[19] PEARLMERERFIR~RG

[45] W AEH 2007 45 A 16 H

ml1& B % Fl i B OB

£35S ZL. 01813182.4

[51] Int. Cl
CO7H 19/06 (2006.01 )
CO7H 19/10 (2006.01 )
CO7H 19/16 (006.01 )
CO7H 1920 (©006.01 )
AGIK 31,7068 (2006.01 )
AG61K 31/7076 (2006.01 )

[11] WA ES CN 1315862C

[51] Int. Cl. (42)
AG61P 31/14 (2006.01 )
[22] ®iEH 2001.5.23 [21] fAigS 01813182.4
[30] #isEiR
[32] 2000. 5.26 [33] US [31] 60/207,674
[32]12001. 4.11 [33] US [31] 60,283,276
[86] EFRERIE PCT/US2001/016687 2001.5.23
[87] EfEA% W02001/092282 i 2001.12.6
[85]1 #HAERMEHH 2003.1.21
[73] ERRA XEBREFHE GF2) FRAH
it WEITESHE
HEEFRA R E KA 5
[72] KA Je -P« RLEZH P frkHh
[56]1 &2 scik

WO09943691A 1999.9.2

US5977325A  1999.11.2
HER H &
[74] £rikEN  FELHE(FH) FRAF
REA X 3

BCRIZESRSS 3 5L 515 208 BT BT 8 T

[54] ZFAEFR
Aok P B9 T AR 5 0 T IR A A
[57]1 ®E
7 WG T T B BORDW B I A A8 21
TTEMAEY, RS TERMRFIUER TR A
BRHABRR#RG 1 L 27 837 - ST
B2 5 B2 M Hh el AR 2 )

H R G

ox, ¢
& (. Cxr

F-D-2"-CHyTiboG $-D-2'-CHy-riboC B-D-2*-CHyriboU

X
o o o
o
H"j H-; HL\Q;T Ha\gﬁ
o] o] N
H O on on on on
B-D-2'-CHsiboA B-D-2’-CHy-ribol B-D-2"-CHy-riboT
Y li
. CI ™
e o,
el
om o ¢

OH OH

B-D-1'-CHy-riboA B-D-1-CHy-1iboG

Q
1 NH
t Y
HS Ho.
o] o.
o

on ox
FIAU Fled



01813182. 4 W # £E Ok

/30

1. BA AT 4 AH#e4p-D- #F—EMJC/\%

O~

HO

OH OH

Uﬁé% &uﬁﬁéiq&ﬂﬁﬁﬁ %%%%ﬁx,&iﬁ #
ETRZHERIEEN T, ERERN TAABEIERERBRRER
FOHY PRI,

2. BA R 1R, ¥R EGHEY 85 TEWRITAMHE
8948 R AT ARAK

3. MAIER 169, RY oA R F ETHLHEL
%/’ii

CBAER TR, Lkt h R F ETHEL AR

B by X,

5. RAIZRAGAE, XY ARG MARLHF ETHIGEY
7 K.

6. B VAT & MEB-D-4FIeH

1
RO Base
Rlo RG
- O\.
: R’

AEBAS, AR FETEZHEGHX, EREHF ETEZHY
BARRFEANT, EREATERBIERERBARERLGHH T
& R i,

AL



01813182. 4 &/A ' ok P OFE2/3m

Base 4 ez, S-AARIE . 5-F EIOE K 6- R A HEE
R' 4 H; —. R =B8R, Bk, SR, BRAESY; R,
REAMA. M. REHA;

R’ #= R% 3k 5 OR?, £ £, -OBLE).

RO h H; —. ZRIABAR, SRR, AL RAK;

Rw;‘ly H.

7. BAEK 6 64AR, PR Base A REE.

8. BMAIZRGCHMiE, £FROATE,

9. WA ER6AE, £F R AR AHL,

10, RAEK6HAE, TR FROALEURR ATL,

11 BAER1-10 PE—RG A&, LFHENESMEY 85 F
BT A AL 6945 2 49 B-D RHBRAR.

12. RAZR1-10 $E—RG A&, LPHEWENEY 0 F
£ % REeB-L-FHMIK.

13, AR 1-10 PE—Re A&, APHRUEGHEDS 95 E
F % REeP-L-FHMIK,

14, BAZKR1-10 PE—RG AR, LFARLSHAFES
1L KA1

15. BAER 148/, L+ ArEHE$£454 50 - 1000mg,

16. BAEL1-10E—FRAe A&, L FHTERNE LA R H K
g
17. BAEER1-10 PR A&, RPMRABFLETHESHY
BREFRZ LY,

18. MA|EK1-10 PIE—RG A&, LPHEHFETHRSH
BARE T HIkLH.

19. ARAIZR1-10 ¥E—RGAE, LFHEHF ETHRZH
BRETH MBI H,

20, RAIER1-10 $E—Fe Ak, LPHRSHF ETHEH
BARETFRALH.
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2. BAEK 10 PE—FHAE, KT LSS ETRE

22. BAER1-10 dF—IReh Ak, LPHAEF ET5H
BIRET ALY,

23, ABRAEK1-10 PIE—RG R iR, LFFEELIZA.

2. RAER 6 A, B FARBAR AT HFBALTAS
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25 RHER 1WA, P LG

NH,
fg |
N/&O
HyC

O«

HO

OH OH

26. BAERK 1 9A®, LPrrdit R A kTS 68
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NS5 F-F ECPA-E Lp e

K BRATIR,

AL PG RGN FAR, BARRE, RAVNTEALETRE
Fodf S Bt 77 kAR LA . A PR R 2000 5 A 26 AR 4
E et & 3% US. 60207, 674 #2001 44 A 11 BRXG LD KR E
# U.S. 60/283, 276 #94k 4.

RAH

MM, BimEEkRELITECRE-HHET HRERH
(Flaviviridae), #J%# & Q.36 R HWIEEB B EBVDV)., BERFH
(CSFV, #Ar¥E% & #Ly%&)F 4 3 1 5% %(BDV) (Moennig, V. 4,
Adv. Vir. Res. 1992, 41, 53-98), £& (4. BBV ERERE
FEHETEEA G ERGZFRK, mE, BVDV &7| A4 4508 %
F, AT TFRELLME LA T RG25E L Meyers, G.#= Thiel,
H.-J., Advances in Virus Research, 1996, 47, 53118 ; Moennig V.
3, Adv. Vir. Res. 1992, 41, 53-98),

&4 Ak, STARREGIRSERL R 4ot sh & R F R
ERBATHAM 2. 28, bFFORAEMREAALZE Y
ZHFREGRS. A—BaEREAE, NEFB8E#ERK, &
FESLRMWBARY . BIL B KA A JE P sk (HIV) Fa bk &4 6418
MR8 7B (M. Giangaspero 4, Arch; Virol. Suppl., 1993, 7, 53-62: M.
Giangaspero 4%, Int. J. Std. Aids, 1993, 4 (5): 300-302).

RREHCHES T 8 ANmN, TikELFFAAXBEEMNS
A B 948 (Calisher ¥, J. Gen. Virol, 1993, 70, 37-43), &K
TR, QLR InE ettt R Bi(Fields Virology, % 3%:
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Fields, B.N., Knipe, D. M.#= Howley, P. M., Lippincott-Raven
Publishers, Philadelphia, PA, 1996, % 31 %, 931-959). 5 A %%
Bk R 5 R £ i H R B A4S Ak b R A(DHF). &
Mgm R A K& EAEF B K £ % F(Halstead, S.B., Rev. Infect.
Dis., 1984, 6, 251-264; Halstead, S. B., Science, 239: 476-481, 1988 ;
vMonath, T.P., New Eng.J. Med., 1988, 319, 641-643),

C2 % A A I & B E R EF] 0 ) €48

(1) F k%4 #) € % tk(Battaglia, A. M.%, Ann. Pharmacother,
2000, . 34, 487 ~ 494); Berenguer, M.5+ Antivir. Ther., 1998, 3 (Suppl.
3), 125-136);

(2) &M NS3 & & B 4| 7] (Attwood %, Antiviral peptide
derivatives, PCT WO 98/22496, 1998; Attwood %, Antiviral Chemistry
and Chemotherapy 1999, 10, 259-273; Attwood %, Preparation and use
of amino acid derivatives as anti-viral agents, German Patent Pub. DE
19914474; Tung %, Inhibitors of serine proteases, particularly hepatitis
C virus NS3 protease, PCT WO 98/17679), &350 — &5 BEAE A= 2
Wi, VAR T X o B0 BR S W BR 2 (K ) 25 69 394 ) (Llinas-Brunet
%, Hepatitis C inhibitor peptide analogues, PCT WO 99/07734),

() AR EITEF Bl 4o 2, 4, 6-=F A -3-RHE-FKABEATA
#(Sudo K.%, Biochemical and Biophysical Research Communications,
1997, 238, 643-647; Sudo K.%, Antiviral Chemistry and
Chemotherapy, 1998, 9, 186), .46 RD3-4082 #= RD3-4078, #:#
LB EAk 14 B4 IR, W5 & B (processing)sd K A K A&

(4) ErdleATH 4y, £ XA NS3/4A #kb5-% & NSSA/SB &4y
#4744 R AR HPLC ) &% 2 748 % &4 744 A (Sudo K. %, Antiviral
Research, 1996, 32, 9-18), 435|244 RD-1-6250 (%4440 £
ARSI TR 09 H04-69 W AEBLAL). RD4 6205 F= RD4 6193;

(5) t Kakiuchi N.%( J. EBS Letters 421, 217-220); Takeshita N.
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% (Analytical Biochemistry, 1997, 247, 242-246)% % #42&» bt fe N-
KT BRI

(6) /£ SDS-PAGE A= 4k & BiE R E T BT EA REGBEE
M IEBR, TR E G BE T A4 sp (Streptomyces sp) Sch 68631 (Chu
M.%, Tetrahedron Letters, 1996, 37, 7229-7232)t4% B3 it o
B, Fef ARER R PR ALK GisEH, HEABTLE A
% & 8 (Penicillium griscofuluum)Sch 351633 & & B3 Fx4p F (Chu M.
%, Bioorganic and Medicinal Chemistry Letters 9, 1949-1952);

(7) B fK3EW K 5H-F elgin ¢ F &840 NS3 F 4% (Qasim
M. A.%, Biochemistry, 1997, 36, 1598-1607);

(8) A& #% B4y 4|7 (Diana G. D.%, Compounds, compositions and
methods for treatment of hepatitis C, US & #|% 5,633,358 5; Diana G.
D.%, Piperidine derivatives, pharmaceutical compositions thereof and
their use in the treatment of hepatitis C, PCT WO 97/36554) ;

9) RABaEIHIF], BlreizF LY. IxEH % (Ferrari R 5,
Journal of Virology, 1999, 73, 1649-1654)fe X ;X =Mk B &
(Lohmann V.%, Virology, 1998, 249, 108-118);

(10) 5 ma49 5'5% 4F - %45 X (NCR)ZEAY ¢4 5 7)) B MG B XA,
F4BR B I 8 A% BR(S-ODN)(Alt M. %, Hepatology, 1995, 22, 707-
717), H£H NCR 3°3% ¢94% 5 326-348 vA B4z F IICN RNA #9450
Yarh X 69423 371-388 (Alt M4, Archives of Virology, 1997, 142,
589-599; Galderisi U.%F, Journal of Cellular Physiology, 1999, 181,
251-257);

(11) IRES-4& % 1835 #7477 (Lkeda N %, Agent for the prevention
and treatment of hepatitis C, Japanese Patent Pub. JP-08268890 ; Kai Y.
%, Prevention and treatment of viral diseases, Japanese Patent Pub. JP-
10101591);

(12) #%BiB& AL B (Maccjak, D.J. %, Hepatology 1999, 30,
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abstract 995); WAZK

(13) Aied-Eutd, @38 1-fEREKTH(Gold 49 US
+ A% 6,034,134 ). SRS /R (Chojkier %4 US + A% 5,922,757
). 44 % E o 4bdi B F] (Chojkier %64 US £ 4% 5,922,757 %),
AEW. £REE. A2k (Ozeki %69 US 4% 5,846,964 %), N-(B%
Bt T8 )-L- X A £ 8% (Diana %69 US £ 4|8 5,830,905 %), X
¥ gte(Diana ¥ 64 US £ 4% 5,633,388 5). % M4 8 474 4 (Wang
F US 4% 5,496,546 %), 2°.3° ——PLAM I (Yarchoan % # US
£ F% 5,026,687 5 )F= K FH=krk(Colacino F ¢4 US + F| % 5,891,874
7).

FREEBREFFRERN KRR ERARECNEDY
FAXF LB, KRLAPNYBHZ—ZRER FLAERERE
T BB E LY. F AR,

&L %

BEIAGE 6T HRERBREFRLENE LGNS . Fikk
W, Q56 ST A B F 8 X ()-(X VI B-D- 3 p-L-4% F 3R 2 35 2
LT e B R ATIRS 4,

BHF—NEENERTET, AEPREX IO WREHF L
THZ 0 L RAT R G W

N S

0
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A
oR*
®



01813182. 4 o 4 ZE5/2081

H:

R'. RRAaRksHH, BEBR(OIE— —REBRRAIELY
BEBARATR); BLEA(GFERABLL);, RA(QIBRERL), RMRE,
AERARFTIARBA, QETHERAFTE, LPAERXAME
A —AN KB A5 AR sbat F R G TSP AR 9 B AR ERAK; BB
QIEAERE; RAABL, BAULAd; B RE B, XA ETH
ZH B EAE, HHRALTE, B8 FA LR RIAR I AH
RBEBAR YIS ; ‘

Y A4, £, . £. #. OR‘. NRR®% SR

X' Xoakiik ) H, B4, XEKXKKHEL, CO-L, CO-
¥4k, CO-mELBA, £, %, £, #, ORY, NR'NR'K SR®; A

R'AR s A A, B (QIEMABRL), REE(QIFERRT
Th. Zh. REAFKHL).

BFNZTRGERFTEY, ALURBEX T HRLHF
LT EZ L RITRG Y

O

R'O.

ox* o

(D

Hp:

R'. RPFR k5 h H, BBAR(O B8R, AR, =5
BAR, AR HBEBARITIN); BLE(EIsMEARmA); BA(LIERA
W), FRERES, GISRARFHEABBL, O3 THRBLAFTL,
R it R BAT R — AR S A5 a2 0 2 U AR F B BRAR,
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ABUR; PSR, QIEEERS; RALBL LA Bk FREER; X
Ay b TR ELLAR, YKRALTH, RSFELFRIR
K R 3h H IBEBAR 1L o4; Fo

Y A&, . £. #. . OR'. NRR’ SR%;

X'f X2k H, B8, XEXTHRRA, COkik, CO-
FH, CO-BALE, £, £, A, #, OR), NR'NR’X SR’; H

REAR Mz AHA. BA(LIEREBL), L (IEERPT
T, A RARERAL).

BHRENZTEGFATEY, RARBK T RALHF
bR 6 R ATIRE A

I
X‘-—< lNAx*

rlo. o,

¥

R R AR A H; BEBAR(QH—BBAR. —BEMAR. =5
Bk, RAGEGBBARATIR); BA(QLIERABLA); A (QIEKK
W), BB, CAERARFRARBL, QIETHBEARTL,
H b i KA AR AR B AL st F A 67 L P AR e B,
ABA; MR, QIEARE, RABL AAdh; B RREBE; X
AtezhF ETHZHB LR, SANLTR, % 424+ R, R?
KRR I A H RBERAR LS, Fa

Y h&. . &. #. B OR‘ NR'RS % SR

X'Fe X223k f: H, A4, L&IIRKREL, CO-L, CO-

10
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ik, CO-mEAkL, £, £, &, #, OR', NR'NR’% SR’; #»
RéF RO h A BRE(LISRARL), SHA(LIEERRT
FE. LA AEFITAL).
EFUNERHFERFTET, FALARBEXIVEHRAHF
BT 6 AT 4

A

R, R®A Rk A H, BBAR(OLIE—. ZREZABARIET G
REBARATAR); BRAA(ELA6{RRBEA); WA(LIREIAL); #HABRES,
QIR ARTIARBA, G THABARFTE, P i
WA —AN RS A st 5K e TS FARR) IR, B8R,
QAERERE; SURBR; BRRALESH; AR AR BER; R FAAeThE b
T EEAR, HERNLTH, B FEAF R RRAR I AHH
RBFEBRAR G S

Y A&, . &. f. #. ORY, NRR SR

X't g H, A4, LESIKREL, CO-L, CO-F4, CO-
AR, £, %, £, #, OR', NR'NR’% SR®; A

Rfo RO A S, BRE(GIEEBL), SEL(DIEERRT
I, X AEAFRKRL).

11
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EFINZBGERFTET, FLARBX VEHIATF
LT R bl 3 AR

L

N
3
RO Hy

o

R'. R*An R¥ksi A H; BABAR(Q4E—BEBAR. — BBk, =5%
BAR, AT BERARAR); BR(QERABAL); KHA(RIEKA
A, REREE, QIFmARFAAHABL, A TREBEAFRTA,
o AF R R IALRAR— AR S A5 F bt 5 6 2 5L b A8 B g BRAX
AR BB, QIE8HS; RULBR, BKLAaH; K R BE; S
HpehF ETRZHGELAR, SAKALTH, 8 F4A L PR R
R A= H ARG E4; A=

Y H4A. £, f. £. #. ORY, NR'R'3 SR

X't g H, H4. $&RIFKHEL, CO, CO-¥4, CO-
wEAEA, £, £, & A, OR'. NR'NR’% SR’; A

R'Fe RO AR B (LIIKEBL), SRA(LHEeTRF
i, k. AERKAR).

