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P KOK A R R, EESEENT . ¥IE, EARKEREFEFHT,
FBEREEITK TR, BIAMELE, BER, REEREAH SR
RRIR R, S FRERRNE, TK NaSO, TIREHEBRER, BUED
go
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EWh A R: LaY o WIEBIFES, A Dowex H' (FHSTH B
%), BERN, RNZHEEHRIESERE, STHPRREREMNE, BHE
FHEEE. BREEEETHERST, HEAGTERIEMAKRER (LR, =
BWAERN, FWREKET pHE, S, BEEEAN, SELED h.

WA i AR ZEZ-60°C T M BB I — S0 S B & ¥ % in DMSO,
TSR 15 20450, W& h B S R BAEl, W5E/E41-60°C R NET 30
S, MAZZRE, FERMZ 30 M EMAKLIERN, SHEHE, Bl
BRTK NaSO, TH. ZREN, HfyAta S fausEa. K
CICH,P(C4Hs)sCl IRABITE K IUERRIEH, A HF|£4-78°C, A n-Buli HiEC
R RNA 1h, REMAFEEGNTRONEIREER. BEZHT &
5 0CLEA, BBERE. RNMEHER/MOEMETN NLCUHE, FHZRZEEE
0, BHEREKERFER, BERITK MgS0, T4, WMEZERER, B2
FI& YRR TOKIUERRE, WHZ-78°CEA, 1818 n-Buli B 1E Sl
Wo PIEERM 2h 2, /NOHB YR NH,CL SR LR M. BHERBMEH
K¥EHR, Tk MgSO, TR, WMERBRER, RBLyRAREERESELNL, 7
WED i

WA AR BEY i MARRERER T, EEMHERN, RN
Y 5 B 44 NaHCO; FRfn, g, WM7ERERMG FAEREAN, FKPHA-KH
g, FATOK NapSO, TRGITE, BEWN, Bieadi.

WAEY K &R S EZINLIE R, Win BzCl, ERRMN, RN
BRETERN, M{/pAalEE/rne? k.

WE SR BLEY k1 2,2,6,6-T0 F ZEIRRE-N-EBFE T F i,
BEOCEA, BIREHIRERMATR . NaHCO; M/KEEEBINARI R NE, 0
CTEA RN 30 444, MAREE, TEMHE. SHH-SPRERKIER 2
W, Tk MgSO, T2, idik, BEBANBINRRKYWHAITELS R, BELEY
1.

&Y m &R AW kK MARITKZENZRZERESERT, #®
B OCEA, SMAWEM, TR, RNZHEERBERTM, dE,
VWEWET, FMKYBAZEFREME, REKE —HPHREZEATLK MgS0, F
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B, TUE, WMEREZZEFPR, MY SRR AEMBARESENESS,
BREEY. BEEEDE e, € 0CALRM BzCl, WmsEEE, =
BN, RN 5EEHEEABRYET, BRYHZB B, W NaHCO; BB BEk,
TR NeaSO, TH8, SU8, HZHEN, FMKYHEIESBALBLEY m.

WEW n WEH: BUEY m BTHEF, MARER —EATFHREYE
B, BERN, RN5EHEEH NaHCO; AR, T8, mElmEREGRER
f, MRYBTFEER_CFF, FAEK NSO, FEH, WRET, Ae
& BANBHAY n.

WEY O MERH: WAV n BBAZE TP, TWLMH TN DAST #
PR, RMNSEEEFEBIRSWEIAMA NaHCO; il , SHENR, MR
NaHCO; #WR¥EH, TT7K NapSO, T4, ML sBmahBaa4 oo

WEY p KIER: FALEY o INABIRRIEH+, EHETHRERN, RN
SEHEMERERR, FRYSHEEBEEY, KEEE SIS T T
MERRETES, ZEKMN, RNEHEEERMERSE, R5E5FHEHE, B3k
&4 po

WED Q ER: WEDp BTEK-E RS, BERE 0CEE, RE
1BI2E HCl SAZWA, FRTESELEN, MKWESTEBILEY q.

