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JIE UEIHDH Y= 284, SAIZEEY, Jt22E=Al, OH0IEII=2 , 22 E00I=D], &b, &
Sl = £XYIIE UEYWOH; deln n2 1 WA 59 E+E LPE}';HE}. 0l €82 &t &)l
oMol SHA (tautomer)2 CHE EHE2ZS EEE 0 29 HH gholl 2= Zd0I0H

A

0

2 HIAAMM & Hiolela AdMZ AL elIlE €D S0l 28 2A0ICH
=) II

=l IZ=SdQEIE MEUAM S22 HHdE2 LM UL Oldst &
SE5isdy OO oz Jl==0 UCH [J. Med. Chem. 34, 1377 (1991),
Tetrahedron Lett. 26, 1167 (1985), Gazz. Chim. Ital. 116, 25 (1986), Llplds 22, 947 (1987), EP 90
11 6298, DE 36 38 126, EP 0 050 327]. IAZSENAM SHZR]AZ SHE= A2 18 2lIE
= DE 39 29 217.7 1t WO 91/05558 Ol JI== UL, =AM EP 0 350 287, WO 90/00555 PCT/EP 93/00294,
PCT/EP 93/00295, EP 0545966 % PCT/EP 93/021012 =2eAIE Lolin ZRPEcte €& EHEAM

e elllE 222 MEotes RS EWELH

U

Ol L A& D=8 MZYHUAM SUHMHsz AISE 2ISZIDSo A=S 00l oA =26t
OIX'OI—EI..

HIVOl CHEH edd ZALEAL (02, MT2/MTT ZA £= MM S22 Gt= ZAHS &oiolelA S0l s
Al seE2 FIIE IMUNMEXE HEH BFEIIEEI:I O|21£ St 2AE 5= SUUACH (100 wg/me

= Zg2 astAl | I 119 eluEgas, 109 SHAM (tautamer) JEID_ CHE &4 stgsdt & 3t
=2 eSS MEotE MZ2 HAYM & S0l A 2FXo 28 2A0ICH

(CH; ). -OH

e84l 11

R' -X-(CHy).
|
CH-OH
l
R?-Y-(CHa),

HIIM R2 g2, CC €2Al, C-Cs LEHZE, CCs LEAIIZEY, FII=2ZFAl, C-C LZ=ME £
E GG ZZ=R L2 88 014 dBHCZ XSE = Us M L= 2XME, 3 = SEs B
A 1 WA 302 €2 At=S LHEIUD,

()

R & +42 UEHUIL 22, C-C LZAl, G0 ZUMUE, -0 LTANSEY, FE G 2LS
DIYDIZ 88l 04 HEeNoZ XBF + Y= N F= SUME, B3} T= 25 S44 1 X 20
of XASES LIEHHD

284 (vale ncy dash), SAIIEEY, HE2EL KA, O0ISI2EY, H=EL00I1ZD|, &, &,
H E= =XYI|E LIEUH,
DEd f==4

S e
i i

e, FADIEEY, JI2EYSAl, OL0ISIIE2EY, IIEEBY00ITD], &, &, sl = =
HEEIIE LIEHHD
n2 1 WX 52 3+ Uedl
StstAl 1 112 3tE=0] HItHE S$ARATNE SRot2EE2 2= 28H 2482 0 &==2 Al
Eg=s et = €382 FMOIC. ItsE 2 LY ysNoz 58IsE (& 2O g X
stCt
R'e BistAl | I [10IA HIZEGIHE HEHO2 82U, (-0, LBAI, C-C LLHLE L= 00 2
=22 XEE = Us A 7-189 A L= XM, E3 LZAS0IT BAaz8-15
o EXEX %S T3 L ®I= RO S5l HIEEGI. R'e S5l by, Oa, 208, Do
Ec|O4d L= HECHA &IIE UEHHDH
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ROl CiCs €2Al XNESZH DHAE I HSAl, HSA, FSAl, HA=Z2AIJD &
-Ce LZHUE &2 XSEE O0lX=2 SEol HENHZE, HENHTE, X2
& SlAHZE &IIZ OloHE .

Re Ci—Ce LIAI £ C-C LZNHTEINZ =IZ XSS = Us M CeCis L2t

Bt & & GtCE. Re Sol SE€, &, U4, 204, U4, ECIU4 T= HECUAIIE LIEHHTH
RO C-Co YZAI XIB2S DS [ HISAl, HSA, ZREA, SSA L HASAD|I} HIREG,
ohot g9} Ci—Cs ZZMETE &JIZ XSEOY, 0/N2 S0l NHEHZTE, NENZE, RENHYE
AAHZYE &II=2 OloHE .