12
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EBESATBHEHRFETY, RAARBX VILESWALHF
LA e R AT

N
rlo. o,
_-0
(VD)
Hg:

R'. R2F= RJk 5 4 H; BEBAR(QLFE—AEBAR. AR, =4%
Bk, HAETGBEBARTTIR); BEA(EIEIREBER); A(LIEA
WA, BERE, GERARFRARBRL, aETRBREAFFA,
£ iR FBAE A — AR S A5 bt 5 R 6 2 S F A8 B # BRAX
HABAR; BBR, QI8 RAR, a4, Bk EE B =
R ETHEZHE AR, SKRALTH, % £ L ¥R R
K R ak 5 4 H IBEBAR G 4, A

Y A&, &, f. #. #. OR'. NR'R’®3 SR

X'itfh: H, 4. eRIKREL, CO-kik, CO-354, CO-
wEAEA, &, £, £, #, OR', NR'NR’'& SR’; H

RIAR MBI AA. BLA(QISKEBL), It (QEERRT
HE. LE. REREHL).

13
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EFENZEGFATET, ALARME A X VIL VI A= IX
WS AL F LT R L0 AR AN

-3 ™
X
R‘
OR:
(Vi) (vim) X
H£p:

Base 2 f£ b2 S & oh 2%, v T A

. RAR ki H, BEAR(QI6—BBIk. BBk, =588
BAAR, RAERGIBEBRARATIN); BEA(OIEIKABEL); WA(LIEKA
W), FRBRER, GIERARFTIARBL, aiETFABREAFTE,
S BT iR R AAERAR— AR F AL st 556 2 S d AR R 69 BRAX,
EBUR: RS, GIEEERS: SUAE: BAULAW: Ak FRE B &K
At F L THESHELLR, SKALTH, % 424 ¥R\ R
R Rk 3h H RAABAR A4,

ROAHE. #£4. BAOIBKELEL). 2RE. £ 4B,
i Br-Z#. 2-Br-zit. -C(O)O(%4). -C(O)O(&LBIEL). -
O(BLAL). -OUKABAL). -O(UF ). -OURLZIEL). -O¢%&HE £). CF,.
A #. A, . NO,. NH,. -NHU&& L), -NHEAL). -NUKE
I, -N(BLAL),;, H

X 3 O. S. SO, CH,.

14



01813182. 4 oW P FE11/208T1

EENEE2NFRTRET, ALPARBKX X, X A= XIT #948
SR LHF ETHRZ G ERATIRG Y

6 ¢
7 R‘
oR* or OR* R
(8.4 (5.4)] Xm
H.

Base # 723k 7 S & oh %, 950 ok,

R'. R*f= R ¥k H; BEBAR(QLI6—BEBMR. —AbRAR. = 4%
Bk, KA ABBARATIR); BRAA(EIEKABL); KEA(BIERA
W), RRERES, edERARTrASRL, GETHEBRLRTL,
F P PR R AE R AR E AN A st 35289 2 P A8 B #9 BAX,
AR PER, QBRI BB BRILEY; B IESEE; K
FBF ETEZOEEAR, SKkALTH, 8 41+ R\ R
R RO AR 2 A H RABEBAR G LS4

REA L. A#A. mA(QIBREEL). BRE. FAL. %L,
A Br-TH A -C(O)O(L). -C(O)O(& LA AL). -O(BLEL). -O(,
BEtR). -O(iR). -O(RSU ). -OBEMA). A . &. 7,
NO,. NH,. -NHU&ZAA). -NH(BEA). -NUKLIEL),. -NBEL),;

RTAS. OR. H#A. RA(LHEKEEL). BFRE. fL. &
WA, AL Br-ziA. -CO)O@EL). -C(O)OU&ELLL). -O(Bt
A). -OURZEAL). -OORL). -O(KLUERA). -O%HL). . £,
#:. NO,. NH,. -NH({& 4t 4). -NHBEL). -NURELEL),. -N(B
)y A

X 3 O. S. SO, % CH,.

15
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EFEANFTEBNEHFEF, KELPFREX XL, XIV F2 XV
LM AT F LT 6 R AR

Rlo._ - Baso R0 I... RO Bass
6 6
R/ X - X X
R‘
Or?
xv) XV)

or? oOr’

(XTI

A

Base 2 /& 3t & &4 "2 9 3R B AR,

R'. R*#A R #5h H; BBAR(Q3E—BEBAR. —BBAR, = 5%
BAR, RARTHBBARITK); BA(QISREBL); KA(CIEKA
W), RREAES, QAERARFRAFBL, AR THBRERTEL,
o AT KA R AR — AN KB A B AR st 2569 Z L 48 B 9 BRAX,
ARG PSR, QIERRAS; R, KA, Bk PR B &
HeHF P THRZGEELE, SAKRALTH, 6% 4 4+ R R
R R M5 4 H RBEBAR G4 ; |

REAL. 24, BABHRISEL). BRA. L. 454,
Beiss Br-THi A -C(O)O(kE ). -C(O)O(R SR A). -O(BAL). -O(f
ABLIR). -O0%Ah). -O(&SUR ). -OBE ). & £. A. #h.
NO,. NH,. -NH({&#re ). -NH(BLE). NU&KESL),. -NBEL),:
Fa

X % 0. S. SO, 3, CH,.
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BEHEAANTEHTEHRFIET, ALPREX XVI 0o R
B P ey R ATIRE

£

Base % £ $b 2 S8 "B oA 3 E T AR

R'#= R* 43 4 H; BEEAR(@46—BBUR. B8R, ZAEBAR,
KA BEBARITR); BRE (LB K ABEL); RA(BIFRBIEL);
BMERE, OfERARFRARBL, OETHEBRAFTFA, LA
FF AR R — AR S A5 e sbat 35 200 2P AR G BRAAEIR
Ky BB, QLIEBENS; RABR, BUKLA4; AR 2EEE, s
WEETHZHBEEAR, KNS T, 8 421+ RIKR %
54 H RBERAR GG 1L5-H;

REAHA. 4. BA(GIEKEEL). BRA. A &HL.
Bk, Br-Z £ -C(O)O(EL). -C(O)OU&LELLL). -O(BLIL). -O(&
BELE). -O(E). -O(KBIR ). -OGEMH ). &, £, &, 7
NO,. NH,. -NH(& %5 4). -NHBLL). -NUKLEHEL),. -NBLL),;

R'FR A&, OR. #£4. mAGIBKEALEL). B2RAE.
FOL. 4R A Br-o#A. -CO)O(UELA). -C(O)O(k LB L),
O(BLAL). -O(KAEBEL). -O(A). -O(KRLEIEL). -O(%EM ). .
&, #. NO,. NH,. -NHU&Z& L), -NHBEL), -NUIKBI L), -
N(BtL),; ,

R¥#A= R34 H, mEA(EFKLERIE). £ 8 Nk,

17
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##, R"#R%, R'#&RY, R*# R’ K R:Ff= RIOTiLLEAH AR
4, Fa

X # 0. S. SO, CH,.

EEFT—AERNZHRTET, ALARBEX XVI 5464 K
R PSS RIS ,

H

Base 2 /£ st ¥ S84 &b S A,

R'Fe R 2232 5 H; BREAR(Q36—BEBRAR . —BEBRAR. = AEBRAR,
RAG G ABEBARATR); B (LI MABL); RE(EIEREEL);
REEE, CIERARFTRAZBRL, CETHREBLFFL, LbA7
HRHAFRAR — AR Z A Lo st 35 25 69 52 SUF A8 B 49 BUX LR
K MBR, QiEBbls; RALBL; SO Bk fREE; R4
HEETHEZNBELLLR, SAKALTH, B AL R KR M
A H X ABEBAR G140 ;

REHE. AL BRA(LHEKEBEL). BRI, &L, 454
BeAk . Br-THi . -C(O)O(#4). -C(O)O(& St it). -O(BLLL). -O(fk
A, -O( ). -O(RLIE ). -OGEM ). #. &, £A. .
NO,. NH,. -NH(&4 ). -NHBL). NUYKEHEL),. NBL),;

RIFROMsAHE. OR. 4. BA(OLEKELEL). &AL,
Rk A BK Br-2ts k. -C(O)O(E4). -C(O)O({& LBt 1),
-O(BEAL). -O(fRZ&BLIL). -O(k ). -O(KAEL). -O%EH ). .
#£. #. NO,. NH,. -NH(&Ztu4). -NHBEL). -NURZLEL),. -

18
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N(BtAL),;

ROA &, ALK ERL). R B,

K4, R"#=R°, K R'F= ROTALLSTH Anst; =

X # 0. S. SO,#, CH,.

BF T AEZZNEZARFTET, ARLPRHX XV 69404
R BT R & RATRG Y.

HF.

Base 2 72 3t 58 St % o 3R Ak

R'Fe R2 354 H; BBAR(Q36—ABAR. BB AR, ZBEBAR,
RAEE A BEBMARITIR); B (LIBIRABLL);, RA(BIHKRELEL);
BB, QAERARTRARBL, QRETHBRERFL, LPA
B R EAE R A K E A5 st 549 7 50 A8 ) ¢ BRAX SR
R FER, QIERERS, RAM, BALESY; K, RREEE XA
BEETHZHBEEILD, SKALTH, S SALP R KR R
= 4 H RBEBAR 491054 ;

REAE. £ KA(BEREEL). BRA. FUL. a5t
Btk Br-TH A -C(O)O(ke L), -C(O)O(R LI A). -O(BLA). -0k
BELA). -O(KA). -OURZUEA). -OBMHA). . £. #. 5.
NO,. NH,. -NH({&R#A50H). -NH(BE). -NUKALL),. -N(BL),;

RIAR Bz AHAL. OR mE(LIEKEIEL). Sk, ri.
Br-Z#f k. Otk £, £, #5. NO,. £RA. KESE LKL

19
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Z(R SRR B

R®# H. RA(QIREITL). & B

&, R F=R®HK REF RO TrA 25 AT Andt; Ao

X % 0. S. SO, 3 CH,.

AL I B-D-FaP-L-4% BT A I 4] 5% A F R B R HE RSB E
. FTVAARIB AR 8 FR ik 5 ik, ARIM R IX AL Fr a4 H) R E R
A T A B T R Bl

BE—ANFEHRFEY, BRBLLF RIGE R, HRIMRERF
BB RO 3R, ARRE TSR B S0%PTE &
ot 6 R TR T (BPALA-4h 69 ECy). AR EhFETR, Pkl
BRI BT 15, 4hikolsF 10 #BE R 49 EC,,

BEF—A i &Y, FEERdhs Fst—HRgRE
BB 0 B ) — RO T B A AT (in combination 3,
alternation with), FEBKAE 7T, 5FArR 2 F B YA KFELE)
BT, MAXEBIEITN, WAL THRENGERGY. HEHHH
T, RETZHMGBK. XFFHEF AR RFUIRIERAR
oty AR E., g2 ER FAL AT EERBGERG T ERR
HATEAL, FINERZEM, s THIGEHRT, REMRYE
B BARGFE LT R IR L L0425 64 A T 649 % b | 7 2 REL B 14)
ST EAR GG 4525 77 R At B B 18) i AT A,

HCV A& m&Ae—5R, 1228, BAAMNHE HCV 3 T4
BE-MRp&ER, B, A—NERFTEY, dRERERER
2 HCV,

T A L JE SN T 69 A0 BEAME R o AE TR R M IR 5R 35 49 T 45)
a5 |

(1) FHRZE A/ #) & %+ (Battaglia, A. M.%, Ann. Pharmacother.
34: 487 - 494, 2000); Berenguer, M.% Antivir. Ther. 3 (Suppl. 3):
125-136, 1998);

20
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(2) &M A NS3 & & B 47 4| %) (Attwood %, Antiviral peptide
derivatives, PCT WO 98/22496, 1998; Attwood %, Antiviral Chemistry
and Chemotherapy 1999, 10, 259-273; Attwood %, Preparation and use
of amino acid derivatives as anti-viral agents, German Patent Pub. DE
19914474; Tung %, Inhibitors of serine proteases, particularly hepatitis
C virus NS3 protease, PCT WO 98/17679), #.3£c — B8 L& Bt
Wi, VAR T KA o AR S M B 2k (B 49 47 41 7) (Llinas-Brunet
%, Hepatitis C inhibitor peptide analogues, PCT WO 99/07734,

() EERDEIFE R F A2, 4, 6-Z 5K 3R LK ABRATA
#(Sudo K.4, Biochemical and Biophysical Research Communications,
1997, 238, 643-647; Sudo K.%, Antiviral Chemistry and
Chemotherapy, 1998, 9, 186), ¢.4& RD3-4082 #= RD3-4078, #T:%
Fe Bt EAg 14 BAEIRAN, & & A7 (processing)st 3 AL ¥ AL

(4) R IRAT A4, £ KA NS3/4A #kb% & F2 NSSA/SB &4
AT H) R A8 HPLC AR F B 748 % 6947 %145 /A (Sudo K. %, Antiviral
Research, 1996, 32, 9-18), 47| 2 1L6-# RD-1-6250 (3Z1b4-4h £
KA RSB 69 78 6-69 W AEBEEL ). RD4 6205 #» RD4 6193;

(5) & Kakiuchi N.%(J. EBS Letters 421, 217-220); Takeshita N.
F (Analytical Biochemistry, 1997, 247, 242-246)% 5 t4o& v 45 N-
R B

(6) 7 SDS-PAGE Aot & f Rk ME & B 7 AA KE G B
PE)IEER, FTR R QBT A4 E & sp (Streptomyces sp) Sch 68631 (Chu
M.%, Tetrahedron Letters, 1996, 37, 7229-7232)#4 % B3z fidly & &
B, FERKEMRE T ENLREGREN, ZEABTHEf
B3 F B (Penicillium griscofuluum)Sch 351633 44 & B3 #dp & (Chu M.
¥, Bioorganic and Medicinal Chemistry Letters 9, 1949-1952);

(7) 4 & B REH R HT elgin ¢ Fayik4EH NS3 474] %) (Qasim
M. A%, Biochemistry, 1997, 36, 1598-1607);
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(8) #R4%Bs¥p4|%|(Diana G. D.%, Compounds, compositions and
methods for treatment of hepatitis C, US % #)% 5,633,358 5; Diana G.
D.%, Piperidine derivatives, pharmaceutical compositions thereof and
their use in the treatment of hepatitis C, PCT WO 97/36554) ;

9) EbBerd 7, BlretnF L. g EF % Ferrari R %,
Journal of Virology, 1999, 73, 1649-1654)f= % X F4h Xk B £
(Lohmann V.43, Virology, 1998, 249, 108-118);

(10) 5 RF4Y 5'5% 3 - %A X (NCR)EAR &4 /5] AN BSUERAR,
B84 85 L. B A% 82 (S-ODN)(Alt M. %, Hepatology, 1995, 22, 707-
717), 2 EA NCR 3’3% 69423 326-348 vA B4z -F IICN RNA #4453
Yl [ #4454 371-388 (Alt M.%, Archives of Virology, 1997, 142,
589-599; Galderisi U.%, Journal of Cellular Physiology, 1999, 181,
251-257); |

(11) IRESAR #1415 37 4] 7 (Ikeda N %, Agent for the prevention
and treatment of hepatitis C, Japanese Patent Pub. JP-08268890 : Kai Y.
%, Prevention and treatment of viral diseases, Japanese Patent Pub. JP-
10101591);

(12) AZBAE&EILPEAZ B (Maccjak, D.J.%, Hepatology 1999, 30,
abstract 995); WA A

(13) HAb&-Ebd, a4 -2 LA IR T (Gold %49 US
FHF 6,034,134 %), Jx K g (Chojkier 4 US 4 4] 5,922,757
5). 44 & E Fo A0 EFH (Chojkier 49 US £ 4% 5,922,757 %),
AR, &Rk, FeBi(Ozeki F49 US £ 4% 5,846,964 %), N-(B%
Bk LB L)-L- R &£ B (Diana %49 US £ #) % 5,830,905 %), K=
¥ Bt (Diana ¢4 US £ )% 5,633,388 %), % g %8974 #(Wang
F ey US £4 % 5,496,546 %), 2°3° ——BLAM(Yarchoan %4 US
+#|% 5,026,687 5 )F= K kv (Colacino 5 & US £ #| % 5,891,874
F)e
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P B 1] 3

B 14 RS ) &A1 3R PR Tl LA B S AL E et 3
FIAU #of) &5 AR (A F 4 3 b 525645 ) 69 5 4
| B 2 AHLF BTHEP-D-2-CH,1iboG &, o3k /E KM E) 4049
BRHHFARHA.

B 3a #= 3b A #Ak(3a)K 2 7 (3b)L-TF 18 7T #B-D-2'-CH,-1iboG
J&, ORI R EALe SRS h F A E,

B 4 #B-D-2'-CH,-riboG 3 BVDV # 4nftR 47 ) & 45 F 44 B
A.

B S AFEFHRILBVDV e iR P Rx 4 R HEHE.

B 6 #B-D-2-CH,-riboG. B-D-2'-CH;-riboC. B-D-2' -CH;-riboU
#=B-D-2-CH;-1iboA vA B F| & F kst iR 42 M X L R BN E .

& 7 % B-D-2-CH,-riboU. B-D-2'-CH;-riboC #=B-D-2'-CH,-riboG
R BR S R LERGEHE,

B 8 2 RB-D-2"-CHy-riboU 3R B 3 Ao 5B 44 75 58, 6935597

B 9 % B-D-2'-CH,-1iboG §- 8084 /= F .2 44 K B, 2 9uM 84 4log
AR,

B 10 2 4 B-D-2"-CH,-1iboC 3K & 36 An 5 B 49 /= 838, V" 6934.90 .

&R

ABRIERANTF 657 AR A T8 DM oo e v R e
WS Tk bY, QRLTEHEREIBEREN KT
FEIAGE HP-D-RB-L-A F R A5 E T2 % KAARS Y, £k
EHF ETHRZOEAY. RENGREWSE A RY LA s H(5
WRAERBAE)ER, RETARBH B FRALHGILAY.

