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1. —FhABFE BB T 2R ), HAFAL R H AWM AN:
Nu-L-Ch

Hp Nu 2B HEFRUWER, L £3EE, Ch Z2EEEER, HhxHE
KAk BFTE®S. FEKRS. ZEES. BEETS. A58E. MEFR
FH. FEFK. BFRKE. FIERE. F2RE. PkRE. ZRNE. 4L
Pt FMbRE. AZET. FEER. HEME. FEMIR. Bukhix,
FEFRE . PUEKRE. AT .

2. WAUFIESR 1 MIfE E BB R4, Nu. L A Ch Z /8] DAAREE
B R .

3. WACRIESR 1 fOHE E R BB A, Hd L BREBRIER 1+
ff) Nu A1 Ch FERERBERL ST, TR —AMREER B B4k SE B AL R BB AL .

4. WRURIESR 1 HREE BB RLR 280, b Nu R A TR A
HHURBEIUEER 29

5. —MEESBKAERS, HEEREEEPUNZR 1 18 [E R
B R, HHEEERERAE. ERFREEEAEE. R0, IR
HAE LB R

6. WALFIER S MR ESBIERRZE, HPRTEENT 1ok,

7. WARIESR 5 MEESBEERSE, Hh BARGBERFENH TH
RARRUCRIESR 1 FRE B R R A R B 23 R B 71 R
LEBIZE 50~100% 2 18], FHARAFMF.

8. WALFIE R 7 MR ESBINAERS, HAREmmLE 8RS 1
RIEE

9. MBAER 5 MRESBNEERSE, HbhBHAREBRENK T2
0 BRI SR 1 f AR [ R B I A R AL AL R
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AB BBz BBt A 2R

BRI

AR B AR AR B 94T, R I R [ B SR B A A
W1, %A AP ET LA A U R G, CUERR A, AR RIS
PERVEEE. DIRKL. ELR B AR AEIR RS

BFREKR

A (Nucleosides) EYANMEEMNFERS, BHERTESRZE
W LA R BR Rt A5 B RIS & . BEE R LY 5T DNA M RNA 2 %
HMAKEME. BEIRERUS5EMENTFSEENRM. BRFTH
G NER BRI RRIE S N AR S AT AL TR SRR . IR
A, MImRRE. PREENE. BOARMENE, FBOEEAZSERMBERNE, JFdelilanl
HRIRTE . SFF . RFERRE, UABERRE. BESE . REREMREA
RE

ZE LAY (Nucleoside analogues, Nu) 2 —RKEEM WY . EHIS
WA SR 25, MBS AR T SMzEELUY, KME+HEw2 RE
HHORYE, BINPUREIER . MEFER . SEIMEIERS. BRI R
AT 2 2 LB TR FUR S PUR T . PO SR RN
£ 3975 T8 AN A2 M 1) S R B (1 L F TR i RR A 2R L, SR T
& AR AR S . IRIE R R REHAL, EATR LRy DNA R & Bl
#7%. DNA IEJREFMHEIF. FE s EsMEIR . RNA BEMHIF . W S
L, IRK BRSNS, BARAE. KERE. MEgRE. I
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K. SARS WEE. LW (HIV). Mg sismgt. BOVRER RS
EAM A SE R, BT LLK 22 Bm 25 & I (L AR ) JU% 2 290 7 B A\ A
WP A B BAE TR BRI . R ERE A B A T R, (A AR Y A
RSB E, X AR A AR gE K R SRS B AR SR AL
WAL N AR P B, B B R R A S B AN . LT 2
B O IRE R R 2, RN, B T SUR s ERE IR
i, JF B2 IR 40 A (R IRIK B IR AT R (R 757 AL T At (i,
S BUR BRI A LRI, ESIR, 2001,20(2):122; FTHL, FOZHR
HUR SR TS, (LIRS R, 2002,14(1):15). 3CEERE (HIV)
R AT, BSOS MBE RGNS, it — PR e
7. TREER AR H A KV P, R N I RN AT PRI, 3t R ST
Y& I JE Al 2 — (Yazdanlan M, et al. Blood-brain barrier properties of human

i

immunodeficiency virus antiretrovirals. J Pharm Sci, 1999,88:950). HUfEHIRZE
A — R — FEHUR I, B TR ) R4 40 B A4 H (Galmarini,
et al. Nucleoside analogues and nucleobase in cancer treatment. Lancet,
2002,3:415). FEEEATHR BRI R A A SERIEERN . BIHURZH R
I FEAE R R P A P LRI I I 3 P A 55 ) L

