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¥ N R X £ 1-[(2-Hydroxyethoxy) methyl]-6- (phenylthio) thymine (HEPT) H &
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EFRERLZV AR (HIV) BREICXDFIEE SN BRERERLERE (AIDS) 3BD TEIEHEOEH N
KBETHD, 2URATEZHOBRRBENNW S, RS UHKMBETH 2, HLHIV AT AZT & by { 1987 TG H
HRVEZIN T, AZT REBNT AZT =Y VB (AZT-TP) XMz h HIV o EEER (RT) 2HEL.
WAV REBERT, €O—FH. AZT-TP Rt FDNARY X 5—FblEL, BHNFHLC EOBELAERET
To L7cdio T, BIEADA RV, AZT ERREMEETRILL, HLLRHIVAOHRSEH TH -, BET
Z %, nucleoside & RT FLE#I 7 #I. JE nucleoside % RT HEF 3 H. Yo7 7 —CYHEH S FNITEhTED.,
AIDS iBRHBE LT TV 3, UL, ShoO%A b AEASOMENBRS N T 5, BE AIDS iBFICA L 5
hTOABRFAREOLDIZG, HOXKA S OARRETR L, BIFEAOLROWRATEROHRS, HIETEN
THEEh T3,

19894, EIK 5t 1{(2-Hydroxyethoxy)methyll-6-(phenylthio)thymine (HEPT) #i#i HIVE‘I!-E’&#?O: &
&G U7, HEPT 2 AZT &L E#ED nucleoside R TH - 7chs, AZT ERERAWHE AL, £  OERHM
I3 A3 EEIED, LX), HEPT REAWERAMSAE . AZT L RBUAERABF EHOREME LRI LU
FHRRHIVAICRIBEEEL oM, UL, HEPT RIEE#H TH - 7c/cd, HEZRIZI D EEREREKL R
T EnFEEh T,

FEHIT, FREEE HEPT &4 2 Rl T HW T, B BEAO 6 fLE# uridine nucleoside DAREZGA L.
HEPT @1 6Ih 5 6 bro & BE#ELE (bofiBE BE##EII HEPT 0 2hicEE L) £ LU-E~ © HEPT FH¥thk%
AR U, FLHIV BEHEAE L, ZOFER. UTIORT & I S#EEEMEMMAE Shic, Pyrimidine BRO1 @ #
#i12B L. ethoxymethyl # % 1-(benzyloxy)methyl ZiCB#T 3 LEHEMNER U, 2-Thio Kiz2-oxy & b &
BYETH > 72h5, 4-thio KRBV EFEMRER L, SMUEREICEHL, Methyl 2L W BHVERESFHRIIC
BF#A T, ethyl #& 3 i3 isopropy EMHYITH -7z, CMBERECEL TR, BREESDLETHD,
phenylthio Z. cyclohexylthio Z, ¥ X U benzyl ZEWTEHERBICEEBE TH - /2, 6-pheylthio 2D benzene B E
OEBETIE. 3 0L methyl &, ethyl E, 55037 vy RKEFEBATHEEHRMERL, FIC3MLE S50
FHiZ methyl EH 3 WIERFEFEBAT S &, REHICEESER LK,

iz, k@O HEPT #ArEREO#HEFEEHMS LU HEPT & HIV RT &6 0 X BERBITOBRELHKIZ,
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ERLERCHFETIEMOBREREEEMA. L0 HIV RT E&&T 2 al6etH b 2 SisE HEPT Bk %
HFEr L1,

SHEE HEPT BREOEEN FMETH 5. acyclo-2-thiouridine FEAKSHKO KB ERA. ¥V MLEh72-th-
iouracil base iZ2eq @1, 3-dioxolane ¥ & FMe;SiCl/KI #RIGX # 5 &, HEID1{(2-hydroxyethoxy)methy]-2-
thiouracil BNERC /SN Z Z LA RE U, RHEIZ2eq @ alkylchloromethylether 8 K KI #RIGX ¥ 5 &
1-{(alkyloxy)methyl]-2-thiouracil BKINEHBOhB I L RIH L7,

LEROFHEEHNER U acyclo-2-thiouridine FHEE % PRMEKICH L. Bk HEPT B4k % 4K L. KL HIV
EHERE L, ZORE., B HEPT BREDOZ (2. ECalnMUANLOBW HIV iEHE£R L. AZT &
FA%Es 50 ehU LOFEREFL TV, Jhs0FEY HEPT Bk oMiaEd 12 HEPT tRBETHH,
AN ZBRUENBFERICEOREUER TS - 7o, HEFEMMEBICE L, pyrimidine Bo 16, 56, BL V6 6L
MEZXRIERERICHRENIEALL, Z0BOFEBRARI . E#iE HEPT B&E D 5 b 6-benzyl-1-
(ethoxymethylD)-5-isopropyluracil (MKC-442) MEESRE UTHRAEETSH 3 LM hiz,

HEPT Bk Ot HIV fEABF IS D0 T & b 3MICKRE T % 72, HEPT B&KIZ DU T in vitro HIV RT i E
BEEXWEL. MKC-44212 > T RT HEBRIC DL TRI Lic, 20RER. LWIFho HEPT Hg#k & HIV RT
EHEFELL, HEERCEL TR, MKC-44204& TTP (Ki=0.2uM) BB L U IGTP (Ki=0.01 M) =t UIERE
HEETH D, BHEEHTH2 AZT-TP O Zh & IXRL > Tivie, HEPT BRE&D in vitro RT FEBE &M%
KB 5 HIV SR MHREIC 1RO IEQMHMMEY & h, HEPT B&kid AZT (3242 5EATHIVRT +HE
L. HIVEFEEMSFI L T 5 2 EMMERB SO,

B%IS, MKCA420BERNF AR 2R B o AZT D 1 )V Ricxtd 5450 HIV fE. AZT S HrABRIC B
ZHRHR. BLU< Y BB T 3 in viro HIEMFIEA I OO TRIT L, Z08%. MKC-442i3,
AZT WPEBRIZH LT AZT O & 5 BERETARS T, EMEROGE LRABEOERE AR Lize MKC-442& AZT
ERALLEE, OUThO ECHIZE T MKC-442& AZT RHRMBAER LI, 7. MKC-442i2 5 M UT
DBRETR< Y XFHAITBAROMMENHERAERI U1, UEOKRE, MKC-44213 BRI E AEAE>Z &
BRI, BEEMTOBKAR TEHERDROERAS LTS,

MXBEOHEROES

BEZZ 7 vy VERED—HTH 3 HEPT i HIVERBED oh Tk, Z20EHIITFT O TH -7,
BISE AL AW AR OB HIV 3 AZT I~ TRIENED TES . (EABENELS - L b BEShEC &,
5. HEPT %V — F{L&W&E LR TEI I HIV ROBBRFR 21T 720 ZOWMBRLUTOBEY TH 3,

HEPTOE Y 3V VB EOSMBTOBRELM 2 LR UL SHBGE AR L. £ 0O% HIV 5EH0 R
EMZIAREEIC LT, & DB HIV EHAMR S 13§48 HEPT BEGREE S FRI L, Shbfkd
WITFEEADEL I HIVERZRL, Lhb, BESENZ bbb o1, v ¥, HFEEESWIT HIV RT o4
AHERERBAITOZNERLZ I L, AZTTHHE YAV AIZH LT @O ERENEIERA A E T3 2 2B OMIC L
T3, BB, THSDLAMDL BN Ui AIDS MEERES & L THRRRST (SIH) <o, HEo
HEAFE, B ER) K+ ETH0THS EHMN LT,
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