BMEX, AEPOIETHEF&:

(a) FEdbbik ehB-D-HKP-L-4% 3 S H 25 F b T35 49 2 K AR
4

23



01813182. 4 oW P 2E20/208T

(b) Fsbdhik 69B-D-PB-L-4F R 2 BT 3% 69 3 KATIR
Y, EMATHARAGHREIBRERSE, FHRTHALA
RRERBREFRFUNMRIE R ERERERERL LR
K

(©) fEstfthid ¢4B-D-KP-L-ZH XA F LT L6 2 AT
MEBNGR TERTHRERBRER LG M T AL,

(@) #AB-D-KP-L-HHF AL F ETHL B RATKRGHAR
B LT B2 BARRI R 64 S5m0,

(e) fEsbigik #9B-D-KP-L-4 ¥, AR ERAH FridAsF o2tk
W, A LRI FERYHB;

(O #14B-D-RB-L-Ax 3 eh 5%, £ T @Bskseteitmipid; Fo

(8) ® %A sbihid tyB-D-RB-L-4Z2 84 5k, AR LEREHFrik
AR, KA T EHAMNERTHE.

M T QHEERLYIER A KR EE AT Fields
Virology, % %%:Fields, B.N., Knipe, D. M.# Howley, P. M.,
Lippincott-Raven Publishers, Philadelphia, PA, # 31 %, 1996. £
WG R F @ IE({2 R IRF): Absettarov, Alfuy, Apoi, Aroa, Bagaza,
Banzi, Bouboui, Bussuquara, Cacipacore, Carey Island, Dakar bat,
Dengue 1, Dengue 2, Dengue 3, Dengue 4, Edge Hill, Entebbe bat,
Gadgets Gully, Hanzalova, Hypr, Ilheus, Israel turkey
meningoencephalitis, Japanese encephalitis, Jugra, Jutiapa, Kadam,
Karshi, Kedougou, Kokobera, Koutango, Kumlinge, Kunjin, Kyasanur
Forest disease, Langat, Louping ill, Meaban, Modoc, Montana myotis
leukoencephalitis, Murray valley encephalitis, Naranjal, Negishi, Ntaya,
Omsk hemorrhagic fever, Phnom-Penh bat, Powassan, Rio Bravo,
Rocio, Royal Farm, Russian spring-summer encephalitis, Saboya, St.
Louis encephalitis, Sal Vieja, San Perlita, Saumarez Reef, Sepik,
Sokuluk, Spondweni, Stratford, Tembusu, Tyuleniy, Uganda S, Usutu,

24
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Wesselsbron, West Nile, Yaounde, Yellow fever #= Zika.

ST QIEARLREEAGEREEG—RLTHRT L Fields
Virology, % 3%%: Fields, B.N., Knipe, D. M.#= Howley, P.M,,
Lippincott-Raven Publishers, Philadelphia, PA, # 33 %, 1996. £
R B EOIE(EIRT): FRERSHEBVDY). ZAHER
#(CSFV, iftes 4% &)F 5% 5% £ (BDV),

L M YAR A ETIT G FiTR B

EF—NEIRGFATEY, ALARBX ISR LHF L
THZ 6 H R AR .

N X
x‘—-{ | /IL
s
N N xﬂ
0.

CB
or* o&
®

H:

R R*f R4 h H, BEBAR(E36—. R =ZBEBARAFLT Y
REBARAIR); B (OIS RABLL); RA(LIKLEITRL); #BLEY,
CIEREARFTRASBL, ORTHEBASTL, L ¥R e
WA= KRB A5 Aot 5 64 2 5P A F IR, BEJR,
QIEHENR; RIARBR; KA, AK; RSB, REWMBF LT
THBE AR, HKRALTH, 8 A EF R R R #EiH H
RAEBRAR A,

Y HE. £, &. £. #. OR’. NRR’# SR

X' fo Xkt f: H, 4. LBRFEKEL, CO-L, CO-
Fi, CO-maALA, &, B, A, #, OR', NR'NR’% SR’; H

25
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R R I AHAA. BA(LIBKLEBL), IEE(LIEERRT
TR, LA ARREALR),

Bkt FhT Y, ALARBX [EHRALHF
b TS 6 3k R AR, R |

R, R*#= RO % H S84 (4114 H);

X' % H;

X?A H3 NHy; H

Y A&, £, . &. #. NH, OH,

EFNEZBHEAFTEY, AEPREX T AW RLHZ
BT 3% 4 R AT 4

N Sy
x‘——</ INL/)\::‘
B
O

or? o

@

r'0

Hob:

R RPW Rk H, HMAR(QF—B0MAR. BBk, = 5%
AR, AT ABEBARATIN); BLA(QISREBEA); HA(BIEHKA
W), ARERER, QAERARFRASABRL, G THBLEPTL,
o AT AT RAR— AR F A5 S doxt 35 64 7 S AR ) 84 BAX,
AR P8R, GFERENS; RABR; BSOS Rk JREBEE &
FBFETHEZOBELLAR, SAALTH, 8 41 F R, R
R ROIR T H H KBB4, F=

Y H5. . &. f. #E OR‘. NR'R’ SR

X' Xzt f: H H%. LE&XFKEL, CO-L, CO-

26
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34, CO-mALREL, &, £, &, #, ORY, NR'NR°% SR’; H

RiF RO h A, BLA(RISKREBEL), (IR T
WRk. s AEFRTAL).

E—AMREH S EHEFTEP, FALPREX TLEHRALHF
B2 ARG, L

RI. R?%= R334 H RAEBAR(Hik H);

X' H;

X*AH HNH,; B

Y A&, &, . &A. A NH, % OH,

EFEANTRGEAFTEY, FLARB/X MWL HF
LT3 6y B X AR S 4.

Y
Ny
x'——-é f\
N')\x“
0
o

-

R’

oR? R}

am

£

R, RPf R4 Hy BBAR(LI—BBAR. BRIk, = 4%
BAR, AT YBBARATIR); BLA (L3 KEmL);, RE(CIBRE
W), RBRE, QERAXFRABBRL, OETREBLAFFTL,
B PR R IAT R — AR B A5 bt 35 K64 2 3L P AR ) 69 BAX,
ABA; R, GI6BERS; RAB; BAS; Bk fl2 g8, X
FABF ETHEEGELLE, SHhALTH, 924 4% R R
A RPI& 54 H BB Y,

27
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Y H4. &, &. A. #. OR'. NRR’ SR%;

X'AXPiit f: H, H4. I#XFREL, CO-KiL, CO-
FA&, CO-EALA, £, £, £, #, OR', NR'NR’% SR’; #

RAR I AL, BEA(LIBERABL), RELA(CIHEERRT
. LE. AEARKHL).

FE—AREGFHAETEY, ALARBEX NI EHRLHF
TR RIIRGY, L

R!. R?#= R®¥ 5 34 H 48R (Hhik H);

X'# H;

X*#4 H NH; H

Y HA. #. . #. . NH, s OH.

EFONETRGERFTETY, REPRBEX IV EHRLHF
bR 6 3 R AT 4

xl
Ny

LA

R'O.

H:

R, R%F ROk H, BERAR(AIE—. — R BB
BEBARTAR); BRAL(OFEIREBAL); RA(QI KB L); BB,
QRERARFT AL, QIETHEBLFTE, AP Rges
W —N R E A5 AT e TSP AR BRI SR
QIEBRAR; BB, BAMLASY; K RSB, A FTi
B ELER, SHRALTH, RSFAETR. RAR A H

28
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SABABAR IS

Y b 4. . £. £. 2. ORY, NRR® SR

X'k f: H, 4. XA KRKL, CO-Ek, CO-Fi&, CO-
BEAELE, &, &, £, #, OR', NR'NR’& SR’; H

Rfe RO A S BA(QIEKABL), K (QEETRT
WA, THE. AEXRTAL).

Akt FhaFEY, ALARBXIVAEHILHF
ETRZHERAREY, LT

R!. R*#= R® ¥k H XA Rk H);

X'y H& CH,; H

Y A&, &, £, A B NH, 3 OH,

BEEINZZHTHRFET, ARURBX VILEHRELHF
b 6 R ATIR S

r'o

AP

R'. R*#= R h H, BBAR(QE—FBAR. —BHAR. =8
BRAR, RASTGBEBRARATIR); BRAA(EL4EKABLA); KA (IEKA
A, REREE, OERARFTREASBRL, O THBREASFFTA,
o iR R AR — AR S A B A bt 35 A0y 2 S0 AR ) #9 BRAX
KB R, SR8, SR, BUksd; K f2g8g X
Eishd b TS ERAR, SAALTH, RS FELP R R

29
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R Rk 3 A H RBEBARG 1S4, =

Y A&, #£. £. #. B OR*, NRR®% SRY

X'k f: H, 4. ERFKRRA, CO-i, CO-F4, CO-
wEARIEL, &, &, &, #, OR". NRNR’% SR’ H

RIAR I AHE. BA(LKEABL), RELA(LIFRRETF
T, T AXRKEL).

B—MREH S FATET, RLXPRBEX VS HRAHF
ETEZ e ERATRGY, L.

R, R%#= R3sk s b H X BB AR (M4 H);

X' HCH,;;, B

Y A&, £, & #. #. NH, % OH.

EFHANEZENZATET, RLPREX VINSHRE B F
XA E R ARG

“CL

N

£

R, R ROy H; BEBAR(G36—BEBAR . —BEBUR. =5%
Bk, A MBEBARTTIN); BLE(QIKEBLL); BA(LISKRA
AR AREREE, CHERARFRASHBRL, O THBLFRTL,
FF TR RN A KB A5 fe pest 34 04 53U A8 ) 49 BRAX,
AR, BB, Q8805 KA, BKIA; Rk R K
B F ETHRLGELAR, SAALTFH, 854+ R, R
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R RO T H H KRR ILEH; F=

Y AA. £, & . 8. OR'. NRR’# SR

X't f: H, A4, LEXFKKEL, COEL, CO-%4, CO-
RS, £, #, &, #, OR', NR'NR’# SR’; H

RIAFR I AR, BLA(QIFKEABRL), SEA(QLIE[REF
T, ThA AERKEHL),

FE—AREN S FHTET, REPRBEX VISR L5
LB RATIRG Y, L

R'. R*fe R* 35 4 H X ABAR (Hhik H);

X' HXCH,; B

Y AZ. £, &, . s, NH, % OH,

EFENTEGERFEY, KELWRML G X VIL VI A IX
M RE B F L2 & RFTR S,

Base Base
Base . 2o
R0 RO
% X X
. RS . R‘ R‘
OoR* oOR® or?

(VI (VI =)

Ao

Base 78 b 5 St "2 oA 3 vF 0 4k

RIR* A RO H; BEBAR(O46—BEBAR. RSB, =A%
BAR, SALAYBRBARITIR); BLA (46K EmRL):; A (OFEIRAK
AR, ARERES, QIERARFRABBL, GItTHBEAATL,
Fo o T RAAERAL— AR S A5 e 2ext 35 469 7 b 48 ) 49 B,
ABAR; MR, 465408, EUREL B K fREEE &
FRHF ETHRZOBELAR, SANLTH, 88244 ¢ R R
R RO T 4 H RBEBAR 1L
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REHEA. A, BARBREKEL). BRA. FUL. 5L,
&, Br-ZHik. 2-Br-z . -C(O)O( ). -C(O)O(IRLELAL). -
O Ak). -O(&HBBA). -Oiah). -OURALA). -OGEMH L), CF,.
. &, . At NO,. NH,. -NH&ZEL). -NHEL). -NUKL
), -N(BtAL),: H

X % O. S. SO, CH,.

BF =ML FARTREY, ALAREX VIL VI X IX
WA RAHF LTHL LIRSS, £+

Base 4 /& b7 X4 "2 b 5 0E T Ak ;

R, R R 5 4 H RAEBAAR;

ROAB; H

X % 0. S. SO, CH,.

EF ARG S AT ET, ALPRHX VIL VI IX
WEMREHF LTS ERITKREY, L+

Base 2 12 b S #Y "2 o4 2R, U5 0 k.

R'. R?# R4 H;

Ré Ak, A

X % O. S. SO, CH,.

BFZAREG SR EF, ALPREX VIL VI K IX
oM B A T F LTSGRk, P,

Base 4 42 b7 S Zoh R 0T AR

R'. R?*#= R* 425 3 H S BEEAR

RéAki: H

X # 0.
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EFNNEROZHATRY, FLARBX X, X Fo XL #940
S REHF LT L RATIR G

®r'0 Buso 0 Paro Rrlo Baso
x\k‘ x\k‘ l :x: l
| orR* or oR* ® ¥
X D X
ki

Base 2 75 b8 X84 "2 oh 3 0E 02 ik

R R*Fe RO 4 H; BABAR(O46—BEBAR. —BERR. = 5%
BRAR, AT HBBARATIR); BA(LIERABLL); RA(LHHKEA
W), ARBREE, QiR RSt ERE, i TRBASTL,
F o B ik R RAR— AR S A5 fe bt 55 5k 69 5 3L 48 ) 64 BAX,
AR RBR, QIERERS; BB BKILAY; Bk fREEE
R F TR B LA, SKALFR, 62474 L+ R R?
R R 5 A H REEBAR GG 104D ;

REAL. A BA(BISRBEL). BRA. RA. SHL,
Bk Br-TH A -C(O)O(tt4L). -C(O)O(& L& A). -O(BEEL). -0
BBeA). -O(RA). -O(RZIE ). -O%EHL). A £, £
NO,. NH,. -NHUKZEHK). -NH(BEL). -NUKRLIEL),. -N(BLR),;

RTAA. OR’, ik, A (L4sKB5L). BRA. §L. &
AL AL B2, -C(O)O(). -C(O)O(RZEIEL). -O(Bk
A). -O(RZBA). -O(h). -O(KZIEL). -OBHL). A 2.
#. NO,. NH,. -NH({& 4 4). -NH(BEAL). -NURLBL),. N(B
) H

X % 0. S. SO, CH,.
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EHF—AMREGHERTEY, ALARMAKX X, XIS X1
MBA B F L TEZ Y ERARGY, L+

Base 2 5 b XY mZ b 3%, UE T A,

R'. R4 R* 2.3 4 H SBFEAR;

Ré ke ik, H

X # 0. S. SO, x CH,.

B ARk sy EP, KREPREX X, XIR XTI 46
LRI H R ETRE W ARG, L

Base 4 53t & S "2 b 2R UE U Ak

R'. R*#= R ¥ 4 H;

R Az ik, H

X 4 0. S. SO, 3 CH,,

BHZAREH S FRTEY, FALARMX X, XK X4
MR E B F ETHZHERATRE Y, L.

Base M f£ 3t 52 S84 "% o 3 F Ak

R'. R*#= R’ ¥ % H S8R

RO Akeih; H

X4 0,

BEERBE S FATEY, REARBX XM REHF L
TR HRARG Y, L4
r'o

[
o

ORZ

&0

H£F:
Base 2 /£ 3t U E o B A, 1F iR R IR B A (3 2-,
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. 2,6-—REARK AL EF)BRK; F=

R'Fe R* 403 4 H; BBAR(QLIE—BRAR. —HRAR . ZARRUR,
RALZ Y BEBARFTIN); BRA(QFIKABA); HA(QLIFKRLIREL);
BRERE, QKA TRASBE, e TaBEAFTEA, LbA
R AF A AR E A5 e st 36 U AR R # BAR AR
K PERR, QFEBERE; RULBR, BoKiLS4h; JK; Re§BE; il
By PR BELR, SAALTH, R FAELY R AR IR
5.4 H B BRAR 6910a4h .

BEFINTRHEHRFTETY, RLRRHEX XL XIV Fu XV
G R F LT % 60 R ATAR B 4

R'O Base o Baso R'o Baso
X —X X
2 3 2 R‘
OR OR OR
(xa) (V) V)

Hop

Base 2 f& 358 SL 64 "B oh R F ok,

R RPF RO H, BBAR(QIE—BBAR. B8R, =5
Bk, AL GBEBARATIR); B (LIS KABEL); BA(LIEKA
WA, FREES, CAERARFRASABL, QI TaBAFEL,
F o R R AL — AR B A5 e dbxt 3 44 5 SUF AR R 49 3R,
AR, BER, QIEBERE; BB KoM Ik PREE
A F ET 2B LAR, SANLT, 8 4L+ R R
R RMIE A H RABRAR 1L 59

REAE. #A. BA(GEKEEL). 2RAL. R &HA.
#E Br-TH Ak -C(O)O(ke ). -C(O)O(& S A). -O(BeAL). -O(f&
BELE). -O0A). -O(KSURA). OB A). & . A. 5t
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NO,. NH,. -NH({& &), -NHBE). -NURESE L), -N(BLL),;
Fa

X 4 0. S. SO, 3 CH,,

EHF ARG FEATREY, ALPRMEX XL XIV K XV
oS F LT E AR EY, LT

Base 3 f£ 3t S84 " 2, vE T A

R'. R R h H HAEBAR;

Ré Ak, H

X #4 O. S. SO, 3 CH,.

BFHZARE S FHRTEY, KLPRMX XL XIV X XV
WAt R F ETHRZ GRS, L4

Base ) /£ 3 & St "o KE

R!. R®% R¥% 3 4 H;

R Ak, H

X % 0. S. SO, CH,.

BEFZAREG S TG ETY, ALPREX XL XIV K XV
e EHF ETHZGE RTINS, L.