| NAVE T 1R 2 J7 i3 R AR g% A 0 A P B0 2 R R 1)
A BT AT R R 2 B R G, P VA M AT 25 AR R R4S 20 R
GG NEH -

N I REE B R T A MR B R 5 TR O, 49
IR TR . — M, & Y 2y R ARV 1 AT LU
SEAEIIBENE . AT B R AR S VA R A 25 B R R K
AR AR BB . R R A R AR DT A EA B BRI RE A L0
FREEEIE, MR R R R s S IR Vs M ARE T kAT e
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PERTZ . 14 S W AR PR R v I 18 R (0 A ISR 1 A 0 R P E N A i 5 DU
A, TERR RGN R R - B A3 e . X EERT 25 AT LIAE A B N 2 1T
R R TBCH S 24 T R FE DU AR BT AR (Yatvin MB, et al. Improved
uptake and retention of lipophilic prodrug to improve treatment of HIV. Adv Drug
Del Rev, 1999, 39: 165).

IXLEHEVE ML AT 25 BARIE N T AR 2 M IRva 1, (IR VR MR ) 259
W WM. RN A AE S T K, I BRI, WA
I S5 390G o A e L A /KT R 1 4 BRI A I B . 20— IR 25 DAy 1K
A BRS04 FRERE A A RERBCRIBE AN . N AR A IR R e /Ko
WX, EYEEREY, AR AYEE REFEEEA T LUEE, JFH
LRFMAEYIE, A ROA R4 RS E R REAAL. WRAEERIREELYT
R R R R R R R AR 25

Atk (Liposomes) A& —FHHBENEX 7+ EH KA E (Vesicles), 7
— bl IZE KRR B R R RS, W LMEAR S M AP, ©
R RN ER RN . SRSMR, DRRFHEBRE, K
SR i R, A5G, ATSFREEANGMRA (Lasic DD
and Papahadjopoulos D. Liposomes revisited. Science, 1995, 267:1275). &ifij&
PRI M £EL AR B0 g TR A8 AT LU R A KRS . IRLESE ) L pH BE R BERE[R .
RS TIRE. IERARIRE (R, &, D GAFEEWAENL. (L
APREEWEN . 8 FUEiL E$%%%ﬂﬂ¥i% W FUAISE 2 8 A FT R
—PPEE VR, IR IR R REIT M — A EEEUA (Kikuchi H, et al. Gene
delivery using liposome technology. J Control Release, 1999, 62:269) .

g 1A T4 B (O B T 0L 20 1 T2 REH P S0 2 O /KA AN A R K AR B O X
TN 25K . 2SR AR SR b S T AN R 43 ) B 2 A YA BB
i, KB EYE R KA IREEAMTEIRZE T . IR e
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Ry F oK AR R, A AMKARRI AR LI BEAR K. IXLE R R PR
TE A KA A A ERRIE (<50%), HIERRIT (5%), JTHA
ERHYIAT BIRBIVNKA AT . R A BN E TR CETEE, iR
FHE AW R TR BB TR, SEILEER, GYn TS
B, FRUAZEI RS S . B T IR LK 2 P R A D I
W, NAIAEAE R T 4 it A e U 10 R V8 1 A R 2 R U G
(Gulati M, et al. Lipophilic drug derivatives in liposomes. Int J Pharm, 1998, 165:
129).

H A& IR R K SRR, JREHECE, AIAYERK
GRS AT . FIbE (RIS RIA R BIE, EETIRAEIS 4K
B, SRR & AR RO AR R 2 ERE ., RSB FUE, AT
DU NS, BRI B T R SRR K S B AR W T AT 25 i
B S (Tong P, et al. Preparation and in viro antiviral activity of
liposomes of lipophilic esters of acyclovir. #2244k, 1991, 27:15).

FEETREEEFIEE (Niosomes) G LLIEE FREIEMER (W=
1 60) E— &M TR B4 ERNESEN, RUMERE. EREATUE
Rk, B UG R AR — LR Y SMRFAE . 4AKAL (Nanoparticles) —
s B A kg A B B T, mTHEESENE, eEAAMERERS
S R RE . BRI 1 M S s . EARBR RAKRL (SLND KA AR
2 IS R B sk, B Sl ROk R AT E A
PEGF IS A, EAESRIF RS 2 . L (Microemulsions) & FEHIARTE 100 41K
LR IR R R, FTLCH IS e AR AT AR
Ve, A P A FI R R A A R L SRR R M SR A

vz TR, B RO R AT, R D R T
{EEFREESFNAE, gk, ISR T @B sG], AA
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KA LR

KHAR

AR N R BTl R ] B WA I 28, JURH AR T R B
FORRIE AL 4 Fol i BERE R, JF BAR AN P 2R A DL i L R [ i
JEBRGAZ B S R] LA T (3t o 45 45 B B 20 B AR R AT ARIR AT T TS
HAT @ o BORASIT BRI HEBCRIN A A S E AN #EAT 48, IF AR
BEVEL, BRI AR BB E s g T B LR RE R A ]
MEEBEBUZET I, IR T R E o SRR R S

AR R ERAL T — P B B W R AR R, HRRIE R H AN

Nu-L-Ch

Hef Nu REZHRUER, L EBBE, Ch 2HERHEE.