WEY r BEHK: 2,6-—HEEW 5XNFREERR (HMDS) 7E(NH.),S0;4
FETIABRRZERIZHER ESTRAZENBIAGEKE, HiZEEET
1,2-Z8 ke, BMAMEEY q 9 1,2- "R 2B RBSFIF, ERSEPT
HEEMARY, TLC RIMRNTELE, ERMBEFMAZSTR, FHAEEL
TR, VBV B AR NaHCO; A 2hk¥iik, BHLERTK NaxSO, TSR,
REBNBINFRYARERRES BB r

WEY) s BIE: KW EY r BE7E NHs-CH,OH MR MEHF, SEHiH
KRR, OSEEEABRIEH, FRYETEGIES BANBENEY 5.

AKAERPYRET, BESTBEEMBENBEH, #i% D-F L-ZHERLY
BRER. HE. BR. SESRREWTRNEI D-F L-EERMFRER
Ry BHEBRDIAR: BiZERFTERETT, WREE, BENATHER
HBV 2l HCV B4 HIV R #EAY, EFREFHNANE.
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BIRHAR

REFRENLEY 1 & REE I & LHIGIXT R BT — 538,
B3R HI A K B T
SRS 1 A A M rERE AL &4 15 BI-A R

WEY i ER: LAY 1 (D-ZWE L) (8.66mmol) ¥ T 31.2ml

HCI/MeOH (0.2mmol/L) 7, 7£ 27°C/KiE F B MBEEE 3h, SO 7.8ml nkig
ZIERM, BEMT, BRECHEIRYFLESY i (96%);

WED il W& KHEW il (7.92mmol) BT 21ml FERIGULIE S, 1Kk
BT R1ERMN 5.2ml 2 BES(0.0447mol), FIR FHHE 17h B4 R BB 39ml
UOKHE, QORI AHUERYOK. T4 K 3moll Bils. MAIBREREAIK IR
REKBEEFRE, BRKKEZEKEEFHE, TARBRMTE 4 L, BE
T RRAAERRYFELEY i (80.0%). 'H NMR (CDCl;) & ppm:
7.28~8.10(m, 15H, OBz), 5.87(m, 1H, H-3), 5.68(d, 1H, H-2), 5.16(s, 1H, H-1),
4.72(m, 2H, H-5), 4.52(q, 1H, H-4), 3.42(s, 3H, OCH;).

WEY v &R EERPBHADLEY i 0.0027mmol) ¥ET 13mol &1
H 5 AL (390mg, 0.0126mol) IK/K B T 218 Wi (1.3ml, 0.025mmol),
PEHE 30min J5, ZRWINUOK 1.3ml, FEHPE 4h, REMAN 7g BokBia, B
B RPN 14ml vkoKH, SARK. BVEBARREMEEKEEBRME,
UKAKERKERSTH, TKREBWMTIE b UL, BEMTESEEER, B
BAESE CRmEE: FERBERBD BRATHELEY v (642%). 'HNMR

(CDCL;)  8ppm: 7.32~8.10(m, 15H, OBz), 5.90(m, 1H, H-3), 5.70(d, 1H, H-2),
5.63(s, 1H, H-1), 4.55~4.79(m, 3H, H-5, H-4).

WEY v KIER: BEY iv (2.73mmol) BRZE Sml FIRAIMRES, K
IR TR IMERET (0.0276mol), Hid: 30min f5, HEUKAKWE, ZEBHE Th,
FHEE] 40°CLREF 1he M 6.5g BEVKEERLSE, KRB 13ml Bk, &5
R FHERUKK. TAH 3mol/L BRER. WABRBESIKIRLEREKE 2555
P, UOKUEEKBEESME, TRRBRMTE 40 DL, BUERTERECEER
WEYv (921%). 'HNMR (CDCl;) 8 ppm: 7.30~8.10(m, 15H, OBz), 6.43(s,
1H, H-1), 5.90(m, 1H, H-3), 5.80(d, 1H, H-2), 4.50~4.80(m, 2H, H-5), 2.00(s, 3H,
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CH;COO0-).

WEY vi ERK: KEYW v (2.57mmol) BT 26ml T S FiETP,
VKK TR ISBATIRH HCL S 4K 2.5h, IOAIKK 19.5ml 63, 4FHEHE,
RRMBEREMEZKEEFEYE, KKEEKEETH, TAGRBRHITE 4h
DL, WEMTRERAESR. AEck. —EFRESRNES B A REK
WA vi (65.1%). 'THNMR (CDCl;) & ppm: 7.36~8.14(m, 15H, OBz), 6.68(d,
J=44Hz, 1H, H-1), 5.59(dd, 1H, H-3), 4.64~4.80(m, 4H, H-2, H-4 and H-5).
M.p.139~140°C.