Base 2 £ 4t % S " o4 30 PE ST a8k,

R'. R*#= R 52 4 H AR

RO A, A

X # 0,
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EHEIAZEGERTETY, ALARMX XV 94 S5t
B P e ERAIRE W

Ho:

Base # /£ 37 X 44 "Z oh K T Bk,

R'Ae R23 2 4 H; BEBRAR(GLIE—BEBRAR .. —BEBRAR. = BEBRAR,
RIET G BBARATAR); BEA(QIEMRABL);, RA(BIKERL);
B, QIERARFIRARBA, QR THEBERFL, LFA
R FAF R — AR E A5t 3 2 g 2 U A8 ) 69 B LI
Ry BB, Q488ERS, RABL, Kb, B RRgBEE; R4
BFETHEZGOBELAR, SARALTE, 8 A LT R BER R
.4 H RBEBRAR 1A |

ROAE. B BA(GIERIBEL). BRL. fL. &HAL.
BeA L Br-TH A -C(O)O(#x.48). -C(O)O(R AT A). -O(BEL). -O(fk
BELIL). -O(AL). -OURSBUEA). -O(EMA). & . A, &k,
NO,. NH,. -NH({&Zhe4). -NHBEA). -NUKEEL),. -NBEL),:

R'A=R s HE. OR., #ik. BELEKEEL). & 5L,
FAL AL K BT, -CO)O( ). -C(O)O(k Ltz i),
-O(BEA). -O(RABLAL). -OU%L). -O(KELEL). -OEL). £
#. . NO,. NH,. -NHU&ZB4L). -NH@EL)., -NUKBEL),. -
N(BtL),;

RiFa RNk 3 H. A(LIEKEIL). . 2R
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4, R#&R, RIARY R R, SR ROTRRESH Mn
4, Fa

X # O. S. SO, CH,.

EFE—ARAN I EAFTET, ALRRBX XV
s3G5 F TR S RAREH, b (1)Base H AT X8R
Sogerah: QORI H SBBAR(DIE—BEAR. B8R, =5
B, AL BB, BLA(LISRARA); KA(LIERA
Boik), AAEAES, QAERARFRAMBL, 03 THRBEAFFL,
£ PR AT R AR S A5 A a3 A6 L AR A9 BAX
AR S, QIERAS; RUREL BUKSd; Bk fREBE X
Y PR BE LR, SARNSTH, B ELF R
3 b H RO (R HLL; (R F RO % OR.
Wik . . pei. Br-otis. -0, A 2. @ NO,.
NH,. &SR FAR Z(REEAEL; OR A ROELA H. K
H(BfE s L), A, R, H(6)X % 0. S. SO, & CH,.

FH ZARE D FATEF, ALARBEX XVI 944 2K
Hh3 PSS RATRG Y, L (1)Base £ A L 697R%
SFA; (R A2 h H REBAR(Q3E—FEBMAk. ZAERAR. =A%
BRAR, RALTBEBARTTIR);, BLA(SFEIRABEE); A (LIEIRA
A, BB, QIERARFRARBL, QETHBREAPTE,
P BT R R AT AR — AR S AL st 5 RG2S AR R Y BRAK
ABUK; BEF, Q8RS BUAR, BUkMLAd; Bk R B K
Huh ¥ TS E LR, SARALT, A Ld R K
5 H KBkt 104, GROALAE . M. i, Br-TH A,
B, O, O4e4. &, 2. &. #. NO,. NH,. &4tk
FAER (LR EL; OR F RO H OR? SR A ROz
A H. A (S4B ). A 28t B(6)X % O. S. SO, & CH,.

BEF ARG FHRTET, FLPRHX XVI 491600 K
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3 TGS RATASEY, AP (1)Base H /A L) E%
B (OR' M2 A H IABAR(IE—BEAR. —ABAR. =5
BAR, RALTBBARITR); B (BIERARRL);, KA (EIEEKA
BAk); FREAEY, QRRARGFRAMBL, OETRBAFFL,
S Bk KA RAR— AR S A S s TR L AR R 4R
B, P8, QIEBEAS; RABE,; BKEH; Ak PEEEF; X
A PTHESHEELR, SAALT, %ALY R M
34 H SRR, GROHEE. M. i, Br-ZiH A,
A, Oi. OHMA. £. 8. A. 2. NO,. NH,. &4
AAR Z(REBEL) AL, @R RO % ORE Jik. 4654,
Bk, Br-Zod. O-4Mz. #. &, #t. NO,. NH,. {KZ5E R
AR (RS AR, G)R A= R H; B(6)X 4 O.S. S0, CH,,

BF ML SRR TEY, REPRBX XVI 91054 K,
HHBF ETHZHOERITIRG Y, HP. (1)Base A E g L #g-Zo
RFERH; (QR'MIRT A H RAEBAR(CL3E—FBAR. —BRAR. =5
BRAk, AL M BEBARATR); BRAL(EL36{KABEA); A (S5
IR, FRPAER, QiFmARFIAAABL, o THEBAFTR,
H o TR R BAFRAR— AR Z A £ sexd 25264 7 3L A8 F) 69 BAX,
A, B, @I85, LB, BUAY; BK; REgBEE; X
EBF ETRLOBLAE, SARALT, 854281+ R 4
A H BEBAR A4, QR ABE. M. s, Br-THa.
i O-fmih. O, AL £, A. #. NO,. NH,. {&&L
FRAR (AR RAE; @R ARz 4 OR?, Bk, kA,
BeA . Br-Omik. O-#8M4. A, if. 2. NO, NH, {4t E
AR (R ESL; GR A RO %5 4h Ho mA(GISKEEL).
2. g, HO)X H O,

BEFBEANRE 0 FZHFTETY, REARBX XV 91089 R
R ETHZAGERATIREY, £+ (1)Base A7 L 49-2%
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SoFeesb; QR'IE 2 Ah H RBEBAR(LIE B8R . —BBAR. = 5%
BRAR, SRAGEWBBARITR); B (QIEIRABLA); KA(CIHILA
W), RREES, GiERARFRARBL, e THABRLPTE,
H o BT R R FAF AR AR S A5 R bxt 5 R g S AR R 49 FRAK,
ABUX; PSR, QIEBERS; RULBR; LA, Bk fREBE; K
A F P TRLOBEFLE, SKALTH, % AL+ R %
5 % H 3B BAR064; QR AeA; R A R4 24 OR'; (SR’
F ROz A H, AR ERL). 2. 2R, HO)X % 0.
S. SO, 3 CH,.

EFNAMRBE S FHAT R, ALAREKX XV 694664 %
AHF TR ERAREY, L. (1)Base A b SLa)-E%
RFE AR (R JELH H IBEBAR( QI —B AR, —BhBAR. =5
BAR, ST ABBARTR); BRI RARAL); RA(BIIRA
A BEREE, QHERARTRARBE, e TRBEAMRTEL,
B PR R IAF IR — AR S A B A st 5 2K 64 5 S0 F A8 R 4 BRAR,
ABA; BB, Q488E0E; R, A E4h; Ak R BEE; X
AT PR B LR, SAALTR, 8 4A LD Rk
5 A H RABBARGESY; RO AKE; (4R F R M5 % OR?,
RAE(BAEREREA). B A. A, Br-ZHA. O-4E. £,
£, B NO,. NH,. KAELLEK—(IRELAL)EL; )R A RY
4 H; H(6)X 4 0. S. SO, CH,.

BEF LA Rir 5 EhFET, KLARBX XV 91004 %,
AHFETHZGERAIRG S, P (1)Base b7 SLaG2v%
RET ARG (2R IR A H RAEBAR(OLIE— BB, AR, = 8%
Bk, RAETHBEBARATIR); B (IR ABEL); RA (G KK
b)), ARBREE, QIERARFHAAABL, OFETHBLERFL,
B B KR RAR — AR B A5 S bzt 35 64 2 5L Aa ) 44 B,
AR BBR, @468, RABL; BALAY; Bk, 2B, &
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A4ehF ETHZHEXLAR, SAKALTH, %242 T R R
3.4 H KBB4 A4; GRS HBHA; (4R 4 R°¥ % OR2,
A (OIERAIEA). A, A, Br-TA. O-4ME. A
#. #. NO,. NH,. K4 EAR—(IREEL)EL; R F R
s He mA(RHRERL). & £ BO6)X A4 0,

BEFNNEG 5 FHTET, AEPRBEX XVI 694654 3%
EHFETHZOERANIRGY, ¥ (1)Base /b Lo -2%
KA QR M5 h H ABEBAR(LIs—AEBAAR. —BEMAR. =5
BAR, BART A BEARAIR); BLA(IRARL); BA(CIHRKE
W), ARELEE, QAERARFREARL, QI THABRAFTEL,
Hoop Bk FEATRA AR B A5 4 sead 4 09 25U A8 F) 69 TRAR
AR, R, GIERkE, RAB, ALY K RSB X
ARGFETHZOBELLD, SARALTH, #8544+ R %
T A H BB, GRCARA(CLIKEIEL). 451,
Bed Br-TM A, . Ok, O, #. i&. A. #. NO,.
NH, . &S5 R 2B R (R AR )R AL (R 4= R4 3 OR?; (5)RP
#RY%H;, B(6)X# 0. S, SO, CH,.

EF AL 5 FHRFEF, KAEPRMEX XVI 694004
FEHFETHL G ERFIRGY, L4 (1)Base A& iF L2
BBV, (DR'IRZ A H SBBAR(L 45— B8R, —BEBAR. =5
BAR, SAGE M BEBARATIK); BhA(QIEKABE); BA(BLIFKRA
BA); FRELES, QISR A R FRARBLE, 0I5 TABAFTA,
Foob FTid FIAFRAR AR E A b e soxt 35 269 25U A8 ) 89 BUX,
A, R, G55, RAR; B, Bk fRREE: X
FHBF ETRLOEXAH, HAANLTE, 424574 9 Rk
A H RBEBAR 164, 3RS AA(LIMBIEL). 45554 |
A Br-ZFH. B Ok, O-&BE. &, £. £. 5. NO,.
NH,. & #05 A RE R (KRB R AL (DR A RO 25 %5 OR?; (5)R®
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AR 3 H Ho BAGBRERL). R #Ra; HO)X # 0.

BEFAARLE AT Y, KLPRBK XVI 691084 2,
B2 ETHZHERATHRE S, L (1)Base HAEHE Lg%
SE A (DR M H BB (G5 BB, —BEAR. =4
BAR, BARKGOBBARIE); BA(LIERABL); KA(LIRA
WA, REEES, QASRARFRARBL, O35 TRABASREL,
FooF PR RIAE R — AR S AN B st 5269 2 0¥ A0 R 69 IRAX,
A, B, @dEBEls; SOLER, AR, B RREEE; X
FHHF ETHZGBELAD, SHAhALTH, %L1 Rk
24 H X BEBRARHE; GRS At (GIsBunil). A,
B Br-Zo k. B4, Ok, O4dm . &. 2. A. #. NO,.
NH,. &%t A BA R (RS A)E 4, (4R 4= R° 3k % ORZ,
HA(LIERBA). 480, k. Br-2HA. O-4% A, A.
#. B NO,. NH,. K4EEELAR (KIS L)EL; (SR F RY
4 H; H(E)X # O,

EF A+ —AMMERG D FHTET, ALPREX XVI 694044
KEHF ETHZH LSRRGS, £+ (1)Base H AT Ly
S RFH; (DR I A H RBEEAR; OR® ABA(LIBKEEL).
MWL M. Br-THA. B O, O4MA. &. . .
#. NO,. NH,. K& ERLR —(KERLEL; GOR FR s
4 OR* (SR*A= R H; H(6)X % O. S. SO, CH,.

EF+ZARBGSERFTEY, KELPREX XV 491064
KEHF ETRZGESNITRGY, L. (1)Base HARE L2
RERA; QR'IRE A H BB, R AL @R R
2 OR% (HR*F=RH H; H(6)X % O. S. SO, CH,.

EETEMRR S FRTEY, ALPREX XV 910644
RAHF ETHZNR RTINS Y, 9. (1)Base AT X b2
BT (DR Ik H S8R, R ALE; (HR F RO%%
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24 OR%; (SR A R34 Ho mA(EIERBSEE). . B R,
H()X % O. |

EFTOMEL G FATET, ALPRMBEX XVI 694044
AAHF ETRZGERANKEY, £F: (D)Base HEiE Layg
e ReEeai; (OR'$E2h H RBE8AL; QR AKA; (DR 4 R° ik
24 OR’, mA(FRBILA). A, i Br-ZHL. O-4
WAL & &, B NO,. NH,. KAKEARLR (KB EL) AL,
(5)R®#= R® % H; H(6)X # O,

EFEREN S FHTEF, RLPRBR XVI 6910 R A5
F LT EZGERATIRGY, L+

(D)ah A B (DR 5 H; B)R® 4 F 4k; (4R R* h 524, (SR
AR A H: H(6)X # O;

(D#A &g (R 4 H; Q)R FA; (OR" 5= R* H 4 (5)R
F= R4 H; H(6)X # O;

(s A ez, (DR A H; QRS A FH; AR AR A4 (SR
A R4 H;, H(G)X # O; |

(DBA PR, (DR AH;, QROATE;, OR R AHL,
(5)R*#= R H; H(6)X 3 O;

(e fegse; (DR 5 H; BR®AH T4 (R F R A4 (R
A R4 H; H(6)X # O;

(D#A R (DR ABEBAR, GROATE;, R WR° A%
A GR*A=RY A H; BE(6)X # O;

(DAA BR=R4 (DR A A BR® A T (OR 4 R h 24 (5)RE
A RAHH;, B6)X H O;

(DA Broes; (R! A £; GRS H RA; (DR F= R* A4 (SR
R H; B(6)X 4 O;

(DA g QR A S GIRCAHTH; AR R A£L; SR
F2 R4 H; H(6)X # O
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(DA Mg QR HE; QR ATE; OR7AL, ROA%Z
£ GR#ARYAHH;, BO)X A O;

(1) A A2 (R A & BR®H F4; R F R AH#4; (SR
ARG H; B@O)XH S;

(LA A28 (QR' A £; BR® H FA&; (R4 R’ A4, (SR
#2 R° % H; H(6)X # SO,;

(a8 A B=2oh; (DR’ 4 £ GRS H F A& (R A= R* A4 SR’
# R % H; H(6)X # CH,.

BET—ANIEOEHRTET, ALXAREX XVI 699K
A F P ERAIRG W

H .

Base % /£ 3t 5% 3L 84 "2 ob X Bk,

R'A H; BBAR(G36—BEBAR,. —BEBR . Z B8R, RAER
B EEBARATIR); BEA(GQIERARAL); RA(LFBREIRL); HERE,
AR A R TIRAABA, a6 TastAATA, Ly R4
BA—A K E A5 sat 5 A 64 8 SUF A B 69 BUR A B BB
QLIERHNE, FABR; BUKSY; B fREEE; sfeshd BT
ZeBEAE, SHALTR, %8S A L R 54 HRBBAR
#1LS-4;

REAA. £ wA(BBEKIEL). BRA. fb. 851,
$ . Br-THi . -C(O)O(%A). -C(O)O(K LI L), -O(B i), -O(M&
BEei). -O0%A). -OUkAm L), -OG%EH ). R £, £. 5,
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NO,. NH,. -NH({&E%4). -NHBELRL). -NUKBIL),. -N@EEL),;

R'A R AA. OR. . wA(LfEKARL). BRL.
FOL. KA. R B A, -CO)OUL). -C(O)O(U&LEL ).
SO(BEAL). -O(f&4EBEL). -O(kiL). -O(&LZr ). -O%EE ). £
# . #t. NO,. NH,. -NH(&KZk). -NHBEA). -NUKZEBL),. -
N(@Lﬁg)ﬁ

RYA & wA(CIERBIEL). R B xR,

K%, R"#R°, K R F« ROTALAH mndt; F

X % O. S. SO, CH,.

EF—NRBE S FATEY, KRLXAREX XVIL 94054 K
EHF ETHEZOGERANAREY, L. (1)Base b £t LagE%
REEH, QR'IRTH H; BERAR(GQIE—BERRAR. MR, =A%
BAk, RALTHBERARATIN); BLA(RFERABRL), KA(LIEKEA
WA, BEE, OERARTREASARL, ORETABREASFTE,
H b PP R EAF R — AR E A5 2 sbxd 55 269 5L F AR B 69 RAX,
EIAR; BB, QIEREE; HALBR, BAKSY; Bk RR§BE; =X
HeBF ETHEZOBEAR, SHAALTH, 8 42+ R
% H RAEBARGIEY; (3RS A A (LI BB L), 45
Bei . Br-ZMg . #. O-fiih. O-#4F4. &. 2. £A. . NO,.
NH,. #IAFA R (B )AL DR F RO %% A A ORL
FA(LIEREEL). 4. i, Br-hk., O-#HA. A
£, #k. NO,. NH,. 4R ARLR (RELL)EL; R A H;
H(6)X 4 O. S. SO, 3 CH,.

BF ZARE S ZATREY, KALAREX XVIL 1064 K,
AAFETHEZOERATARGS, L. (1)Base A bz L2
RFrEm; (QR'IRL A H RBBAR(QIE—BBR. BB, =5
BAR, RAGE MY BEBARATIR); BEA(EIEIRABERL), A(LIERA
WAk, FREREE, CIERARFIAABL, O TRBEAFFA,
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o B i KA RAR— ARG A5 st 55 2 69 2 S A8 F) &9 BAX
ABR; B, QIEREls; RAABL HAKLSW; Rk RREE; K
Feth g T2 B EAR, SkAeTer, AL s R
= A H 3 BEBAR IS, OR® A (CIERAI L), EmE.
Ped. Br-ZM 2. B, Ok, O£, &. £, A. #. NO,.
NH, R AR R (R A A (DR A7 RO 442 2 OR?; (SR
A Ho AL REIL). £ ot B(6)X 4 O. S, SO, CH,.

