CH), 6.06 (m, 1H, CHa), 6.73 (s, 2H, ArH), 6.90

(d, 1H, ArH), 8.15 (d, 1H, ArH), 8.61 (s, 1H, ArNHC(O)).
E-2-[4-HFEEE->-FEE -5 - (N-RTE-N-¥
EBBEE FEX]-4-(3, 4, 5S—HEEXEFE) -1, 3 -
—ERF (6 ) BEHE

EFREERSELXEANIEAR WA (6 ).

RREQBEGE:

'H NMR (300 MHz, CDCl3) 1.21 (s, SH, CHg), 3.45 (dd, 1H, C-5 CH),
3.65 (dd, 1H, C-5 CH), 3.84 (s, 3H, OCHg), 3.89 {s, 6H, OCHg), 3.90 (s,
3H, OCHz), 4.54 (d, 2H, OCHg), 5.10 (dd, tH, C-4 CH), 5.30 (dd, 2H,
CHz2=), 5.85 (s, 1H, C-2 CH), 6.05 (m, 1H, CH=), 6.74 (s, 2H, ArH), 6.97
- (d, 1H, ArH), 8.15 (d, 1H, ArH), 8.77 (s, 1H, ArNHC(O)).
B-2-[-4-{2-(4’ —BEFXERERIZEE }-2-9
f&-5 -BEEE]I-4-(3, 2, 5-=ZHEEEE) -1,
3-ZEERM (T )BHEZ

EESATEABRE-2-[4-{2- (ARBEE)28% ]

~3-FEE-S-WEFE]I-4-(3, 4, 5-ZHEEFE)
-1, I-ZBE® (28)(0.570g, 1. 02mmol). 4
-BEBREBH (0. 384g, 3. 05mmol). =Zk (0.308¢,
3. 05mmol )f 2wl THF. mE#EmA 2 0nl 28, RN
HE%12$NoﬁﬁE%%ﬂ£§ﬁ,m1n%m1ﬁmoﬁmﬁ
ERNZE B, FAHz 0 5%, 2MeS0. T4, EERE KW, ©
ZRAEEREEL, BBEY 2 1 NCK " ZBZE. (420
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mg, WHET0%: @)
RREEFHE
1H NMR (300 MHz, CDCla) 3.20 (t, 2H, SCHz), 3.49 (dd, 1H, C-5 CH),
3.65 (dd, 1H, C-5 CH), 3.85 (s, 3H, OCH3), 3.89 (s, 9H, OCH3), 4.22
(t,2H, OCHy), 5.04 (dd, 1H, C-4 CH), 5.78 (s, 1H, C-2 CH), 6.71 (s, 2H,
ArH), 6.79 (d, 2H, ArH), 7.29 (d, 1H, ArH), 7.35 (d, 2H, ArH), 7.58 (d,
1H, ArH). ,
E-2-[s-#%-4-{2- (4’ -~BEFERN)Z2EE )
-3 -FHEEFE]-4-(3, 4, s-=ZHEEFE)- 1, I
-ZHRRF (8 )MHE
WR-2-[4-(2- (4’ -~BEFERR)ZEE }-2
-REE-5-WEFEE]I-4-(3, 4, -ZHEEXE) -
1, 3—-"BE/RIF(T7)C0. 400g, 0. 67 7Tmmol ) MBAT
2 0nl RAZHRY. AERTHNATET 40l H2 0 PEIsS
(0. 075g 0. 67 7umol), BMAFENELED
(0. 855g 3. 54mmol) . REPBERLIHE. BdEE
t(celite) RET R ZRER, BIMIEMHATHRE. BEAR: 0
BiTHE, 2MeS0. TH, KZRABH -HBEWIH (0,326,
86%).
RRXEEREHE

1H NMR (300 MHz, CDClg) 3.14 (t, 2H, SCHz), 3.47 (dd, 1H, C-5 CH),
3.63 (dd, 1H, C-5 CH), 3.83 (s, 3H, OCHs), 3.84 (s, 3H, OCHg), 3.87 (s,

6H, OCHa), 4.15 (t.2H, OCHz2), 5.05 {dd. 1H, C-4 CH), 5.75 (s, 1H, C-2
CH), 6.66 (d. 1H, ArH), 6.71 (d, 1H, ArH), 6.72 (s, 2H, ArH), 6.80 (d,
2H, ArH), 7.34 (d; 2H, ArH).
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R-2-[5-(N-BE-N-HFHERERE) -4-(2-(4"
-BREEERRIZEE } -2 -BEEXE ] -4 -3, 4, 3
—ZHEEFEE) -1, J-ZRERIN (9O HHE
EESATHR - 2-(5-8EF-4-{2- (4’ —RBEX
ERNAR)CEE }-3-FHEEFE]-4-(3, 4, 5 —=HE
EXE) -1, 3-ZHRRF(8)(0.098¢g, 0.17 Smmol).
ZZKE(40mg). =K (0. 01 9g, 0. 06 Smmol) 10
nl BACEERER M. STLC SR Sgamp REAR
e, FEEPRUNZEER, BMATET |
THF /H2 0/Ets N(5 nl 0. 5al/5 9 6ng) FHN B
EEBEELY (0.019%, 0. 21 0mol) . EEXKEBTHS
EEYE®E. AHLEM S IHC] $&E, ZNeS0. T, HEWHE MM,
CRERERTEAL-ERAN 1 1 WEk/ ZRZE. (3 T
'-BII@ 34 96 ) |
RAZRFHEE
'H NMR (300 MHz, CDClg) 3.09 (t, 2H, SCHp), 3.25 (3, 3H, NCHy), 3.47.
(dd, 1H, C-5 CH), 3.63 (dd, 1H, C-5 CH), 3.85 (s, 6H, OCHg), 3.88 (s,
6H, OCHg3), 4.14 (t,2H, OCHy), 5.07 (dd, 1H, C-4 CH), 5.82 (s, 1H, C-2

CH), 6.72 (s, 2H, ArH), 6.76 (d, 2H, ArH), 6.87 (d, 1H, ArH), 7.28 (d,
. 2H, ArH), 8.15 (d, 1H, ArH), 8.77 (s, 1H, ArNHC{O)).

