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LAEMBEBBRIREC - CGRE. C - GGERRE., 0 (G
- GBRAE). 0 (G- CERER). 0 (C- CRERE). O
(G- CHEHBE)., O (G- C#EH-E). S(C-CE). S
(Ci- CERRER). SO, (G- CER). SO, (C - CERE
£). F. Cl. Br. I. CN. NO;. CgHs. CO, ( C; - Cyt ),
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5- LEE-7-£[1, 2, 4]="5[1, 5-C]IH=R. 2- {&#BEL-5-F
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[1, 5-a]E*e., 2- RABRE -5 7- —FE[1, 2, 4 =451, 5- a]
e, 2- RBEBE-S-FEARE-7-FEL, 2, 4 =51, 5-a]t
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AARBEE) . S(C-CoBE) . S(C-Cy AARE) . N(C;-Cq
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FARE) . SO, (C1-Cyx&) | SO, (G- CoARKR®RE) . F. QL
Br. I. CN. NO;. CeHs. CO,(Ci- Cy3t3) . CO, (C3- C,EHE) .
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AHRRXET-AHLAEMREAH H
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AR %F. Cl. Br. NO;. CN. Ci-Ci &R &, CO, (C;- Ci ¥
£). CONH(C,-C, %E). CON(C,-Cy B) ;. SO, (C;-C4
RE) XS0, (C; - Cy R L) ; |
BREC -CE. F. Cl. Br. O(C;-CyE) . 0(Cy-Cy
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CO,(C3- Cy8¥E ), CON(C; - Cy%2E),3 CONH(C - Ci e k),
FHRARETANLAMAKELAH H
TAR%& H. F. Cl. Br. I. CH; & CF3; XA
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\R'
AARBAGESTFX LT

- + R
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.

IAHERA—AFHRBEGER -, ZBETER—AREE, X 1
¥, BRRTRAAIBRT, XFEBR—41248, X IaTF, XFH
ERTHFAACH, RRTFAELSN. BRAIHRHLEHET
HAA B, ARERL, X PHRAERELSHERALTEH AKX
I1&AGeHh, PIREER, AELEGDEERX la &ML
4% A8 Fl .

ERAERTFTENBRREZRAR, AP RRAFTE,. ZAARER
ABERREAR ¥& F4 AT RFR-BRRAWEFE,
XERSWP, RF# REREAFENLADATRELEYG. EEAR
FTHBEHHRSRAAR, REFBREIXFTLEFENRS. HEALGEMA
FrEifFRERrAESy, ARAEFSIATARRE. EEGTELE
HowEmaEiE AX (PR EEIFLEREFLIOE
plofEnter K, Fw k. R4 E, A, 1, 3, 5- =% Sk
A vk K F oK ki Eg R et X WK &
.ok B owbk K01, 3, 4- .1, 2, 4- == 1, 3,
4- K- X 1, 2, 4-FK - K 1, 2, 4- ==K Fiif=%w
E. O EHFpIESE. BiEE. (1, 2, 4|1, 5-a]ERA.
[1, 2, 4]==J[1, 5-C)EwE. [1, 2, 4] =1, 5- a]®=
A oakek b1, 5-a]ERwEA AL, 2, 4] =1, 5-a][l, 3, 5]
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FREAFTEAEES ARFFORKRBEOGELETEN - F
EAAEBRUAVHACRRAALENAZARRKRE EX2 B4 %
REBEALSHITRAREREHAAE. ERAMBRKREEE F. C1.
Br. I. NO;. CN. C;- Csxx%k. O (C;- Cs®#z). O
(C3- Ce&FE) O ( C-Cs#ERE) N (C- G,
S (Ci- CeleBEx). S (Cs3-CsABHHE). S (C3- Csfh¥
E) SO, (Ci- Cs®rE) SO, (C3- Cs&HE). SO, ( Cs
- Ce#¥ ) CO; (Cp- CerAE) CO, ( C3- Cs#&H L),
CO, ( C3- Cg®¥E). CONH (C;- Csk&i). CON ( ¢
- Ce3E) 5. Si (Cy- Cexedh) ;0 A% XX AR A,
RRARFRRAL, LEXRBRRKETHEAREATARER AR
R, ZAH 2 Cl. Br. I. NO,. CN. C;- Cghq%i. 0 ( ¢y
- CelE) N (Ci-CeiE) ,. S (C - CGREIXE SO,
(Ci - CeXE). CO, (Cy- CgxE). CONH ( C; - Cs
BE). CON (Ci- CsBE) ,. &Si (Ci- CeEE) ;—&
ZRA. ERBRRATHEAEA. FRA REAE. mRAL
FR R ARXTAA L THEAB -8 =K F. Cl. Br. 1.
NO;. CN., C;- Cgx#Ek, O0(Ci-CsxEz). N (C;- G
BE) 2. S(C - CRA) 2SS0, (C,- CeBEHR) . CO,;
(Ci- Cg%%,). CONH ( C, - Cs#E) . CON ( C - Cs
BAE) .. XSi (C;- CGrAA) ;.

HEHBEAKEEEF. Cl. Br. I. NO;. CN. 0 ( C; -
ChEIBA) RO (G- CEBRA); CG-CGERE O0(C-GEK
A), NG - Cx#t) ;. S(C-CxmRA). S0, (C - Cy
RE). CO, (G- Ci). CONH ( C; - Ci#t) % CON ( G
- CBRR) L (HFARAEAARERLER); ARAEAREEL (L
BERE 128 3A%BF. Cl. Br. CN. CF;. NO,# CH;#54
A) . BABHEZAXERREAGERL sttt 1 - mARREHS
BE R,
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XPAKEF. Cl. Br. NO;. CN. C-Ci&RERE. CO,
(Ci- CytA). CONH ( C - Ci3e#). CON ( Cp - CyaE)
2« SO; (Cy— CyE) £S0, (G- CARREREE); BREAC -
G, F. Cl. Br. O (C - CxE) O (C - CERRKE)
S(C-CsmE), S(C - GRERARE). N (C - CRE) ,;
XAEBAL1-34%AF. Cl. Br. CN. CF;. NO;# CH; BZA&
AR XEAIEXAE BEDHAIESABRINKKXHK CH;, FHE
DA EVy—ARH. XESHT, BFHBRLTHAREF. Cl.
Br. CF;. NO,% CO,CH;, B&X&F. Cl. Br. CH;. OCH;,
DRAHKXCH; LIRAHWLAY. BFRANKLEELTHARKEK2,
6 -—REX. 2, 6-—fEHE 2-f-6-KFHE 2-FEEE
~6-FHAER 2-K-6-FTAFAFA 2-%£-6-FAEE
¥E. 2-FERE-6- (ZRAFHE) EX. 2, 6 -—8R-3-F%
XEA2, 6 -—F -3 - FTEXEHXTELSY.
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LAFMEBAZIRAH. C - ClE. C - GGEAARE. O
(Ci- CEE) O0(C-CGHRERARE). 0 (C- CGRERL),
O (G- CHEHE)., O (G- CosditR). S (C - Clrib).
S(C - CGRERARE). SO, (C; - CetH). SO, ( C; - Ci &K
&), F. Cl. Br. I. CN. NO;. CiHs. CO, ( C; - C %
E), CO, (G- CiEHE). CO, (G- Ciégte). CON ( G
- CBRAE) ;R CONH (G- CRAE), §HRRXETF—AHLPM
KRFEH; BETXKEAH. F. Cl. Br. I. CH3;X CF;. &% £ 4
BEFHARKEA2 - (K. BEX=ZAFE) -4- (G- GREAL
HC- CGEBAL) -3 -mmik 2-R-4-(C - GHRE) -
3 - AR 4 - FPEEE- 3 - ALY, Bahbegixk
AR OHE2 - K- 4-FH-3-weRk. 2-8-4-F&E-3
- R, 2-f-4-CTEE-3-wmmA 2-K-4-(1-F
AZER) -3 -k, 2-K-4-7BEAE-3-kwtfpg -
A - 3 -k,
AEXPLARFABARZERFTER P TRLEHGX I E&W:
ARREE1EELAC - C,RABRK, £ —4Cl. Br. I
CF; BAEi#£ A — A OCH; X CH; A B BRAM 3 -, 4 - X5 - vt
AHEH ANERELFHARRAL - FA-4-F- 3 -we i,
1-FE-4-F-5-m2EkK1-2E-3-(ZAFH)-5-(F
A FERERBRT) - 4 -k A5 65X £ O,
AXFARXEREOHELSD. FAXRRIRANRS, EHOIEFTE,
LA, 1-WHhTE, TH 2-9A®E 1, 1 -=—FHRTE 3%
ARAFRAEATE RERARRACHEATSERATHREBGART
BRARHRENS, RHGEZRPRA. 2-RATEHF1, 1, 2, 2~
WRLE. RERETOER. £ #ht
R EHNARANX IS EIES, S-FHE-N-(2, 6-=