EF RS FHATET, ALPRRAEX XVIL #9184 3,
EHF ETR2 L RATARGY, L+ (1)Base A AT L H2%
SoE R (R A H SBBAR (IR, B, =5t
BAk, RAGEMBBARITIR); BLE(QIERABLAL); KA(QIFIKA
k), ARERES, QIERARFRASBL, OETHRRLPTL,
B AT K IAE R — AR E A5 e 5 69 75U A8 F) 69 BRAX,
AR BEAT, QAEBERS; RABR, KA, Rk, RR¥BE, &
HAHF ETHZGBELARE, SARALTH, % 4L d R
3 H RBEBAR LAY, ()RS AR (LIRIUE R, S
A Br-Zdk. £K. Ok, O-4A. &. &, A. #. NO,.
NH,. R4 ERE R (KA EA; DR F RO A 4. OR%,
MA(QABREIA). &, Bt Br-OHa. O-4t. .
#. B NO,. NH,. ML ARAR (KB LR)EL; 5RO H H.
(B RERL). R £KaE; H6)X # O,

EFONMELE S FHTE T, AR PREX XV 494604 3,
AHFETRZGERTIRGY, L. (1)Base AHA a2
BER AR (DR 427 H SBBAR( L6 —BEBR . — BB, =A%
BAR, BAEEGBBARIK); BA(LBRABRL), BEALIEKA
$AR); RELEE, QIERARTRASBL, 645 THABASFL,
o AT E KA R —A RS A5 e sbst 35564 7 S0P A8 R 49 IR,
AR BB, €468RE; RABL; BKLAW: R RSB X
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Edg P TS E AR, SKALTH, B SA LT R %
s H BB AR 69144, (GR® Ar (B3 h). 4.
i Br-oMA. Z3. Ok, O-&MA. & &, &. & NO,.
NH, (& 4% A A R (RS ) FUL; (DR A2 RO 25 5 OR?; (SR
4 H: B(6)X # 0. S. SO, CH,.

BEFEMGRN S FHT R, ALPRMKX XVIL #9404 K
L% ETHEGERAHRG S, P (1)Base 557 X oy Roh
SeERak; (QR'IEEh H KBB4 —AIAR. — SR, =58
Bk, RALTGBBILITR); B (S REABL); BA(RISKA
AR, RERER, edERARTASBE, aFETHEBREMTE,
o P ik FARAF IR — 3K % A5 £ st 25 364 52 S0 A8 F) 64 BRAX,
EBAR; BB, QIEBLIE;, RABL, AL, AR, RE§ER; K
FfhF P THZNBELAER, SKALTH, 88742 L+ R &
54 H XBEBAR A4, GRS (s B it). 45 4.
E . Br-ZHA. £&. O, O 4. &, £, A. A NO,.
NH, . f& 4850 A FUR 3 — (IR B0 30 8L (4R = R 252 25 OR?; (5)RY
A H. RA(LIFRELEL). & £ HO)X 4 0.

BFARMRLY 5 FZHTET, ALPREX XVIL 694064
H3 P TS e AR, St (1)Base A 4%
REAR; (2RI A H RAEBRAR(OIE—BBAR. —HRIR. =5
BAR, SRALEMBEBARATIR); B (S5 RABLA); KA(EIERA
AR, BB, QIERARTRARBLL, O3 TRBAFFA,
H o BTk RIATRAL — AR B A5 A st 5 469 2 5L & A8 ) 44 BRAX,
AR 8, @4EREIR; AR, BAKLESd; K FREER; X
s PO BEEILAR, SHANLTH, % 4 L+ R
4 H B BAR 10 E-4; (B)R® Ak k(@ 3s Ik Bhn ). 4k A
ek, Br-d. ZA. Ok, O-4dma. &. 2. &. #8. NO,.
NH,. &2 8 A R (KAL) ERA; (4R A R %5 % Ho OR%

47



01813182. 4 oW P ZE44/208T0

(ARSI L). A A Br-omA. O#0E. &
8. Bt NO,. NH,. KK ARAR (KRB E)EL; SR A H;
H(6)X # O.

EFAREY S FZHRTET, ALARMX XVIL 894089
£ F ETTEZGERATIRGY, L4 (1)Base A £t L a9E%
FoE Ak, (R #x A H ABEBAR(QE—AMmAL. —BBAR. =8¢
BiAR, RAERHBEBARATIR); BLA(EFEIRABLA); k(4K R
L), AREAES, QIERASFRABBL, e FTHRBARFA,
o AT R IHAT AR — AR B A B st 5 3 64 2 SUF AR ] 6 BAX
EBAK; B8R, GIERERS, RULER; LS4, K PEEEE; S
R ET R B XAR, SRS T, RESALT R
I A H BB, RO AKA(LIFMBIRL). BHL.
tik . Br-ZdF £, A O, O-&MA. £, &, A. 8. NO,.
NH, AR A R R (R Bt R) Bk (OR7 F2 RP g2 2 OR?; ()R
A H; H(6)X A O.

RN 0 FHRTET, FALPREX XVI 10540 X,
EHF ETHLGERIRTY, £+ (1)Base T Y2
RF AR QR IR A H A8 AR; GRCAKE; QR AR
HA. OR’. Ji(GisfBuit). &, B, Br-ZHA. O-4
WAk & . B NO,. NH,. K40 RS (KSR L) AL,
()R A H. sk (aismBreit). /. 2Ra; B6)X 3 0. S. SO,
3, CH,.

BF AL 2 FRTEY, RLPRBEX XVIL 491864 3,
HBF ETHLGEXARGY, L+ (1)Base A b L y-2%
RER A (R M5 H H 8B, (3R A (QIKLIEL).
AL A, Br-OA. £, O-A. O-4% 4. &. 2. A.
Ht. NO,. NH,. {k4n it 84 (ks )Ea4; R F ROk
%4 OR?% (SR H; H(6)X # O. S. SO, 3 CH,.
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EHFTMGRH S ERFTEY, KPR XV 694064 K
R F T2 ERATIREY, L+ (1)Base A LogE%
ReFowak; R4k A H RB84R; CGR AmE; R F=Riks
% OR% (SR H; H(6)X 3 O. S. SO, 3 CH,.

EEZRAGSFATETY, ALPRBEX XVIL 9o XA
F P X e B RATR Y, R

(DBA Mg 2R 4 H; 3)R® A F A& (R 4= R* A #244; (SR
4 H; B6)X # O;

(DA &2 (2R A H; G)R® A FI5; (DR = R® H #2K; (SR
A H; E(6)X % O; |

(DasA Mg ; (R 4 H; GOR® A T4 (R 4= R® A £ (SR
A H; B(6)X A O;

(A Mg, (DR A H, QR ATE, R FR ARKL;
(5)R'® 4 H; H(6)X % O;

()#H FeE7; (R 4 H; 3R H T (DR A= RO A 12 (SR
A H; H6)X A O;

(DA BE%; QR ABEBAR; GRCATFE;, R FR* A
#; R4 H; B(6)X # O; |

(DA A% (DR A £ B)R® A T (R A= R A 725K (SR
A H; H(6)X A O;

(D)a A B4 QR A £; G)R® A &k (R Fa R* A 2 4; (5)RY
4 H; B(6)X A4 O;

(D#A Mg (R AR BRC A TH; (OR' A= R* A #4; (5RY
A H; H(6)X A O;

()#A Mo QR A £ GR® A FA; (R #= R A 4, (SR
A H;, H(6)X A S; .

(Das A Bog; (R A £ QR A FA&; (R A= R A 24, (SR
A H;, B(6)X 4 SO, X
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()3 Moo (R 4 &; G)R® A FA; (R F= R’ H #24; (5)R"
4 H; B(6)X # CH,.
BFTIAZTRGIATETY, KPR XVII 641054
R F ETHRZ L RATRE Y
Ro_ Base

§ s
R/ X\R

R’ R’

Xvim

4

Base H £ bt & 64 "E oA 3K H T Bk

RiF RP 4k 39 H; BEBAAR(QLA6—BEBRAR . —ASBAMR. —BEBAAR,
RAGE G BEBRARAITIR); B (O 451K KB 2); A (EIFRBIRR);
BERES, QIERARFRABBL, QIETHBLAFFL, L5
IR AATLAE — K S A A bt 35 245 5 S A8 ) 6 B AL BR
R BB, SIEBER; AR, BKLAdh; Rk RRSEE: Ritie
BHEETRZOBXAR, SHRALTH, B 48+ R $
H B BRAR 691064 ;

RCA &, %A, B (IR AIRA). BRL. fUL. &5,
pedk. Br-Ti A, -C(O)O(eA). -CO)O(fRAtAL). -O(BEL). -0tk
BBA). -O(AR). -O(RZUEL). -OGEIR). &, . £. #b.
NO,. NH,. -NH(f&Z42 ), -NH(BERL), -NUKEIAL),. NBLL),:

R'Fa ROk H A ORZ, M (GLisfhgmit). 4. e
Br-T# k. O-4M 4. &. 8. #. NO,. £, KEBEL LR
SRR )R

R® % H. SR (LIERER L), R Rk

KA, R A ROK R¥ Ao ROTT v 42 & Bimbk; Ao
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X # O. S. SO, %, CH,.
EF—AREGSFEHRFTEY, ALPRHX XV 691054 K
RHF ETHRZOERTARES, L4 (1)Base A b X E%
RFE AR, (DQRVIRZAH H; BABRAR(OIE—BBRAR. B4k, =5
BRAR, RAEZGBERARATR); B (IR ABLL); RA(RIEERA
WA, FERER, QiR ARFRARBL, O TARBREAFFA,
H b PR R IAF AR — AR F A5 st 25 2 6 2 S A8 B 69 BUAX,
ABA; PBR, QI58808; RABL, BKMLA4; MK Fe§Eg; X
Fethy ETHZHELLR, SRALTHE, 8544 R
34 H 3 ABBRAR LAY, GRCAE; (DR Rk A&, OR%,
A (LIRS ). Sk, ik, Br-2ak. O 4. A.
#. A NO,. NH,. 4L R4 (KB EL; SR A H.
RA(BAERIRA). R REM HO)X H O, S, SO, 3 CH,,
FEH ARG T ET, AL RREEX XVII 694684 R
EHF ETRZGERTREGY, L. (1)Base A shi Loy
E A (DR IR A H RABMAR(QI6—BEBAR. —BhBAR. = 5%
Bk, RACZEABARITIR); BLA(QISRABL); KA (LIEHEA
WA, FREEE, QIERARFTRABBL, QIETHRBRAFTL,
H o PR R IAT AR — A3 B A 5 A st 209 F S A8 ) #9 B,
AT, B, OFE8EE; LB A ed; Ik e B &
FMeF L TR B ELR, SANLTH, 6% 4 L9 Rk
A H BEBAR10E4; B)R® At (L 4E1k B ). 4t
A Br-OM . FZA O, O-#MA. &. 2. £. #. NO,.
NH, &85tk 8 R —-(IR B ) £ (9R” F= R° 1 5 35 OR%; (5)R®
4 H. A (B3R BUEL). . B3R, H(6)X # O. S. SO, CH,.
BHZANRE TR, KL PREX XV 694084 &,
EHFETEZGLERIREY, L. (1)Base b bz L y-2o%
BERA; (DR B2 H RAERAR(CHE—FBAR. BRI, =5

9
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BiAk, RALE BRI, BLA(GIERABL); A (LIERA
W), FRERES, QAR FHEAABLA, e THRBASFTE,
Hop B R R BAT AR — AR B A A bt 55 A T F AR B G IRAX
ABUXR; A8, GQisEbE; RARL, AALAY; Kk fEEER; X
Hphg L TESHEEAR, SARALTH, 852 R
34 H S BBAReILE4; GR® Ak (fIak B i), A,
g, Br-oA. #4. Ond. O-4Msk. /. 2. &, #. NO,,
NH,. {&4u A 8 AR —(RPUE ) EL; (DR R4 H £ OR’,
BA(RIREIE ). S A. A, Br-ZHA. O-&HE. &.
#. . NO,. NH,. KA RLR (KB A)EHL; R A H;
H(6)X # 0. S. SO, 3 CH,.

EFEAMRRG S EHTETF, FALPARBK XVIT 94084 X
HF P TR ERATIRG Y, L. (1)Base A EE L 69E%
REAR; (QR'I& A H AR (S5 —FBAR. BBk, =88
BRAR, RALEGGBEBARATIR); BRA(QERABL); KA(L KR
BA); FEEE, QiERARFRASGRBRL, aiETaitifFR,
Hof BTt REAFRA AR E A A sbad 536G 2 SLF A8 B &9 BRAX
ABAR; P, CIEBERS, RULER; BAMLEH; RK; RREER; 3K
HteshF ETEZO B ELE, KNS, 885424 R
34 H RBEBAR AW, QR AE(AIEMBLEL). HHA.
B, Br-oghs. B Ok, O-4bM A, A, 8. £. #. NO,.
NH,. &4k 28 R (K )8, (R F ROk 4 £ OR%
A (IR AA). A, . Br-Zth. O4£M 4. &
#. #. NO,. NH,. &ImARAR —(RLHRLEL; R A H.
WA (LIFIREBRIN) . & 2, H(6)X # O,

BFh BNRE 5 FHTEF, RALRPRBX XVI 6940654 K
HAF ETHZOERITRGY, L+ (1)Base A EE L h)2%
REEH; (QR'IEE A H RAABARA(QIE—ABAR. B8R, =8
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BAR, NALEBBARAITIR); BLL(QIERABLA); RA(RIERA
WA, BB, oERARFRAHABL, o THRBRLAFFTL,
o Arid KA R — R B A5 A sbxd 5 A4 L AR ) 69 BAX,
ABUK; B8R, QIEBIR; R BAULAW; FK; Re¥EE; K
FAhF LTS B A AR, SRR TH, B SALY R
S H RBRBARGG1LE4; G)RCAE (RSB, 4.
BRIk, Br-Zd k. #Z2. O-fnk. O-#MA. &. &. &. #. NO,.
NH, . &0 2 2R R — (R4 20 835 (R = RP 5 4 OR%; (5)R®
# H; B(6)X # 0. S. SO, CH,.

EF AL S FRTET, ALRREX XVIIL 491854 3,
FHF TR ERATIRG 4, L (1)Base A fE 7 49 Eoh
SeERM; (DR k5 h H RBAR(EI6— MR, —ahmin. =5
BAR, RALE A BEBARATIR); BRA(GIERERAL); KA(LIKA
W), FREREE, QAERARFRASBL, QI THBREAFTR,
Fo P R R— AR S A A st 25 26 2 b A8 ) 49 BRAX,
AR, RBEA, QIEBEAS; RABL; sALAd; Bk RREER; X
A F ETHZHBELR, HRALTH, #4544+ R
) H AAEBARGIEY; GRS ABA(LIRLIE L), ML,
Bk Br-THiA. £, O-%4. O-#% 4. £. &, £. #. NO,.
NH, . %2500 A 2k R (RS0 ) B (4R 4= Rk 5 4 OR?; (5)R®
A H. BEBBREHEL). £, £R8 B6)X % O,

RFCAMBG S EHRFEY, KLPREX XV 694054 X
FHFETHZOERATKREY, £ ¥ ()Base A7 L ag-E
B (DR R A H SBBAR(C A6 — Bk, Bk, =5t
BAR, SASIBREARATR); BLA (LK ABL); BA(LISRA
W), ARERES, CIERARFRASBL, QIETHRBASRTL,
F o BT F AT RAL— AN K B A5 e sbat 354k 68 7 S 48 ) 64 B,
ABA; BB, QFEA%RE; RARL, BMAKAd; B fRgEE X
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R F b THSOBE AR, SARLTH, 872 F R
3 H RABARGA4; GR® ARA(EIERBITRK). A,
Bk Br-ZFi. B, O A. O48M 4. &, £, &A. #. NO,.
NH,. &% A RAR (KRB EL; @GR F R LA A, OR?
BA(BIIRBIRA). k. A, Br-oik, O, .
#. #. NO,. NH,. &4 AfER (KRB L)EL; GR A H;
H(6)X # 0.

EFANAPLG R FRTEY, FALYPREX XVIIT 91684 K,
EHF TR ERAIRGY, L+ (1)Base /27 g
AR, (DR IR H AR, QRS AL (MBI L).
sl AL Br-2A. L. Oz, O-4MA. &, 2. £.
#. NO,. NH,. KA AEASR —(IREELEAL; @R AR
# OR% (5)R* H; H(6)X # O. S. SO, CH,.

BEFANREG S FHFEF, AEPREX XVII 644054 X,
RHF ETHRZOERIKREY, L (1)Base b Loy 2o
REEH; (R IR A H RBEEAR; QR AmA; @R FR s
% OR* (5)R*# H; H(6)X % O. S. SO, 3 CH,.

EFHT ML S FRTEY, ALPREX XVII 694064 K
FBF TR ERAIRG Y, L4 (1)Base A b7 X g-2o
RER R (DR 5 A H 8B ; GRA%A; @GR R
% OR% (SR®# H; H(6)X # O,

EEZREE 5 FHFTEF, RLPRBX XVII 694004 3, 2 35
FLETIZ L RATIRG Y, L.

(D#A BRo&oes (R 4 H; B)R® A Tk (R #= R* A 24 (5)R®
4 H; B(6)X % O;

(D#A B&o%; (DR' 4 H; G)R® 4 F4; (OR"# R* A £ 4; (5RP
A H; B(6)X % O; |

(aih B (DR 3 H; (3RS P45 (AR 4= RO 522 (S)R®
A H;, B(6)X A4 O;
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(DB PReE=; QR'AH;, QR ATE; R FR A4,
(GR*A H; H(EX 4 O;

(DBA 7, (DR % H; GRS H FA; (HR'F= R A4, (R
# H; H(6)X % O;

(DA Begrl; (R ABEBAR; R HTFHA; @R FR A%
#£; OR*A H; HO)X # O;

(DaA Bl (R A A BR®H T (DR F= R° A4 (5R®
4 H; B(6)X 4 O;

()8R g (R 5 &; B)R®H A (R #2 R 4 (SR
A H; H(6)X % O;

(DAA Brged; (R H & BR®AH T (DR FR° A %4 ; (5)RE
A H; B(6)X %4 O;

(DB Beged; (DR A &; GRS H FH; (OR” #= R A4 (5)R®
A H; B(6)X A4 S;

()8 A ol (DR H £ GRS A T (R4 R A4 (5)R®
% H; B(6)X % SO,;

(DBEA BR=%o4; (2R' A £; B)R® A T4 (AR" #= R* h 4 (SR
2 H; H(6)X 3 CH,.

