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ERGMFHRASPHEARGS, Ak, BRHALHBEWERE
% 05 REMOEIN, BICEM RPN, |

X ¥R (Acquired Immuno-deficiency Syndrome, AIDS, 3Kt %REiRiALE
A1, MHRLER) BYA A ETERMA SO R TRKNBIEARZ —.
FBOLEANRR BN AL LEHRRNE (Human Inmunodeficiency Virus,
HIV), 1983 R\ BHIE, FHMER HIV-1 1 HIV-2, ETER&. HIV
ERABABTSANSR: BH. FA. BE. EERSSH. REEEA
BRNES. BREAAR. BAGRR. AEERS. RS, AELEE,
ERABRS— NSRS R ER HY HYRES. #AS—SRE
KA T WS AROMEH, FREROLSDRIBET AT FHLERR
%, AR PRSEEAZROEHAZARNARE HIV BHB XRS5
B, AREARLEFUBNSS, S50 HIV BONFHNALEERGT
RIS R HBOMNERHE, LEPHERE (RT) MR CSHE HV
A mRNA $#F DNA), BARARBIHN, EHRAHEF (TAD ME
MG, LitFRENL 20000 MEAWHST TH HIV OH, B8 SRS
B T B REEMSIMAE QRO 14 N5 HIV 259, i RSN
(AZT, DDC, DDI, D4T, 3TC, Nevirapine, Delavirdine, Efavinavir) & S 8§
HZ59 (Sequanavir, Ritonavir, Indinavir, Nelfinavir, Amprenavir) 8RB
WA TUSER, ZWEEKT SHRBEOLS, ERNLE T RN ZEEE
MRRNHRRES LR SEHRERN L. EHkE L msmAE T
FHL S SRR TR HIV SEOHEY. APEHHRIFR
HUHIV ISP A MR S9—2 B WEAS RN EE S ERERSRNS
. Z4RM 100 BRRB/ULADAE HIVIEE, FMTFLE. =85, =K.
M. RE. B, K. £UW, W, RENELS, LPEEEEN
. HEME, LMK, BER ATER, TAW EME, S5SH,
RUEBEES.
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&4, RABRPEFAEFR (D LAWEIERRA EH LK HE
BRI, h¥H S AV IR REEDHRNZ S R Y.

ERAREOETFRUSILHENEY, KPSFRLURARRNOR D
HEYR-1 HE 2-FRE-ZHARTHARBRUBRIEN, ROLZILEWE
& H RSN VA EHEH R AP ONA.

ATERERAWBEN, ZARVEBHTOTHERIR:

—HAXERNEY, KPEFRLEFARROR () LAYE-1 B
% 2- KR E-Z 15 R 5 BRER/HRAA.

__NO;
O~
O

FIRS SR 4L T — ol 5 REEOHIM, KPS ERMER 1 FAFHR ()
WEWR-1 B 2 FWE-Z 5 R T2 AR AR RRTEH.

AREERETR (D WAVR-1 BE 2-FRE-ZREHE S RRZ
PYHORAURR (D) LAYR-1 5 2-FRE-ZREH 8RB
HYRHNA.

ERPUADRELY, TUEESER, REUEWESWORIEH.
BHENASYEH 0.1—99%, &N 0.5-00%MARBLAY, KiHHm
ERTER, X AT 0 0 7T 25 5 R SRR T

FAMNBARFSRNE—HREHEE S, LESREERREN. K
BURBYHQAN. HERANBDASYUL L SERAROTBR LD,
AR\NOHWASOMAES (B, JE) BHERLS.

ATERMBRERRLR, TEHAERANR (D LAWMNR-2-
PE-1-NERME-2-WEZHE (UTHHK KIBL43) BREHERERREN
ARMBVH VNG REAERREAARANLR, BEARHOEEET
RERTF k.

v R-1 R 2 XRE-ZHT HIV - 1 8 Rmainsiem

(1) ZWHE

J¥eRBE (Reverse Transcriptase, RT) MRZIEMSE (non - radioactive )
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RAFEM H Roche A7 . HLEYWEMRT DMSO . MHAMNETRNE, &
FLibn2011 HIV - 1 RT ¥#, 1301 BB, 701 BT DMSO #4k
&Y, 2001 SERNEERORNENBE. LEYRKRER 2100g/ml . &
B Foscamet FIPER AL & (L AMMBIMRIIETL. & 37°C1 Y. %odk S X
&, WA 200u 1 HDIG - POD HiAT{EH. 37CHRE | PE,YERK S K.
I 2001 1 ABTS EYRNHB. ZBRN 15 - 30 4. Bio - Tek
E1x800 B§+7{X R E OD {8 (405/490nm). LA RT iE#E>50%HLAMHIEH
VIFERAYE K VIR A AR B O T LR R, 8 MRER_-ANE L.
#FERFEREIIT RT FEMAME. HEHE HIV - 1 RT & 50%H14L
EYRE (EC50, 50% effective concentration) .
(2) &£8: (LEHBEKRE D