0l 22 YIt Z&8H, ROl =48 UEIWL, XOF &J] AZ3& 201g 21 el RWOI Bt 12 - 259
22 XIIE LIEME el SIE£20| S0l Hte=otCt.
2ol X5 Eoll 222 (parent substance)Oll Z2& =, 2EXMHEKX LS, ESF Cip0x L2 XI|l=, 0 HHE

S01 AOM, ROl S5l BT,
X ®, 20Y E= STUO0| HIZEGI0 Yo 440 20

S 1 HX 301 BIZXEGHRIC 101 S5l HIRNGICH

IS P2 GIHSX X+ Yo X SHE J2019 HAE (lecithin) 22 AAW FSZAIY 0fA
H22 Xse & AT LIoHE X OB HE £ 2 (1% SHEM) KUIA oY 2lia
AE (lysolecithin) SEM = ZEAME NAHZE HHots JF=2e0t LOILIH SAO oetx 2
& 2Z0| O WEN HHEI H20ICH

= SR EIQEIZY NEIZRIME (X, Y= 0, S)= AIRS H&s 2E S(species)2 EH0UA 0l
8 2Ot LIEFLX &=Ch,

OIOI=, ARC (UIOIZRHR! =BA), EtUMHOIEA, SI2DA E= A 22 (FER)BrolHA0 26
PMcts ZHO| XZEEr OFLIZ AHD AHTY (2T, 8§, 2ASY)O| IS, ST £= Ol
SOI™ L YsrMol IIHAREC XE= AISE XEHCOEZ MY 2Ho| PRI 25020 2
o RNES B 4UE

Ol ZIHs MA WM WS deigd AZE stxoz ol 2Xo| s¥E XSHAN Jlelsh,
2t2to] B0l HIREE ot M A0l XF MM EANM SHMK 2=C DN £
H2F M2 Mt SAE SIS 2= ASFO2 ZHol 2HO| ASE XS A MEZR 2
S HIotels NIt AAUCH A MES 48X SOIFEID} 013 SNOZ XHE NS UL
Ol IHUA SHS SHol /AGHN &= ALs ME/DIZBS 4SHES Dskes H0ICH

= 2y 02 SIES2 MH %L 4XUUA JIE 52 S8 S00l 100 4g/m3t 100 ng/kge
M7 OfHs RS8 Shs 2OIX L=CH

Sietal (Db 119 SEES NS4 Uuk ATOMHEIHAL (PRL), OIOIZ@ =stiel 2J| 1212 olol=
of RE YuN SHY T2 AFUAHY (AER)H0YA 2HS XSoH=H = Eotk

MOIx BISZHZOl RS HIBHOIHA (HIV 1 3 HIV 1)0l B8t AMTSS ISXOB 20|AUs
210ICH, 3'-OINE-3' OIS AI-EIDIEl (DE-A-3608606)2 @5 001X XSOl CHoh Q1FE O
DofLt I2ACH BL0 S 3'-OLNIS-3'GISA-EIDIEIS RS SXES 0| %M ABS HMstetl),
stetal 1D |19 SEI22 Ol8 SIES N UK UL 0SS AANOBR HEE SO L
N HZH RSH0 gl SH0I2AL/SAEZH0I AL HBS AL

= oo SIE2D 015 A4S HMAS &) ASE 2N YD NES AS 2 S HHEEof
ABE + UCH. 0128 HYS £BIGH HIV 2O B2 IS0 MEE = U= 2 AKE &
S8 ot29| Bl= 3'-OLKS-3' HISAEIE, 2' 3 -LIHISA0ILA 22 2',3'-CIHSAR2 M0,
OlAI22 =2 A0S (K2, OFAIZ2UI2(Acyclovir)) E= OI2, HEPT, WIHIHE = 1-697, 661
(NSD) J2/3 SHY SEHMS 22 HISSHAMOISRT AMME S 4 AT = 2ol 5821 *
2 oS A2 RYNOR, SAM 12D MHNOZ oY £ £ o =22lE HMER T 02 Al
oz 012 4 UL,

8 STHE SEtAl 1D 119 ANELIS0| B AT E= H(YER)H02A HES FOIlE
2101 AL AL, HSV-1, HSV-2, CMV, VZV, EBV, HVB S 22 ONAHHOIHA E& HILV-I 2|2
HTLV-11, HIV-1 D212 HIV-2, BIALL, CHE S2bioldA S 22 ANABIOIIA0 98 2HS 0lstD
XZot=0l Sol HEoHC

SISl |Dt 119 SIEIES IS ONAY RNAHIOIHACl =HIE NF AHGHKES RokXS HAE HiolA
ATIOl AP YES T MM WO FHOIMAL/FAEZHORAY BHS SN BAL.
o2~ ZFES SMots HRE S0l Ao =HOF AS WOIM Aol HIZEA Hiol2iA YXer
AE s,
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C& o2 MHMUUA HEZH0I2 A0 s OlRAS T S-HiolA-HEY (FVWL)2E UM