F—-2-[5—-(N-(W&EFE) -N-BEBREE) — 4 -{2
- (4" - BE-FERRIZEE -3 -HEEFXE] -1 -
(3, 4, S-ZHEEEFE) -1, 3-ZHERF(10)
EESATHER-2-[5-"EE-4-{2- (4’ -BREF
CEBRROZEE )--BEE-%E1-4-(3, 4, 5-ZF
EEFEX)- 1, 3-ZHKF(8) (0. 085g, 0. 150

31



gmol) . SZH (2 0mg) . =K (0.017g 0.05 6 mmol)
10l RA-KEEER?2H. 2T L CRN, IRHHRERE
RN RNERE, REYERHEEE FMARETC: Cl: F@L -
nxgﬁgmcn.ung,DJaUWmnogﬁaaFﬁﬁmw
EEEREEB. B 0HC WHRHAE, SNS0. TR, RER
R, BERREREALER, KRR IHERS
 ZMZEE. (2 2mg, WE20%: W)

RAREWEFEE: )
H NMR (300 MHz, CDClg) 3.12 {t, 2H, SCHa), 3.45 (dd, 1H, C-5 CH),
3.64 (dd, 1H, C-5 CH), 3.84 (s, 3H, OCHg), 3.86 (s, 3H, OCHa), 3.88 (s,
6H, OCHa), 4.18 (t.2H, OCHg), 5.08 {dd, 1H, C-4 CH), 5.81 (s, 1H, C-2
CH), 6.72 (s, 2H, ArH), 6,76 (m, 4H, ArH), 6.88 (d, 1H, ArH), 7.30 (d,
2H, ArH), 7.51 (d, 2H, ArH), 8.13 (d, 1H, ArH), 8.93 (s, 1H, ArNHC(Q)).
B-2-[4-{2- (4’ -REXERNK)ZEE }-3-FH
X5 -EFEX]-4-(3, 4, s-ZREEFE) -1, 3
—ZEER (1 1) BEE

EESE140CT, R-2-[4-{2- (4’ —~8*FE
BRIZEE })- 2 -HEE-5-HEFEX ] -4-(3, 4, 5
_CHEEEE) -1, 3-ZHMRIF(29) (0. 4208
0. 64 2mmol ) Fib# (0. 54 8g 6. 4 2mmol )10
nl FADMFEE 2 4 hH. BREYRHEZE, ZBERLYR
BEi. BMZEEDERERAE, MEHE 0 BREE, 2
MeSO. T2, REEGREaMm. BdRAEENEELE®, B2
Bk 2B EAEREN. (0 log, WE2 4% BED) .

WRERAYPEARARNERY.
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RAZEBRHBE :

1H NMR (300 MHz, CDCla) 3.42 (t, 2H, SCH2)3.47 (dd, 1H, C-5 CH),
3.64 (dd, 1H, C-5 CH), 3.85 (s, 34, OCHg), 3.86 (s, 6H, OCHz), 3.89 (s,
3H, OCHg), 4.32 (1.2H, OCHg), 5.05 (dd, 1H, C-4 CH), 5.79 (s, 1H, C-2
CH), 8.72 (s, 2H, ArH), 7.33 (d, 1H, ArH), 7.40 (d, 2H, ArH), 7.55 (d,
2H, ArH), 7.59 (d, 1H, ArH).
FT- IR (neat, cm-1) 2225,

B-2-[5-&E-4-{2- (4’ —-BEXERR)ZEE)
~3-BEEEX]I-4-(3, 4, s-ZHEEFXE) -1, 3
-“HEN(12)mEE
BR-2-[4-(2- (4’ —REFERR)ZHEE }-3
—HEE-S-WEEE ] -4- (3, 4, 5-ZHEEFE) -
1, 3—ZBKER¥F(11)C0. 091g 0. 15 2mmol) &
F1io0nl RAZEF. BEBEBRPMATET 20l Hz 0 PHIEK
¥ (0.017g, 0.15 2mmol ), BIMAFEELEN (0,198,
3. 03mmol). ERIYHERL 2 e, AREKLEZEZHTBERE
8, FHZBZEBATRER. HBAH: 0 73K, ZMeS0. T,
EXAREBIOEEEY (0. 07 1g 82%).
A m Rk
"H NMR (300 MHz, CDClg) 3.35 {t, 2H, SCHa), 3.46 (dd, 1H, C-5 CH),
3.63 (dd, 1H, C-5 CH), 3.84 (s, 6H, OCHa3), 3.88 (s, 6H, OCHz), 4.20
(t,2H, OCHz), 5.05 (dd, 1H, C-4 CH), 5.74 (s, 1H, C-2 CH), 6.55 (d, 1H,

ArH), 6.64 (d, 1H, ArH), 6.72 (s, 2H, ArH), 7.38 (d, 2H, ArH), 7.53 (d,
2H, ArH). '

FT- IR (neat, cm1) 2225.
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R-2-[5-[N-BE-N-HEBRERE) -4-(2- (4’
- REXERN)ZCHE -3 -HEEEE]-4-(3, 4, 5
~CHEEEE)- 1, I-ZEHRAF (13 )HMEE
EESATHR-2-[5-EE-4¢-{2- (4’ -KEX
ERR)ZEE }-C-FHEFE]-4-(3, 4, 5 -ZHH
EFE)-1, 3-ZHAEFR(12)(0.060g, 0. 105
mmol )« =M (2 2mg) . =ZHK (0. 03 7g, 0. 065
mnol )M 1 Op RAZKEHEER | SHETL CAR, %5 4 o B
LR FRBREN, FREDSHEZER, FWAREFTHF /20
A/Eta NCS5ml 0., S5ml/ 3 2mg) PN -HEBEREE LY
(0.028g 0. 315mmol)o EERKATHEREYZERA
AE. A1 0%HC] WEEHE, £MgS0. Tk, KERGHI —#
i, ZRNAEEWELL, REANRF 1 1 HEK ZHRTHE.
(3 1mg, WAL GI: ).
REAXFRFHE: |

TH NMR (300 MHz, CDCig) 3.24 (s, 3H, NCHg), 3.33 (1, 2H, SCHy), 3.47
{dd, 1H, C-5 CH), 3.63 (dd, 1H, C-5 CH), 3.83 (s, 3H, QCHj), 3.84 (s,
3H, OCHa), 3.88 (s, 6H, OCHs), 4.23 (t,2H, OCHz2), 5.07 (dd, 1M, C-4
CH), 5.82 (s, 1H, C-2 CH), 6.73 (s, 2H, ArH), 6.89 (d, 1H, ArH), 7.33
(d, 2H, ArH), 7.52 (d, 2H, ArH), 8.13 (d, 1H, ArH), 8.60 (s, 1H,
ArNHC(Q)).

FT- IR (neat, cm-!) 2226.

R-2—-[5—-(N, N-—HEHZX)-4-{2-(4" -BX%
- HEEFEE) -1, I-CERF (14)MEE
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EEEREETHR-2-[5-&E-4-{2- (4" —-%
EFXERR)ZEE -3 -FEEFE ]I -4-(3, 4, 5=
AEXEE) -1, 3-Z“HWRHF(8)C0.015g 0.026
mmol ) Eﬁﬁ( 21ng), KEWELY (Sng, 0. 07 Jmmol)
ul ZMA 1 onl ZEBEHE 2 8B 1 0 %NaliCOs EREIF
i, HEEYERA KB, £MgS0. T, ESHRE S —Fid,
CRERAEER ML, RBNN2 1Sk / ZRZE. (9
mg, WS T M) o
EREEREHE:

H NMR (300 MHz, CDClg) 2.80 (s, 3H, N(CHa)z), 3.15 (t, 2H, SCH2),
3.47 (dd, 1H, C-5 CH), 3.63 (dd, 1H, C-5 CH), 3.83 (s, 3H, OCHa), 3.84
(s, 3H, OCHa), 3.88 (s, 6H, OCHg), 4.06 (t.2H, OCHp), 5.07 (dd, 1H, C-4
'CH), 5.82 (s; 1H; C-2.CH); 6:73-(m, 3H, ArH), 6.76:(d; 2H, ArH), 6.82
(d, 1H, ArH), 7.29 (d, 2H, ArH).