EY vii AR BLEY vi (2.81mmol) BT 13ml FHEM & HLp
1 3.5ml TR DMF #, -15CHATZEMA SO,Cl, (0.0079mmol), -15CTH
# 30min J5, BAFAZEEER, KM 3h, £ 0CTF4 3 WIMABKME (0.0407mmol),
BEWERMPE 15h, REBMA CHCL (26ml) #%, KK (35mD) ¥k,
KER CHCLIREL, FHLEEIHEAT KRBT 40 U L, BUERHTHHE
BREMERK. AERESBESl A NREEERL BatBEaiey
vii (76.0%). 'THNMR (CDCl;) 8 ppm: 7.00~8.10(m, 15H, OBz), 6.71(d, J=4.4Hz,
1H, H-1), 5.59(dd, 1H, H-3), 5.25(dd, 1H, H-2), 4.56~4.81(m, 3H, H-4, H-5).
M.p.128~129°C.

&Y vili K& A vii (2.2mmol) ET ZHBZEE (54ml) 1, ##
FE T I EtsN «3HF (2.08ml, 0.013mmol), FHEZE 60°CHi#E 3h, 70°CHidE 1.5h.
IAVKERK (10mD) &1k B, RE R S PRI BHES HER R,
K BRI, KRB TE 4h UL, WERMTENGREOEE.
RAERREL (SemX5cm) 4l (ZEPHvEl) BEBEAHER (86.8%), &
£ 95% ) ZEEWE VR P 45 18 B B R AR IL B viii (66.4%). 'THNMR (CDCl;) 6
ppm: 7.31~8.10 (m, 15H, OBz), 6.71(d, J=9.0Hz, 1H, H-1), 5.68(dd, J=19.44Hz, 1H,
H-3), 5.32(d, J=48.2Hz, 1H, H-2), 4.65~4.77(m, 3H, H-4, H-5). M.p.80~82°C.,

WEY ix FIERL: BAL8Y) viii (6.0mmol) BT IT/K_EF i (20ml)
§1, BN HBr-AcOH (45%, V/V, 4.6ml, 25mmol) KRSV, ZEMIERMN
20h. HREWZET, AEF 5 (50mD) BEFIRY, FRAMBRESM (3X30ml)
VB R P HEs i, B R RS, BIERRY. R, BRI R

21



200710137548. 0 oM P E13/22m

(15mmol) FI(NH4),S04 (0.1g) 7E HMDS (30ml) HFESRY T B R 17h,
WEZEEER, B3PS B LR RN P ERKERRYE T Z
Pt (25mD F, AZPEEEMKRERE S, BEYE No &P TERR
Ri 15h. FKZIERMN, FZSHF 5 (3X45mD) ZEE, & FREKXA®RM
RS KSR, TKBRBRATER. TREZERER, BIaaliEg, e
48 (1% MeOH-CHCl) #ifk, 183Mk&4) ix (71%). 'HNMR (CDCL) 8
ppm: 8.07(d, J=9.86Hz, 1H), 7.45(d, J=9.82Hz, 1H), 7.26~8.10 (m, 10H, OBz) ,
6.03(d, J=9.0Hz, 1H, H-1), 5.64(dd, J=19.44Hz, 1H, H-3), 5.26(d, /~48.2Hz, 1H,
H-2), 4.65~4.77(m, 3H, H-4, H-5).

AW x &R BEY ix (3.60mmol) BT AT NH;-CH;0H(30ml)
HEBFER 15h. BBEFET, FBRKYBEIFEEE (15: 1 CHChL- MeOH)
ditk, BEMLEY x (80%). 'HNMR (CDCl;) 8 ppm: 8.10(d, J=9.86Hz, 1H),
7.40(d, J=9.82Hz, 1H), 6.03(d, /=9.0Hz, 1H, H-1), 5.64(dd, J=19.44Hz, 1H, H-3),
5.26(d, J=48.2Hz, 1H, H-2), 4.50(m, 1H, H-4), 3.70~3.77(m, 2H, H-5).