A KB K I EEEE (Cholesterol) 4> ] LISRIE FHEHUH & B2

MBI o F R & — MR RE, —BCRAE S M R N0k AE
BBE . RERUY=%4E, SFIHEEEESBRZERUD. RNYA LR
MR S EE RS S, HEKERDIEE, SR WAT LU IF EE .

R B S B o L ] R B B B AR E R Nus L F Ch Z IR RERTT
A, BRIE R DARE R el W e S 4

AR Nu (R BV R R, 20 T 4T — s E
WERER, R ERERE, ERREHAESFEINNIR IR g
BB, AR B RARH AU 4 R AR B BRI A L
—AULERERE, # PR IEFES B ESA EE M REE. A
REA PR R R A SR KRB Re AR, B A 2 A/E A TR
FHBEMRZ5Y), BENRBEETURBEIURERNAY). TURTHZ
Pyl LA BT S BEEE T s BEET . 708, WMER
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Fo MEFA, BRKE. PEHR FRERET. F2RT. KRE. &
RN JLPIME . AR IR, MR ERS. EEss.
ZEWE BEET. MERE. MEBEK F2RE. FRE. £
T Lok, AfboRE, ERERREM SIS MRS FERE.
ARG ERNH. LI, AbRE. PRI LLIEE P2 .
wAE . R, SUkivi. EEFRT . FIPERE . LR .

AR TR R [ S R A T SR A R I A A P R O I SR L B
BEBUZ R R AR

AR WP R BEREEE L BR S5 AUR K 1 P ) Nu A Ch s el s, HaE)
R AR AT LUOR B B AR S AL R R B s e S R AR S ) 0 1
MNEBH RS, ENEBSFEAT 500 MoFERH, FiiEigs 784
T 200 i FEH; SRS RSN ERAWRS], Jlik BRI
BfRRiE, B R R AR,
. HEAR. FNER. 75
= = £
3

R BER. 28K, BaR
Bicmior 7o B AR .
AW TR D RE () AR DR AR T SR, Bk S5 M AT 3k | B T e g
BERT S8 5 . BB EE IR R %5, AR SRR P R E . I [ i A
WEPTREAREr . MHE R 2 0w . R E BB Bk R . IR B 5w
BLF2WUE S RH B R R VAV . R[S R R e ml i ko . A B B R
(LTS SN SN i L i =N =B 8 1 S 3 = N 8 8
R AN AR |22 7 1Y N 2R T 7S S AN [EA i S I g R = S DL & sV
IR R AR S A e BB R 1R 0L s S Lt ) 2 L ) o e B P 2 K5
AH [ B R BEBLST 2 2008 . B R R R oK e . IR E BB R R ALH
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GIENEAY o 8 A (R SN v i N N A 2 R LK L
R [ P Bl - At o L B R UA e . R I e S I 25 SRR T
LA e AV P 7 B9 T 2 A0 5 I £ R R BB A 1) 175 0

AR A PR )RR T B B AL B A 1 B U R IRy A AT B
S 38 ot WAL SN R IR [ B BN AT U S B AR R, ARE Rl S RO
YIRN, R EIAFY) . 7F LR R A, AR S ek B 2
Widh; SR B SRS E RN B S CEOTENA ] — R
b A AR AT LA 31 v 20 R (14 R[] P B A 2R

152U A SR B b ) AR [ R SR B AR R ) J5 G T LR A8 FH o 5
Hl & gL . RO E — AR R R U B A E, WL B, W
th Bith. BEEL. EE. AVUKE. BEERM BB LIRS, SR
Mk, BRARTILLE BohE. HEh. S5, BEEh. &R, AAERE. RETH
MR LLE H EkER. 5. R, XFR. AHR. PR, 4%, NR.
. SRR, rER. WA, TR, SR, 2R, 5%, MErE LR,
rER. WAR. FER. B, WM. 51900 E R R
P 75 32— M AT LA ST 44 R T e 5 B I A AL A R A [ ) B B o 79 T AR [
HAFEMAENER, BRI E TRV R e T /R B 2 gl
BE, ENLAE, BEHRAEEET, #TEanaume®s, /2
R B B LB MEAZ U R #h s R AT 7RI i E I & B TR Bl A