F-2-[4-BHEE-5-(N- (AEXFEXEFHREE) - N
~HEBRE (-3 -HEXEE]-4- (3, 4, 5-=ZHEER
EE)-1, I-ZHEN (1 5)MHE

ESSAERTHR-2-[4-HAEEE-3 -HEE-5 -
(N-BE-N-FEBREE)FE]I-4- (3, 4, 5 -=ZFH
EEE) -1, 3-“HEF (5, CMI-03-244DG)
(0. 193g, 0. 37 0mmol ). MeH& (2 2mg, 0. 407
mol ). 3-EFEEEHM (0. 070g 0. 37 0meol )M
| Opl BASEFEHENRE L 26, REEREN, ATHEEZR
REEFEGL, BB 1~1 1 HEKR/ ZBRIE.
(126mg WEALLEINW: FRM).
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RAZRRHE:

1H NMR (300 MHz, CDCla) 3.44 (s, 3H, CH3), 3.47 (dd, 1H, C-5 CH),
3.65 (dd, 1H, C-5 CH), 3.84 (s, 3H, OCHa), 3.89 (s, 6H, OCHjz), 3.90 (s,
3H, OCH3), 4.35 (d, 2H, OCHz), 4.66 (s, 2H, CH2Cl), 4.90 (dd., 2H,
CHo=), 5.09 (dd, 1H, C<4 CH), 5.65 (m, 1H, CH=), 5.83 (s, 1H, C-2 CH),
8.74 (s, 2H, ArH), 6.91 (d, 1H, ArH), 7.55 (t, 1H, ArH), 7.74 (dt, 1H,
ArH), 7.98 (bs, 1H, AINHC(O)), 8.08 (dt, 1H, ArH), 8.14 (m. 1H, ArH),
8.17 (d, 1H, ArH).

B-2-~02, 4-“HEX -5 - (N- (HEFEERREE)
~N-BEBREE IXE]1-4-(3, 4, s -—=ZHEEEE) -
Iy 3-ZHERF (16)MHE

ESSANZET, $R-2-[3, 4 -—HEE~-5- (N
~-BE-N-HEBRBE )>ZXE]I-4-(2, 4, 5 -ZPEEXE
E)-1, 3—-ZWR¥ (1 )(0. 100g, 0. 20 2mmol)
Mo C22ul). 4 - EFEFHHEM (0. 039g, 0. 206
mmol ) 1 Oml RAZHERHEH 1 2 het. ASBHEEN, &T
mMMERAERTEEL, BHBEN2 - 1K ZHZHK.
(104mg, HBHET7 9% : WHAWH) .
BRAZERREHE:

'H NMR (300 MHz, CDCla) d 3.45 (s, 3H, NCHa),.3.46 (dd, 1H, C-5 CH),
3.65 (dd, 1H, C-5 CH), 3.85 (s, 3H, OCHg), 3.88 (s, 3H, OCHg), 3.89 (s,
9H, OCHg), 4.65 (s, 2H, CHCl), 5.08 (dd, 1H, C-4 CH), 5.83 (s, 1H, C-2
CH), 6.74 (s, 2H, ArH), 6.80 (d, 1H, ArH), 7.59 (d, 2H, ArH), 8.02 (d,
1H, ArH), 8.13 (s, 2H, ArH).

R-2-[4-BAREE-5-(N—- (MUK HFEFFIREE )
-N-HEBRRE }-3-HEX$¥X1-4-(3, 4, 5-=H
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FEEE) -1, 3-ZEHBEX (1T )MHE

EEZSAT, #R-2- (4 -BEEE-5-(N- ([gEHF
EXHBREE) N-HERRE )~ -FHEFE] -1 (3,
4, S-ZHFREEE) -1, 3-ZEHEEF(15) (0.120¢g,
0. 17 Tmmol ) BRI (2 7mgs, 0. 1 7 7Tnmol ) . FBok ¢ 38
ul, 0. 44 2mmol )1 Onl WRER 2 6. EEBBREN,
ATHHMENREEN AL, BENY 1 1ok 2BZE.
(11 Omg, W8 5%: BBW).
RAZEmREHE
'H NMR (300 MHz, CDClg) 2.45 (t, 4H, NCHz), 3.44 (s, 3H, CHg), 3.47
(dd, 1H, C-5 CH), 3.57 (s, 2H, CHzN), 3.65 (dd, 1H, C-5 CH), 3.72 (t,

4H, OCHy), 3.85 (s, 3H, OCHa), 3.86 (s, 3H, OCHa), 3.88 (s, 6H, OCHa),
4.34 (d, 2H, OCHp), 4.90 (dd, 2H, CHa=), 5.09 (dd, 1H, C-4 CH), 5.65
(m, 1H, CH=), 5.83 (s, 1H, C-2 CH), 6.74 (s, 2H, ArH), 6.90 (d, 1H,
ArH), 7.49 (t, 1H, ArH), 7.68 (dt, 1H, ArH), 7.98 (bs, 1H, ArNHC(O)),
8.06 (dt, 1H, ArH), 8.08 (m, 1H, ArH), 8.16 (d, 1H, ArH).

R-2-[3, 4-ZHEE-5 - (N- (MBI HEXLEBRE
E)-N-FERBE IXE]-4-(3, 4, 5 -ZHEEYE
E)-1, 3I-ZHEX (13)0MHE
BESATHR-2-[3, 4 ——HEE-5-{N- (4=
FEFPABREE) N-PEBREE X2 1-4-(2, 4, 5-
_$§§x£>—1,3—~ﬁm%<1a)(n 048g,
0. 07 domol) BE#( 1 Ing, 0.0 7 4nmol ) BME( 1 o -
wly0. 22 Iumol ) A1 0nl PEE S 3 /et @ TLCRA,
SRR D 0%, RN WS E B R R RN, B
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BERE, REFENFHEBLERER (1) . EZSREEBNE,
KRTHHERAEERAL, BBFI1 : 1 NCHE Z2RZE. W
EMHERE®NFY 1 8 (4ng: BFW) MBLB™H 1 (21

mg ) s

RRXERRHE .