Ltér% xi FIEHK: HEW x (9.46mmol), BEME (18.93mmol). =Rk
- (14.19mmol), %%E@ﬁﬂkﬂm@om)qﬂ, 1) LA 2248 i \ v A3 T(14.18mmol)
AT ERIEYAW 15ml. BEFHERN 3h. HRHEH, ARKYWPIMANZEZE
(100ml), Sy XRZBRZE, FRXYEAILEHBEILEY xi (83.9%). 'H
NMR (CDCL) &ppm: 8.06 (d, J=9.86Hz, 1H), 7.43(d, J=9.82Hz, 1H), 6.01(d,
J=9.0Hz, 1H, H-1), 5.66(dd, J=19.44Hz, 1H, H-3), 5.22(d, /=48.2Hz, 1H, H-2),
4.57(m, 1H, H-4), 3.58~3.69(m, 2H, H-5).

W& xii MER: LAY xi(5.88mmol) HFFE TS RB(S0ml)F, [
F A DBU(6.44mmol). 7E 60°CHiHE 3h, KT, FAWHEIES BB
& xii (75.1%). EERTFT—5 KA.

WA xiii & R: 7€ 0°C, HEE ICI(13.9mmol)i 15ml DMF #EHIIAZ
¥5H NaN3(9.75mmol)ff) DMF (15mD) W%, 0CHiH: 10 558, BBEFLEY
xii (6.8mmol) ¥ DMF (20mD) Z@8MAR] LREE. 0CRMN 1 pEf. RBE
BRPMATRRMN, HIMAOFACTELSHE. BUEERER, F{KYHAEGE
DB, BEMLEY xii (77.6%). BERAF T35 RN.
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&Y xiv K& BEY xiii (S5mmol) ¥T DMF(15ml), ##ET
ABEHRAR (6mmol), EB KA 8h, €. ZEMETBBRER (50°CUT), L
VIR L, BRLEY xiv (71.3%). 'HNMR (DMSO-ds, 300 MHz) §:
8.12(d, 1H), 7.40(d, 1H), 7.26(br, 2H), 6.12(dd, 1H), 5.87(d, 1H), 5.09(t, 1H), 4.90(dt,
1H), 4.18(dt, 1H), 3.74-3.87(m, 2H), 2.12(s, 3H, CH3).

LB xv G B BALE Y xiv(SmmoDIE T 5% = Z.i% FEEVE M (100ml)
T, ZRMHH 120, BREN, FK/YAEEESN, BEHEY xv (89.0%).
ESI-MS: 287[M+H]. 'HNMR (DMSO-ds,» 300 MHz) &: 8.14(d, 1H), 7.32(d, 1H),
7.21(br, 2H), 6.08(dd, 1H), 5.82(d, 1H), 5.11(t, 1H), 4.92(dt, 1H), 4.16(dt, 1H),
3.62-3.69(m, 2H).

KRG 2 5 4-LLBREE R, RN 1L,6- ZREEWR LAY 25 KA R

WEY b BIERR: BALEY a (60g), MATEE (2L), HPLMHTIBEM
ARBER (40mD), FRTHLRMN 40 4440, TLC MR MLHR, FAKREKR
W pH=7~8, ¥, WMEHREXHLSRE, FRAEMKL 150ml, EHREEZH
TN 0.4%H 52 (150mD), ZEREERAM T R 20 5040, A a 2FK
BRACEY) b FIE A NaHCO; TR E pH=7~8, Tk, WERERETH
ZHEH, LV —EFREME (200mD), FAFEK NapSO, TSR, Tk, #&
EBNE, BERAHAMRY b (73g, 95%), ESI-MS: 191[M+H].

WEY c KER: BIhEY b (154g, 0.81mol) F=Z.f% (339ml, 2.43mol)
BT EFRE (1L50L) 1, WKEWSE 0C, BBMIMsEEFRE (113ml,
0.891mol), ¥ 0°C CATFHUMBERE R 4h, HIAMF NaHCO; ZKEH (500ml),
ZERRERK. R EKYER, K MgSO, T4, I8, BUEEZBH,
HELRBRRXY, BAGREKNLEY c (196g, 74.6%), ESI-MS: 330[M+H].

B d &R &Y ¢ (0.114mol) HEMEBIT/K —EFH (600ml) +,
HERSRBETT, MABKME (15.5g, 0.228mol) FIA T & = R FEE{kAE (TBDMSCD

(18.9g, 0.125mol). EiRRM 3h )5, M IN &EEEFRRN, SHWE, BIE
2 HRKFARMEEKSRE, ALK NSO, TR, EREN, FKw@ads
AT Ak, BRNEW d, 5% 69.2%, ESI-MS: 444[M-+H],

eEPe BEHK: WEYW I (0.64mmol) HAZF] 02N PEH-FE (15ml)
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RRESYT, ZERMN 4h, ARG, S8, APEER, BEERE
#, FLYAEEESBELL, BUhEWe 7™F 75%, ESI-MS: 305[M+H].