2 R B A A [ e A I S A S L e e A VA MR AR (Y R[]
A, ATLSEATEIE R R, JEEFRIEERNEE ., 9000, #ELEE
G A A5 3 3R 055 v 4 BRI e vy 40 S s AT DA BA K VR Y
A eh 20, X85 HE B B B A% 2 0 & 2 - U 3B R A0
P EE— BT 1ROk, ERR/NF 0.5 ek, BEARER R /DT 0.2 K.
i & 7T LB A e Uk T vE B R (New  RRC ed. Liposome: a

El

L‘
>
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practical approach. Oxford: Oxford University Press, 1990; Uchegbu IF and Vyas
SP. Non-ionic surfactant based vesicles (niosomes) in drug delivery. Int ] Pharm,
1998,172:33, Cavalli R, et al. Sterilization and freeze-drying of drug-free and
drug-loaded solid lipid nanoparticles. Int J Pharm, 1997,148:47; [ili#t, 5K1E 4.
= HMBEER S AL TR AP, 2925743, 2001,36:58).

SR, G SRR I S R R R, R LA I Il B A
L5 B eSS S AV T HVE R, BB, BURREHAR, BE—
JZHENE, RTEIIAKEGE MBI, #ATIRG AT, ARSI NER
o MR RTEIEA, B RPRE SRS R R RAEERE
il e i ST, AT LUKE [ A R B AL 28 004 55 B AR S5 A LR TR LA
i, MAKEREMR, SRR RIAT, REBUERERE, &
BRI DI, I MAKEBIE SRR AN, HEREERER, B
ﬁ%ﬁﬁm%ﬁ%ﬁ%& HiE JARVR BI04 AT LB & 2 40 7 HFAEIE 2 4

TTA VRTS8, TERE A AR, R AT LRSI AR e 1
I FH AT I0 A K B3R 28 B AT 45 2 IR PR Bl . 15 A RIRE B2 AR 7T LASRAS B
AR BB E R UM RS TR EE S

G AL B = B0 1] Bl o 9 KR 0E 5 T A R B e 1 U U e A
R R, 5 H 5 B LR AL 2R 55 HR T o BN R, i
gy TRWTER. Huhdg, JLEMAVER, REMAKBUE U ME, s
OUNER R IV LRI Z IR, FERACK S R ELRE, TIEA R, iz
(5146, BIAS 21 1H G5 B R A% 1 S VD [ IR TR AL . RV A mT RIAS
AR [ 2 0 A% 7 AL ) i o oKk R ] e Rl I A T 2R AL A K
TR IBUE AT LR REIE 40 T5 IR A& 2 401 R AT W R TR B S T8, B
[l AR, IR LRI SR RO 1, I F AT I AV TR R 3% R Y 15 2
AL & o

10
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iH [ B S B B A AU R FL R Al 2% rT LA B 25 IR AL D7, — LB 4S #L
el B BV A, KAH. BB EE T E, BlAA
HHTE A FL . WRIEFEAGRIALTT, — BB BhFLAGA]. BhE ).
HAR, IEFTCA R B R S, EEMAEEAKER)G, R LLA1T 70
DX

b 7w AT 75 21 R R[] 7 R B AZ 1 SRR = [ 0 B A
RYUh, A RNIE P 00 R I E T A R B e £ I (] RS I A
VYRR DB AP, SRR PISRIE, e B S B S BRI A S
ERKERH AT L B, R B EBR . [HE R REEAZ £ 250
Y155 b & A R P SR Y L ] R AR MR K AR AT R ], R B o
M, XA B PR B T B IR A B LR R . W RS S T IS
TEWE &M, HEARS ALK B AL ES BN AP RER,
B 7= o725 iR KRR FEEME R MKk, &
5B I L ] P B O A SR AL B A B 1 9T L B 1 A5 58 ) L [ e 2 ]
MoKz H 2R, BRI GFE, it~ PRIABEIGKRE,
AREFHTHFIMA—EEBRRMF . FUAR B IRE T HEE T HAR
T A 1) REL ] B R A T SR DU 4 A BRIN N BV 0 77 ) v JBE 4 B | AL
BHBRGE.