'H NMR (300 MHz, CDCl3) 2.45 (t, 4H, NCHz), 3.45 (s, 3H, NCHy), 3.46
(dd, 1H, C-5 CH), 3.59 (s, 2H, CH2N), 3.65 (dd, 1H, C-5 CH), 3.74 (1,
4H, OCHz), 3.85 (s, 3H, OCHg), 3.88 (s, 3H, OCHa), 3.89 (s, 9H, OCHs),
5.09 (dd, 1H, C-4 CH), 5.83 (s, 1H, C-2 CH), 6.74 (s, 2H, ArH), 6.90 (d,
1H, ArH), 7.54 (d, 2H, ArH), 8.02 (d, 1H, ArH), 8.12 (s, 2H, ArH), 8.14
(bs, 1H, ArNHC(Q)). -

b= (3, 4, S-ZHEEFEE) -1, 2-Z-BE(20)%
&

FrEtksEs (0. 20g, 5. 27mmol ) MME1 5nl XARKZE
Fo MEXKEFMARBT 20nl BRATHFPE4- (2, 4,
S-ZHEEFE) -1, 3-ZEHEERF-2-BB(31) (1.0,
3. 3 1mmol) o N SATREYHKER1 2/,0. BREYR
HEOC, TEMELYHEL 0 WiF. H1 0%HC] BLRERS
VDEYHNBZHMATER. BRAEEEIE, BMeS0. T, I8 E

HRERI—MAaEERE (0. 8368, 97%).

NMR: (CDCl3) 2.34,d.1H; 2.95,m,1H; 3.09,m,1H; 3.84,s,3H; 3.87,s,6H;
4.03,m,1H; 6.53,5,2H. '

M.S. (IBu) 261 (100%). % 72.5-73.5°C

CiiHie0s Sz BIM M : C, 50.74; U, 6.19; S, 24.63. XMW {E .
C, 50.85; H, 6.20; S, 24.53.
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2-(4-BE-S3-WHE-S-FEEFE)-4-(3, 4, 5

- SHEEFEE)-1, I-ZEREF (21 )NHE
EESATHELI - (3, 4, 5-ZHEEFE)-1, 2-2

“HRE(20) (25, 4g, 37. Tmmol) . S-HEFER

(16. 73g 84. 9mmol ). PPTS (8. 52g, 323. 9
mmol ) 11 0 Oml HAFEH#HFTET, [HE FBDean—Stark EEEN
@Y, FEAEHE . REDEBRYEEZER, SREZEERE
MEEPP TS, 0k (10 0nl) MERKS, KETREER
Y. BEEMEERYARE, BELEMNYEFR, BEBRHEMZ
MR ESIWN/ RILEN! 1. 3B B 28. 6 2g. HZBD
B EEMAKERREBE 4. 3g HORDEXMRE. B8
2. 4g FRAFYTMHUESES LREEIRBIAEESRPHIYH
TR E4ERGE. 7g WRAFYUE, ELESELERSHEM
FHETAEHO0. 31 5g AUARESBE.

BEREZERHHE:

'H HMR € 300 MHz, CDCls ) d 3.50 (dd, iH, C - 5 CH), 3.66
(dd, 1H, C-5 CH), 3.84 (s, 3H, OCHa ), 3.88 (s, 6H, OCHs ),
4.00 (s, 3H, OCHs ), 5.05 (dd, 1H, C-4 CH), 5.80 (s, 1H,

C-2 CH), 6.72 (s, 2H, ArH), 7.41 (d, IH, ArH), 7.90 (d, 1H,
ArH). MS (1Bu) m/e: 400 ¢(M* ) ; mp: 149-151 C(ZHBAZEE ~

S48 ) ; CieHaa0- S= N M E & : C, 51.925 H, 4.82; S, 14.58;
N, 3.19. %M : C, 52.03; H, 4.86: S, 14.51; N, 3.18.
MAEEFEE:

1H NMR (300 MHz, CDCla) d 3.53 (d, 2H, C-5 CHg), 3.84 (s,
3H, OCHa), 3.89 (s, 6H, OCHg), 3.97 (s, 3H, OCHg), 4.88 (t, 1H, C-4 CH),
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5.70 (s. 1H, C-2 CH), 6.75 (s, 2H, ArH), 7.37 (d, 1H, ArH), 7.97 (d, 1H,
ArH). MS (IBu) m/e: 440 (M*); Mp: 120-121°C

(ZBZE /B ) s CisHz:0- S2 N Byt HE : C, 51.92; H,
4.82. % {E : C, 52.05: H, 4.87.
BRI -2—-(3, 4 ——HEE-5 -WEFE)-4- (3,
4, S-—HEXEE) -1, I-"HARF (22)HHE

6 5CTF, fEHAldrich diazald kit, ¥®&ET 10 0nl &
P HETHEERMME (13, 0g, 60. Tamol ) MMNE
mE WAk BEES (Z8, 2 7nl: H20, 2 1nl; SELH,
13. 3g). EOCHBEMET 25l RFME 0nl BFRFHR
—2—(4-BE-3-PAE-5-WEEE)-4-(03, 4,
s “HEEFEE) -1, I-"EREK(21)MBERPMAESR
M ZENEEE. BREREYEERELHS, AREESAT
EERREESRT S . ESREEN, KRTHHRET 1 0nl-
ZEd., NEERTEEEEY, BH 3. 285¢(88%%) MK
KEagg.

RAXEBHHE:

1H NMR (300 MHz, CDCla) d 3.49 (dd, 1H, C-5 CH), 3.65
(dd, 1H, C-5 CH), 3.84 (s, 3H, OCHg), 3.88 (s, 6H, OCHSg), 3.96 (s, 3H,
OCH3), 3.97 (s, 3H, OCHg), 5.04 (dd, 1H, C-4 CH), 5.78 (s, 1H, C-2 CH),

5.71 (s, oH. ArH), 7.32 (d, 1H, ArH), 7.58 (d, 1H, ArH); MS (IBu) m/e:
454 (M+); mp: 133-134°C

(ZMZB /B8 ) 5 Czol2a07 Sz N W {E: C, 52.87: H, 5.113
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S, 14.14; N, 3.09. £®{E: C, 52.92; H, 5.06: S, 14.06: N,
3.14,
FUELRTEUEENTAMR -2 - (4-BE-3 - H
RE-S-HEFXEX)-4-(3, 4, s—=ZHEEFEX)-1,
I-ZEERF (2 1) BEMATY.

WAEERHEE:

1H- NMR- (300: MHz; CDClg) d:3.55.(d, 2H, C-5-CHy), 3.84 (s,
3H, OCHa), 3.88 (s, 6H, OCHa), 3.93 (s, 3H, OCH3), 3.97 (s, 3H, OCHa)
4.88 (t, 1H, C-4 CH), 5.70 (s, 1H, C-2 CH), 6.73 (s, 2H, ArH), 7.30 (d,
1H, ArH), 7.65 (d, 1H, ArH); MS (IBu) m/e: 454 (M+); mp: 98-100°C

(Etz2 0) s C20H220- S2 N #3443 : C, 52.97: H, 5.11; S,
14.14; N, 3.09. X¥{&: C, 53.08: H, 5.09; S, 14.04; N, 3.10.
WME-2—- (5 —®E-3, 4 -—PEEFX)-4-(3, 4,
S-ZFHEEEE) -1, I-"“HRF (23 )H#HE
R-2-(3, A —Z“HEE-5-HEXE) -4~ (3,
4, S-ZREEEXE) -1, 3-ZBHR¥F(22) (3.1 08,
6. 84mmol ) BMWET 3 3nl RAZEYP. HEBFERFIWMATE
F7ml H20 PRIEALB (0. 72 1g, 6. 5 0mmol ) > BIA
TS ER (10, 0g, 19 5mmol). ERNPHEERERL 2/
. SEELEZIEBREEAS, HZBIEBEHTREK. BEAL: 0
BEfTUH, £MeS0. T, EZREABIOEHEEY (2. 5 28,
875% ).
REEmFHE -