HCHE CHE A AH (RT)2F HIGEALH AHMHMSE AZT2HS ASH Sht= FVL2EUAM BHE = UL
clIEg2El =2dA0IE = RTAHMAM, HIRTHMAM S HIgdH e SHE22 SA0 X
2 FLZEE Fal dEAZN et dsaeE E9s6 200

25te 2 X

Shstal (Db 119 RISYDEL 2 WS MDWLIS N0, S 2 BRAIS MHMUUA X,
MYEsE2 R £ X3 2FF0 Q02 22 Use MZY S (o240, MEY, g2 &
5 S) ¢ %Al BRDSO EC 0l siat2e %siE/IENo2 NME S0 WANA S A
250 0fE 24 T= U2 #8)|2 Ss42 ot

H7E HEES S¥o (8 SH/SLSID HEH0 NsE ZHOl XS0 LS

BB AFSEE OISIE S M of22 (AL MEZSAM, MEYSH, S, HOIAAL, TS
SHi0ll A4, BiooliA T HoN2Me RBS 20 U

Hos B Qs %22 0|20 ZUYLES ANGE SIEES, N U/TERA PE £02 Mg 2
A, EX0IAOEIA 1D |12 2ANsts 2, QUK , 21252 SHHHAIIE B2, EI2N ZAT
SILIOLKI OTHAl, SSHREH, 522, s220 &85l o C= 5222 fHots %, HMZUY FFX
ol oFZ 0l CHEt Ol geo MagdE BetAldle 22, Z28< AMMH, ZZ2EIILO0HH ¢ XA, P-
223 cwm oK, DIE2C20/0 ZE MAIUOKCS ZEN, y-2REUAAE BEEL Te
22EEIR SHLEL, AHSAMOS CIAREIOH, HIV-13 HIV-22l S®A 549 AMHE S = 2
Ch.

NCHE BHs %22 gy, FRUES, R5H, 0HE T= g XSS E8 JIE £ AL
HCHE O 42e BRAXE o2 Za OEDUAE, SSAEOKH, TAZCOIAEI0HS HHA &
S DANASS/DANIXMSH T= SDANYS2/SDANIMJSH 2 £ AT AT 0 2
e EMANES NE#D SOINCR MSXEBGD (VENMA 22NRSAULEIS, NMBE J2/1 |
X X220 MHEEl= A&Z01 ONA £= RNA =F2| 2N UE S Yollot=0l Heotlt.

BHEOl 4= 4 HE S

AZT(OIXISEIDIE), FLT (2RZEIDD), 5FU (5-B22SLeH), 6-WPR, BE2Cietel, 2etcely, HE

El
AEFEL, Of2k-C, Ofet-A, Ofet-G, Otek-H, Otala=ZHIZ2, 2ZtAISZHlZ2, SAZH|A,
4'-II-SAZ2HI A, 4'-OSAI-SAFHIA, HEZAEZS, CR=0t0lA, OICIRHIAL, HIIZHIA, DISA
EZ2, v32|AE, BIS2AE, & ZAIE, ¥, 3'-UIsA-2-E220tdl=4!, FdA, 5-0EIL et
A-0-p-D-0Ol2tHl = F et Al E, 521 Y R2tA-9-3 -0-0t2tHl = F 2t = AlE, d4T, ddU, ddl, ddA, d2T,
2'-0=sAl-2", 2'-CIZE22AlEIE, 5-E2IZEZ2MHE-2'-UsAIR2IE, 5-22=2-2', 3'-CIHSAI-3'-2
Z222lH, 3'-U=sAM-3'-E2=2-01201=AlES, US4l A, 2lbtglgl, DIOoILAE, HgRed,
3TC, ctol8d, sSAIEeld, HIJIH (Tegafur), otOIIH2IA! (Hypericin), Z==ol0|IHElAl
(pseudohypericin), SAMBIZ2 (Usevir), ZAIZZHIZ2 (Famciclovir), BAIZZHI2 (Penciclovir), 2Hl
&2 (Carvedilol), ZEIL=0FOIAI A, 2201014 (Bleomycin), CHRL==H|4l (Daunorubicin), E2AL
2lEl (floxuridine), OIEect0t0I&l (Mithramycin), OIE00I4Al C (Mitomycin C), DISAEZR
(Mitoxanthron), AEBEZXEA (Streptozotocin), BIOIA (Vindesin), UIE0IOIAl (Netilmycin), OFOI
ItAl (Amikacin), ®EFDFOIAI (gentamycin), AEEDIOIAl, JILIOIOIAI A, EE2t00IAl (tobramycin),
4 20t0l& B, Z2I3t0t0l4& (plicamycin), < ZH2IA B, Bt30I0lAl  (vancomycin), ZEAJIHE
(Foscarnet), OISAS2IE (idoxuridine), EcIEZR2IE (trifluridin), HICI2tE! (Vidarabin), 22,
O AEIZetY, FERECY = AMNSAZEE & & UL, HCHF Che2 DHE = UCH HiH
LISl (Terfenadin), ZIAMHIEIZ (dexamethasone); HIS &2l (terbutalin); ZISLIZZ2 (prednisolone);
HSHZ (fenoterol); 2Z2AlZdge!l (orciprenaline); &2EFZ2  (salbutamol); OlAZY el
(isoprenaline); 2AJtel; 2Z2t==2 (bupranolol); =SAIHEEIE (oxyphenbutazone): 2LUHAEZ A
(oestrogen); &Af2|Aldh, Z2Mt=8: OkADEIAN, AZEXIOICIS (spongiadiol); CI22HY
(Diclofenac); OIAAZEXIOICIZ (isospongiadiol); ZEZHILIOIE A (flufenaminic acid); Cl=a4l
(digoxin): 4-0EO0I=HULIZ ( 4-methylaminophenazone); <Z2E2l= (allopurinol); HZe!
(theophyllin); OIZZ=2AH= (epoprostenol); LIHCIE (nifedipin); FYl (quinine); dIAMZH
(reserpine); DISEHMOIE;, 2224l (chlorambucil); AHZF2el (spergualin); OIfZZH
(ibuprofen); QI ZOIEFA (indomethacin): =ItafetEl (sulfasalazine); HILIA LIS (penicillanamin);
2223 (chloroquin); E2I=0IE (thalidomide).