AL HP-D-FB-L-4 B F R LR EIEREDY, AT
IR R RERERER OB BN, TUARIE A B LKA 04 55
B ik, WP R IR EAZ I E BB ER OB S M8
Ao BILPRATEACE M LR SHEE MR R 4 bt —
MESRR T GRAE, T AR 5 ol 5 P Ab A 49 5% 1

BE—ANEEFEFT, RBLNEmIBEYF £, PRI P F FHE
I BRI BACE MBS, AR A RS E ALY 50%FT & &4
- 9 RE R T (B o4 89 ECy). Akt THFE Y, Frdi
¥ F 15 3 10 8 R4 BC,,,

HCV A& A& —R, 128, B A4 HCV jaFée92
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G- XAER. Ak, E—AFREFTEN, TRAEFIERFR
& HCV,

T A VAEAT 3 S ATIR B 4 T R T AR BT SR E AL Adh, S
35, X RATIRE A AL A0 A B, KA
g3k RAARB YA TABTEN, FRABREFAAHFETES
W EEHEARA AEETRZAE Ve 5LBP R S E A LAK
AR B S(— £ “HF ETRLZOMKRES” ). R,
BT RSt A4, EXEBIT, TRALTHRWL
i E M, ARIERIATIR N 7 ik RH AR AA N Lo b FoAl
ik, B & & RARGY R ENYIRFFTN, TUES
Mo E B iX — &,

I X

BRAF S48 IS, RLPTRM e Rig “peik” Z45EFH 1-10
MR T thrtode Bk, LAERIRGME. PRBRBEE, HFHRZFTE.
ZRTFA T RA FRA REEA TA FTE RTA
A ORE FRRE. FTRA. TEA FTEA KT KTA
TR 3-FARK 22-2FATER2I-ZFEATRA, ZRAECHE
B A A BR ek . Prifle BRI A K. 2L, AR
AL OFAEON REBA. FRAC AR, FUL. BB BERAR. B
B AEEAR S BERAR, A A AR, RAREET ELTHRY,
Xt F RAURIEAAT M £ 406, 4o Greene 5 £ Protective
Groups in Organic Synthesis (John Wiley and Sons, % —p&, 1991)%#
F9ARAE, LTI NGE R EAE 5

MRAFAIIEIASE, AT B RE “RBIRE” RIGEFH 1 -
AN BT bt HdE, LR HAESHIRGIRAREL, O
B Ao RIRARGY . AR P R4 A IASE, HBE AN,
RRARBITA . B, HESALASMRBAR, Kk RBAEY
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RiB RERR B FREL HOMBIA A XA
AR FRBARA R,

BB SRR IS, AESETR Y RIE RPH AR RRBRT
B ey A E, wALIEEATG—F K & R KA A T B 8,
H A AT EARAR Edo B9t B R bRy A H .

M SBLEASE, ASLATR 6 RGE “FAR” RIEEE. BRFANK
AXE, RERE, ZARECHEBRKGFRBRRYGAFFFIL, FFEF
AT B —AREANLE THARRMA: AL 2A RARKE.
FRRA. FRA. FRA. MA. FUL. BB RBUR. BEEL
BBARREBAR, A AARRY ), RAREFZRATRY, &)
FARABIEAAAT M E R 48y, 4o Greene % f& Protective Groups in
Organic Synthesis (John Wiley and Sons, # —#&, 1991)%F 3§49 7R 4.
AiE “BFR R BAFL ZHRERA —AFEABRARLGR
ARiF “FRA R FEREL RIEEA —NRARKA S

il

FERATRHRE ‘AR QIR 2. Bfa.
#iiﬁ “eRRRT R UER” BREIE(EAFRTIMEES . NO-L A2
AR (L P BLEH COEE. T4 BEATARFAY
5). Né%% Fob . NC-f Ao, NO-Tdf 2o, NO-T k& 2o
NO-Bt A eZod. NS-#Z2 0k sk v2od | NO-BR AL oB . N2-B B %‘;%\
N2-Lo B -6-BRAK B BMRE R, Joegeg. S5-I S, 5-FAM
L. 6- R, O35 6-RAEMEE ., 2-F/ R d-h AT . R
W S-EAREER, @45 5-FRARETE, Chmiignr. C-F g,
C-gReER. C-thigr. C-uhrBgs, Csigw. C-8
AR, C-Bahge, C-fA%r. C-aidgr. C-fa4
. NG aheged . N2 2 -6- K mEms . S-R M. 5-F 2o
PO R - S S0P A S S T L S
A, FRROIE(ETRT): L%b, RBh. REES. 2,65
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Kogohdn 6-F MRS, ELERATERN, TUMHB LN ERES
RATHRY . RARBIEARAAR sl BRI AE, =Tk
A ZFRTAFTAERA RTADFATAREAPRTEAZRL
Vrati. ZRKFRE, HAFBL, FlolBifombti. FAgbt
Afosd-FRARBA, BIL, FTEF%RE AT LRI, B
HARTAT AT Y, AR BWAERNTARME, &5 IRAL
OIEBEA . BRI A e 2-A 4. 2,6- —RA IR E A BB,

AR “BAR” RIGHRBRER, AP AT EeedE AL f HEE,
FTAERTRIEARMKEIE, RRARK(QIETFAALATR), Fri
(83EFHR), FEARABRAATR), FA(OETFLEHERE,
CZC, AKX CEC, AR EL), RERE(H dott AR F
AR A(QIETABL)), . R =HRE. —RXTARRET
FEZETE, BRARGFE, ZrATaRABl o FEARTAT
AR S RA TR T, FrEdsdeFfrstbieft, K
w RABLR” RARE T RIS A RSB BAL.

AT RE “BREREH” 8 “AALRAE RIBE
e T IEE ) 85%K 90%(E %), ik 95%-98% (£ &), £
Hoik 99%-100%(EF )64 AT i AL Fr a9 45 Tt Ak, Aoy Lk T £
o AR T kI o F R 8910 K B RAA 3K

FlAf, KB “ B o) RISEMBFEAYF 035 ) 85%K 90%(E
&), Hik 95%-98% (&), Eihik 99%-100%(F )iz 8, mis
A A i S Ak,

FESLFT R 6 RGE IR R ISIR AR 64 B A B kA4S B
AR BRI, Bk, £—#SHie RXYR” Y, £+ R”
AT KR, RABRANRITAH AR, REBAR YDA,
—ANRABETH—/NRA A,

FRFT R RE “BE” RIGHFETULL T L4695 mps,
ZwmRAYR, QEBREFHY, HEAK., FIb, FFRBET
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NEF—HrEREIERFLRE, XLAFRBHEH XA
AR L AR E. KiE “BL EARIBAEGEIE.

FIA R4 i 2R A A B s R e miet2h 4, %ﬁmi%
E(OIFERE)RAR., AKX FHHYEARLAN, Fridsm
FAAEREE. R, EXREEEY, EELTUAERARLAG
BT EREE).

AX PR KE “HFETHZHERITIREY Rk HF
A GAEATEH F T2 9 X (3B, AERES. BSd AAMXAH),
FPA XS XL T EELEE, SMNTUFEEZTSY., HFE
X QAEAR AT A B 3 F LT R AR Ms A B 4G
&, EXRZ O BB AR T, ESNEOFEARLITER
BAEBGATAM). Bl B(Ret5id)eh k. BHF LT L TR
B R AT T F T AR (Fo KR R A T TS SR AL B 644
Mg, ARG g R A QI AT E RS B R
AoBA A RAEERY LA 940b4. TR Q36T EAL .
TR A, BRI, R0, BLisA. K. BLK. . K
WA BRAC. BLBRI. BEBRAL. BUBEBAAAM 7 4 TEHAL A b4 A
M. KEPHREHER T REXBREGIAREZN, RFHNK
A BA S iE ey edh .

ML A% 64 2 R AR 2 4 41 71

H A0S B A R & Ao S B M T AR A TS A 69 AR ARGSHBR 3K,
WIS, EEAHFETHELHENH LTS W., HF LT
BB G R QLB RN F B R, FEBYRER L
TRZGABT, T RBEBRAR. THBAR. TR, AEBAR.
A—BAR. BABAR. RABR. RFTBAR. AR LBR. o-FLK
ZBARA o H M BRBRAR . T AT REA G AL, QBB AN
B, BRBLE L st AR 4,

R ARATIBRN S 3T T ik, Pl doiB it LA RS aR 69104
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Mhofic G RAEA D P HZ YA B THESCWBEL, TIARAH
FETHZOE, LTURFRBROBEEG0M. 7R 4E)AABLE
& (4n45) 2,

TAAZ F ARG XBF £ 0GR ETHE, ARG o
LM, EHARE. BRI LETERFORT. A4
EMBEINRG IR, —RmE, A TFRELTNE. K=
BB AT AL . BEEAL S H S F B8 BOME 3 7T A S e A8 1,
AR EG LT ABK—ARE AN AL o h k. FA.
G EH . KA Y, OFEE. 1L2- B aeEik. FEHK
R. Jones #= N. Bischofberger 4%i£ T Antiviral Research, 27 (1995) 1-17
¥ . H A EAEAT—FF T A B R ST 894 B — AR B AR SR AR AT

P & PEAZ AT vAvA 57 -BEBRBE RS 3K, 5°-Bk 5 69 X324k, X
B g T 6 A AK(FE BTN 36 kA A #) P A FF: Kucera,
L.S., N.Iyer, E. Leake, A.Raben, ModestE.K., D.L. W., #= C.
Piantadosi #9 “¥p#| & $ HIV-1 4 5S4 A R EH RGNS
JEAR A ) 698 f5 X 404h” , AIDS Res. Hum. Retro Viruses, 1990,
6, 491-501 ; Piantadosi, C., J. Marasco C.J., S.L.Morris-Natschke,
K. L. Meyer, F. Gumus, J. R. Surles, K. S. Ishaq, L. S. Kucera, N. Iyer,
C. A. Wallen, S. Piantadosi, #= E.J. Modest #§ “EA 3% HIV 74 ¢4
Y BERE AL IS 69 A BIRH , J. Med. Chem., 1991, 34,
1408-1414; ‘Hosteller, K. Y., D.D. Richman, D. A. Carson, L. M.
Stuhmiller, G. M. T. van Wijk #= H. van den Bosch # = p%] ZRBE
i 37-BLE BRE T L ES, 3 -BLE SRR MBS R RTAR B K
RIBAA S 2 BTt 2 1 B A& CEM F= HT4-6C 4t b %) 64 37 5] 4
A7, Antimicrob. Agents Chemother., 1992, 36, 2025-2029; Hosetler,
K.Y., L. M. Stuhmiller, H. B. Lenting, H. van den Bosch, # D.D.
Richman &) “& S MR E R HACIR AL 9 BERS K04 69 A%,
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Fodi B F A& MW” , J Biol. Chem., 1990, 265, 61127,

AF T TARTEME L HF LS (RiLERFE 5-OH 41)89 4
& F REBARAR B S U 6 AR IRt US F A w4l @46 US £415
5,149,794 (Sep. 22,1992, Yatvin %); 5,194,654 (Mar. 16, 1993, Hostetler
%, 5,223,263(June 29, 1993, Hostetler %7); 5,256,641(Oct. 26, 1993,
Yatvin %); 5,411,947 (May 2, 1995, Hostetler %); 5,463,092 (Oct. 31,
1995, Hostetler %); 5,543,389 (Aug. 6, 1996, Yatvin %); 5,543,390 (Aug.
6, 1996, Yatvin %); 5,543,391 (Aug. 6, 1996, Yatvin %)#= 5,554,728
(Sep. 10, 1996; Basava %), fesbilAiXHA| kA%, AFT
STVA S AR 0% F E B0 F B AR FE R HI A 69 s B F A v iF
¢35 WO 89/02733, WO 90/00555, WO 91/16920, WO 91/18914,
WO 93/00910, WO 94/26273, WO 96/15132, EP 0350287, EP
939170544, F= WO 91/19721.

IV. BREEF7 Fa A6 57

AMEZINRE], EARAREDYERGT —RHAE, 2%
Rt W B LR, REBY YRR G T 5D R E L4 0
Bty AR KA REATE. BEFANSHEE T $ =
I FNEMKERIHL T, TARLK, BhkELG Mg
R RBRERRGHEL, TRE -G ZH AR ENONES
HERNBYIIRARERRANEE. &, @it LBROK T H
97, TAREREBWAHEXRDAF. Ao F AR, —
MmT, AT RBET, —RBEIEAIETF, SR ABEASLFH
STRT R SR B BB = 4 % F a4 .

TAL B AT AP IRS R A Rk £ e E A
M 515 L35

(1) F&E A=/ 4] € % 4 (Battaglia, A. M.%, Ann. Pharmacother.
34:487 - 494, 2000); Berenguer, M.% Antivir. Ther. 3 (Suppl. 3):
125-136, 1998);
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(2) J&H % NS3 & & B w4 Fil (Attwood %, Antiviral peptide
derivatives, PCT WO 98/22496, 1998; Attwood %, Antiviral Chemistry
and Chemotherapy 1999, 10, 259-273; Attwood %, Preparation and use
of amino acid derivatives as anti-viral agents, German Patent Pub. DE
19914474; Tung %, Inhibitors of serine proteases, particularly hepatitis
C virus NS3 protease, PCT WO 98/17679), €45 - BAA B ML
Bk, VAR @ F X5 oA AR 3k B B 3k (SR B8) 2K 49 4% %) 7] (Llinas-Brunet
%, Hepatitis C inhibitor peptide analogues, PCT WO 99/07734),

(3) JERAMEITEIFI 40 2, 4, 6-ZF A 3-FHA-KABEATAE
#(Sudo K.%, Biochemical and Biophysical Research Communications,
1997, 238, 643-647; Sudo K.%, Antiviral Chemistry and
Chemotherapy, 1998, 9, 186), @3 RD3-4082 #= RD3-4078, #[:#
BB EAR 14 20X, 7/ 4 A (processing)st R EAE KK

(4) Er AT A4, fRA NS3/AA G:b-& & = NS5A/5B &
#4769 RAR HPLC & 9 2748 % #4937 4|4k A (Sudo K%, Antiviral
Research, 1996, 32, 9-18), 432 444 RD-1-6250 (iz4b4-4h B
AR AT 4] 569 W AEBLAL). RD4 6205 #= RD4 6193;

(5) t Kakiuchi N.Z( J. EBS Letters 421, 217-220); Takeshita N.
3 (Analytical Biochemistry, 1997, 247, 242-246)X% 5% #47E =k kzFa N-
B |

(6) # SDS-PAGE #=#t4 & itk WA+ 27 EH RE QBT
PEGIEER, FTiE BB A4 EH sp (Streptomyces sp) Sch 68631 (Chu
M.%4, Tetrahedron Letters, 1996, 37, 7229-7232)&4 % B3z 4 & 4
%, FEREEMNE TR A REQBENR, ZEOBTLHEH
X ¥ F B (Penicillium griscofuluum)Sch 351633 ¢4 % B£3% 344 ¥ (Chu M.
%, Bioorganic and Medicinal Chemistry Letters 9, 1949-1952);

(7) 48 B KEE) KT elgin ¢ &g k450 NS3 #7415 (Qasim
M. A%, Biochemistry, 1997, 36, 1598-1607);
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(8) f& 7By 4% (Diana G. D.%, Compounds, compositions and
methods for treatment of hepatitis C, US ¥ $|% 5,633,358 %; Diana G.
D.%, Piperidine derivatives, pharmaceutical compositions thereof and
their use in the treatment of hepatitis C, PCT WO 97/36554) ;

9) KEeBirH\H, HltmFEm. KEH % Ferrari R.5F,
Journal of Virology, 1999, 73, 1649-1654)F= X ¢k = 4% % 8%
(Lohmann V.3, Virology, 1998, 249, 108-118);

(10) &R #4y 5'9% 4k - %45 R (NCR)AEAY 89 5 51 B A4 R LA,
% B4 B L A% B BE(S-ODN)(Alt M. %, Hepatology, 1995, 22, 707-
717), R EF NCR 3’s% 69455 326-348 L B4z F IICN RNA #45 s
Yarh X #9425 % 371-388 (Alt M4, Archives of Virology, 1997, 142,
589-599; Galderisi U.%, Journal of Cellular Physiology, 1999, 181,
251-257);

(11) IRES-4& #i t4 &13%37 41 %) (Ikeda N %, Agent for the prevention
and treatment of hepatitis C, Japanese Patent Pub. JP-08268890; Kai Y.
%, Prevention and treatment of viral diseases, Japanese Patent Pub. JP-
10101591);

(12) #% B BEdu Az B (Maccjak, D.J.%, Hepatology 1999, 30,
abstract 995); A&

(13) FAHB-Kio4y, @38 -1 EIRTI%(Gold 49 US
+ A5 6,034,134 5). kA P8 F (Chojkier % ¢4 US # #% 5,922,757
T A& E AR EF (Chojkier $49 US 4 4% 5,922,757 ).
REH. &Rk, REBR(Ozeki %49 US 4% 5,846,964 2). N-(B
B CBLAE)-L-R 4 S8 (Diana % ¢4 US £ 4% 5,830,005 ). %=
¥ Buiz(Diana ¥ US £ 4% 5, 633,388 5). % B4 88474 4 (Wang
F) US £H) % 5,496,546 5). 2'3' - =Bt AL (Yarchoan % ¢4 US
A% 5,026,687 5 )Fa3K ke (Colacino % ¢4 US + 4% 5,891,874
).
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V. Hdpiash

BALTEHAAREOERF ETHRZGERIFERN F 7%
BALE W R F ETHZOTREW R L, T FRERER
BREXLARRBRELEGE L(OFEARL)., FRAERYETAGE
LRIz r. FMob. Bk, ZH. LT REIT)URIKK E K
7 X&T.