AR M R I by R[] 1 O A AL 4L 10 v BE 43 R 18 4 A% R
SR TR ARG BT SE  BE) BUR G il 46 T VE AL B A AR [
BEBLAZ T R LI TR NI, AR 5 BT LUKEE 24 50 77 o A\ H [
Mz (AR AT HUE AR R B 2 BN BT (— RO KEBIKERD
RIGHAT L. iR REERES L, RAEZERD. ENE. E35%. &
REAEOUN, INIFIAR L FFN, S R G40 I 5 R B A 128
U2 R FAERCER LS, B [ R W A% S AN R T BB L 11

11
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B ORI T, eI FREIMAGE LA, W HEAE FEi. 2T E
NNV B AR KR S AR ] A 1 A% EF 2R B (R A 2 M o, — M rT BUId

9% R v T BT 1 R 2 A s R v I [ A AL I A R &
54 A R B 2 BE R EL I E 50~100% 22 [8], iRy 70~100%, &
AL 85~100%, HA AVINA. dInFInliE B Remsr v REE TR,
REWT 4> F Ak E SR . MElreE. ARfike. MR[ERE, REyEaidfsfe. &im
VEMERIE 2k G AEER L. HEAMRLL. BElR. ZoURERREERMEMA. REL
WEEREIENEN . B ZERFATEY. ZWERATAEY . REEREFNT
A S NEEEREAGER . B C A RBEE. LA NEHE. RBBHE. R
rh & RS AR SRR B 2 Bk BERE . G R W ESUR B
% TCEEEE R R A FE R 2 KoK L BLEE AR TR e, Ak =IAL 60, RIAR
40, T 20, BELHAREEHARIENERALHRANHRBEERY
(AR, BILAES. BR LW i mk R A LG e BeEe, R A
A& b4 P188. e 80 MEIE 60, REJE 40, REIE 20, R 35, BSINAIE
T 5 L R R S ST A A B R B AR T R T . 2R £ IR LR EIRE, AU W
AHE EEBE ARG B E, JE A R £ K% 1500 JH[E BE 3K FHIRER -

SESBHAERSEETE QASEBERS, mRHAH SRR &
5K TS T T, th T AE RSN IR Ak Py IR AT LATE R K SRy
J2, AT LABH Ak 18] F B8 A BE A P B R BG4 A T B A5 PRI R . 3
FH 36K PR 4> F B 1 P W R B 2 % (PEG). AR, W BLRHIAS N
W RO TR PR TR AT IR L B AGEER . RO TR AEER . R
L\ BB 4 77 1 )% 15 1 26 T S /K O (B R A Y SR M v JEE R A
BARGEEE BARERRLR.

| )% P W R B A A R A U AR R R TV RA R

12
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A ek A R ORI E, B IE TR E R R R I B

RAREHET X
SE Bt 1. P[] e R A P ] s s ) 1

AR BEEIE 4> 5] 55 0T v s g e R SR AT IR [ B R B AL 0 7, B
I Ak % 4 2-[(2-amino-6-oxo-1,6-dihydro-9H-purin-9-yhmethoxylethyl (3b)-
cholest-5-en-3-yl hydrogen phosphate, &5 5 CPA, 43 F3\ CysHsgNsOsP, 7
T8 673.82. B St BUE E R BELA (CPC, CyrClH,s0.P), BB T,
B = 48 oml TR, AN ZBk 80ml, vk, TEHCHE T ZWR 0 A & B
(7.73g, 0.02mol) FI=Z M (TEA, 3ml) fIZBAEH (80mD), HMTEHESS,
PhEEAE VKR S AE T RN 2h, SREREREREFRF R RN, /5 CPC. H
CPC (1.5g, 3mmol) T 10ml Z&F k. HIWMAEES (ACV, 0.675g,
3mmol) 1 TEA (0.45ml, 3mmol) ¥ T 25ml —FHE M (DMSO), ZHHiiH
INE| 1A CPC ¥R, FIR&RN 2h, REMIAKS, IO 10ml 23 B
L, WEANAE, BEEAHR R, FHEE KRB TS, R #T
1) 15 AP ] 1 T Pk SR 9% =5 (CPCAD - CPCA I 30ml PUEK I (THE)
AHRE NN 1ml 7K, 70°CIHI 2h, JRRIE S RHAER], /K 20ml, F A H
K 60ml 4> ZRAEEL, WA VAR TS KIRER B T8, fhuk, #-HEAS,
VA FE 45 B T T 45 15 ) M S B R P £ (CPA) REEURIAR. 7~
W R R B — M A . 'HNMR B8, th5 07 0.65-2.48 (Cholesterol-H),

13
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3.70, 3.59(0CH,CH,0), 5.50(2H, NCH,0), 6.79(3H, NH,, POH), 7.81(NCHN),
10.5(NH). TEZAH{E C(62.55%) H(8.78%) N(10.49%), FHR{H C(62.39%)
H(8.38%) N(10.39%)AHiT -