HIZ 2 SMHQUs 2AUME L& 2 REIDERET, ZAIEL, OARIYA, DUEZERT, DAY
(goserelin), ©l&gl, XIZdl4Al (Zypressin), HIE-HIL-EZT, QO ER2TE, LHLUCIHEIS
(muramyldipeptide), SAIEAl, HIAZYHA, FK-506, AE22AIL2l  (cyclosporins), <=SEdQEL=
(octreotide) = el 22 HES, A 12|10 22 DF2HLEIEE € 5+ UL

)| dgE AdSFHoZ MU= AMHY OA2RH HIE = Ol HIEFE22 MZ2Z2 HE S & =
ﬂgm 8+0{ XFAF Xﬂ =C}.

Zo| SESS AN, NMEY, BY, S5 L= WO D9 KN EB NS

0l BEI2S E8 SO B2 INH D2td FOEIA DEY, MASHASY, =X 48 oy

OIARY, =8 ASHE S 22 I SOX T ABEQ AR 20 ASE & UD AT,
2, W, MF S 22 SEAN T= LEEY 0ANSE YNY & UL

OIZ0 SHAZEAS RSSO ABEIUE SIBSD BN 2 LA U2 S WS LS =42

z ) ]

]| =
JINEZ Metd O 82 ISHAE JHE 22 ofudt FII2 £2 82
2 AMAS EH=2 2 ES o
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HNESSATMMON LeE0IHL, £ 0 SHMAS X &= B0 JIQ6HH TIE £ gls MM £
Mol E0LE 2HEX SE0E TE = Ul ZEES I

2 UHO SIs=22 USHOoZ MAES S0 UM HISOIE (MZEW)SH Q0] HAH L= &5
pE=X=1 PN|

2 2go 3EEe L5 12 SHI0IHA/SHEZHIOI A, HANY L= SFEQL oR/SHSE D HY
stel £ e HEEZS XD UL

2 | = |19 2IEL2EN HAUZ F2ALA0E9 AsSSHE o, LBEHOZ NSNS
N Sd Us Al 329 Hlid SHES =2 £ UCH, [tH X L= BXEE 2561014 =
HE FR0= 288l HAHE = UL

CIIELISH 20 ZE8CsE BHSES HZO0M = SA0 S0HE 2= UL glegage
E5t MPAE (prodrug) HEHZ EME 4= USO, = MAILHONA S | I 119 ZEE2 HS0s
HAIR 2 HMEEICt. Olgl 382 19 MRAES2 SCME $4810(0F UMUAHES Ee= LIZIA
HAHZE SE@AE MO+ HF2RIGICH. QIAM)| = MIZQIAD|= L8 CHAl OIAHIZS € £ L.
HE S0 MEA0l HLE O, M0IX, SUEYHE S 22 L2 ZHWA, &2 | o 119 2Ie
DS BIIX Ol Aol RIIXQI /B A= SER HIEGE AS FII2 &F0 € £ L.

HE =0

a) SIEtE | = |19 2lueEg3as

b) S2HAIE el

c) HHEZ2HAE RTHMA, SHHE25H MM E=

tat MM B0l Ol Ol =2t Ate

ANZOA 22t 8 JHX X0l Chol Rig2l &8 = Jt&lLt.

HES HWAEE 2HA Lot 3elMES XSS MHUHA EIQUAHEZE £= 0 =22 HHZ2

cli=gas2l R As 2EWHE0. Olzd2 Xgah fAHEZ2 HIS0IE Jt==20 M=20ICH

B0 Jt=2oHE X E= EIQUHZ2 HHZ &)= WAIRSZ HEGHT.