WA T HIER: -60°C T EEBIA (3.4ml, 38.7mmol) ) & H 4% (80.0ml)
P Z R M DMSO (5.5ml, 77.5mmol), EMFMRET, B 15 545,
FIEY e (25.7mmol) W FH (100ml) ¥Wil. 7E-65CHHRMN 30 4
B, MAZ=ZR& (10.9ml, 78.2mmol), EEHFERN 30 58, KNIBEY M
AK, SHENE, BIBRATKRBETR. REn, BRyRHaiEs s
BALBWEY) f, 772 94.6%, ESI-MS: 303[M+H].

ey g KER: £ RMETBASEMMNA39FKA1.5m]), HHHIE
I 30%0 R EEKE . 7.2ml 95%ZEE, REMANEY £ (25mmol). EHIK
MR EETE 30~35°C T H#Hi#E 2he RINER/E, WIHBAGRKKANRNE, BEEFF
Yise et g, EARKSEREPHIERT, REAEESIT KPS,
BIMAWEAS (0.925g, 25mmol), FEIIRA 1h, FARKERPMRNE, —8&
FLE2EE (3 X 50ml), SIATEK NapSOs T4k, ZERRVE ], BALED) g, F=% 90.5%,
ESI-MS: 335[M+H].

W& h &R A g (9.7mmol) AEEIFEE (260ml) ., JIA Dowex
H' (40ml, R PERE), FEKMN 40, BWETERE, FHTFBREN
BRIE, WIRATHREE. BREEASTRE (200mD P, HBELFTERE
ARG (ELE, 2mD, Z\EBEE XML 0.5h, FIREKET pH=7~8, i
JE, WEEEREOHER, BN 04%HEE (4oml), FWHRENREMET RN
20 53%%, F NaHCO; FFIR MW E pH=7~8, LI, WIE FEBREHN, WA
BB AR, FITK NaySO, TG, B X, B8RS h, 7= 80.2%,
ESI-MS: 261[M+H].

WEY i A R: -60°CHERS (3.4ml, 38.7mmol) HI=&FEE (80ml)
YV BN DMSO (5.5ml, 77.5mmol), WFEHiEE 15 4405, Winihad
h (25.7mmol) KJ—F F 4 (100mD) W, W5/F-60C RN 30 748, MA=Z

B (109ml, 78.2mmol), FBEM 30 SHEEMAKKIERN, SHEIE, B
MUERATLK NayS0s FH. EREF, FKYASEAESBALEE K. ¥
CICH,P(C¢Hs)sCl (2.15g, 6.19mmol) JIAZI LKA (50ml) H, A #H1F)
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-78°C, B n-BuLi FIIE e (1.6M, 4.0ml) HEFERN 1h, REMAFE
EE (1.51mmol) HITFRINEKMEEW (S0mD. AHBREZRHA S 0°C, 4k
LeJ N 3ho /NOTEINATE NHCLEWR (10mD), A ZBZEZE (2X100mb),
FIERSAKBEERIR (2X75mD), BEATK MgS0s T8, WERREH,
BREFIRDEER K NERR (4omD) F, AHZ-78°C, BB M n-Buli
HIECHER (1.6M, 20ml). HiERM 2h, VUM NHClEBR (20ml)
KibRMN. BYERBMRHKEER, K MeSO, T, BMEZRER, FR
MR AL 4 B A, LA L, FOK 485%, ESLMS: 255[M+H].

WA & KA i (10mmol) TIAZ] 0.2%RtEBR¥E K (50ml) H,
BB R Y 6h, FAEE NaHCO; RN ZE pH=7~8, iTU8, IEIRAEMRIE &M
TAREXEN, BRYA_KFERER, K NaySO, TIREITIE, BEEA,
BUEY ), 2% 99.0%, ESI-MS: 215[M+H].

WEY k FIE R BIEY j (Smmol) HEZIMEE (20ml) =, N BzCl
(5mmol), EWRRM 6h, T, FKYANLERNLEY k, F=Z 85.3%, ESI-MS:
319[M+H].