FBSBE LS SR EE B et A, RIEHSHERS &K%, el L2
FIFL L] 1 IR A 2 5

St 51 2. R [ 0 A P 2 F L f) B2

A R BRI 5 2 B VE AR B R S A [ B BB B R, 3R
Ak & 4 (3b)-cholest-5-en-3-yl [(2R,5S)-5-(6-0x0-1,6-dihydro-9H-purin-9-yl)
tetrahydrofuran-2-ylJmethyl hydrogen phosphate , fii 5 4 CPD, 4 ¥ i
CaHs7N,OP, 23T E648.85, 5Ciafl 148 1R, J6& HiiH B R EBB R (CPC)
RES5ERNHBL, BREFRABBEUKBEIL™Y. RAERENT.
HCPC (1.5g, 3mmol) % T20ml — & F ¥ . A EFAE (DDI, 0.7g, 3mmol)
FITEA (0.45ml, 3mmol) AT 10ml —HEFEfE (DMF) F, ZHHHINE
LCPCIEWH, ERK WM 1h, REEIAS%RAEKE R, BRI,
JEH20ml & R EE A IR, BHAEHIOKERER TS, HIE, T8
G E R R S £ B (CPCD). CPCDIIA30mIVIZE M (THF)
JE I mlK, 70°CIEIRLh, JEIER KR, Mzk20ml, I ZFH 5260ml
S S IRAL, BB NUR KB BRTR, Hhik, ETERE, BRHE
SR B RESEEEEEMS RSO EmAR. SPEZEET LR

14
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—ANBE 5, "H NMRE 7R, 16247 550.65-2.42(Cholesterol-H), 3.93,3.78(H,COP),
4.35(0CH), 6.26(NCHO), 7.56(POH), 8.07,8.16(NCHN, NCHNH), 12.40(NH).
TEE A T E C(64.55%) H(8.40%) N(8.23%), L5 Hi{HC(64.89%) H(8.39%)
N(8.18%)AHL o

PR e 5 2R S &, REHSHEERS S MT7E, Bl DG 2|
JH [ B L 22 B L

SEHfife] 3. fIF 8 A FL B T 2 O (X ] %

H,C,,
CHy| o

AR B2 B 5 5 2 R AR I R R LR AR B BE R B BAL RO P2, ok
4k % 4 1-{3-azido-5-O-[[(3b)-cholest-5-en-3-yloxy](hydroxy)phosphoryl]-
2,3-dideoxy-b-L-erythro-pentofuranosyl } -5-methylpyrimidine-2,4(1H,3H)-dione,
%5 H CPZ, 7 T3 CyHssNsO.P, 2 F & 715.86. S55Lhtif] 1 ABF, J0H R
PHE R B BER (CPC) R EFLREmAL, B/a R BB RS 2
giey, BAREEW F: BLCPC (1.5g, 3mmol) T 10ml Z& Wi, 5
F%£ K (AZT, 0.8g, 3mmol) Al TEA (0.45ml, 3mmol) ¥ T 20ml 5
s, ZW0R N E Lk CPC W, IR M 1h, REEEBAKS, A
PLAE, JFA 20ml R PR E R AR R, AHAERTOKERIRE TR, s,
VTG B E BB EF L RE (CPCZ). CPCZ A 30ml PUZIR
(THF) ¥ 1ml 7K, 70°CIRI 1h, JEIERREEF], 17K 20ml,

15
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Fi /A e 60ml 4y = VRAEEL, WCEE AU JOKBRRR TR, ik, FE
A, FERNE R E LS &G AR EE R 2 e (CP2) KOG
KA. MR ENE A KA. 'H NMR B, fL3EAIFE 0.82-2.45
(Cholesterol-H), 4.00.4.22(HCH,COPO), 7.44(NCHCCH,), 7.56(POH), 11.32
(OCNHCO). JEE 2 HTH C(61.78%) H(8.55%) N(9.39%); 5391E C(62.08%)
H(8.17%) N(9.78%)MH1k

BB SF LR e s, REHSMERLSSRITL HilEs
fIH ] B A B 55 2 ROE -

S 4. E R LB R K SR 5 B I %

2 BB R4 5 Rk R s IS U 4 R S A0 R [ RS2 R AL RO ), 2R
ek 2 4 [(2S,5R)-5-(4-amino-2-oxopyrimidin-1(2H)-y1)-1,3-oxathiolan-2-yl]
methyl (3b)-cholest-5-en-3-yl hydrogen phosphate, fil %5 A CPL, S
C3sHsN;OPS, 2 F B 677.87. 552 1 A0, 64 pu i B i 2 B (CPC)
RIS SRR KRB, BIE R AR EUK AR L), BARRIED T
B CPC (1.5g, 3mmol) ¥ T 20ml Z&HFht. HBERKRRE GTC, 0.69g,
3mmol) 1 TEA (0.45ml, 3mmol) ¥T 10ml —FIEHIELE, BRI L
R CPC T, B 2h, RBEMIAKS, WA NUE, A 20ml -
SHUREE I W, BUHFTOKBER A AR, s, $E TS A5 E