HIE S0l 20 YAIE SARES 2IELIES MSZ0IIF FARY M £E2 HMZY S0 (5

Al THE= ZH 2 Bt H=)0 HESUE 20

HCHE MHLHAA e StES | o 112 SHES0l S0t 28 SIS 248 20 9

off JHA=ICH ABtEQol MME (biotransformation) M=0 2IIELISES F2 EIQUAHEZE (X=

SIMA =ZAME(X=S0)Z 4tatEl=0 £ZAE= JU EIQUAHEZS 22 24t HuE if ISH

e&0l OtLICH NZEW £= 9 F20AM 28 2E2 2 AIZSe =l e8e 229 g
+

SN [etd 288 SHAPIAUL L= S48AE

sE | o 112 ste=E2 24Us SEZA ANE datotel AISE = U0 L8 2HO| g=E &

otttel Nm AEge2 A& ZEY A= tgs fig UE M2 thEgsE2=2M US Sotd = UL

SHEE | 112 SEEN SUHME22AMH 0SS AIEots 22 W= W0 91/19726; EP 0 350 287; US
1

5,223,263; US 5,194,654; US 4,921,951; US 4,622, 392; US 4,291,024; US 4,283,394 =8t OtLI2t WO
92/03462, WO 93/16092, WO 93/16091, WO 94/03465, PCT/EP 94/02123, DE 4402492, DE 44186902 =& il
=S UALCE.

StEE | ot 119 SEE2 L5 AN 8 28 ot otllet 2lmlE 22, 947 (1987), 12l J.
Med. Chem. 34, 1377 (1991)2 Hl==5tH MAEIC}t.

HCHE SE8 o2 LEtE S2MEE A&St= o9 8488 438ez &Y

[

A

SIALCH

glycerol + benzaldehyde
a

g e S

Ol & (= MBS ALU0IZ RAE PBOR ZHIE REH)O2 22 ElQuH2:s 1 U0
YOl HBKUN L2AR WHOR ofY £BAIC T= =202 MstE & U

HHOI2{A 2 XI2E 9I8 S1StAl | It 112 SB2S UM L= DN HEHHE ZROE = HYPEO
2 =02 4 A0 OIFO S0, Ol KIS SO, IN, B, LU IH, MY, 8% E= o
Sok 2S RE SANO SHIHE DT & AL OIFN, BOHE 121D FARNG Uuixol o
Eo 22 HIINE SR 22 FASHIZA HIZHGH ASEC 012t HILHE 02 Et2Ed0]
S AESq 2=, (ES, OIZCI0RIHED OIMEAD 10 HISHY 22 =eH, SEE2S
et HAERHLH SAISYH 22 D2X SEXIF ACH

EASH MBEE MHNLSIS MDE00F 52 BEO| D= 20| HIRENEIC b IESEE=F
S0z A2, UEA, DS, HYLERQA, 23, D2 4, AHOIZAD 22 D2X K
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MRIE, OPJ-0PDF, Qlarzrs, AHOI2Y DIOUS, S8 2 ASXY, B20igd 22M8 22 2
DEX SN S8 S 4+ UL JRS00 HYS IHE £ HYUNOZ FONY LOKES BR
2 4 QL.

SoIYS S0iwY, 3, 91y, 12D Mol A 22 AZ Q00 PAUC. 2o IFYSS BS
6= J2lD kg MEY 1 ~ 100 ng, HIEFGHHE 2 ~ 80 ng Y22 EOECt. ol S0L
SHSH Y 5 ~ 500 0l 1 ~ 2 Hol HHE SH20l 1 ~ 3¥o| S0i2 Lirs 20| BIZIEGICH
BHE €8 GIR0 SHEAS | ~ 28 Z0l= AO=2 XMAIZ & UL XS FHO sy
22 -~ 200 m0l T & UTH  HHSES Fat o0l 5 ~ 3000 S 20| ML XEH FAS
SoE & ULt

= worol o0l LA, 311 S84 19 SIS0l DRIl JEN MANA IS8 SASEH B7y
S0k oizH RE GTio KBS HENK SoiE SEEE 2oE A Tl
-SYUHUEHL-1-SEHHSS

P-GlA 2 AI-1-EI 2t 9t

2SOl A S A-1-BIERHEIIts

-THAHZE-1-HEM =
-CHANZTENE-1-ECIUIt=
SFCUHAHZE-2-UIII=LSA-1-221s=
2,3-HIA-(SEHHIEY)-1-Z 20t =
A-COHAEHZE-S-UAESA-1-REI=
4-2OAEHZE-3-2HASA-1-REl=
SCEUAHEEA4-UIASAI-1-HEI=
1,3-HIA-(SHANHZE)-2-Z20H=
OO0l =-2-2 U A SAI-1-E20H=
AT E-3-UASA-2-221=
OO0l =-2-UI& 2 A-1E2 0=
(R)-3-ZHAHZE-2-UASA-1-Z20I=
(S)-3-ZHAHZUE-2-UASA-1-Z20I=