WeEw 1 MEmk: BUEY k (59.3mmol) 1 2,2,6,6- U0 F ZEIRIE -N-4,
(0.059mmol) ¥ T ZFHEE (99mD) H, BZE 0C, HREABRPER (33.6ml,
8.5~13.5%H & ). NaHCO; (11.2g) K (190mD) REBBIMAZIRNIE, 0
CRAY 30 4+%h, MARFE (1.95mD), FERN 10 440, HHA-EFRE
FHZKBESR 2 3K, TK MgSO0s F4%, 38, BXBENBINRKYHATESR,
BEULEW 1, 7= 87.8%, ESI-MS:317[M+H].

WEY m BER: LAY k (0.05mol) AR LKZE (60ml) 2
Z B (30ml) HHEEWT, AZE 0C, SHUMATIEE (23.3g, 612mmol),
WIETE OCHERE R 1h, AREERPME pH=7~-8, &I, ERET, FRYE
S P, REKME, —KFRERTK MgSO, T4, o3, mEHEE
“RER, ARYA SR RAANBREETES R, BREAY. BHE
B4 TaksES, £ 0CHAHT, WinBzCl (50mmol), WIMEES, TR
M 3h, ZEBRER, FRYA LR ZEZEE, R NaHCO; BBVER, Jo7K NaySO4
TR, I8, BEEH, BRDEOESBANBLEY m, 772 89.7%, ESI-MS:
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423[M+H],

WEY n AR BHEY m (4mmol) BT FE (22mD) +, A 4.0M
MY —ENHIR AW (20mD), FE|RKAN 10h, F NaHCO; RHKRMEE
pH=7~8, T8, IEBMEREREZET, FMR/YBETER_EARRET, ALK
Na,SO, THRE R, ERET, MBS BANBNEY n, 77 89.5%, ESI-MS:
397[M+H].

WA o BIEE: AW n (1.76mmol) WHETE R F Lt , FRE&MHT M
A DAST (0.4ml, 3.03mmol) #Hi#E 12h, HBEAWEA 10ml HEF NaHCO; i
t, SHAHE, AR NaHCO, B, Tk NaSOs T4, HEAHESH
A BEAEY o, =E 11.5%, ESI-MS: 399[M+H].

WAY p &R BB o (10mmol) MIAZ] 20ml LA 80%H FERH
W, EFETHIERN 120, WMERZER, FR{YS5PRIEEBEEY, B
PrAS EMAYIYE TRt e AEE IRBTA I, FERMN 4h, RIRIRYEE S5 PR
X, B34LEY p, 2 90.3%, ESI-MS: 427[M+H]. '"H NMR (CDCl3, 300 MHz)
8: 2.07(s, 3H), 2.85(s, 1H), 4.62-4.77(m, 2H), 4.89-5.07(m, 3H), 7.32-8.17(m, 10H).

WEY q G R: HWEY p (4.76mmol) BT EAZEFH (40ml) F, ¥
HAZ0C, REEBEEHCISARER (43h), SR TEFREGN, #L
WEETIR 2 /M BBNAY @ K 87.1%, AW q HEERT TSR,

WEY 1 WER: 2,6-ZFEEW (4.78mmol) S/AFHEMERL (HMDS,
9ml) 7ZE(NH.:S04 (50mg) FE FIMARRZBEEHER (L 5h), EFTH
LENBBAGEKE, BiZEEBT 12-282% G5mD 1, BMALEY q
B 1,2- R 5B (4.56mmol, 30mD) & 0.4nm 2FiF (2.6g), HERSHEF
TEREH 6 R, TLCRARNTLE, ERNETMA_EFEH (80ml), I
H ARSI, 645 A NaHCO; fi & 3Kk ¥, BHLE K NaxS0,
FIIHR, BEBABINEKRYBREERESBBEWED 1, 77K 78.5%,
ESI-MS: 517[M+H]. 'H NMR (CDCl3, 300 MHz) §: 2.85(s, 1H), 4.67-4.79(m, 2H),
4.92-5.13(m, 3H), 5.79(br, 1H), 7.32-8.17(m, 9H), 8.35(s, 1H).