M T RARERERERENE, RS YHELEN EHHE
WA EEAFFR1-50mg. 4Lik 1 -20mg, EBEAHENFKRE
BAHX0.1-49100mg, TARBEAEN G FMEFH ETRITE
BEPTHRZGEFNRAMOARELE. R RATKS
MARG A EMeE, AT LR AR L RATREMNES
KA BT RARBEARA T Cdo ot 4 K%,

VAEATIE 3 H] A 6 45 T X T A 52T Bk b odh, @35
(2R F ) H) &) F 44 7-3000mg. 3% 70 - 1400mg 5% b4k
SHF A, 2 IRF FEF 5 2% 50 - 1000mg,

BRGZAT TG F XL T a5 ML, BEizE ki
Ao R E LA 0.2 - T0uM. ik 1.0 - 10uM. 3% B 47257 vAif it 4e
FRARES 0.1-5%7F M 09 BB (11ik 2 B KRR E L FiEmiy
4 X 25 u(bolus) & & 5|,

B e T 6 AL S 6 R Bk TR B 9Bk, &g H
H A B RARBEARAAR oty LB £, Higiz BN FTAEM
T & MR IR = MM A AL, B E 3208, st F4
HEATE, RBAMRYE B BRI LT SN A 235 44
AT e P B L AL B 18 5t AR 69 3 o R AT R, m AW
FUREUE B R I GY, R E SRR RS FT 2 AR 4920 0 88
TEE R EH. TIA—RMA T ArEE MM, T AN H 4 A
wﬂ%aK@%WMM%%%O,

PR A e ML B R F XAZ LY, o RES MBS
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QIEE AR TR GEAR, TUFLREANPBRERE P, £
AR ERIRA A, ATFELeLTETE, TAKERLESY 5K
HRlRF AR R B RRER GHXARA . BT LTkl
N F LT RABGFEEF] . A/ REHBIF.

RAL RA . RER AR FTASA TR A0 RH LR
1Lty KoK M gE. HEREFRIPE;, BER, ik
R IAE; BER, deiEBR. Primogel S E KT EEH], dorBhg
Bi4£ 2%, Sterotes; BhiAEF, JofAR = RALEE; HARF, do FEAE R ABH
Fakfiek A, oAb, KB T B8 XA LKA (orange flavoring).
L AR AR R AR A, BREEERAGPRI, AR FET
AR BAREAR, dofglid, sbob, RAERHRILTAAH LA s &
FHI R G IBH X AR, dotk R, RICKF M & RA,

AL AN FTRAC SR A B . &R BRA . ABRKEA.
PRI G985 T . IRFTIREMAS ML, BRATUSH S
AR Y EAEA L B EF . A E R oA BH AR

I AT RS R F L TR LIRS RS b
AY R ER G ERYR . RHEBANLERROHERA, 4o
HAEE. WAFH . WEHNKIwRmFEDS, it iins
Y. ATEMI. LA K TREAFERGERREFRTUEIE
THlEg: REHRERN, wirfAK. &REZ. B & d(fixed oils).
KB, Hibh, AZBRASRERH; REH, o FEIATE
ARXTRTE, WEH, dodtdfdhds R THABKRELMN, K7, 0L
ZRE LB SR, eCBE. ARE S RAERR L, AR TFA
FRAGEA, RN ITHE. BRI TAEA R, —
RMEESZRE M FHHIBRBAH A,

Jo R HIREH LG, AP ARL G EAK A A 12 8K AR E
% i & (PBS). |

BRI EG FHTEF, HFATEE RS YE TR AT
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) TRMAR Y Beik F IR BAR— R B B H), e BHR], Q48N
YFep BB A%, TUARRTAEYERGFEDREGEEY,
Jol TR TR CERBE. REF. RUBRR. RE. RERBREFE
FLBR, A FARBBAARNME, FEHREHRNGTEZRRHL
¢y, LiXMFTvAM & Alza Corporation,

PERARBFRGZH A F i B @SRk, LA
AR B AT RRE G F ETHEZ QB TRE
FABBEARAAR Cdoty ik, doid T US 445 4522811 5 (£ 3k3]
NEZFRLBRE ST )G 5%, FEZHGHR. Flde, B3HFEL
8918 Ji (Fo kR A8 BEBE PG B L BS B . AR S BABEPS BRAas.. arachadoyl A%
fEBeRe Ao e B2 )i T AAER . REZZFERBZEREH AT
RO RE R R R BRI AREI R, B QR B T A BT E AL A
W H BB AR BAES A/ K S BB B AT A Mt AR, A
F ARG B BB INTALIE B MR B BB R LB SRR R AR K,

By ST ARG AR B AL

VL & BACAH 4h 4| &7 ik

AR RAUR C s b AT 7 iR RO RA L P H . LKA
T, WiEIE SRR AL, BEB AL, REAEETEL
AIRIAL, TIATARNL B AL 69 AR, TFHAEFRE M L5
LB RAFRL R AL F e3R8 8 7 k.

A D-C-Z 44535098 B A vk

B TFTEGER FEZ—, Tk & TXEME 1’-C-X 484048
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BASE 2 st S84 " ob K E A

RFR ML AA. OR. A, KA(EEKRELL). BRA.
FOL. #EA. BA Br-2iA. -CO)O0A). -C(O)ORALLL).
O(BEAL). -O(KABEA). -O0% ). -O(KALLE). -O%EHR ). A
&, #t. NO,. NH,. -NH({& S 4). -NHBELL). -NURLIEL),. -
N(#2L),;

R'A= Rak 24 H. A(LFEEBIL). & Bt

S4, R"#&R°, R'A&RY, R¥#=R°, & R¥f= ROTALAH An
42, Fo

R'A= R23 5 5h H; BBAR(GIE—BBAR. —BBUR. ZARUR,
RAET W BEBARATIR); B (L FERAB L), A (QFEREBLEL);
B, S ARFiastl, o TasilihFA, LA
B RFAF AR — AR F A5 £ st 35 364 2 50 48 ) A SRR AR
KR PER, CLIEBERE; RILBR, AKILA4h; AR PR BE; St
B PR BEELD, SHRALTE, B FAEXP R BIH
H B BRAR 91004

RO b sk, BB (4o CE,). S A Sk (dothARL); B

X % O. S. SO, CH,.

1) vy i B8 2Ok 377

B kb RARRAT A IE BB MBS . AT P BS T VA ) 3 KA,
WA B Aty ik, QdERELE@ RN BRI E A&
ARIE RATURIEL AN T A48 7 3%, 4= Greene % & Protective Groups in
Organic Synthesis (John Wiley #= Sons, # —p&, 1991)% 3§45 %,
TUARE S R AR . LB R F AR A AT iR A BR it ATE 1k
R, RELATERIY 69 A B8 5IE 4 691856 KF7 [Jo B e BAK F AL
KA (B 2ot XA . AR, IR 4R42 & TBAF ¥ # R°-SiMe,)]
FEELSGIERTFHEN . AELGRETEES, 72 - ik
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KB ARIE RAUREAA T k40897 %, 4o Townsend /£ Chemistry
of Nucleosides and Nucleotides (Plenum Press, 1994)% A7 #5364 78 4%,
1AL R E Y AE1HE-T BASE L. Hlde, AZHGERNT. EEH
BET, RARDHME, wWEHG. DRAARZFTRAT AL
Z AT AERE, RBLEEES T T ki nm L.

ME | AR3E RATIRIEL AR AR 24084 77 3%, 4o Greene % /& Protective
Groups in Organic Synthesis (John Wiley #= Sons, % —h&, 1991)% %
FHAAE, AR FHATHRS .

EERGERFEY, T2 U-C-LEMBEE, AR1FTHT
ML FOORT %, 3&, FEMEMBERE. §R2F2EFY
AR, TAMREAGUIHAAR L4t 77 %, Je Greene F 42
Protective Groups in Organic Synthesis (John Wiley #= Sons, % —}&,
1991) % 3§89 ARAE, AT BB FRATERRY, REAES
0938 B AL R 2°-OH, 1Fik, 2FAFiE 2°-OH #ATE AR B T H L
J& , 4eif it Barton it & B .
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ik
H
O ﬁ:&ﬁﬁcéf DRM
Su R 2) &x&é‘;mfc
1) 184
2) ikt
BLAR A
B 1) {2k R "‘jﬁ]w
-
§ 2) {EikégiL R RS
g2 K ) i 9L R y o
| ik AR
Y

i

2. B oMY 1-C- LEATAE M 0 ] %

W R KGR A E LI THE, PR T oA Iy £ 3545,
LT AR CInt T ik, QHEAFEEQFM(Ceil TR E), RE&A
BEH A G, ToAXFF ik TR AT IR 3P 1R 53 % 6 vk
#%, J= Townsend & Chemistry of Nucleosides and Nucleotides (Plenum
Press, 1994)% #t9 A0 4F,

TN U-ERERENAZ LGB ERE, 6 5B LB
A EABERDE. RE, BERGBHAAR A et 5k,
%o Townsend £ Chemistry of Nucleosides and Nucleotides (Plenum
Press, 1994)% 3§ 69704, {REiAE/L408185-F BASE L. 414,
EELGERN T, EEGRET, RAXHHEK, pOihd. O
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AR Z TR T EiﬁW%&S 1% BAL GBS T F AR
Fewyai b, A, EZTATARA=ZRATHREALT, £
RAg1geT ‘T’iﬁz’ii’i’fﬁéﬁki,

4o R Pk 1’-CH,-OH AH4R37 44, AR AT vAARIE RAR B AN S ) 7
Bt R HATRBEMBRY . FF A BERT R[S C- L4
. Hlde, MESHTRA, HaELERATE. R4, £ZL
JRATAE $2 AT HAIA ) T A LR, Joif it Barton ERR AL, £
A—ARHRTEY, ORI EMBERRAE, RE®ELHHFE
HRA (B 4o A KAXA A AR . e A 4A42 3 4 TBAF +F 8 R5-SiMe;)
EEHGERTHEN Y. EESHRE TIEE.

B—ANERGFEHRTEY, T2 U-C-LEHBHREF. A2 F
BT BEZFNERT R, RE, FEREEELE. FE2F3X
HEAL BT, TTAMRIE RSB ARA R 4089 5 3%, 4o Greene F /&
Protective Groups in Organic Synthesis (John Wiley #= Sons, % —J&,
1991) % 3-89 ARAE, 2R G AAEAL ik AT AR IRY?, RERE S
6L R AL R 2°-OH, 4£:%, *tP7ik 2°-OH #HAT7E AR B F R
J%, #eif it Barton iR R .

AR 2
OR4
s R Ry 1) &t
D- 4% > i OH  2) Nucleobase 4% £ 1t

RO ORg

H ‘1) Barton £ & Ry B liﬂffi Ry
;) T 0—?‘\- RED
H OH RO ORg

seot, ARAEAAE 698 F k(1 & 2), KAARE G L4 XAz 3 L-
HBRAAE A RAT, TAREALANEHA0 R 6 L-3T 84K,
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B. 2°-C- % 4A% 3 6938 fl -7 &
Wit TFERR FEZ—, T ETXEME 2-C-L e
HH:

1
R 10 b
X

R R’

o

BASE 3 f£ st S #) "% S E SR,

R ROz AA. ORL £k, Bi(L#kEnt). £H4.
S M. ML B2k, -CO)O(EL). -CO)OUEIEL).
O(@AL). -OUREBLL). O ). -OURSIEEL). O L). £
#. . NO,. NH,. -NHUKZSL). -NH@EL). -NUKLHEL),. -
N(BtAL),;

R % H. A (LKLL)), /. 2Ry

K&, RFR%, &K R F ROT LA b ;

R'F= R2 24 H; BEBAR(Q36—BEBRAR . —ARBRAR . ZBRBRAR,
RAE Y BEBARFTIR); BRA(EIERABLN);, RA(LIERALRE);
BREAES, QIERARFRASBRL, QFETHBASFTE, LA
R AL R AR F A5 bt 35 09 75U P 48 R 9 B ARLIR
R PERR, QIERENS; BB, K sd; AR PREEE S
BF P THEZBEAR, SRS TR, BB FELY R IELY
H A BAR G104 ;

RéAx k. RARLE (3w CF,). @A RBEEGeHAL);, B

X # 0. S. SO, % CH,.

1. & & B0t 6948 4% 4% 48 (nucleobase) 48 £ 44, 55 1%

BHEHXABERAAE LN BEZABALG), Bk R g EFRA
#9 A 2°-OH #w 2°-H #93€ LI 6G4E. ATEART LA ERAT, &7
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BT Bkt ik, QIEMAEEZQFM. BA. FAALRBEAH
&, R, EELEGBET. ETHREGER T, KAEL QAN
F 3T iZ ARG AR AT R, T3] 278694, 7T 4869 AL S 350
EA (B AR RA) . AHGXA (= Cr(VD) R AL4hs). Corey
A EARBBARE). ERBREH. BX T4 (acid
dichromate). FH4E8447. MnO,. WA 4T, AREBHLT), Jodb B
AR Nty S48 L. Cl-wng. H)0,-4a84%. NaBrO,-CAN.,
NaOCl #) HOAc %k L4B4A. A4, AR, TE4E. AR
X - BB K - RE RN @R T B4ade 5 —HE)AR N-RRIRABRT
iz

B AR A B AT (Bl ot KX A . AR, a4
425, 4 TBAF ¥ ¢4 R%-SiMe,) b5 Frif BAAE B ey F AT HIEA T, £
EHERETRE, 752 - AN, RSB ATIRIEAAR
F 408y 5 ik, e Greene 3 #& Protective Groups in Organic Synthesis
(John Wiley #= Sons, # Zp&, 1991)% 34T 4F, 4E£ M€ 4 694k
PR RAA B R T AR AT LR A B HATRY .

[ )5 ARIE RATR AR AR 24069 77 3%, 4= Townsend /& Chemistry
of Nucleosides and Nucleotides (Plenum Press, 1994) Ff 3454 AR4%,
A RARY 494E1%4-F BASE £, #lde, A HGBEMT. ELH
BETF, RAKHIE, oW fid),. WRMLARZFRAT AL
ZRTREERE, ERBALBEE T Faliuaism ., R4, £=
TAFALA = AT RBEAALAT, RORBEET T
ok L

BB, ARIE KATIR I A AR 24084 7 3%, 4v Greene ¥ /& Protective
Groups in Organic Synthesis (John Wiley #= Sons, % —h&, 1991)%F %
FEARAE, ATALFRATIARS .

HEERMEH_RFEY, T2 2-C-THBEBEF. ARITHT
BRGNS RT k. AH, ERUEMEETE. ERAE 4
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B, TOMREARSUBHEARAR 40495 %, Jo Greene F4£
Protective Groups in Organic Synthesis (John Wiley #= Sons, % ZRR,
1991) % # S 64 ARFE, 3 RGEAERFRATERRY, REALES
#4938 R 7 & R 2°-OH, fFi&, *FArid 2°-OH HATE AR B T AT
JB., +wifi it Barton i J& B AL .

HAZ 3
H R 6
m it - HRSM 14
z) &@ﬁ%#
OH OR? OR®
1) &4
2) k&
AR
ASE
1) 153k PR §
2) EF A b Y ) gy
%&@%Mﬁ#

2. T ARG A% 6 Bk

Wk A RA A B 2-0OH A= 2-H #9318 BERAR&GHEF. AT
EEFTIAMERF, LTRBT L4t F ik, LEFABEER
Bl REMAE RATR B ARA R 40645 %, 4= Greene % /& Protective
Groups in Organic Synthesis (John Wiley #= Sons, % —h&, 1991)%F %
FAM, FLAES é‘)ﬁ(«‘v’}"iﬁl ik A B2k K F AR A A
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FRATRY .

MEAEESGEBET. ETHERGENT, RAEZEL AR
sHiziE YR AR FRATRM, B 2-BCRaE, T RLE SALH A
AT T (BB A B 6 B 4). ARARIEFA (= rime Cr(VD £ ).
Corey XA (RGBT TR, BAEHRE, 54
B47. MnO,. WHALLT. AEBEAF, wEBRRREMHALNG
4285 3. CL-wtee. H,0,-4884%. NaBrO,-CAN. NaOCl # HOAc &
B TARBRAR. FAL4R. FLM4R. CTB4e. RERL - BEX -RE
RA (BT B 440 5 — AP ER)A R N- R 3H BT Az

HEARIE RSB EARAA R 4087 %, #o Greene ¥ /& Protective
Groups in Organic Synthesis (John Wiley # Sons, % —p&, 1991)F #
FEGARHE, ATARFHRATRARY .

EERGERFEF, T22-C-LEBBEE. AR4ITET
BREM R k., A&, FEMEBEEF. §RFEIHY
MR, T ARIERATRIEAAR k40897 ik, do Greene F 42
Protective Groups in Organic Synthesis (John Wiley #= Sons, % =&,
19D F # - t9 AR M, M ARNBERFHATTREAY, RERAES
6938 R AL R 2°-OH, 4£ik, *FATIR 2°-OH #ATEALAR B T AT
J&, +4oid it Barton 3% & BRI,
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01813182. 4
AR 4
2,
H 1) ERHERS REM BN ¥
Fo): | 2) fuik R2 2 OH
Ay
Biskd
R‘ﬁ i«jm ke ¢
1) Ry
- . 0~
" 2) {Eik B8R L
| AR SRR

3, -
B

ERAZRYH—ANEARTET, T& Latuik, Bk, RES
FRARE 6918 ik, KA 49 L4 RA% 3 -3t ARk 45 A BoH,
oA H] & AR E B A8 B2 64 L-xt ek,

C. 3-C-Z 4 An F ey ] o7 %

W TFTEHOEAFEZ—, TAEETXEME 3°-C-F 44545

75



01813182. 4 o P ZET72/208T1

BASE /£ st 84 b 23X Ak,

R'Ff= R4k A&, ORY. 4. mA(LFKELEL). BRL.
R AL Bk Br-TtsR. -C(O)O(e ). -C(O)O(fRLIT ).
-O(BtAL). -O(f&4&BEE). -O(EA4). -OUKLERL). O L), K.
8. #. NO,. NH,. -NH({&&4). -NHBELL)., -NU&KZRL),. -
N(BLA),; -

REAG H. mA(BIBRERL). & BN,

K&, R'FR’, &K R¥Fe R T AL A Add;

R'A= R2 s H; BEBAR(EL36—BEBAR . —AEBAR . = BEEAR,
RAEF G BEBARITIR); BLA(EBRARL); RA(BELEL);
FREREE, QIERARFTRASBL, OETRBARFRL, LA
R EAF B AR E A G e sbrd 24 69 2 SUF A8 ) 69 BRR IRER
R BERR, GIEERERS; EAABL BAKLAd; KK RREEE; R4k
BFLTHLHBELLD, SHRAL T, BSALPR B A
H A5 BAR B LM ;

ROA A&, GREAGe CF). HEAIRAHAL);, B

X # O. S. SO, CH,.