B

A1
5-ClAISA-2-HE-1.3-CIS

22IHME 92 gt HIZLHISIE 106 g (101 m)2 S0 330 ME2 HE=Z=A 1 ™ Z0i5t0 2 2210]
OlM 2.5 AMlZtS0o 2610 JIZot|ACH (2 18 M0l 22l & ULCH)

TRE SHE A202 H2otD 0|ASA 500 M2 E&d, 23S X0lA 2 ~3 Al2ZFS0H WEHHRTH (
S22 &8 ANME, HA22 0|AA0 O ERICH)

1 12 ==& NaOH2t EF9 670 ME FIIst & 0|AAMS2 90 T HMO2ZUHA SFEUCH (= 700
m ES:I1). S Mo EHZ E=22dI12F 332 Myt 22| (Aliquat) 11.8 g2 E&dl 85 ~ 90 €2
LHE 20 A 2A12F Cf wEHeER CH

2t & 2 A0l 2elHAD RI A2 22 21 12 U H =EHJAD, AR2% 150 T2F 1 mbar Of
Mol 582 ERAM2 HAHZULCH

HRES 0|A8M 2 12 2olotD BEEZLIE (Brilonit) 10 g2 &AFolD EJ| (aspiration)Al3l
1 el - 20 COlA otzetsot ZA56HALH. AEES ¥2 22 0A E20uot] X2 012
A 100 M2 MEGID M20AM 2oz HXGHUC.

28 261 g/ OI2XI2 81 %. GC: 95.21 HE %

HIZA-(3-EZ22-2-HA=SA-Z2TE )HAHES

S-HIa =S Al-2-HEY-1,3-CISA 72.6 g= O|AEA 480 MZ ol AlD| N-BE22=40|0/&E 39 g &2 OF
Lich Z&4sH2 1.36 gt éi’ﬁH 40 COIA 4 AI2F WEHGERACE.

0lHE 20 CE W25t EHE 10 g2 E&6t] 1022 Witst & 24HE2 ol M MAHBHRTH
=S 2 30 COIZS TZ20AM SLAIZID FIIE O 0late HA 80l HIZ TS et20l oI2otTH
X4+=82: 89 g, GC: 92.6%, =tAH 1: 0.87%

SFCUHAHZUAE-2-HASA-I-Z20=

HEES 64 ME2l 55 Mo I-CHANHZES HESSH 325 M 52| 30% HESILES 43 M X 52
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2 S8t 302 SOt 2F 25 TOlA wBtetALCEH. AMSHE 89 g2 HE=S 140 m2 OHXIS BH30
oot el E2HE2 20 ~ 25 CTOlM 15A12F O W BHot A CH

= 2 N Bak 52 M2 EIot] FItE2 35 ~ 40 COlA StAIZE SO uetst & 0 EMUE 20 TZ H=2
AZACH. 50% =&SHLIES 28 M2 =18 = 40 ~ 45 COHM 2A12F SOt wetst =, X0 55 Tl
AN 100 mbarZ AS0A HIE=20l HMAZJALD 2 480 M= 3| = MIB 480 MZ F=LIRULCH. =1
A2 22ot] S ESSSLIESSHCZ MAESHLD E20HE XS0HA HHSHACH. S&F2 (X 90
0)2 ERM/NTB 20/12 E2ldoz Al2I9Y A20IEDHIL 2 HMSHE L. S SEHIZ BHE
MASH £ ME=2 &26t 220M 78.8 g JIE0l 22l ACH. GC: 96%

AAG 2

LZElE-HO0/ A A-EE PSWAHS S5 Z&F

6 ~ 8% (Iffa Credo) ZMF Balb/cE S=Y HIOIHA &8 Xk ASH 0.2 M2 0 2ol 22 W2
S SoHALE. 0l SE2 0 & (AIE: HI0I2IA BSS StAIZHUHA AIESHH 132X kgE 6.25 mg,
12.5 mg, 25

| (=
g & 50 mgel FOHELZ, SY WZ AME=2=2 XclotALt.
Hi == =

m
1M S H2 N (e, MEF, GIR2=28!, Het, PIt) Bl 20 OtLi2t XIZ AIZ
Ol Jeln S22 sMAIRI & 142W ¥ Xetel 2 RH= dloleiA 8F (viraemia)Ol CHE B2
2= UL

A0 3
HIVZISE KHEHSNAHE &S

SAXOl o 3t FAHU0 HAUHZ Ul JHK s (E&E EI 5% 0I2HE AIEE MT2-AIABIMA Ot0I122
& d (

EtOIEl 2 0IE(HI0I2012, HAZAIMZ)NA He XNSHSZ AL = NZ+22 )
gHoldA &5 (ME+SE+HH0I2AA)0] HI==et MAOAM SEEUACEH

MT2 HIZE AEE SZ Dt 02l BHstD HIV-1 (HTLV-111-8, MOl 0.03)2 ZZAIZIC. s M
et = B ez WMo 722t HH 2ot ALt