WA 25 BB R« FA0 A9 r(3.60mmol DY 4B 75 Y AN ) NH;- F BR ¥ ¥E (30ml)D
&, FWRBAERMN 15h, BRER, FRYEIEEELSALBERNEY] 25,

26



200710137548. 0 oM P E18/22m

7% 78.9%, ESI-MS: 309[M+H]. 'H NMR (CDCl;, 300 MHz) §: 2.85(s, 1H),
3.69-3.79(m, 2H), 4.79-5.07(m, 3H), 5.60(br, 1H), 5.79(br, 1H), 7.32-8.17(m, 4H),

8.35(s, 1H).
KR BESGHIV IEHEER
WAEY 1. 15, 19, 36+ 39, 46, 50. 52 FE4MESFRA HIHT HIV-1 354
1. MR
1.1 #%
1.1.1 #49).

FiRGY: AW 1. 9. 15, 19, 36. 39. 46. 50. 52, T, KR,
DMSO "%, Seiuit A DMSO WHRBCRGE DIk E G SRR, MEMmA
RS

RE At %ot R 24 -

(DFF% R E(Zidovudine, AZT) JGWaPRA B B 40AZHE 2 HIV-1 908 KB
FFL hBEEMK, WA LERRELEHAFTRAR, #t5: 040201b,

(D% %5 $1 *F (nevirapine, NVP)M BB RZERELERARAPLEHS:
0301001), A ln PR B FH K 2 4n JEA% i 54 SR BRI o

1.12 RE

HIV-1 1B 5259% F 4K, 4 35 E Mount Sinai Medical Center B2 R 18 LT,
£ HO MR+ 18, -196 CHHE.

113 i/ |

RN T W EH K MT-4, % ER T Hr 2 KFE 5O TR AR
&, AEEN, -196CHRAEF. TR RPMI Medium 1640 35575, 0 10%
fRAF I L 100IU/ml FER. 100pg/ml EHRMFHBER Y L-EAABIKL.37C,
5%CO, HiFrE TR, BERER K.

1.1. 4 FEEH

RPMI Medium 1640 3555 43 B GIBCO 4 8] 7= i

Ji4- L3 (Fetal Bovine Serum) > R )1 BUAEAL HI MG PR A B = b

BEERNEEEAN LR =5 BRI LSBREEHLERAE
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P4 M35 (Thiazolyl blue, MTT), 78 A3 E Sigma A &=

Triton X-100 454t KEBO AB STOCKHOLM 4 & 7%=

N,N = F 5 B B RZ(N,N-Dimethyl Formamide) % 1t 504L T 7 &

HIV-1 P24 HLERMRAR & : A# 2= BioMerieux 4 87 fi.

1.1.5 FEH

Emax ™ BEHR 1 4 2€ E MollCular Devices 2 8 F= i

SERTE 3 SEYRELREPWAT.

1.2 KB TT:

96 FLIEFRI, WA KA BAMERELRA, SHAMAKFUEYN
AFIKE DMSO YK 100ul BiFHYEXTREZS AZT #1 NVP 5K B D AR DI AR
BUEARM SR AL, 970 100ul, R KX AR R
P2 AZT 0 NVP 3P4 . MT-4 ZHEFH 100TCIDso HIV-1 B B 1.5 /ME)E,
R FRELER | WG, BERK 2x10° 40 f/ml 50T 25030405 25 52 56 41 A0 BE Mt
YRR B 96 LSRN T . ARATBAMEREFR, HFE4 R
G. AEMEMEMRKEE, FANEMIT RO0ESEE, EEREHBETE
WE P24 HUR . 7 AITHEAHIZ, FHHEFIRE (CCso) FEHHHIKRE (ICs)
X SI.

2 R
2.1 A& 1,9,15,19,36,39,46,50,52 7 MT-4 403537 Ayt HIV-1 (3m5I4E B

A MTT ElENEY 1,9,15,19,36,39,46,50,52 X 40 il )= P A1HT HIV-1
WM, R HIV-1 JERGR 40 B R Ak e 40 M e 4 Hu B XY CCso A0 SI
M. SRLE 1.
% 1 &% 1,9,15,19,36,39,46,50,52 PR 254 AZT F1 NVP 7& MT-4 41 fuiE 5+
3T HIV-1 35