9



AERL) AERE. S, S-—FEA-N- (2, 6-=—§-3-Fi%
AIBLEEK., S, S-ZFH-N- (2, 6 -—RKER)EEE. S,
S-ZFE-N-(2, 6-—R-3-FEEXX)BRBK. S, S-
—FE-N- (2-K6-RERIEEE. S, S-—FH-N- (2
-FREE-6-fREAL)AEBE. S, S-—WA-N- (2-¥4
BE-6-R¥EAWER. S, S-—_FA-N-(2-F&a&BL-6
-FEER)RER. S, S-Z¥A-N-(2-9&&-6- (=
RPEOXL)BRERE., S, S-—FPA-N-(2-F-4-FHi-3
- ) BBk, S, S-FEA-N-(2-&-4-FRL-3
-RA) BRER., S, S-—FA-N-(1-Z#4-5-¥4-3
~(ZRFE) -4 -k X)) BERKE, S, S-—FE-N- (1-
FER-4-8-3-%2RX)RAEHE, S, S-ZFE-N- (1-
YRE-4-%-5-k ) ATE.

XNIWN-FRAEETALZFAS LS o FAF ELHE.
4 Chemical Reviews (1t 33 %), 77 409-435 (1977). Synthesis (&%),
165-185(1981). #» Russian Chemical Reviews (5 & 3t), 59 819-
831(1990) F AT M BN F P A THAGEALE TR A TR —BERKRI
TRA.

BERERAGRNES S TG ERLLS Y

R

O =5
\R'

(XFRFRGEZLEX I44H TR 5X 1lla 6§ 3 Bitd:
AR’ - NH,
| (X F AR EL S X I AW F MR M —F i =R, 2
- BREARFTRAEN., ZRALRE. BRAXEREVELNRAE. AL
REV AP BB EEAHGBRLE, BAGIE. BFE—RAE
H-TOTEHHY CIHAGRET, T—HANEMN R FRTF L%,
BEBGFTER, HEFRNEENGREODHAAHFENEGRBERE,
REMNERASY, BENARLE, AFEASH, BE—Fwgi]

B, REWANBEEREEMHKER RTINS E. N - FAAEREL
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SO TALEEIR IR AR THANBEL B ek, AT
BAFRF ke EL B EREL, 22, BAN - FERAEBLESYT
ARRMEZMSEFAGEANEN T ERBXFEABRLN, KALET
Bz e,

A—FFHEXINN-FEREBRALLSPIHFTERIRIXR-S-R
BAHE X Ma RS PR {LREE. EHE—BEEL - 20 CHY
20 AIMY BT, TAWEMN KPR TERE. RPGFTER, HAL
HEENFHRERNSHEFNENRELRE, WAH1ERLEZHE,
REMANE 1 BREZHF RS D iR, FERR, THT.
(2X%) AR, MK, BERLE. ShTFHFARER. 2
AR —HBEGKRER, wHREBEAGNMDIBREKERFEAR. £2H
RIR B, RN - FRABREEODERAAWENPHER. T
RKAFRTERDEN - FRBEEBASY, REAHFHGHEIER
FTHERBALA. SERFABRERY, TEE2H B ds
W& IR THRE, MTEERTAKRERDE K.

XIN-FRAEBEASHESAEHNEX IV

| Q - SO,NH - AR
BN - FEFEARBBRASWEELN, BHEFELHEX 458
Bt RAL AW
Q - SO,ClI
5 X I & F it e B R
AR - NH,

AT QARSI REFRER T L EF 5.

NIHN-FRARAEELSH T ARF LS L X I FELLSHE AR
HOMAGLEHRRFRGPELESY. 20 ARFR TFFELLSY
MARFSGN - FRAEFRBAONBZLEHE G AR A FBALESH AR
HAWGXNIVAAS PR FAERLFTHARZN - F AT BEBEAH G AR
MXIVN - FRFEABBBRASY. IHAFTLAVEATHBERILLSY
Wk, BAFABRRXNLERNM. SHHE58O N - FASASs KL
THORRBEIEZEN, N -FEARBRALSHG AR L E L S Bts
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#& ARHF, BA ARH4 5 AR ¥ AR R BRNARE LS HNGE
AR EXENFLGFH LA,

AEBHEEHRAXNIMAESHG ARFIEAIMBEFEEGX ]
N - FEAEBREHN G ARFOE. £ike5 ARF L, RAAFEER
FREGBRRF XL Ee) ARFEH.