16
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B SLBEBL R BK K E (CPCL). CPCL A 30ml PUEERE (THF) JEI 1ml
Ky T0°CIANAL Th, JBEHE R ISR, K 20ml, H ZSH e 60ml 77 =
REEBL, WEEE NI AR RR T4, fhok, #TEslE, BEHEST N
W A RS B IR E B PR R R OBk R SRR A
Bfdi. '"H NMR Bor, ¥4 % 0.65-2.47(Cholesterol-H), 3.91,4.08(H,COP),
5.34(0OCHS), 6.00(H,NCCH), 6.16(NCHO), 7.61(POH, NH,), 8.02(CHN). JT#
T H C(62.34%) H(8.70%) N(6.55%), 5 H1&{H C(62.01%) H(8.33%) N(6.20%)
HilT.

BB SRk R 44, REHEMRERSESNITE, BrIUEE
BN SR 2 H i e N

=t

SRt 5. AE [ MY R BERR 5 0O AR B

A R BRI 40 i 5 7 VA A D R B RN B [ R R B B R, T
ot ¥ 4% 5'-O-[[(3b)-cholest-5-en-3-yloxy](hydroxy)phosphoryl]-2'-deoxy-
2' 2'-difluorocytidine, f&i5 K CPG, 43 Fi\ CiHssFaN3O-P, 705 711.82,
Szl 1 MR, oA R EEEERBBE (CPC) K55 EMMERL, &
RS T R BB UK AR B L) . Bk K. B CPC (1.5g, 3mmol)
VT 20ml & 5. B ER R 7 FH i (GTB, 0.8g, 3mmol) 31 TEA (0.45ml,
3mmol) T 20ml — HIE F B — FE LBk (DMF/DMA, 1:1), &HHE
nE| Bk CPC Wi, =R 1h, RNBEBIN S%RAPRERY, WE

17
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AL, JFH 20ml S AR B A I, AU JO/KBRER A T8, HhiE,
PV R JB 15 ] B B B U U AVE (CPCG) . CPCG I 30ml DY SR
(THF) J&0 1ml 7K, 70°C[¥R 1h, JEURIEZS KERTER] I 1% 7R R
W 20ml, H SRS 60ml 7> —RFEEL, WA AUAH S /K BRI A T il
Ve, HETVERG, (BRSNS 1 2 BE [ R A I AR S
BHmK. "WHEEEWNE R —A8H. 'H NMR B, HEME
0.65-2.47(Cholesterol-H), 3.94(HCOP), 4.46(OCHCHOH), 6.06(HCCNH,, NCH),
6.10(0H), 6.62(POH), 6.73(NH,), 7.93(NCH), 11.32(OCNHCO). JLE/H1E
C(60.39%) H(8.08%) N(6.12%), 5IIR{H C(60.74%) H(7.93%) N(5.90%)AHi .
EHKARTE R, BRI 2% P, w15 3 M B B B 5 Tt
B, TTESWME C(57.55%) H(7.29%) N(5.33%), SHFILE C(57.78%)

H(7.68%) N(5.62%)#HiT .
MBI E 5 H RS &, REHSRERESWITE, LB

FIFL ] 2 T B 5 7 M v

SE {51l 6. A [F] M (N R e L B I 5% 22 K ) ol 4%

A HE BB T 2 R E 0 TP RS S B - EANRNE RS

18
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GG RE], 54 CPAZ, 4 F 3 CoHaNOsP, 7 F & 786.94. {45

{5 3 #e4E, Joi B EMB AT 2 RE (CPCZ), ARG CPCZ 44k B -
FIL NI L1 E] CPAZ. 'H NMR 5 CPZ Efl. JTETATE C(61.28%)

H(8.33%) N(10.49%), S5IL{EH C(61.05%) H(8.07%) N(10.68%)AHIT .