-1 FE 2- G E-Z 8% HIV-1RT BEE e

pg/ml 0288 144 72 36 180 ECso

HIEY% 48 36 649 959 944  5.0ug/ml

2. R-1 THEE 2-KE-ZE7 C8166 MM EEYERE
(1) REHE: FH MTIT EXHR CC50 HIFRE
(2) BAKEIE: HR-1 HE2-FRE-ZHKEDHA RPMI - 1640 WEH
1000 1 g/mL fI¥REE, A 022 M R 3E.
(3) LR
BURGAL+100n L 5 EHAT 2 SBEMBE+100u L C8166 MM (3 X
10°%mL) $%3% 72 NBF (37°C CO,5%), Wi B 100w L +20u L MTT, 488
H 4 /M (37C COx5%) +100kL , 10% SDS s hid® (18 /MRH).
(4) OD EH#E
A Elx — 800 B§#7{X &£ OD H# K 490nM.
(5)) ERER: HHEAFIKRERMNHI%E. FHEHEME 50%C8166 4 HiH
| (CC50, 50% cytoxic concentration). (Wi FHIHE 2).
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R-1 TS 2-EHE- 256X C8166 41 i Eit R E
pg/ml 156 313 625 125 250 500 CC50
MEIE%  -173  -103  -65 307 783 104.2 155pug/ml

3. R-1 BE 2-ERE- 245 % HIV 97857353 (Selective Index, SI)

SI=CC50+EC50 = 155 pg/ml+5.0 pg/ml =31

M BRI AT DIES: ARV R -1 B 2- TR Z B0 HIV 3% 3
BERAEMHIER, EX C8166 MMMBEMK, EERYER, THTESUERE
BRI LHARE

1 BR-1 g 2- BB - Z 4B % HIV-1RT f30%035 4 3048 B s

2 B R-1 T 2-FBRE- 2865 C8166 4 ffd f 2 1t 3 & .

THEEEEFIE—PNERALRATRTRE, BEARENAEHTR
BTk |

B 1: $ZBICER Ono Netal, J. Org. Chem.,1986, 51:2139 #4174 B R -1

THEE 2-KBE-205:

(1) 1-3E-2- X ME-Z 5B &
¥ 1-ZER-2-HEZE ( 532mg, 4 mmoL ), HREY (440 mg, 4 mmoL T
ZHEP (10 mL, FOCMA=ZZEE ( 410 mg, 4 mmoL ), TEEBEHE 30 4
B, ZEBMEA IM BT, REUZMZEER, BERENE, B 1-W-2-
EHRE-Z 5t 700 rﬂg (8% 95%). NMR (CDCl3) 2.43 (t,J=8 Hz, 2H) , 4.56 (t,
J=8Hz,2H), 7.58 (m, 5H ). |

(2) R-1-FEE-2-ERE- 2B HI &

PEE-2- K E-24% (630 mg, 3.4 mmoL) ¥ F 5 mL —FF ks, F 0T
AZEIH (0290 mL, 3.6 mmoL) TEBRTHHE 5 44, REEREVRAR
&, %:E&%ST:H Bd, FERBTMA=ZZE (350 mg, 3.6 mmoL) F 0
CHH 30 240, HBAWEAKT, LU IM EMUEIE, BEHILEEAN,
LHEHENSBBUEY |-WE-2-EFE-Z5 500 mg(78 3% 83%)IR 1505 cm™;
NMR (CDCly) 6.67 (d,J = 12 Hz, 1H ), 7.24 — 7.56 (m, SH ), 8.19 (d, J = 12 Hz,
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12Hz, 1H) .
2. wnaERTR NO,
—
HFR: CHNO,S <3%S
R BWE/De &R

BHERMR-1 HE 2-FRE-ZHE SRR ER Y 9:1 MLEAMAR
R, BB .

LG 2.

ELHER 1 T EERIER-1 BE - EHRE-Z8, KEXSREMNER
K 5:1 MELBIIMARRTER, SR

LHEB 3:

BEHH | BTEERER-1 HE 2-FWE-2%, RHESRENERL
K 5:1 MLBIMARER, SRER .

L 4:

HEHEG 1 A EEHBR-1 R - XRE-Z%, BERTTEEHA
Kep, SR, AXEMERG TR, FEEEE, 2¥T 2m KHEP, €
BAGTRE LHEHBRE .

LB 5- |

BEHEH | K7 EERIRR-1 BE 2-XRE-Z8, KEHORBEIES
AR OV BB .

LHH 6

WL 1 M EEHIRR-1 R 2-RME- 244, RS BsEm
TSTAK, FE, B KESREN .

LB 7:

REHH 1 5 EARAR-1 BHE 2-EHE-Z8, RASREANERY
H5:1 MHEHIMARTER, SRR,

LS 8:

RALHH | B EEMER-1 B 2-HKHE- 246, BRASRENERL
A 3:1 EEMARIER, HIRABEE.
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