ARSI QFIRAFREARFEFEARY. H R LG HFf
AEREPEERERY), LARBERLZEARKE. ST
BEAFSUEAOEEE, AL, FAFPFR, ST FLRAH
FHEFeER R, ek, kA, wdEA, 1, 3, 5-=
A, Bk R B R Bemok Rk, kiR, Eor k. mbeg R
wkrd Ak, Ko K sk K ke A 1, 3, 4-cB=wm 1, 2,
4 - k=, 1, 3, 4-E=-=} 1, 2, 4-K=-_=p 1,
2, 4- =R, RifvkvhA, Eif(bES A, R 1, 2,
41==3F (1, 5- alFEwh. 1, 2, 4 =41, 5- C]E=%
B0, 2, 4= 451, 5- apmw k. w1, 5- alg
A, 2, 4=, 5- aj[1, 3, 5]1=%%. QK%
BREANBHREANSGHRZFTAN, BmaEX L0, %5
REFITR2AREERREGI L O DS T ERAETRI ke, A
HEgd QRABRRKURARSIGLEY, BNAHTE Y — A4
BARAGAXLEY. QREAS-RA-1, 2, 4-=%- 3 -
ASEBRM[L, 2, 4)=vf[1, 5-CEm-2-4.1, 2,
4= 5F[1, 5- a]E®R-2-EH[1, 2, 4==%H[1, 5- a]
MR- 2 - RELSHRBAATARANE LAY,

FTREFTEREFZ QHFFHRRAECELMAEN - 4
REBRLEGUHACRRAEAGENBIORARL, AR5 K
CHRRLBENEWELE. EAHRARELEHEF. Cl. Br. I.
NO;. CN. Ci-CelE. 0(C;-CeRAE). 0 (C;- Cg
BEE). O (C-Ceé#A) . N (C - Ceir#),. s (
" CRE) . S (C3- Cs#BBHAE). S (Cy- Cesmet) .,

SO; ( Cl" Cs%g). SOz ( C3" Cs%%%)- SOZ ( C3_ C8
12



#BAE), CO, (Ci- CsHE). CO, (( C3- CsaBi) .
CO, ( C3- Ceg##%E). CONH (C;- CsgkA). CON (¢
~CsBA) 5. Si (Ci- CelrA) ;. X2 . 28 L BE¥EEAL.
RREAEPRRAERL., LERRATHEARATARAZR AR
R, XAH4 Cl. Br. I. NO;. CN. C;- Csx%. 0 ( ¢4
- CeBAE) NOC - CGRrRA) ,. S(C - CGEEILL SO,
(Ci- CeBE)., CO, (C;- Cs%E). CONH ( C; - Cs
B E)., CON (Ci- Ceh#t) ,. &Si (C;- CGhRAL) ;—&%
ZRA. EERBRREATEAEL, EAL. REEA. AL
Fok R AXTAH W F. CI. Br. I. NO,. CN. C;- Gk
AL O (CI-GRE). N(C - Cex®t) ,. S (Cy- Cg
REAIRASO, (C; - CsHE). CO, (Ci- CGsHEA). CONH
(Ci- CsE)., CON (C;- CeBA) ,. XSi (Cy- Cg
HE) ;3 —HR_BK.

HEGBHARAEEF. Cl. Br. I. NO;. CN. O ( C; -
Ci%E) RO (G- CéanR); ¢ -CxEE 0(C - GE
E). NOC-ClE) ;. S(C-CGEEA). SO, (C - C4
HA). CO, (C - Cyi#A). CONH ( C; - C,5£)% CON ( ¢
" CRA) G (BARRERARERARRK); RLFARERL (%
BHEZEA 133N A#%AF. Cl. Br. CN. CF;. NO,# CH; # R4
£).

EAFHFPTARRMETX I BSEA LY OB LB
W RAREX Lo, BRABSREFERELOY—BETH LR
RFE, BAREABRA N LEHE, KA EA.

XEHNKEGAERLAF 2 T X IIABR RS W02 - £
A -5 -ZRE-7-R1, 2, ==, 5- CER. 2 -
Ak -5 -FRE- 8- A1, 2, 4 =4[, 5- CPEFR. 2
- RBME-S5-FRE-T7- VAN, 2, ==, 5- CFE.
2 -8 BEAk- 5 -CRE- 7R, 2, 4==H[, 5- CF
. 2 - RBBE-5- PR, 2, 4 ==F[1, 5- a]FR. 2 -

13



......

------

fHBE -5 7- —FEHRE[, 2, =41, 5-CIE=R. 2~ £%8
E-5, 7-=—FHRE[L, 2, 4|==5H[1, 5-a]FER. 2- {&HBL-5-
FEE-7- FE[1, 2, 4= (1, 5-a]w=E, 2- AHBE-5 7-
ZWE, 2, 4|=%H[1, S5-a]FE®. A 2- ARBE-S5-FAE-8
- £J[1, 2, 4]="f[1, 5- a]E®.

AxEANRX I SRR ENESHE X I F B9 E 5 Rk
BASHFELAEGR IN- FAREEASHAEATHITEMRE
#, X 14a9: . ' |

AR' —N =s’\
.

AT AR RF#R'GZ o LR, ik AR ZH L FRASH65 AR
HE. TARAEM LN IEFTEREEEAMNSEANER. #TH
X I B EASHEAMEHNRS, B I FHRASH RS, A1
BRESAE S G FHERBERRT. FEARR, TAT., (£X%)
B AHLSE. MABE. SRFPBUAREGX IN- FEAAERLEY.
AKX I FEASHG TN N- TR RN T HRAES
Y1, ETAH1BERLEE. 3T 1 BRIENEFRBREFLALANA, 2%
AFRLEY., EEEMNTRAETRAFRE, BFAAXEEZZTHEXI
N- FEEEBRELN, REWHRX I FEtsd. X I REBE{ESHH
FHEBBEBWAL T, BRAGFHRAEEZMNEG AR Fosk T BB 6
AR'FARH, £H& N- FARERELN N, X I 6958 KNT
AFE, AW, AHE N- FRARAREELATTEALEF T K,
RO ERGTHARTETFTRAERMNG—RS LK. AEE
ERHEBMEGXIVN-FEAFEABBRE Y.

AFAEEFTEREHAEZNEEMH N- SRS EBBBEMAG N
- FERRATBEASHO AR BELAE. EXSKBE, BALAT AR
BRALSHENH2530% (BR) 2.

AFZ—HKAE-20CESOCRMEETER. AXZREHKBEZEHH
EBRRBETEEANEELTHAE, AXZESRARAELER
ETN-FEAAEBEEALMNSEFAHLL., A FHALOCE 30CZH.
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BEBSAGEHSAERZLRERE, —BHEBBEXIEN. BFH2L
HSAABGRE. TRARF R LGN R B 3L 30 542 16 I 8.
BRp—BAXEEKERT Lk,

BEAFTENEMEX I FHRBEANEH. XNIN - FEARAER
e FaX 1 FERAASBA — 5B BT R B &7 RS AR
EH. ERANMENORTE. TH. FH. —&FK. 1, 2 - =4¢C
. WaS%H., 1, 2 -_FPEELK. PX. 8XF. AR ENA
EAETRERSHAEYE, BmEREXMNREY I FALSER.

M FEBRERNEBEERRE AR F. X PR (2
-, 3 -, X4 - FPERRIXRSY) ANRBEEKEFTRMLLS. A
dbg ek gk, BAEA RS, ENEXTEGOKE. £
AT —FHEZHALT, RENRERETHAELCAEAMNGRR, &
RGN - FERAEBRBEANGREREKLHNEG N - FREFAGBE
e (%52 PKa) . B EBYeRESR TRAEHRG N
- FR_FABGEINFEORY, AREH N - FEAFEARBEAK
&G, TAXFTHRERF S A RBEZFEBBIANS Mo T BiLoH R
A B 0 B 5 AR AU k.