'H NMR (300 MHz, CDClig) d 3.45 (dd, 1H, C-5 CH), 3.63
(dd, 1H, C-5 CH), 3.81 (s, 3H, OCHg) 3.84 (s, 6H, OCHs), 3.87 (s, 3H,
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OCHs3), 3.88 (s, 3H, OCHs), 5.04 (dd, 1H, C-4 CH), 5.75 (s, 1H, C-2 CH);
6.56 (d, 1H, ArH), 6.65 (d, 1H, ArH}, 8.72 (s, 2H, ArH); MS (IBu) mJe:
424 (M+), 227, 195 ; mp: 48-51°C

(%Y ) 5 CzoH2s0s S2 N BYH 4 : C, 56.72: H, 5.95; S,

15.14; N, 3.31. L% : C, 56.79; H, 5.965 S, 15.04; N, 3.35.
BEEFEHMANFRATAB -2 - (3, 4 -“HFHEE-5 -

WEEE)-4-(C3, 4, 5-ZHHEEEE) -1, 3-ZHK

¥ (22) FETRIAMRFH.

WAEmBEHGE

TH NMR (300 MHz, CDCl3) d 3.53 (d, 2H, C-5 CHy), 3.81 (s,
3H, OCHg), 3.83 (s, 6H, OCHg), 3.85 (s, 3H, OCHg), 3.87 (s, 3H, OCH3)
4.81 (t, 1H, C-4 CH), 5.68 (s, 1H, C-2 CH), 6.64 (d, 1H, Ar-H), 6.68 (q,
1H, ArH) 6.74 (s, 2H, ArH);

'MS (Cl) m/e: 424 (M+) 227, 195.
RE-2—-(4A-HHEaE -3 -FHE -5 -HEFE)-4-(3,
4, S—THEEEE) -1, I-ZHRAEW (24 )HBHE
BR-2- (4-BE— 2 -FEE-5 -HEXE) -4 -
( 3 ’ 4 ’ 5 —_:..Ep'ggﬁg ) - 1 ’ 3 -—:ﬁﬂiﬁ: (21) (2.508:
5. 6 9mmol ) ZEME3 Onl XTADMF G, EEHBEBHEER
(0. 9638 7. 9 7mmol)MA. BEEBEWFMAL O Omg
1 8- F-6MEEH (0. 7858 5. 6 %mmol) o EEAR
SOCTREMSEHE L M. A1 0%l HREEL. BZ8H
FTEM. BILEZMeS0. T, EXkEEEaH, BERNAEEN
ik, e A I 1~2: MR/ ZEZHE. (2. 6 0g
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MR 9 50 : RAM)

RAZGRBE

14 NMR (300 MHz, CDClg) d 3.50 (dd, 1H, C-5 CH), 3.65
(dd, 1H, C-5 CH), 3.85 (s, 3H, OCHa), 3.89 (s, 6H, OCHa), 3.95 (s, 3H,
OCHa), 4.65 (d, 2H, OCHzg), 5.04 (dd, 1H, C-4 CH)), 5.31 (dd,2H, =CHa),
5.79 (s, 1H, C-2 CH), 6.08 (m, 1H, CHa), 6.72 (s, 2H, ArH), 7.32 (d, 1H,
ArH), 7.58 (d, 1H, ArH).

R-2-(4-FBHEE -5 KE--BEEFE>-414- (3,
4, 5-ZHHEEFE) -1, I-TEHERF(25)8HE
BR-2-(4-BAEE-J-HEE -5 -WHEEE) -4
- (3, 4, 5-ZHRAEFE)- 1, 3-ZHEH(24)
(2.60g 5. 43mmol)HBTFI 30l EKZEF. MEBK
FEMATRET "l H20 PRIEWLB (0. 6028, 5. 43
mmol ), BMAHHENFLER (7. 09¢, 10 8amol) . R
BEERL 2 0. EERELIESEERZEEFBZBZEBMEE.
WEWEH 1 0%NaHCOs $Ei, ZMegS0. T, REHABIBEHEE
(1. 02g 42%). FEMBFY (ERNEFFEERS
MC- 2 EMERMFREHKINPETL C LEFHRMR] Ha &Y,
HUEER46% (1. 1 2g)
BRERRHE:

'H NMR (300 MHz, CDCl3) 3.45 (dd, 1H, C-5 CH), 3.63
(dd, 1H, C-5 CH), 3.84 (s, 6H, OCHa), 3.88 (s, 6H, OCH3), 4.49 (d, 2H,
OCHz), 5.04 (dd, 1H, C4 CH), 5.29 (dd,2H, =CHp), §.75 (s, 1H, C-2 CH),
6.05 (m, 1H, CH=), 6.56 (d, 1H, ArH), 6.66 (d, 1H, ArH), 6.73 (s, 2H,
ArH).
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B>

TH NMR (300 MHz, CDCl3) 1.18 (d, 3H, CH3), 3.45 (dd, 1H, C-5 CH),
3.63 (dd, 1H, C-5 CH), 3.53 (m, 1H, NCH), 3.80 (dd, 1H, OCHy), 3.84 (s,
3H, OCHg), 3.88 (s, 6H, OCHg), 3.89 (s, 3H, OCHa), 4.28 (dd, 1H, OCHy),
5.04 (dd, 1H, C-4 CH), 5.77 (s, 1H, C-2 CH), 6.72 {m, 4H, ArH).

BR-2-(4-(2-BEZEE) -3 -BEE-5 -HEZXEE)
—4-(3, 4, 5-ZHEXFE) -1, I-ZEEIT(27)
Hw &

BR-2-(4-BE-3-BHEE-5-WEFEE) -4 -
(3, 4, 5-SHEEEXE) — 1, 3 - ZWAF (21) (1.00s,
2. 27Tmmol )& F45nl XADMF A, EdEsHEmA2 -8
Z® (0. 783g 4. 55mol). MAKEFENAS Ong &
18—~ G MBREEH (0. 344g, 2. 4 9mnol ) - EELER
BOCTHHBRNYIX, BWA200ng B92 -HZE, B
3Ahm, RESEMR. A1 0%HC] EREFEFHIBMZBEITER.
HHIEZNHS0. T4, EEKER—FE, CHRNREEFAEL, &
"BHA2 I MeK /BB, (1. 01g, WEI2%: BE
).
BREMBHHE .

. TH NMR (300 MHz, CDCl3) d 3.51-(dd, 1H, C-5 CH), 3.65

(dd, 1H, C-5 CH), 3.86 (s, 3H, OCHg), 3.90 (s, 6H, OCH3), 3.93 (t, 2H,

CH20H), 3.96 (s, 3H, OCHg), 4.33 (t, 2H, OCHz), 5.04 (dd, 1H, C4 CH),

+5.80 (s, 1H, C-2 CH), 6.73 (s, 2H, ArH) 7.36 (d, 1H, ArH), 7.66 (d, 1H,
ArH).