1% NZZ2SAMSD (syncytia), MTT 2Ab (MZS 4)E EFoID, A4SU2 HMZSS Ad =2
AR

SAI0 4

ot718 St&E0/ AAIG 14 HI=ot T HEZEH L
1. S-2UANHLE-2-UASA-1-221=
2. FECIHANHZE2-UASA-1-EZ21=
3. FRUAHZE2-RUASA-1-EZ21=
4. FOAMHEE-2-TUESA-1-Z20H=
5. FRUHAMHTE-2-ZUAESAI-1-Z20
6. FUAHTE2-ZUAESAI-1-Z21
7. FTUAHZE-2-RUASA-1-EZ21
8. FUAHTE2-OAHEE-1-Z2 1T}
9. 2,3-HIA-(2UEHZE)-1-Z20=
10. 2,3-HIA-(SUASA)-1-Z20t=
1. S-ZUASA-2-UASA-1-Z2 0=
12. -ECIUASAI-2-GASA-1-Z210=

13. -UIASAI-2-ZUHASA-1-Z20t=

14, FHEHHAHZ E-2-UASA-1-E20s
15. -SEHYE2-UHASA-1-Z20=

16. -UIAHZTE-2-SESA-1-Z20s=

7. SFUHAHZE-2-SHANYE-1-E2 0=
18. S-TUHASA-2-UAHYE-1-ZZ2 =

19. -UASA2-UHANHZE-1-Z2 0=

20. S-EHANEE-2-SE=SA-1-221=
21. FUHAHEE-2-UHASA-1-Z2 0=

22. SFHIECHHANYE-2-UIASA-1-Z210=
23. 2,3 HIA-(SEHZE)-1-Z2It=

1/ N
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24. S-AMOAHZE2-UIASAI-1-E20s
25. U HZE2-AAUIASAI-1-E2 0=
26. S-HAHAHZ E-2-HA LA SAI-1-Z 2T}
27. 2,3-HIA-(HIASAN-1-Z22H=

28. S-HAUAHZEE2-AISEHMSAI-1-Z2 0=
29. 3-(FHE-LEHAE)-2-UASA-1-Z2I=

i

30. 3-COAHLEP-(HE-CESAN-1-Z 20

31, 3-(1-HZ-20 &) HLE2-HIARA--Z20Hs

2. 3-(1-2L-22)HUE2-HUSA-1-Z20s

2 A0 5

-THAIY-2-HASA-1-T20s

S-COHANZE2-HASA--T2IHs 10 g2 LEA 100 MO0 =0/ 30% IAE=A 10 MS EHOIHE
S M20M 4N2F SO DUEHACH S0 T4 ZLIR WHIAUD RES2 EHIZ/0lAsa
1:08 S2IUO2 AIEGH0I Al2I5t2 60A NN FZOIEIHNDIZ FRIGHACH ME2S SR8 25
S Z2AIID IISHER Hots SEAIS 7.4 g2 +SHHUCH

otJ| SIEIEE YA 58 LIt ML

1. RUA&sIE-2-HASA-1-Z20}=
2. FECIHAZIY-2-UHASA-1-Z20=
3. FRUHA=IIE-2-2UASA-1-Z20=
4. FOASTIY-2-CHASA-1-TR2THs
5. FR2HAZIIE-2-THASA-1-Z20I=
6. FCHAZIE-2-THASA-1-Z20I=
7. FEUHA=IIE-2-2UASA-1-Z20=
AAIO 7
FEHAESTY-2-HASA-I-Z20=
STHAHZE2-UASA-1-Z20= 10 g= L =4F 100 M0l =012 30% Watst=A 25 M= FHIbst
= 50 COIAM 6AI2 SO WEHGHRULE. OlF Watst=A 13 mMES o #Itotd 7AI2F S MO =RUCEH.
iz 3dA SLIIZ2 HAZLJALD &FE2 HHZ/01A> L 111,658 SelHo=z M ot &elat& 60
MUHAN 2AZ0IEDHTIZ HNMGHACEH. MEES SRE ZES SLAIIIL JISEHZ ot =5l
E 8 g2 =SotALt.
A A0 8
o1 SHEIE=2 AAI0) 74 b/l H ML DL
1. RUAsZY-2-HASA-1-Z20}=
2. FECIHAEsEE2-UASA-1-Z20=
3. FRUA=ZE-2-R2UASA-1-Z20=
4. FUASHEY-2-CHASA-1-TIR2THs
5. FRUA=ZU-2-CHAZSA-I-E20}=
6. FTHAEEL-2-CHASA-1-Z2I=
7. FEUHA=EZE-2-R2UASA-1-Z20=
A A0 9
1,3-HA-(CHAHZUE)-2-I2 0=
CORIEIS 26.6 M S OIEFS 100 ME2 2.6 g LIES2 MEO0IE S0 HIISID 0] SHE A 20
M 1Al =S¢t WBtot AL el LM—I HIZ=225|E 8.5 MS 30 & 0l &ot Eototd =2M
PG CE. 4222 ZME HAHE = NHZ2Z Z2s6t 22 F H NESHD HAEZAIZALCEH. &
Ol= StEES U= SYAIAH 2ESAIZCH +=8 28.5 g (62%).