TRAHRAELEFHERBEBENARTER N - FREF A8 W,
QHELREREFREREK, PRAKERRLAYGRERAMIFEAL (L
BRETT) REXEMNPEMELCEIDO T, QRTFRFFIG TS
—BRTRARELL T EL {7 E kL.

NI FHRGHRIN ST F X I FHRASHRALT LS 6, T
WA EATFHRRFTERTRETD EHE.

BB 4 T a5 A kWAL, 2REE AN TR 2L
IR
5% 74
1B &N- (2, 6 -=—fFHX) - S, S-—FEAREK
 $#239 (13.0mmol) 2 - FAEFTRFEHT 20 ml — KPR
WA EFAHEIC HPFAHT, GERRE AR 0.85ml ( 0.94g,

12mmol ) —FXEH (DMSO), 1454, HEBEFZEST, R
15




SURAHAM. SH5HE, TRIEHSH T, mA141g ( 11mmol ) 2,
6 - —REEK, FN2404. BROERKABEEAZEIC. 21 HE,
WERBELEF 3.2g BRE, HE 15ml HHE_KFRFHERE. A
10ml 2N SR/ KERFBRFERASY. 25T H AN G ERF#RA,
FHAANARCARE TR, REALRSE, RABHHRY. EHK
HET Sml TEBHFmA SmIAKTHE., REBAIHFEST, TEKEME
RE G EARER, F TR F3 0.88g ALY,
1y NMR [300MHz] (CD3CN) ppm: 6.80-6.75(m, 2H), 6.64-6.5(m, 1H),

2.70(s, 6H); Kk EI(m/z): 189(M*, 75), 174 (M*-CH3z,
100), 159(M*-CaHg, 90).

2HEN- (2, 6-—§¥FX) -8, S-—_FAALE

$23.9g (130mmol ) 2 - A X FEREF T 205ml — K F1F
HRARFEHE 4 C. BHEHFAHT, 2= KAERAEAMA 9.46g,
( 120mmol ) —F X EH ( DMSO ) Fi 8t 3 | 4 54, A 10ml —&F
R EBSARELLBA. KEEAES5E6CZH, 10545, T
BHIHAHT, wA17.9g ( 110mmol ) 2, 6 - —fK¥ kK, HH 45
. BREERR. 90 545, BRA4PA—ARE, BEH15T. &
WA 207g IN SEAARERKER S ml 50 % AELAKERL
B, 2 EMBANGBERFZRM, KA 150m —KFPRER., 444
PARFe FBOGR S 100ml Kok, ZRABETHRETE, REAL KRS,
FEEAeEHRY. ZARVALRELY, BIA_MESH 1.94g #
2.03g (EREN 16 %) iFHL4M, Ao & Bk,

1H NMR ([300MHz] (CDCl3) ppm: 7.21-7.18(d, 2H), 6.68-6.63 {(dad,

1H), 2.68(s, 6H); Fii& EI(m/z): 221(M*, 50), 206 (M*-
CH3, 100), 191 (MH*-CaHg, 45).

3HEN- (2-8-6-FEBEXR) -8, S-—FRAHATEK
Z &k AVER RRMAT, H 5.0ml(0.068 mol)=F A T 80ml = & F
RYHRERFSHE-10C. FTHEREHFAAHT, HE4 ( d.6g,
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0.065mol ) 2R A FBARMGEKALTH, 24545, HFEFbH
T, A 12g ( 0.065mol ) 3 -RAGHFHTE (2 -8K- 6 -
TAREEERK) . 2045, BHEIFAHT, BEMA 10.2g
( 0.13mol ) %%, REZESHE- I0CTREI04. REDA
HPLC ( H A% Aé&E#) 44 ( Shandon Hypersil Phenyl Smm 3
#, 60 : 40: 01 TH: K: BHEkiEk, FIRABRIE
237nm ), AAZ20% M3 - K -ARFRTEHS0 % HirML
W (ABXBRYRARAET). AEEXAEAR LIRSV HELASY,
R FAESHGRTYH, Hbe Bk

13 NMR {300MHz) (CDCl3) ppm: 7.82(dd, 1H, J=1,3, 8.1), 7.69(dd,
1H, J=1.3, 8.1), 7.33(t, 1H, J=8.1), 2.89%(s, 3H), 3.37(s, 6H);

¥ shd : BAkwEgk 213 407 298 nm; i
EI(m/z): 246 (MH*, 60), 1B4(M*-SCpHg, 100), 154(M*-0SC3Hg, 65).

EMF kM E TS

N-(2-8%%) -8, S-—_FEAEE;

1y NMR [300MHz]) (CD3CN) ppm: 7.52(dd, 1H, J=7.7, 1.7}, 7.49%9(dd,
i1H, J=7.7, 1.8}, 7.35{dt, 1H, J=7.6,-1.7), 7.29(dt, 1H, J=7.6,
1.7}, 2.56(s, 6H); Y T 2 T X104 210 and 260

nm;

N-(2-F&EE-6-(=ZRFR)XE) -8, S-—¥4#n
I R

1y NMR [300MHz] (CD3CN) ppm: 7.43(t, 1H, J=8.0), 7.30(d, 1H,

J=8.0), 7.24(4, 1H, J=8.0), 3.93(s, 3H), 3.29(s, 6H);

N- (2, 6-=&-3-¥EFXRE) -S, S-_FEAEE;
1y NMR [300MHz] (CD3CN) ppm: 7.10(d, 1H, J=8.2), 6.61(d, 1H,
J=8.2), 2.84(s, 6H), 2.27(s, 3H); ' Sk EI(m/2z) :

‘236 (MH*), 208, 195, 174, 147;
17



N-(2-FREEXE) - S, S-—FAREE;

H NMR [300MHz] (CD3CN) ppm: 7.92(dd, 1H, J=8.0, 1.5), 7.48(dt,
1H, J=7.8, 1.4), 7.14(d, 1H, J=8.1), 7.06{(dt, 1H, J=8.1, 1.0),
3.85(s, 3H), 2.56(s, 6H);

N-(2-F¥X-6-EXERX) -S, S-=FREHEPTB;
1H NMR [300MHz) (CD3CN) ppm: 7.82(d, 1H, J=8.2), 7.58(4, 1H,

J=7.4), 7.34(brdd, 1H, J=7.8, 7.3), 3.38(s, 6H), 2.48(s, 3H);
13¢c MMR [75.SMHz) (CD3CN) ppm: 146.0, 138.5, 137.4, 132.6,

128.2, 124.6, 33.9, 19.3;

N-(2-R-4-(1-9YXZ&KL) -3 -%wH) -S, S
= i 3 XY+ _

1y NMR [300MHz) (CD3CN) ppm: 8.08(d, 1H, J=5.8), 7.03(d, 1H,

J=5.8), 4.8({:§E.qEJ1H, J=6.1), 3.26{s, 6H), 1.37(d, J=6.0,

6H} ;

N-(5-8-2-wgHk) -S, S-_VEEPTE;
14 NMR [300MHz] (CD3CN) ppm: 8.21(d, 1H, J=2.3), 7.74(dd, 1H,
J=8.8, 2.4), 6.98(d, 1H, J=8.8), 3.36(s, 6H).