44



F-2-(4-(2-MBREEZEE) - -FHE-5-HE
FE)-4-(3, 4, S-=FEEXE) -1, 3 -ZRHRF
(28 )MH%E

BR—-2-(4-(2-BEZEE-3-HHE-5 -HEX
CE)Y-4-(3, 4, S-SHEEFE)-1, I-TRHRAFQD
(0.600g 1. 24mmol)EF 150l RAZARRY, HE
HEMAZZE ( [I: 376g, 3. 7 2mmol) . BEBHEPMA
144p] HERRE. EESAZETRAERNEY S hE. H1 S
ml 31 0% RINaOH BFRAEIE. ABNMM-HRREGER. FH
%é&w4$ﬁ,ﬁgm%ﬁ~ﬁm,Emmﬁﬁﬁﬁ%m,uiz
LBk ZBZ BB, (0.650g 8 3%EE: TEW) .
BE-2-[4-{2—-( ¢ -REXFR ZEE }- 3 -BHAE-
5 —EEE]-4-(3, 4, 5-=ZHEEFE) -1, 3 -Z
BEF (29, CM1-03-296DG)mH=x

EESAT, B#E-2-[4-{2 - (HHBREE)Z4E )
~3-BHgE-5-WHEFE]-4-(3, 4, 5 -ZHEEE
E)—1, 3—-“BRR¥F (28) (0. 640g 1. 1 4mmol).
A -BEHRB (0.646g 3.42mmol). ZZTHEK (0.3 4 6g,
3. 42mmol )2 0nl ZHER 2 40H. PUBRERAZKS
B, B 1 09%K2 COs P, £MeSO. TH, EERGHECHEKY,
TRAREEREL, RBEAN 2 . IHOK -/ Z2KBZHE. (484
mg» 6 3 %EFE: WEPO .
RAERHRHE:
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TH NMR (300 MHz, CDClz) 3.31 {t, 2H, SCH2), 3.49 (dd, 1H, C-5 CH),
3.65 (dd, 1H, C-5 CH), 3.85 (s, 3H, OCHg), 3.88-(s, 6H, OCHg), 3.90 (s,
3H, OCHg), 4.26 (t,2H, OCHg), 5.04 (dd, 1H, C-4 CH), 5.78 (s, 1H, C-2
CH), 6.71 (s, 2H, ArH), 7.25 (d, 2H, ArH), 7.30 (d, 1H, ArH), 7.42 (d,
2H, ArH), 7.58 (d, 1H, ArH).
1-(3, 4, 5-ZHEEFE XEZK (3 0)IWE
¥3, 4, s~-=Z=FEEFXFE (9. 830g, 50. O0mmol)
BTERMUENTESH (0. 396g 1. 00rpmol)#2 0nl
CHz Cl= o MEBEREPMALE S 0 %NaOll 3% (1 0g NaOH
El1O0nl b)) BEYFIFMABRLE=FEHKE (10. 2 0g,
50. Ommol ) . ZEHRBHETEEYHEERK 1 5 heF. BKFLER
M, FACH2 Clz 8, AEKFFTHRE, £MgS0. T8H, REHH —
Bt (9. 69%g, 84%), BEHEw 2 4/h8E, EA®N 3
HEeEE.

NMR: (CDCl3) 2.75,dd,1H; 3.11,dd,1H; 3.81,d,1H; 3.82,5,3H; 3.85,5,6H;
6.50,8,2H
M.S. (Cl): 211 (100%). ‘ 1 44 54.5-56°C

CiiHia00 B H4E : C, 62.85: H, 6.71. L% {E : C, 62.83; H,
6.76. .

4-(3, 4, 5-SHEAEEXE) -1, I -"BAK-2-KHE
(3 1)M¥E.

HMRAELW (2. 40g 42. 85mmol )EF10. 0
R, ZEOCHKSKXTHAZRAER (3.1 0xl, 51.43
mmol ) o BIFIBREKEREY, WA1-(3, 4, 5 —ZHEEXE
E)REZHE(30) (3. 508 16. 66mmol). EENY

46



MHBEEE, KHERNYEE 2048, IEEZETHEH TR,
FidzR I8 SHEBEENKE, BEANZERESEIN Y3 . 8 2¢
(76%).

NMR: (CDCi3) 3.85,s,3H; 3.88,s,6M; 3.99,dd,1H; 4.17.4,1H; 5.57,dd,1H;
6.70.5,2H. : ‘
M.S. :(IBu) 303 (100%). 5 . 152-154 °C.

CizHia02z Sz E’Ji‘l’ﬁ{ﬁ C, 47.66: H, 4.67: S, 3180 %5&{5
C, 47.90: H, 4.70; S, 31.71.
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RE1:

Jél ; - ooy A )rons
No, CH;0™ T 0CH; o Rt

CH:
OCH; 21
x ¢H
AR
1. CH,N, LR=F&,X=0
2. Zn, CaCl OCH; 2:R=HI& ;X=S
ORI ; PREIES
4 RNHOHHOL  cuy0 o ocH, 4“R=pTEX
cmo@
OCH;
o 9H
| HNJJ—NR
LBAER KCO '
y 2Z0.CaClh . . OCH,CH=CH;
3 (CCLON;CO S
S
CH 0@ 5:R= F & ; X=0
- 3 OCH3 6:R =ﬂTB=O

48



Wiz 2.

\'O., ICH-; CH'IOH

CH K1CO3.
18 A
CH;O [-

CH30 CH-O
OCH3 ‘ 3

1. CH;S0,Cl, TEA _@_
2. 4-HOCH,SH )QOCHZCHZS =R
% A

4Br-C¢H,SH CH;O OCH;
7: R =OH
CH3O 29: R =Br
OCH, 11: R = CN_ JCuCN
OH
1. Zn, CaCl J‘—VCHa
2 (CCR0)/C0
4. CH;NHOH+HCI )ﬁOCHaCHzS R
CH3° ( 9: R<OH
13:R=CN
CH;O
OCH;
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wnig 3

o CH,C
o QH .
.U-—N'CH;, 0
0 3-CICH
S W——-z%;&cr-» oo
NP*“'(S O
- CH;O
4
CH3O
OCH;
o QH o
OCH; 4-C1CHqC c0c1
5 CH i
) C‘ OCH, "Hﬁﬁ 2
T™PY S Locss
{ CH;O :
CH3O
)
CH,~-NETP
0
09 I ( 5
M Nal HNLN*CHB
15 : OCH,CH=CHj
L) s
L OCH;
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0

0 O
W, wk E&Nal. 1. A~
Y N wEwE LR @ CH!‘N"\«'R
CH30 C 18:R=0
19: R=NCH3
CH30 ] »
RE4d
NO,

OCH,CH,0H

NaH Nal, e, EIE

S
ca;oQ\.--g OCHy o _ (mEE) %W

g ol
CH;0

27
OCH;

OCH,CH,0CH,~” N
OCH, 1. Zn, CaCl

S
r CH3O \\-'(S- W
@ 4. CH.3NI'10H’HC1
CH;0

3

OH
JL—\ICH3
OC:H‘)CHﬁOCH'r
S
CH;O
CH30

OCH;
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WES .