S 7. B B BB ST 2 Ok e g R i

733 C37Hs;NsO;PNa. HUH[E BERBEEL S £ Rw (7.16g, 0.01mol) ¥
T 20ml & A7, MAE 0.01mol NaOH 1) FHELEH, AR, WL TR,
TR RS, JIHERERGFZReEmhat&k. EREHf S
B . JTTESIE C(60.55%) H(7.40%) N(9.81%), SHiE{H C(60.23%)
H(7.79%) N(9.49%)fHir . Hehshmnsish. 55, S8k, &b, HHEHSE
%% VAR

Sk ity 8. JIE [ REBE R by oK K 8 R R 26 1) il £

77 ¥ CiHeoN;OsPS . HRUIHE EEBEEE R K K E (6.78g, 0.01mol) ¥ T
20ml EA7, SIS 0.0lmol BRFRMINERVEMR, I=IEHFAE, BULIETER, =
HEFE L, SE I EEH R KR EmRE. MEENTBR—MRA. T
ENT{E C(60.51%) H(7.95%) N(5.37%), S C(60.22%) H(8.20%)
NG.69%)HIE . HEA VMW FRRE . BEREL. AR 5 56 7 VAR .

Jit 91 9. JH ] P e W o] 5 995 I o 42 ) 1)

HIE (S W BB g 35 (25mg) KEBEE (0.1g) T 250ml B,
H20ml —S PR RE, B AR, BRI REEVUEEIEE, oA pH7.4
HIBFRR Eh 2 R 10ml, 4R, KM%, 76 SOCHRE, ERARR
AL BE NEE, RE KT EARANT 1 ek, Bg B A B AL pE R

19



200610112295. 7 oM P E18/19m

VR A

SR 10. I [A] BF B R 7 v 45 4 B8 - 29 11 3 1 YL 28 1) 16 4%

A [B] B AR AT 2% 5 (30mg) mI4L 60 (0.08g) T 250ml i,
H 20ml @ Eei g, WURTER AR, BRI ZHENURE I, DA pH7.4
MBI SRV 10ml, R, KEREBETE, 76 SO'CHBFS, L% 19 3 JH [
SRR £ 5 AE T AR TS MRV ZE A AT VRROR, OGS R 4 BT
il FEIRIR R 285 k.

SCHEP 11, A8 BB RE 2 SR UVE KB FR A 0 A 1) 1) 4%

HOIH [ B M 2 F2 AT (S0mg) KEBEAE (0.1g). PEG 14 —HEfSEE
BEAEBL LI % (PEG-DSPE) (0.02g) T, H 20ml &7 FHBK:1, viv)
B, MANEEREK, BEFELRNIN, RIEREEE, BRRESY
B, AN EIK, REERURIER AR, BRAY R TR 3F 4 B SR B,
B NS, KESRFEAENT 1K, RG22 01E BH E B 58 5 mAs
KAEH g JF

SEta {5 12. L[] RE B I 5 2 Sk i [ 44 g R A A 1) 81 4%

B RH B A BE B e 5T 2 R (S0mg). BRFREM H s (0.7g). M3 80
(0.03g) FHEMHMME 80°C, FHMANE T ZHEMERE (10mg) ) 80
T CLomD), REFREAZ, SFERR. BRI ST 88 0E A 2 s e
1) 0°CoKA, RBEBAE. TLRF I BMEE FWE, 24 100 90K LUF ok
T o IZAHTE B BB RS 22 5 52 [ R B FRAK R VR B R AT O 10 KR Iy
VENTHE o I R RR BRI B R INE A R A B ST B R R, 15
BN, RIS HE 8] BE B IR 55 2 % e ] 1 g o 4 Kb VB B

20
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SEHf] 13. [ SRR RERE 5T £ K S8 1 A i R A ] %

HCRH B B IR B 5 2 e v T DU SR (5%, wiw), FTEE T 284218
ARG RKF, BRI HIRE, B AT HEF AR, JFrTTEn
RO TR DIRGE h, nABHER RS, KT IEST BT, A
AR BEIRGEH (UL 1), BRIk AH B IR 2 e A 314
RS

St 14, BA [ RS BEBEIE K 5K i RS AE R A R

B & H B B BB A K K E (5%, w/w) F1 Tween20 (0.5%, wiw) [
VUSRIV, FIM BV ST SIS I A BB K, 2B 3B SMIBERR,
BRI R FHER, HrEmAEM TR DIREEr=f. FRE PSR 5t
RJa, FIBSHRBENE, AYKGEIRFRIRG W, BI04 A8 E ARk K 2
EEEI

SEHEf] 15, AH I RS R R o P Athiie | B %08 R LR A

R 556 B B B R B 25 PE I (5%, wiw) FIVHVE VD HE P188 (1%, wiw)
HIDUS R s, MBS SR R B N BB kP, BRI IMEE
W RIS RTHE RGNS, el T — BB . PR
mE, REF BRGNS, MYPRBEIDRE N, Bk I8 E BB 75 75
filii 4 2518 R 5

B P& 5 B
BT R ERELBEBL T £ K E B S50 RAE ST BT HR A
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