Z % B)H & 7.3g ( 94mmol ) —F ERAF 100ml — £ FTE & RS
WHAHE- 60C, RETHRH#ET, BiEMA 19.8g(94mmol) =
ROBRE. ASHHNERGERE, Lt BIEDIBIE mA 24g
( 130mmol ) 6 ~- KAHFRTET ISml KPR FHER. &
BEVBE BN ABEHFLIMBE 0C. EHERSOEHAESE
. RERFTATIMII0% (£F) AALFRERTFRED
30 5%, REVEAKE. AN, AMA—KTRERS
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K., HAWNRPERER, BERAEEE. BCAMKEGH AL
BT ERELAAL, SEOK, FRALHKE, BIKELLY
MY, ABFZKERKR., ZHPLCHMAR, ZHKGLKEY 80 %
BRHELEHFH20% 6 - REGHFETHE.
7 % C)3.2g (0.039mmo) Z A LA T 6ml — KPR T X RAHE
0 C, EHFAHFTREMA 1.4g(0.018mol) = F EHA. 10 54
B, BHIFAHT, MmA 3.32(0.018mol)6 - KA A8 V&g K.
BREHEE 1554, REMA 2.8g (0.035mol)%. FHHE
BREZHPLCRZAAWH A 61: 398 BAULLSYFRARREN6 -
AAMEFRTE.
4HEN- (2-K-6-FEEEAXL) - S, S-wEFER
B

3.0ml B4dmmol)wW & Xy 50ml — K FRAEZRALAHZE - 10
T, RETAHPRIFTHABEA 23g(32mmoDA L. LEMA
6.3z (34dmmol)E# 6 - KA S F B FE M 5.4g (68mmol)H7%.
HPLC XA, "H RSB TRELSYWELAREY 6 - LAY AR
VEEHIE K 65: 35,

1H NMR [300MHz) (CD3CN) ppm: 7.78(d, 1H, J=8.0), 7.44(d, 1H,

J=8.0), 6.64(t, 1H, J=8.0), 3.63(s, 3H), 3.24(m, 4H), 2.37(m,

2H), 2.16{(m, 2H); ¥ .t EkJ&k 220 nm;
)% 3 EI(m/z): 272(MH*, 100), 240{(M*-OCHg, 15),

184 (M*-sSC4qHg, 100), 87(SCaH7*, 40).

SHEN- (2-8K-6-FHREEAER) -S-FPH-s-%%
B

3.08 Q4mmo)PEEXXAT 30ml — R PR ITHERAFE
- 10C, AHBEHTHABAN 1.7g Q4mmo) R 4. A FHABEHET,
A FREMA 4.55 24mmol)6 - LAY F 8 T8 B KH 3.8
(48mmol)ut%. £ HPLC R, FHRALSMHAE 60: 40 4 8547
MG HP6 - RAGERTE.
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¥ TN : F ik 215 and 300 nm;  K#
EI(m/z): 308 (MH*, 40), 276(M*-OCH4, 35), 261(M*-OC2H7, 10),
184 (M*-gC7Hg, 35), 124 (SCoHg*, 40).

6.#1 & N- (2, 4, 6 -=ZfFHL) -S, S-—VEARAEE
1L.Iml(15mmol) = ¥ A F 170ml —E FR VT E %A H F -

10C, AFFHFT, ZRAEFTHEA 0.9g (13mmo) R A. HIEH

A F, RAkMmA 23.3g (120mmol) 2, 4, 6 - ZfEKEM 22e

( 170mmol )&dk. RGP B LB I REEH 2, 4,

6 - ZREXEGRLY.

THEN- (4-8-1-FF-5-wmtp) -, S-=—9F4

BT

0.6mol(8.2mmol) = F & T 30ml KPR THERAHE -
20C, AHFHEFIFT, 2HEFHFA 0.50g (7.0mmo)EX. A3
FEFT, KEAMRAN 1.0g (5.7mmol)5 - &KX - 4-2-1-F%
et e 1.0g (12.7mmol)®%. ¥E B4 FoHE 2ml, FTHK
FETHRFZERARFIALRIERE

1H NMR [300MHz] (CD3CN/D20) ppm: 7.58(s, 1H), 3.77(s, 3H),
3.17(s, 6H).

SEMBEREAMNHAEN- (2, 6-—REXEX) -8-4-5
S FPERE-[1, 2, 4)=wHF[1, 5- CIER- 2 - B&E
#& @3 1.4g (11 mmol)2, 6 - — £ XK. 0.86g (11mmol)
WA 30ml FRUFGREY, AHE1-3C.mAN- (2,
6 - —RFEX) -S, S-_FAREE ( 0.15g, 0.78mmol), #
HALHT, ABAXEERFH M 2.7g (10mmol)2 - LaEBL - 8
“R -5 -FTARE[M, 2, 4=, 5- CIER. THEF
HAARBEETEIOC, EHEARGERRK. L8004 L, #A
##H, ZHPLCHRAHZESH, LM 70 % BB ELLS Y
WRAFEES Y, 24 %BULEN, N-=((8-f-5-F4&
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......

A, 2, 4=4FN1, s-CEw-2-X)HRk) 2, 6
- ZREE, 4%HALR8-F-5-FAEKE[, 2, 4]==5
[1, 5-Cl-%"%- 2 -%%&.
0O BAEREANPFEN- (2, 6-—8FHX) -7-K-5
-~ CEE-(1, 2, 41241, 5- C|ER -2 - HEE

# & 7.33g (42.5mmol)2, 6 - —H XEK. 14.13g (47.4mmol)
HEA 94.2%H 2 - AHE-T-R-5-TRE[1, 2, 4)=%
11, 5- C]ER. 6.72g (55.0mmol)i8 & & F= 81.4g T 3% 2 B ¢
REBHAHELC, BHIFAHT, WAN- (2, 6 - =KX
X)) -8, S-Z9AREE ( 1.15g,5.15mol). %A f i
30, REXRRSGUMAETE. 6 NE, EAKHE, £ HPLC
HNRERESN, KAAKEALLDHKEHAZRIEY 87 %. £X
HWAH3I%GT-R-5-CTARK[, 2, 4]- =45[1, 5~ C]
EE - 2 - BRE.
0. AAZEKGRAERELHMEN- (2-K- 6 - F&a&E
AEE) -T7T-R-5-C&X[, 2, 4==%H01, 5- CIE
W~ 2 - BB

B EEMT, H 0.7m1(0.096 mol)= FEA T 20mi — K ¥ &
FTHARERFAFE- 10 C. TEHFAHFT, HAA ( 0.60g,
85mmol ) 2R EFTHEARMYGRATH, 24045, EHIF4AH
T, /A 18g ( 97mmol ) 3 - AU AFBRTH (2 -8 -6 F
SEEEXR). 24048E, BHEFLEHFT, BEMA 9.8g
( 124mmol ) Wb, EREGMHE - 10CTRE 10454. # 4 21g
(75mmol)2 - E#HX - 7- K- 5-CEKE[1, 2, 4= H#]1,
5-ClZERTIMml KTV RFHERFAFEOCC, AFHIHEH
T, RE A LERASHF. ZHPLCHM, RELAKXAES - 6
HALSK. XELRE, AEBKRE450m) & 7K, MmA 50ml2
-ARE., ATH R YTREALEABELENELN 62 - 64 CH B
h, EEHT72-74C. BEWH2-ABRRELEHEST, 304
HEdE., AKEGEAR 2 <~ Soml P84k, TXF8R, £
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29.8g (L {E65 85 % ) #HENLE .