UM E-3-OASA-2-22T=s
CIZZ 2018 150 me, 50% =&tstLIEE 150 M0l 1-0iot= 9.52 M, ODIEXZ25/=el 4.23 M & HE
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2I2LADLI0L A 3.4 g2 BEE BUS AS0IA A2 SO DUHSIACH. 2Jl 42 15 22|
5t 22 28 NMFGD ZLAIL D222 OEIZ/0lABA 111562 B2IHOR AIRSIH A2I3)
2 BOMUA IROIEIDNIZ HAMGIACH. 28 5.4 g JIS.

0l JIS2 OIS 30 Mol =0 = et 20 MEC| 1-SCAMHZE 1.94 MY HEAO0E UESS &
SAH 012 ZHIS HUAEISQ B5IAC. NSOAN ZA DEE 5 ROIZ SBAIH MAHGD &
=22 [222eoz Z&stl, 22 = 8 HE6D 9I| 42 SLAIRC. 222 o2/
OlABIA 1152 BRIMOZ AFRSIH AI2I3H2 60&0IA DZ0IEIHTZ FHGIACH. £8 3.9 g

A 1
- &= AI-1-H Eetdots

OMF 21 mes 2l 90% +=AStUHEE 1.2 g2 EEHHS OMF 30 ME2| 1-0iJt= 8.5 mut 152 OOl E&ot
0 sk A2 O wWBHEHCE. Jdeld UA 2-EZ22-HECHHItss HE HAHZ 15 g EF 48
meOl MotE ot 0 EHE A20M 24A12-SQH W BHOERALEH. S22 Z0HE MIAHE = &F=2
Gitl==z Z2otl =2 MIotl |I| &= SEARUCH &4FE 18.9 ¢

OlEIZ 200 MOl JIE2 =012 AL 2LI0t 2I& 1.3 g2 =&ot] SIS0 1AIZtS 2 DS BHRULCE.
2l UM 0lHE Ji=2diot HHZ &2 SZAIZLCH RS (17.4 g)2 OEHZ/0IASA 1:4
E ZBlHO=Z AZEotH Ac2IotE 60A0A AZ0tEDNTLIZ EHGHACH =2 4.26 g
AN 12
2-THA=ZA-1-HECHII=S AA0 112 SAIGHH ZTOIt=Z BtESAIH LALCH.
AN 13
SMEiE 2O ELTASO| CEM-SS MEZNAM MEWSAD SHIV-IEH0] E 10 ZAIZAULCEH.
[Z 1]
SIS | Cso ( UM)
HNZUSHS SHHIV-1 23}
SENN
-EHA=TY-2-HAISA-1-T20ts 36.76 0.18 204.22
AT D-[ASA-I-T2 0= 32.68 0.54 60.52
SHECHANHZUAE2-OAZSA-I-E20}t= >100 >20.0 ND
EHAMHAE-2-CHASA-I-T20}s >100 >20.0 ND
A HAE-2-SE2SA-1-T 2= >90.6 7.01 >12.92
-(2-DE-2 A H2AE-2-UASA-1-T20Hs >100 51.25 >1.95
2 AHZEE2-RUASA-1-E2 0= >100 2.95 >33.90
MEZUHSAH2 TdR—SHJP Jl=e SJE22 2E sT0lA & INAZE SxdHes A2 SHIRUCH &tHIV-
1 242 CEM-SS MIZE &5ol EF E2t3 E42 AME0t Z3EUCE. 23 dEHHES [Cspit EHIV-
1 24850 HEZ22H Z2E3EAULCE. NDE SMEX LUACt=E 2SS 20| 8tCt.
(57) 879 g9
237E 1
gisral | O 119 2lIEgRE, 09 SHAM, 8PLE2 (prodrug) £& 01 &=l U2 4822 &
FIto dstMogz AUAO BXH L= 2 S22 22 gxst &Hl
[3t&tal |]
R'-X-CH,
|
R?-Y-CH
I
(CH, ), -OH
[Bhstal |1]
R'-X-(CH).
l
CH-OH
I
R?-Y~(CHy)a
M RS S22, C-Cg L2Al, C—Cs LLUMHAE, C-Cs LZAIIN2EY, IH2EAl, (-C, L2=IY
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