CCso(pg/ml)* ICs0 SI
4y _
PEHIV | RS HIV ] (ug/ml) | BE:HIV | RER BV
AZT >0.625 >0.625 0.000182 >3434 >3434
NVP >12.5 >12.5 0.00364 >3434 >3434
1 43.6 40.9 0.101 432 405
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i

o %20/220

9 31.23 30.05 0.162 298 291
15 26.22 23.23 <0.001 >2622 >2323
19 43.8 39.8 0.09 487 422
36 35.12 37.54 0.127 276 296
39 38.26 36.77 1.49 26 25
46 48.52 55.35 0.131 370 423
50 28.3 27.9 2.30 12 12
52 413 386 0.133 311 290

*: ARMREEYE: MIT ¥ .
a1, 15 70 19 FIEFA R HIV-1 SRR AT 5 IR 4 R

F246EW 1. 15 R 19 FBFAER! HIV-1 BRI M BT 2B IR 45 SRR

&4 BT mim | ATBR | FEmoll) | MHB) | B £
1 | VSVG/HIV-luc | 293 41f | BEQAThngy 1x10° 99.4+0.3 | DMSO
1x10°¢ 90+0 DMSO
ICsp: 0.5pM
1x107 28+0 DMSO
1x10°® 0+3 DMSO
15 VSVG/HIV-luc | 293 4058 | BeULBT iz 1x107 100 DMSO
1x10° 100 DMSO :
IC50:1.5 nM
1x107 100 - DMSO
1x10°® 7246 DMSO
19 | VSVG/MHIV-luc | 203 4Efa | meiiimgy | 1x10° | 927209 | DMSO
1x10°® 480 DMSO
ICsp: 1pM
1x107 4+1 DMSO
1x10°% 0+2 DMSO
VSVG/HIV-luc | 293 FRAE | REBET/INE 1x107 97.241.1 DMSO
AZT
1x10°® 54.1£2.0 DMSO
VSVG/HIV-luc | 293 ZRER | ELULRTINZS 1x10° 86.3+4.3 DMSO
3TC '
1x107 50.942.4 DMSO
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VSVG/HIV-luc | 293 4850 | U RTINZS 1x10° 929416 | DMSO -
daT
1x107 24.0+1.1 DMSO -
: VSVG/HIV-tuc | 293 418 | BRYLATINZY 1x10® 100 DMSO
EFV
1x107° 55240.6 | DMSO
VSVG/HIV-luc | 293 4100 | BEYLwTInzs 1x107 73152 | DMSO
NVP -
1x10% 18.842.8 | DMSO

i 1 A0 2 W4, BRA 24 BSOS A BT RO HIV Ve, R
WY 1 AaY 15 FLa4 19 BHRIFHR TR, SRS WNTTFE,
B B R
AR BESNL HCV &2
1. MR R
1.1 ZHHEsF

HCV Eﬁ%ﬂéﬁﬁﬁ,(Avva 5)7E Dulbecco’s BU# AL & 10%4- 7 ) LILTE 1 lmg/mL
[ G418 ) Eagle /R 5555 . 293-Sip-L 4 ffL7E Dulbecco’s BRI S 10%4:Bn
MR 250 1 g/mL ) G418 & 150 v g/mL KBS 2 B 1 Eagle MR EFE.

1.2 HCV Bglie % (RT-PCR Fik) - '

H 60mm HA2H] Petri Hr7F ML A MIAEEE 100w L B HCV Bﬂ‘ﬁﬁﬁiﬁﬁ%g

ChIEE 12 M. REARERAS HCV WFHA RREEH LSRR EHh—

MIERSR 7 RGN HCV-RNA W, 408072 BRE QR AR OB
Dulbecco’s B Eagle /M BB BERI IR 3 ZIREEHR EERS (EAXER) 0
PRI 40 P BCXT L SR SRIEAT RNA $2HUR RT-PCR 43l B -AlZHEH mRNA &
A e LUK R
1.3 HCV-RNA K 2R

KXKH4 B3 PCR BBEcHEIEREENMZE HCV-RNA (2.0 iR, Roche
Diagnostics, Branchburg, NJ),

4R

WA 1725 6, 0.6 F1 0.06 1 g/mL B EMHZ R TR). HCV-RNA KF
Fi483) PCR BB iE RN E .
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v ZE22/225

BRI AY) 17 MR E
0u g/mL 0.06ug/mL | 0.6 g/mL 61 g/mL
LK1 5.1X10? 4.9%10? 0.92 X 10 1.1X10?
S0 2 4.4%10? 4.1X10? 0.78 X 10 0.81 X 10

HILER, WEY 173 HCV HHERIINEIER .
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