BEEMFX,. BALHEBMAIGN- (2-£-6-FAEEX
X)-S, S-wUEYERAEE"HIRESDEAIELNEFIEAF
Y., 2B omlA 47, A75ml R FPRHHE, 2FHFRER
£-10C, mA93g ( 50mmol ) 3 - REANFTRTE, RET
AIABEET, A 4.8z (60mmo)®%E. AHE20~ 27T, A2
~-fBEBRE-T-KR-5-C&EAN, 2, 4=%HF[1, 5- C]
wier (15.5g, % 91%, S50mmol ) . REE 6 PHATK, ©
BB EH 98 B i4r LS, KEI %.

BERFRX, BALEMSHN- (2-K-6- FAEEX
E)-S-FE-S-¥ABEBRFHRADHEABEALARFTIR
MY, BHLEES%HTH, KESS%.

BEMFX, BAN- (2-£-6- FEEEFEHE) - S,
S-—VYEBEBRAEIBLN, HETHRED:
N-(2-&-6-FPEREEXA) -7, 8-=&1, 2, 4]=
(1, 5- CIE®R- 2-#sk, FHOGEHAE, kY 85 %;

1H NMR [300MHz) (Dg-DMSO) ppm: 11.15(s, 1H), 7.70(d, 1H,

J=8.0), 7.68(d, 1H, J=7.8), 7.47(dd, 1H, J=8.0, 7.8}, 4.68(q,
2H, J=7.0), 3.71(s, 3H), 1.45(t, 3H, J=7.0);

N-(2-8-6-FABEXFEX)-7T-RKR-5-F&EKE[, 2,
4]=" 31, 5- C|ER- 2 -#&E, RHGEHK, KEY
70 % ;

1H NMR [300MHz](D5-DMSO) ppm: 11.1(s, 1H), 7.70(d4, 1H, J=7.9)},

7.68(d, 1H, J=7.9), 7.46(t, 1H, J=7.9), 7.36(s, 1H), 4.23(s,
3H), 3.67(s, 3H);

N-(2-f-6-FELBZEXL) -8-&-5-C&E-7-
Rl1, 2, 4=%3[1, 5- CIER-2-mkk, FIHARXE
B4k, %280 %;
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1H NMR [300MHz] (Dg-DMSO) ppm: 11.15(s, 1H}, 7.71(d, 1H,
J=8.0), 7.70(d, 1H, J=7.9), 7.47{(dd4, 1iH, J=8.0, 7.9), 4.68(qg,
2H, J=7.1), 3.71(s, 3H), 1.45(t, 3H, J=7.1);

N-(2-R-6-FEFEEXE)-7-K-5-T&#Nn, 2,
4]="5F[1, 5- C|E%" - 2 - %8k, FIARXFEHK, KEHY
82 % ;

1H NMR [300MHz] (Dg-DMSO) ppm: 11.0(s, 1H), 7.79(s, 1H),

7.71(d4, 1H, J=8.0), 7.68(d4, 1H, J=7.9), 7.46(dd, 1H, J=B.0,
7.9), 4.68(q, 2H, J=7.1), 3.69(s, 3H), 1.45(t, 3H, J=7.1).

NERAZERLBHAEREELHNAEN - (2, 6 - =K *%
A)-T7-RK-5-CTHEAM, 2, 4]=4F[1, 5~ C]E=R~ 2
- BB

#110g — K P F4A4H 760mmol 2 - KZEEBE -7 -K- 5
- LRE, 2, 4=4H[1, 5-ClERHABE—EKKrBILT
ZEMNE: ¥ 21.8g 8 E75% (4 38mmol ) 85 = (5 - THK-
7K1, 2, 41=%HF[1, 5- CER- 2 -%) —BmiLY.
16.0g KA 190g — A PR BA, AHFZRLEST, BIFEHLHT,
ZTI5 04 E A 15.1g (240mmol) K K. H A 73.0g X, #45
H. KA 220 —/RTFTRER, AFBHBALK_KFRER, A
Dean-Stark KB X H EZBE L F 1183g I KPR TR, Fh
A 1058z — R P, A EHEBBE 101.5g %M. %I 10g =
[RTRAALBTHBAZE. ERAABRMAFHE 1.35g (22mmol)
ZYERT 6828 ~RTFTH Y HE BRI AFETC. SHiiH
T, Z2H8BFH &AL ( 1.5g, 2immo)BA BB EKALTNH, 34
5, TEHIFAHT, mA153g(94mmol)2, 6 - — £ X k.
19.4g (160mmol) B Bt = 32.2g — A Fh. ¥ 305445, BHET
RN T.6984g1, 4 - —fE(EBARECEINHAAKEH)
PR BHEGE KR, BAERLOYERAEER, AL -RE
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BN AXORABRRERARTIN. 450 K5, WA 42.8g
AHEHE, FEAGARIBDREK. ZEKLE 41.7g # 40.2g 2 -
ARG TENMARRAE, FAIEwKBEK, 85 F 13.252
-ABRETEMNARR, BFAIESK. FaKk® BT 40 C TR
BT 8, #3269z LE 95 %oy BE >4 (ER1H6 83 % )
XABAKFHEZZE HPLC R 2 #. % 4.8 Y HEB T HER
i
RERAZEORAEGRAEEELMNHNEN- (2, 6 - —H%
A) -7, 8-=£K[1, 2, 4==%#[1, 5- C]ER- 2 - &
BE Bk

0.6ml (8mmol) —F A T 65ml —KF R THERLSHE - 20
T, BHFAHT, BEELEA 0.4g (6mmol) R4, £ Hi2 Bk
T-15C. RETHEHEIAHT, MAS502 3lmmoD)2, 6 - =
REBEH 6.3g (49mmol)EHGREY, BRAAEKRMBAN. LA
B#2, 6 - —fXEkFERheRESY. FEREGHIEE 0T,
THEHFAHT, A 10g(d5mmol)2 - E#5BE -7, 8- =&
1, 2, 4]==%J¥[1, 5- C|E®w. Bz REGHFBELH 20T,
BEHG 16 0. REA SOml VEEAF, MEANBEAIEKE,
A2 > 30ml PEREF TR, F2 62g (HH4it5 80 %) 74
e, AaeBAK, EESEARREKLY 210 % 270nm .

1H NMR (300MHz] (Dg-DMSO) ppm: 8.6(brs, 1H), 7.44(d, 2H,

J=8.2), 7.32(dd, 1H, J=8.2), 4.72{(q, 2H, J=7.1), 1.50(t, 3H,
J=7.1}).