OH
LOCH;
) : .
CH:O@«Q O - (mmE EW
N .
CHO .7 HNLGW, BRx
3
\ -
CH30 (ﬁoah
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o

ERAFTEYHHE
a) EXFEHREHE
CH,0 CH;0,
Q CuBr, ©
CH,0 CCH, CH_CI-b- CH;O‘@'CCH:BF
CH,0 74%
220 ¢, 7B
CH;0 OH A CH40
CH,0 c-cu,ar 77% -uCH Br 63%
: | g et >95% (CH:0 T e 599%
CH,0 CH,0
7414
AW
B¥% 3K
CH,0 OH NH.HBr CH,0 OH NH.HBr
CH,0 C"‘- CHzSCNH2 52% CH;O-@_C";I CH:SCNH: 47%
H
CH,0 CH,0 "
1. NaOH
2. H,50,
CH,0. oH | CH, o
CH,O - 'c —C%SH CH:OOC l|lCHzSH
e A
CH, 0 H H
SS-HEFER
BF4/CH,(,
or ZnCl,
CH,0 CH{0 — NO,
CH,0 3 cn,o~©7"'\ }Q—OH
(o
OCH, CH,0 H OCH,
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WRES (£) .

CH,0 s NO,
CH,0 . )‘Q—OH
0
CH,0 OCH,
CHZ =CHCH3 [
K,COy/DMF
86%
CH,0 5 NO,
CH;0 O‘( )—Q- OCH,CH=CH,
0
E_RERA
ZE
100%
CH,0 s NH,
CH,0 'D'( )—Q— OCH,CH=CH,
0
CH,0 __0CH,
L =K
2. t-BuNHOH
65.1%
CH,0 S NHC(OJN(OH)C(CH),
CH,0 ‘{}( )Q’OCH,CH=CH2
0
CH,0 OCH,4
VP503H
I.%59449

CH,0 S NO,
ono-f I Iy
CH,0 : OCH,
91%
CH;0 3 - NO,
CH:O-QQ )"'romcmcn:
CH,0 OCH,
100%
CH,0 5 NH,
CHaO-Q—( )'"Q—ocr{,cw-.cul
0
CH,O OCH,
5%
CH,0 S NHC(O)N(OH)C (¢
CHy0- )-"Q—ocrl,cuzcrl,_
o
CH,0 OCH,

AX. GRIY. RRZLY. +HIPHRCHY, FHENL
B, SBFHMPAFRS —RUERAMASHRRN, TELS



TEHRENU LA ANLGYPHN R LRBETHREMEDR
HEBRTHEAMBERBENNARRBT. SRS TUEIEME
EREEAY, B, 0k, BENAY, GREY. FAKY. K
THE, REBBLS, HEATHEE. BN, BKENREE.
FXFAMNABTRGEBRE Y RERERE LRBIALAEY
FRERMEPERARFTRENBDENHLERE &Y. SEHmIE
RERXBHE(Q) SXNE (Fo, 8B, SEE. R, R,
WEBRE ) BRMBRNRLE, MEENBRERGE, ZLBRFANTEK.
HEir. BRE. 3HEB. ¥RB. ASLR. XHFER. $TK. I8
FW. XN, FAER. BRM. XoREAORLARER: O 5
SEMBTFERNBEMELE, LS EHETH L. 5. 8. M.
B. 8.0 % 8B 8. .#. 9% RE5aE. N, N-Z¥P%
ZZBE. DWW, WZEERZ AT BA B T S AR
ik ®e): (@ 50) mas, NETEBEHES.
ERARERARBENT AR ERN RN ARERBRT
FRENFERS BRI EFENERER. WHEFWLERA D
WA, BERLAUMRENENS0. 01 ~300ng Ke BERH
hE XK, R%0. 1~100ng/Ke/ /"R, RIFR0. 5~425
g Ke/ Ko E—HEEMBES, ANNBHRABHEN. 01
~3%wt/wt. AIRBNAEDNERNEUFEERGELSYRN
ERRERBTHE. UETEDESATEN, HAERNRETHN
EPYMERREE, AAECHOBREERRARF DM HERE
¥
LepwEMMMENEENRENEELY, SAYNESR
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FBEARFI~3000ng. {RES5~500ng BIERES. A
MEHN25~250n EBERFERM.
BHETHABEERRLC Y ERDRKEATIN0. 01
~30nM, REHOC. 1~ 1 0nM. Hll0, ITUBEIBRAEHF
HETHNRBEMEE, FUERSTERTERKRKARF; &

C AU EERARER (bolus ) £5,

EHPAAYRER LA YNEESRAT AN REEE. 5
HEE. AEREAMBREURATREESRARAONE ER
. BERE, NRAEAHERERRNOBEE L. W
HE, WTFE-BENEE, REMNENSSNKEMERRAS
BHARBELABHARNELHF TER M AAMARTNE, 58
W EHO S BRE NS ERAN, ARENFERNEAYNEE
BB, ERRS T — KA, SETUEREH R ERHELS
BREFHINELS.

DRAGPEAXBLS —HMERBAR— ST RRE. T
ANEHEERRES, REHEAN. SFORRTLHRE, &
HayTHERERNUAN. BARKEARAEE. 449+T
TRENYRANKARN . RER.

AL AN, BREN. BASTEATHRBRXUNRALS
WERE—H: RANNRESEE. RERNEE,: READES
A MW IKE. Prinogel RENEN ; WHEN U BB
B sterotes; WEIM (glidant ) B Z S IL Bk ; & ok P u M bk =B
WM RIS, KERPE, REER. YSARETHRE
B, BT EASXBYRESN, CEOREREWKGE. ko, 7
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EXERAMTAATAEARETHERANL TR, WMl %
BRETHAHMGRE.

ERLCONETRABEREGEDTESMM. S8, HE
M. MKERA. OFWEABY—MASTLE . RTEERL I,
MR AT LS AR AL RN . b, BEMAR
B

ERLEYRTRE AP REL LTS RE R EMER AR
CERPRES, ASHAREEROLCYRES, URLR. B
HEA. BEARAAELEY.

