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Synthesis and antiviral activities of 6-O-substituted acyclovir derivatives
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6 BaxtHEAF2FIRMANENER U GRGCORARMERFTEY FRNF NI ENWRFESE

M, TE UMEEFTANEFNEAY AR -FZFACORRTETEFMED, FUNEEFT I WBABAET HHE Vero #
AHRAHHSV- [ A HSV- [ HEFHAE., BR AR T6EOMKRTEAFTEN OAN EHHBERITELH I MSH
h. B BANEYRR —E ks dt HSV-1 7 HSV-II H FEHEMIC 2 3 % 25.50 ng - L™, BEHR M H % £ (MIC 4 2
ng  LOERAE. BR FERNERLANERTRARNESZ TRAK EAA DS HAEEHEIRLEEXAEARE.
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L1 #MFNE BAAEEEHENE. BETERR
IF. JTTEMFAL K Carlo Erballos B EH ST E ST, &
I F-MAT212 B, #EEW(TLC) FEE GFa s
HEWARRE H(10~40 um). BRE M Vero WH L HF
THEYHERARLA.
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1.2 BB 4R

1.2.1 RBtMEEFHEK HBMEEF 16.5 g(0.073
mol) FIEE & 100 ml, A, RIFH KR 3~5 h, TLC B/
B R 58 AL » 0 T 2 B B AT, B4, SR, I A LTI Kok
TERIEDE BIE A REYE S L K TS . SRR
BF ARG EE. ROk AR XEBEIEKR. BEE
HEWZ BRI HIEF 19.0 g, =% 84. 0%, m. p. 189~
191°C , CAR™ME % 189~1907C,

1.2.2 B BMEHH[9-QILHAZELXTL) L Ea]
Bas RWZ MM E %S 155 g(0. 05 mol), A
1 mol+ L' =2 2Bk 200 ml, B F K 10 h, W E
AR BB R GR T SR BT S
12.6 g, 7= &% 94. 0%, m. p. 238 ~240°C , L BRI 1 240~
242°C,

1.2.3 6-8-6-ME2-O- BMEAFHAEL BED
THRMEZBME %S 1.35 g(0.005 mol), = Z HF RS
8 (TEBA)2. 3 g(0. 012 mol), N AL /K Z JiEF 25 ml #1
NoN-ZZEER 0.8 ml, BMAFFE LM = HER 2.8
ml, B4 D AR Z B 55 R S 10 min, W R Bk 2
fEAE B kKo, NaHCO; /KB W BILZE pH 6.0~
6.5, FFEB(60 miX5), &I FEB, XK Na; SO, T,
EEMN. RAYEERT T E(CBRIEBEEREKE
6-R-6-BA-2-O-Z B EHEE 1. 05 g, =FH 73. 0%,
m. p. 124~125°C, 3L k' (H % 126 ~ 127°C, T E 4 Hf
(CioH;,CIN;Oy) : H i f (C: 42, 11%; H: 4. 21%; N:
24,56%), EWI{E(C.41.75% ; H:4. 17%; N:24. 44 %) . MS:
m/z 285(M* ),

1.2.4 6O0BRRMEZFHHE L66OEXZLEMEES
B & A ). B 0.46 g(0. 02 moDE T 30 ml X ZBEHh,

(EE®AT S0P 964), BOLHD , 4 B B8, F L4 S M.
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FEM R ERG  mMA 6-8-6-R 8-2"-O- L B &5 35 0. 571
g €0, 002 mol) , M #&HE 3, 60°C KL A7 10 h, TLC & 7~ B2 L #
AR, A MAEEA, AEHERG mlX4), 5HEF
BUK, I EK Nap SO, THRA®R . ZBREW BRER,. 2842
WrorElEs A FEG: DBERKE].BSERFLEY
(5)0.45 g, 8K 52.4% ,m. p. 165~166°C. HABHLE
WA 4.

1.3 thetrAmEFHMNE FRBKENKMEEHET 1 m
ZP WP (DMSO Y BL MR FE 290 b mg » ml ' IR
BHA Vero B F BB BEAR THERE. ApH 7.4 8
RPMI 1640 W # B HSV- T f1 HSV-1 A EER E 10 {5=R

P8 (TCID). £ 96 fLik EFp A Vero 480,37°C .5%CO,
9% 24~48 h, A 10TCID MR E MRS Vero 41ME 2 h. &
JE AN 5] e BE R 25 ¥R . 3F 1 Vero 4 fig X B8 9% 2 X BB & [0
Y2 (P E R FISE, 37C.5%CO;, HeEEF48h /5.8
T8 T W 2 4 Mo A8 (CPE) B g 25 7%t HSV- 1 #1 HSV- I
BRI P P o E

2 gRMITiE

HERI0ONEREEY . AR CEIRE. K4
F o Hr U R X BT 3
e & PR BUE BT BIE Rk 1.

£1 CORREEEFTEVHBEAER . TESTERRAIMNIFETH

BiR{E%) L RHH(%) MIC (2s/ng-L™")

s E{LER) HFX BAGO KE)
C H N o) H . N HSV-]  HSV-I
1 CH,CH=CH, CuHisNsO;  148~150 874 4981 566 2642 4937 571 2686 >50 >50
2 CH,CH,0CH, CyHNsO;  137~139 924 4664 600 2473 4628 605 24.69 25 25
3 CHCHNCHy), CpHNeO;  136~138 64.6 4865 676 288 4853 685 28.00 >50 >50
4 CHz—QH—EHz CiHuNsOs  143~145 752 4950 619 2065 4938 620 2072 >50 >50

X

5 cmh—@ CieHioNsO;  165~166 715 5834 578 2128 5872 574 2147 50 50
6 CooHioNsO;  163~165 699 6366 504 1857 63.17 504 1871 >50 >50
7 ‘©_°CH’ CiHiNO,  157-159 770 5438 S.14 2115 5408 509 2114 >50 >50
8 Cff© CisHisNsOy  160~162 67.2 5438 514 2115 5433 507 2111 >50 >50
9 _©_COOCH: CieHiN;Os  164~166 627 5348 474  19.50 5326 479 1953 >50 >50
10 CisHpNsO;  127~129 599 351.132 568" 351.133 130° >50 >50

“;Determinated by HR-MS

Mk BRI P E & FIEMR IR - BEMENR. T
EENN T EEH M AR, NMR 77, 5 00 B L 5
CEREELT FARBAGTRUABRE MR MUEEN.
ALE S H R K ICE™ LIRS 5156 TEBA M5 M1k
FLHENN-ZZ B AR A MRz R T/ R 5.
EREHTAT RIS M OB — B M s B & 4, B 4
FAHHRAMIE, ZHE 8 R EEFE0.45 £ 4.

MEMEINFEEERUEEFR (K DER, M F
HSV- T f1 HSV- [l /5 & , BT &% 55 09 B K 40 6l ok B (MIO) 24
2ng- L7 AR 10 M P& (2% MIC X
25 ng - L7 kB MEMMFIHRE K 50 ng « L7, Hith
KEWEOng- L TBWER I XHFESE. TRMA
BRSPS IR LS| AL, BT EER M
T BHr1E A Y rE v a0 T 8 3R & TS RE 7E 40 MO P9 4% A
o B A BT AR Ab Vero 40 MO AR B4 0 i S R T M LL & 1
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