AR —RAEEELN, ERFEHLETHNLES:
N-(2, 6-—8FEX)-7-&-5~-F&A[1, 2, 4 ==
H[, 5- C|E- 2 -#Bk, B AGEHAK, KEH 21 %;

1H NMR [300MHz] (Dg-DMSO) ppm: 8.21(s, 1H), 7.44(d, 2H, J=8.3),
7.33(dd, 1H, J=8.3), 6.98(d, 1H, J=1.1), 4.28(s, 3H);

N-(2, 6-=RFX)-8-K-7-R-5-Z&*x[, 2,
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44444

4] =" 3F[1, 5~- ClER- 2 -&%&Kk, FRkae6 Bk, kEY
85 % ;
ly NMR [300MHz] (CD3CN) ppm: 7.45(d, 2H, J=8.3}, 7.34(dd, 1H,

J=8.3), 4.73(g, 2H, J=7.1), 1.51(t, 3H, J=7.1};

N- (2, 6-=8%K)-7-8-5-Z&&[1, 2, 4=%
[, 5- CIE% - 2 - %Bkk, F3466&E 4K, &%%90%
1H NMR [300MHz) (CD3CN) ppm: 8.29(brs, 1H), 7.47(s, 1H),

7 44(d: 2Hr J—B.2), 7-33 (dd, lH, J=8-2)' 4.70(q' ZH, J=7.l);
1.51(t, 3H, J=7.1); '

N-(2, 6-—§f%%)-7-4&- 5~ ( 1-FEXZEEN,
2, 4]=" [, 5- C|"ER - 2 - &&k, FHIALKEBAL,
B EH 7T %;

18 NMR [300MHz] (Dg-DMSO) ppm: 7.82(d, 2H, J=8.2), 7.35(d, 1H,

J=8.2), 7.32(s, 1H), 5.47(4 ¥ 4, 1H, J=6.1) 1.46(d, 6H,
J=6.1); 13C NMR (75.5MHz] (Dg-DMSO) ppm: 165.9, 161.9 (Jc-
F=242.3), 157.1(Jc-F=15.2), 150.4, 148.6{Jc-F=26.0), 135.9,
130.3, 128.7, 86.4(Jc-F=41.3), 76.6, 21.2.

13.HEN-2-8¥E-S, S-—PEAEEFEAEFNEN
- (2-RFXR) -~ 4-FEEXBBRENELAN

12.1ml (0.17mol) = F A T 150ml — K F R VI E R A ¥ £ -
10C, RETHHEFAHT, HEEBEMRA 10.82 (0.15mo) K 4,
BFEBREKRT - 10C. BHFEHFSHT, £EAR A 19.1g
(0.15mol)2 - £ K E:# 38.7g (0.30mol)Hvk, A EEELRA.
M272g AP EFLE 105g A 200ml — K TP RHS, B4
(- 10 C) T, & KkMmA 255g(0.20mol)2 - KX K. 38.7g
(0.30mol)yE vk & 5 % 47.6g (0.25mol)4 - FE X B8, RS W
REFERFBEH 2R, REEARAEAABRIHELARAS, FEY

WREGHETI00mI KT, FHGERMA 200mlIN £ &8
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ik, REAMAAI100ml — R FREFER. &iANE, 2R84
THRE, BEAZARSE. REGHET 175ml L, BAZBRBMA
200ml K KX FARRE. SBEREMBRGBEK, A2 - AEERE,
RETH], 3 44.7g (BRAG 64 %) HFHLEY, ARGE
B k.

1H NMR [300MHz] (CD3CN) ppm: 9.93(s, 1H), 7.60(d, 2H, J=8.2),

7.37(d4, 1H, J=7.4)}, 7.33(d, 2H, J=8.0), 7.24(m, 2H) 7.16(ddd,
i1H, J=7.8, 5.2, 3.7), 2.33(s, 3H); 13C NMR [75.5MHz] (Dg-DMSO)

ppm: 143.1, 137.5, 133.6, 130.1, 129.8, 129.5, 128.8, 127.6,
127.3, 126.9, 126.6, 20.9.

44 P BELHNEN- (2, 6-—fEXX)-5-v4k[01, 2,
4= JH[1, 5- a|ER" - 2 - #BEK

7.0ml (0.096mol) —F & T 75ml — K PR P ERSH E -
10C, RETHRBENFAHT, HAERMA 5.5 (0.078mol) K 4.
GHBEMKT - 10 C., BEHFAHFT, LEAKEMA 10.0g
(0.078mol)2, 6 - —H KX HKH 50.0g (0.39mol)E %k, HAR LK
ALK . K317g REWFF o E 105g A 150ml — L P RAHE, &
HHFAHF(-0C) F, EAMA 10.0g(0.078mol)2, 6 - —HX
BeAe 0.095mol 2 - S &xBE - 5 - FHh[1, 2, 4)==[1, 5
- alEw. 204545, HET mA 8.4g (0.065mol)E vk, 4&iRA
DI EERAR. SEFIHGRLGY, KEHFHELLSY, HhFREHR
ARG EK. ERM150ml IN LB k%, AERBA_STRA
ER. 8HAANRERBRETRE, SBEBRIAKE. A 50ml
LHERBRBRE, mEERY. ERAELRS, BRIAGBAKRRGY
AAARGE. SRUKEBRAF TR, FRiFALE . HiERT
RAB AN ESY. FEAFHALS D ETEE 208 (Ep
#6587 %), AEaé&B4k.

1H NMR [300MHz] (CD3CN) ppm: 7.71(4, 2H, J=8.7), 7.53(d, 2H,

J=8.7), 7.33(tt, 1H, J=8.5, 6.1), 6.98(dd, 2H, J=8.3, 8.2).
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IS AEEHEALEEN- (2-FHARE-6 - (ZRFRE) XH)
- 5-ZzHRE-7-8[1, 2, 4]==4HF[1, 5- C]ER- 2 -
AR B B

LA IAGT X, A%ukF%, #4444 10mmol N
- (2-FRE-6- (ZRFH)ERX) -S, S-—_FHhEE
Bt 17Tml — R FREZRRASY, ¥EA A 30ml KPP RHS, T
% - 10C, #EHEFiAMmA 10.0g ( 52mmol ) 2 - FEHEL - 6
- (ZRFHE) XBE. 4.6g(58mmo)h®. #% F30ml K F R
T8 S4mmol 2 - L HEBE -5 -2 EX -7 - &1, 2, 4=
H[1, 5- ClER. KFREVEHIR. A ERR, KRS
DEEEF I, REAEALZLFEARYR, ATHEARE
A30ml PEHAHE. SBRKEXTHEK, AFVHEFEHHARR,
AREk, APEEEFTHR. BANFALSHAIFEBK, K
%£63% ( 14.9g) .

1H NMR [300MHz] (CD3CN) ppm: 8.06(s, 1H), 7.47(dd, 1H, J=8.5),

7.31(d, 1H, J=8.1), 7.15(d, 1H, J=8.4), 6.98(d, 1H, J=1.5),
4.73(g, 2H, J=7.1), 3.27(s, 3H), 1.52(t, 3H, J=7.1).