BES. HEA. ETHRSABNARESSETAE TR
B REHBAWESAA. ShEE. BEkd. BEZ 8. Hi.
AoEBRECAREN: AENULTBRANEESEREE; N
LRMAR DR, NERBREY, SANUZ-RNZE; SWHW
ZME. FEMERRME AR DR n R G R,
EA RN TORERR. — WA N BRI 05 v B
AR

RS DK B, (R 3 AR O TR A K S B Rk B W 2
(PBS)Y.,

E-BXRTEF, EERLYSHRPLEDEE RS
MREHEEARENSHBERHN RS, SRR ERERLD
R TEDRE. TEPHANEADTUEE, NZBZHZH
. K. RZHB. KE. FERRNEAS. A0S0 ER
AARBEERWMEHNEHE. SINBTMAlza Corporation

Nova Pharmaceuticals. Inc H®.
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FeBifh( Liposomal ) BR M BT URTRAHMHRE. EMNTLE
MEFREERRARLAMFTEHE, WUSL, 522, 811
FE (EXREXBALREESE ). S, EREWARELE
FH: BEEOBE (URERSERZAE. RERNERER. &
£ Bk (arachidoyl ) MEBERAEEN O BTHENENF, RER
HEN, EANNREOLERATHRERR. SHLehRR—RK
. “BHEEN A=ZHRETEDEESIAERY, RAERATRE
BHEEREDENTENWE L REFIBRERESE, WHERHE
RETH-

. £HEH

AUEEENEY TR RFMLaYENIP AF REERMAERE
5, BELAMESAPATIEMNES, DEFHLaPER
PAFNGREMER. XRCAfXR PoE—wyREAE TR
AREMLAYENPAFREBHRAMESD.

pign, BEAPAFSESOIRGHNINBEFmEER, diULW
SRMEERYREE. PAFASHARESEEBRTRBETN—
MW ENPAFERANE I NXRER, PUSIDEBNRAE
LR, SHLAPHPAFESBRENORERGEW.

HWERME (endotoxenia ) BJELEN BB RELR, PAF,
MEREET (TNF ) BN, SRLEAEHMTEHREENE,
SERE. BEZK. oOEEZZHERTXREAGHIRE. AR
FHESFSHTENKRENRT. AERBSHPIRATELERN
L ARERANBDERNTRANSDRE.

RSP ENFZEERIBEARXEN BN AREELR
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ER (rat) A m M ERERMDETMK (Shen ¥, “The Chemical
.and Biological Properties of P A F Agonists, Antagonists,Aand
Biosynthetic Inhibifor‘s” » Platelet —Activating Factor and
Related Lipid Mediators, F . Snyder, Ed. Plenum. Press. New
York, NY1 53 (C1387)),

XBREHEDERRFN P s - BHEABNW
WS B, BEKOMAAMW (RBL ) MW - EHEEE
EHER=ZBEYERNTRFET EXH. B s - BHEABMD
LEeYLERERAR=ZFNSE.

F—HETHFN—HhanEs - BHEASBNEINEDX
BRUGIBREREREMELENBEMARRENENTEHEA
Emim. BAE, LENBRES -EHEABFEATBLRERS
HR=F (RRXENE), ILPHOEmTh, 48, BS¥N
mEFENOESEE. AdBAENEEESHREMBEEEM
MEFIEE AW, BEs5 - EHAFBNENE LIRS B EETSE
BB B Y AFEME R R TR T AR B

EBERPAFM2, 4 -—EE-1. 3-“HAKM2, 3
—ZFE- 1, J-HRENETEDEENTE, BHEERNT.

5K B 2
e ESaNP AF AR
a ) AdHNE BB H &

f B American Red Cross Blood Services ( Dedham. MA) 2%
D REEEENEA R DRR. L RERE (L5 0N
NaCl, 1 OuM Tris M 2uM EDTA, pH7. 5 ) LKKEKE, &
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MmN R EE AP SaM MgClz ,» 1 0mM Tris M 2uwM EDTA,
pH B 7. OWIBRY. RAEBREREVEYRABENEEZRT

Mib. WEAMRLIBESHEYX =K. 3 TH-EERBRITE,
B (lysed) WEBIEWED, 1 Oul NeClz » | 0uM Tris 7 2 oM
EDTA, pl7 . OMBERFHEANREZHEMEERERC. 25,
1. 031, sSMMENERTE, HEE3, 500Xxg THEL
2B, ZEOD. 25-1. 03MZE (BADM1. 03-1. 5
MZF (RB)HHRBAS#S WK, Blovry FEb 4 0WKE
BE(BSA)ERNERWNIHEORKE. BB, KRS RE
MG (FH4nl), HEFEE-80C, EEHNMEE.
b)Y [SH]IPAF&GaHd

[FHIPAFMAGOIEREFRAZTENE AR IERE
FfpH7 . 0701 OnM Hglle BETHTiFM. WEA (100 ug)
BMEZREM0. 5n] BEP, HBEWRA0.1 Spnol ( 0. 3nk
WEIR[*H PAF JRCHABENAIFECHMPAFRPAFZHE
Pk, HBWPHE L OnM MgClz » 1 0mM Tris M0.25%B SA,
pH 57. 0. E0OCEHERH 4 H)E, #Eidvhatnan GF .- CH
WASHREERS TABUEANRL AN [PHIPAF, &R
SVFEET, AOUSBEMNEA[CHIPAFELARE. 5
RBELSABENHELRMRBEREPAF (1aM) FETENE S,
HWH A EREEMNAREIIMPAFPAFSEYRPAF R
kERN, BEARLRELREEMTL. HRAEABELNE
NECNESREEANEE.

ATHEWRLLPOHNEY, [SHIPAFEREDIN
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HEEAUESNNERTREL, PETHPNEFEERNOEESAE
HOKMPE, Flal AFRCPAFFEHBESEEEN 10 0%,
keapmEFWPFTRRATA:
BHEK= [ (RS -FRELaYHBMESS) /
EHRREEE I X100%
oo BEUBRRU[CHIPAFEAMS 0 B RFLEN
WHMEE, EEEiGrarh Pad, Inplot, A (Version) 3.0

 (Graph Pad software, SanDitgo, CA ) RIE&M EE I HHEK
ARERHESHEN. RL1HB/ET-FR2, 4 -ZFE-1, 3 -2
RRNH L csoflo
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X

:§£m21 4

- ZHFECEERTMEN MR

fe) O—Céy
Newy
B8Rl Rl R2 ICs :
. -1
@oM)__(uM)
1. | B3 |NHCONOHCH;3 CH3 2586 0.2
2. |3 |NHCSNOHCH3 CH3 0.28
3. | R | NHCONOHCsHg CH3 678  0.24
4. | B |mMHcoNoHCCHI): CH; 7977 032
5. 1 R3 | NucoNoHoHs * CHyCH=CH3 5610 0.17
6. | R =, |NHCONOHCICHY); CHCH=CH 5427 0.57
7. | B, ro; CHCH2SC6H4OH 57% @ 3 uM
8. | A [N CH3CHSCgH4OH 41% @ 3 M
9. | R |NHCONOHCH; CHyCH2SCgH4OH 0.12
10. | R 3% | NHCONOHCgH4CL CHyCHSCgHsOH 64% @ 3 uM
11. | B3 {Nop CHCH3SCgH4CN 2056 @ 3 uM
12.| B INm2 CH2CH5CgH4CN 16.07 @ 3 pM
13. | =, | NHCONOHCH; CHCH2SCgH4CN 0.092
14. | |7 5K, | N(CH3) CH2CH25CgH4OH 25% @ 3uM
15. | K&, |NOz CH2CHSCgHaBr
17. | R & |NHCONOMICH; CHaCH=CH3
18. | R, | NHOONOM2CH; CHz
O
0 CH,-NS0 b
Ml = JL@ M2 = CHNGR  Rothy
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