16 AERELHNEN - (2-fK-4- (1-FEAZLEAL) - 3
- E) -5-ZAE-7-&K[1, 2, 4]=%HF[1, 5- C]
H - 2 - BEE

BELAEF AT E, ESu kT %, HE44H% 10mmol N
- (2-K-4-(1-9PXCZEHX) -3-%wk-8, $-=
FTEREENGLY 18Sml —KTFRERRSY, KA A 45ml =L TR
WE, BHFEHAH (-10T) TF, &AMmA 4.5 (24mmol) 3 - &
EA-2-K-4- (1-9XZHL) ®T. 3.2¢g (4lmmol)H"E
FBET 19ml KPR P46 36mmol 2 - E4BE - 5- &K -7
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- A1, 2, 4]==3[1, 5- C|E®R. ¥$RAGKHEIAR. RE
BEERXGREEEY. AARGHET1: 1O LHEFFTHET, o
AOSNEBRAINARBAAK, TEKEXEERALK, A2 x 75ml KRk
TR, 3 11.0g (2REHT73%) KAELESY, Hae B
., NERGAKBFTHRHFS 1.7g 9 (2REG 11 %) .

1H NMR [300MHz) (CD3CN) ppm: 10.6(s, 1H), 8.16(d, 1H, J=5.8),
7.41(s, 1H), 7.11(d, 1H, J=5.9), 4.71{d, 1H, J=7.0),
4.56 (& & M ,1H, J=6.0), 1.45(t, 3H, J=7.0), 0.82(d, 6H,
J=6.0) ,

17TARAEEEAFHEN- (5-F-2-F%k) -4-FEFHE
A5 8 B

LS ZAGFTE, ERBKTH, 144484 17 mmol N
-5 -®-2-MRE-S, S-_FRAFTKEAYImI AT
RERBRESY, FEAACBml K FRHFE, BHFAE(-10T)
T, #&AMmA 10.0g (58mmol) 2 - I - 5 - FEHR=E. 5.5g
(70mmol)# % o 14.2g (74mmol) 4 - PHEEZE K. ¥ R4 H
HTHRE20C, REEAGEREK. HiA 1.6g ( 20mmol )
W, RGP HRIZR. MAZETER ( 25ml) BB AGE
W, HEGEZMI1S0mI0.INEE®RE. KMEA_SKFRAF
B, &AM, SRABRETEE, REEXARSE. T ECRAAY
WRI1T5SmI CHEL S, Kk FHGRERHK (F -3 83g, $=
#1.5g), BERFHELEGY (EREH41%) .

1H NMR [300MHz] (Dg-DMSO) ppm: 11.26(S, 1H), 8.26(d, 1H,

J=2.4), 7.87(dd, 1H, J=8.8, 2.4), 7.78(d, 2H, J=8.2), 7.34(d,
2H, J=8.1), 7.03(d, 1H, J=8.8), 2.31(s, 3H); 13c NMMR
[(75.5MHz] (Dg-DMSO) ppm: 150.4, 148.3, 143.4, 140.8, 137.2,

125.5, 127.0, 113.7, 113.2, 20.9.

18. A EBEAHEN- (2-FH)-6 —zﬁiaﬁiil— 4 - % -3
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......

- A XK BBRE
BEAMIHFE, EEOKTE, 44 A 4 22mmol N -
(2-FRh-6-HMEEL) -S, S-_FERARENY 25m]
—EIRERRSY, BELA 115m KV REAHS, RETHHAN
A3 (- 10C) F, 4kkMmA 11.0g (72mmol) 2 - FX - 6 - 7
A E. 15¢ ( 120mmol ) &k 24g ( 95mmol ) 4 - £ - 3
S -HEAEBRA. KRAOVBEABEWTCHEHLA. B4R
Z 4 6.0g (7T6mmol). EEE B, MmA 100ml T, 7 E
HERAINEBR®E, KAAELEA SOml =K T, &M S50ml
BEB, SFANM, ZRAKETHR (A2 x S0ml THAEKRAR
B), SN ANERBREELRSE. BB ETHR 2 -AHT,
A INBEBRERRER, TEDKFAGEHK, A2 - ABEREHT
B, 133 18.5g (L H 66 % )iz MLEH.

1y NMR [300MHz] (CD3CN) ppm: 7.71(d, 2H, J=8.7), 7.53(d, 2H,
. J=8.7), 7.33(tt, 1H, J=8.2, 6.1), 6.98(dd, 2H, J=8.3, 8.2).

19 BEBEALHNEN- (4-8-1-FE-5-wi) -5
- ZRE-7-R[1, 2, 4|2 A[, 5- CIER - 2 - Bk

BEA&AR THFE, ARk FEHNELA S3mmol N - ( 4
-#-1-WHE-5-mai)- S, S-_FHAEKNEY 28ml]
—RFRERRAW, KAAFHE- 10T, HHFFAHF(-10T)
T, #&kmA 1.0g (5.7mmol) 5 - R E - 4 - & - 1 - Fhatek,
0.54g (6.8mmol)#%. 11.8mmol 2 - %5 &E - 5 - CAEL -7
- &K1, 2, 41241, 5- C1EZFSmI A FK. HRE
MEBTHEE 2R, dEwkL T EAK, AVE2 - ALK,
TR, FSIgHRAELLY, AaeBAE. BAET-F2M
HmAXKBEEFARRE, F35 4.6z (ZREG26%) EHHEEH

b=
ur ,

15 NMR [300MHz) (CD3CN) ppm: 10.9(s, 1H), 7.86(s, 1H), 7.36{d,
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1H, J=0.72), 4.68(g, 2H, J=7.1), 3.68(s, 3H), 1.46(t, 3H,
J=7.1).

20 A EBBEAFEN- (2, 6-—fKEXX) -4-8%kBBRE
E—AHAEKFHE 7.0ml (96mmol) = F & F 70ml = & ¥
NP ER, AHE-10C. AHFHEELT, BEA ( 5.5g,
78mmol ) 2R B EmARBG KA TE. BHRAE, HHEFAH
T, &6 MmN 10.0g (78Smmol)2, 6 - = & X K 50g (390mmol )
Bk, AFE K 317gRABTFSHE 109g A 115ml — K F R H
F, &% (0C) FEHPFET, £EMmA 13.5g (105mmol) 2, 6 -
ZREEA 27.3g (125mmol) 4 - L EHBRL. REWAEE 1
B, HmA 8.4g (6Smmol)Evk, ¥ READAEZEEHFWHIFIA.

ALK ERBRAETHEAK, FHMERAINEB LA KA 70ml

ZRAFRASOm ZHGREWER, S A, B 75ml ZHH
%, ZRBRETR (RBEA2 < 25mlLE%E) . 2HF AN
RBEEAZRSE. BARERGHET 0% FEEARER, Bl
300ml K& FHRK. LEREERK, AABENF TR, 535 30.5¢
HELGY, ARKEEHKR., KER T HINFEH 4.0g kAL E Y,
B EH 34.5g(FE M 87 %).

H NMR ([300MHz) (CD3CN) ppm: 7.71(d, 2H, J=8.7), 7.53(d, 2H,
J=8.7), 7.33(tt, 1lE, J=8.5, 6.1 Hz), 6.98(dd, 2H, J=8.3, B.2).
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