1. & % HOb 40 MR AL AR

B R RBERAAAELGELAALG), Bl FERA
¢ 87 3°-OH #= 3°-H 691 BERAK 6948, PR TUAME#E, 47
B S ket ik, QIEAFELGFM. BRA. BfFeif BRI AL
&. RE, EELNEBET. ETHAZNERN T, £RAESHERML
FISHZ ARG ABSATEAN, F5) 3 - B e4E, THOEMLF A
BRG] (S BR Fa B BR 6 BB 4l )« AR A (= mikwz Cr(VD) & fk4h). Corey
A (RAREBRAE ). THRBEH. BXETRERE. 54847,
MnO,. wWHAL4T. ABSERBMER], BB REW A HERE.
Cl-siknz . H,0,-4884 . NaBrO,-CAN. NaOCl #) HOAc ik, T4k
BidR. BAL4E. BLA4L. ZBide. AR - ik - RERFERT
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B2 42 e 7 —HPER)A B N- 32 RIE 30 BL I Be,

HF A AR F RN (F) 2o KA . A4, — 4R
42 3 £ TBAF ¢4 R5-SiMe,) 5 ik B A S 9 E R FHEAN T, £
EHRETIRE, 7353 -C- a8, REREAABIEAAR
H 40ty 5 ik, 4o Greene ¥ & Protective Groups in Organic Synthesis
(John Wiley #= Sons, % =&, 1991)F #6970 H, 1F M€ K94k
FRAH. KL ABART AR AAZ 3 - C- BB HITHRY.

[EE AR 38 AARIRIX AR AT 242495 3%, 4= Townsend £ Chemistry
of Nucleosides and Nucleotides (Plenum Press, 1994) Ff -5 & 7R 4%,
RAELIRYP 69 481%4-T BASE L. #lde, EZ HGENF. 44
BET, RARHHEK, OfMNY. TERAARZTLATARL
ERTRELEE, RBACHEBOT PRRAEME, R4, £=
FTAFTRLEAZATREESALET, HORBBST FAKALY
wL.

B, ARIE RATUR A AR AR 4089 7 3, 4o Greene % 4& Protective
Groups in Organic Synthesis (John Wiley #= Sons, % —B&, 1991)% 4
F A, ATARFRATBRS.

EERGTHAFTEY, TEI-C-LEHBHYE. ARSFHT
MM E N ERT k, AH, FEUEMEBEL . § 275 X4
AR, TIARERABEARAR 40895 3%, 4o Greene F 4&
Protective Groups in Organic Synthesis (John Wiley #= Sons, % —F&,
1991) #-F 64 AHE, A R FRATEARY, REAE Y
BT B ER 2°-OH, 4Eik, *HFFE 2°-OH #ATEMIAA B F L
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—#EAR | H H H H |NH-Z%
—gEa | H H H H |[OH
—gtEAe | H H H H O-T Btk
—BiEsAE [ H H H H OMe
| =i | H H H H |OEt
—HEM  |H H H H |O0-x%&L
—&Eag | H H H H SH
—HiAR | H H H H SMe

— AR H H ' H H SEt
—HiEA | H H H H S-3R A
—HisA | H H H H |[F
—BiEAk | H H H H Cl
—BiE4R | H H H H Br
—BiRAR | H H H H I
—EEAE | H H H H |[NH,
—HEAR (H H H H NH- 285
—EBEAa | H H H H |NH-#:A&%k
—#EAaR | H H H H |NH-#&
—HEAR | H H H H |NH-z#
—HEAR | H H H H |OH
—HEEAR | H H H H O-ZBtk
—EEEAR | H H |H H OMe

— B4k |H H H H |OEt
—HEAg | H H H H O-F & £
—HEA | H H H H SH
—EEEAR |H H H H SMe
ZHEERAR H H H H SEt

— AR | H H H H S-3RE &
—HEAR | H H H H |[F
—HEEAR | H H H H Cl

— AR | H H H H |Br
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—EEAR | H H H H I
=&ER |H H H H NH,
=HmAk | H H H H NH-Z st
=B |H H H H NH-3- A& #
ZHEiR | H H H H NH-F %
5B (H H H H NH-Z &
SR | H H H H OH
ZHiEM | H H H H OMe
ZEMR  |H H H H OEt
ZHEAR  |H H H H O-sk /&
—H#ER | H H " H O-LREE
ZAERAR | H H H H SH
ZHEM | H H |H H SMe
ZHEM  |H H H H SEt
ZHsAR | H H H H S-3R A&
ZEERAR | H H H H F
=B |H H H H cl
ZHEAMR |H H H H Br
ZHiM4R | H H H H I
—HBAR | —BEEAR | —EREAR  [H H NH,
—BREAR | —BEEUR | —BiER | H H NH-3% & 4
— BB AR —EEERAR —EEERAR | H H OH
—EEUAR | BBk | — BBk | H H F
—HEAR | —BEEUR | —HER [ H H Cl
SEBEEAR | ZBERR | BR[| H H NH,
ZHEEAR | SEEMAR | —EEEAR | H H NH-2£ % #
SBEEAR | EEEAR | —EtEMR | H H OH
SHEAR | SHEAR | —AtEAR | H H F
SEREAR | SEEAR | —BEMR | H H Cl
EBBAR | ZEEEAR | Z&tE4R | H H NH,
ZHEAR | 2R | =&E&a | H H NH-3#R & %
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4], %3 H H H H F

4% H H H H Cl

B H H F H NH,

4] %3 H H F H NH-3 & %
Lk H H F H OH
LB H H F H F

LEE H H F H Cl

H LR ik H H NH,

H LR zEdk |H H NH-3% & £
H 33 Lk H H OH

H LA Lk H H F

H 883 ek |H H Cl

Lk Lk LBk H H NH,
%3 433 LBk H H NH-3r &
433 LB Lk H H OH
LB % Lk H H F

B TBEE 7% H H Cl
—HBEAR | LBk LB H H NH,
—BEEBAR | TBEA TBLE H H NH-3R & £
—HEEAR | LB %3 H H OH
—HEEAR | LBLE LBk H H F
—BEAR | LB zE%k  |H H Cl
ZEERAR | TEUA 417 %-3 H H NH,
ZHERRAR | TBRE LELE H H NH-#1 &%
—HEEAR | LB b H H OH
—HEERAR | LBRE LR H H F
ZHEEAR | LB TREE H H Cl
ERERAR | TBRE %3 H H NH,
ZEEEAR | LBt Lk H H NH-3R & %
Z B AR LB 4183 H H OH
ZBEEAR TBRE TELE H H F

86



01813182. 4 o 5 2E83/208T

R R? R? X! X* Y
ZEEEAR | LB Lt H H Cl

H H H H NH, |[H

H H H H NH, NH,

H H H H NH, |NH-%R#&#%
H H H H NH, |NH-¥%
H H H H NH, |NH-z#%
H H H H NH, |NH-Z#&:%&
H H H H NH, |[OH

H H H H NH, |OMe

H H H H NH, |OEt

H H H H NH, |O-:r&z
H H H H NH, |O-Z@t%
H H H H NH, |SH

H H H H NH, |SMe

H H H H NH, |SEt

H H H H NH, |S-%x@&ik
H H H H NH, |F

H H H H NH, |ClI

H H H H NH, |Br

H H H H NH, |I
—HtEik | H H H NH, |NH,
—BEAk | H H H NH, |NH-Z##%
—#EiR | H H H NH, |NH-3r&#
— BB AR H H H NH, |NH-¥#
—&iEAe | H H H NH, |NH-Z#%
—BEMR | H H H NH, |[OH
—&iEa | H H H NH, |O-zZ#t%
—EiEk | H H H NH, |OMe
—HEAR  |H H H NH, | OEt
—BiEAR | H H H NH, |[O-;r@%
—HtEAR | H H H NH, |SH
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—H#ak | H H H NH, SMe
—BEEAR H H H NH, SEt
—EEAL | H H H NH, |S-ZR@Eit
—HE& | H H H NH, F

— BB AR H H |H NH, Cl
—EAR | H H H NH, |[Br
—BiEAk | H H H NH, I
—#EAR | H H H NH, |NH,
—#EEsAR | H H H NH, NH- Z Bt
—ERAR | H H H NH, |NH-%A%
=Bk |H H H NH, NH- ¥ %
— sk | H H H NH, NH-Z %
—aega | H H H NH, OH
—HEi | H H H NH, O-ZTBtk
—HEAR | H H H NH, OMe
—EMAR | H H H NH, OEt
—&EA | H H H NH, O-FH#&
—EiEgM | H H | H NH, SH
—EiEA | H H H NH, SMe
—EEAR | H H H NH, SEt
—EEEAR | H H H NH, S-ZrA K
—EiEAR | H H H NH, F
—BEMAR | H H H NH, Cl

— A | H H H NH, Br
—HEa | H H H NH, I
ZEBAR | H H H NH, NH,
=& |H H H NH, NH- Z 8t3%
ARk |H H H NH, NH-31 #& %
ZHgAR |H H H NH, |NH-T%
=R |H H H NH, |[NH-Z#%
ZHEAR | H H | H NH, |OH
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=Hmax |H H H NH, OMe
B8 |(H H H NH, OEt
=ZEEAR |H H H NH, O-:%rF@
=M | H H H NH, O-ZBti
ZHsik  |H H H NH, SH
=ZHEM |H H H NH, SMe
=Hgak |H H H NH, SEt
=ZHEAR | H H H NH, S-3 A
ZEEMR | H H H NH, F
ZHiEAR | H H |H NH, Cl
ZHEME  |H H H NH, Br
=EiEgik | H H H NH, I
—EEEgAR | —EEMUR | —AREAR | H NH, NH,
—BEAR | —EEEAR | —FEEuk  (H NH, NH-31 & 4%
—EEEAR | —EEEAR | —AEEEAR | H NH, OH
—BiEAR | —HERAR | —BRER | H NH, F
—BEEAR | —RREAR | —EREMR | H NH, Cl
ZEEEAR | ZEEEUR | —EEBUR | H NH, NH,
ZEEEAR | —HEEUR | —EEEk | H NH, NH-3R A4
ZEERAR | CEEEAR | EEEAR | H NH, OH
—EEEAR | SHBUAR | —EEmak | H NH, F
—HE AR | AEERAR | —ERBAR | H NH, Cl
ZHRAR | ZHEER | ZEAR |H NH, NH,
ZEEEAR | ZHEEAR | ZAEEAR | H NH, NH-3R & 4
ZEEERAR | ZEEBUR | ZEEEMR  |H NH, OH
ZHEEAAR | ZHEEAR | ZEEUR | H NH, F
ZEERGAR | ZEEER | ZERBUR | H NH, Cl
H H H F NH, NH,

H H H F NH, NH-3 & &
H H H F NH, OH
H H H F NH, F
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H H H F NH, Cl

H H H Cl NH, NH,

H H H Cl NH, NH-3R & %
H H H Cl NH, OH

H H H Cl NH, F

H H H Cl NH, Cl

H H H Br NH, NH,

H H H Br NH, NH-3 & &
H H H Br NH, OH

H H H Br NH, F

H H H Br NH, Cl

H H H NH, NH, NH,

H H H NH, NH, NH-3% & %
H H H NH, NH, OH

H H H NH, NH, F

H H H NH, NH, Cl

H H H SH NH, NH,

H H H SH NH, NH-3% & &
H H H SH NH, OH

H H H SH NH, F

H H H SH NH, Cl

LBk H H H NH, NH,
B H H H NH, NH-3R & 2
LBLE H H H NH, OH
LB H H H NH, F

B H H H NH, Cl

B H H F NH, NH,
.3 H H F NH, NH-3 & 4
LB H H F NH, OH
LB H H F NH, F

LB H H F NH, Cl
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H T Tk H NH, NH,

H LB b H NH, NH-31 & %
H LBk Lk H NH, OH

H LBk Lk H NH, F

H Lk 4133 H NH, Cl

ik Tk ek |H NH, NH,
]S LBk Lt H NH, NH-31 & %
Lk - | LB Lk H NH, OH
LB LBt LB H NH, F

4] 73 Lk Lk H NH, Cl
—HEBRAR | LBt Tk H NH, NH,
—BERRAR | TBLE TBEE H NH, NH-3R & £
—HEEAR | LB LB H NH, OH
—REEAR | TBER ZBEE H NH, F
—BERAR %3 LB H NH, Cl
ZEEERAR | TBEE ik H NH, NH,
ZHEEAR | TERA B H NH, NH-3R & &
—HEERAR | TERA LBk H NH, OH
ZERERAR | LBuA zs#xk  |H NH, F
ZEEERAR | LB B H NH, Cl
ZEEEAR | LB TELE H NH, NH,
ZHEAR | TR LRk H NH, NH-3% & £
ZEREAR | LERA Lk H NH, OH
EZHEBAR LB LB H NH, F
EZEEEAR | LEBA 33 H NH, Cl

H H H H Cl H

H H H H Cl H

H H H H Cl NH,

H H H H Cl NH-31 & 2
H H H H Cl NH-¥F %
H H H H Cl NH-Z %
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H H H H Cl NH-ZB %
H H H H Cl OH

H H H H Cl OMe

H H H H Tl OEt

H H H H Cl O-;FrAE &
H H H H Cl O-ZBtA
H H H H Cl SH

H H H H Cl SMe

H H H H Cl SEt

H H H H Cl S-RAL
—EiEA | H H |H Cl NH,
—BE8AE  |H H H Cl NH- Z %3
—&is4  |H H H Cl NH-3R & 4
—BiBAR | H H H Cl NH-¥ %
—BEAR | H H H Cl NH-Z. %
—HEAR  |H H H Cl OH

— B | H H H Cl O-TEei
—HiEAR | H H H Cl OMe
—B#AR | H H H Cl OEt
—HEAk | H H H Cl O-;F A&
—gEEAE | H H H Cl SH
—##4 | H H H Cl SMe
—&#AR | H H H Cl SEt
—HEAR | H H 1= Cl S-3 ALk
—#iEAR | H H H Cl NH,
—HERAR | H H H Cl NH- Z 8
—giER | H H H Cl NH-# & %
—HEAR | H H H Cl NH- 7 %
—HiEAR | H H H Cl NH-Z
—BEAk | H H H cl OH
—HERAR | H H H Cl O-T Btk
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—HEAk | H H H Cl OMe
—HEAR |H H |H Cl OEt
—HEAR | H H H Cl O- A%k
—EEmAk | H H H Cl SH
—HEE  |H H H Cl SMe
—HEAR | H H H Cl SEt
BBk H H H Cl S-SR
=#mik | H H H Cl1 NH,
ZHEMR | H H H Cl NH-Z 8t
ZHEAR |H H H Cl NH-3R & 2
ZHBAR | H H H Cl NH-F %
ZEEE AR | H H H Cl NH-Z £
ZHEME | H H H Cl OH
ZEiMAR | H H H Cl OMe
=B |H H H Cl OEt
ZEEEAR | H H H Cl O-3k A A
ZHEME | H H H Cl O-T.BEA
MR | H H H Cl SH
ZHEEM | H H H Cl1 SMe
ZHEAR | H H H Cl SEt
ZHBAR  |H H H Cl S-SR A A
—BEERAR | —BEERAR | —EEAR | H Cl NH,
—HEA | Rk | —stEi | H Cl NH-377 %
—BRERAR | —EEEAR | —BBEAR | H Cl OH
SHEEAR | ZEERAR | BR[| H Cl NH,
SEEEAR | SAEEAR | AR |H Cl1 NH-3 /& %
ZHEAR | CEEEAAR | —EEEMR | H Cl OH
EHBAR | ZHERAR | ZEHER [H Cl NH,
ZHEAR | ZEEEAR | ZEEMR | H Cl NH-3R & %
ZHEEAR | ZAEAR | ZEEMR | H Cl OH
H H H F Cl NH,

93



01813182. 4 o 2E90/208T

R' R? R? X! X Y

H H H Cl NH-3# & %
H H H F Cl OH

H H H Cl Cl NH,

H H H Cl Cl NH-3% & %
H H H Cl Cl OH

H H H Br Cl NH,

H H H Br Cl NH-2R & £
H H H Br Cl OH

H H H NH, Cl NH,

H H H NH, Cl NH-3R & 3
H H H NH, Cl OH

H H H SH Cl NH,

H H H SH Cl NH-F & £
H H H SH Cl OH
Lt H H H Cl NH,
LB H H H Cl1 NH-3 & &
B H H H Cl OH
LB H H F Cl NH,
LB H H F Cl NH-3% & &
ZBEA H H |F Cl OH

H LB LB H C1 NH,

H ]2 4183 H Cl NH-32 A %
H Tk LEEA H cl OH
LB LBLE TBLE H Cl NH,
B ZELE B H Cl NH-3% & %
LB LB TELE H Cl OH
—BBAR | LB TBLA H Cl NH,
—RBEEAR | LB ZBEE H Cl NH-3R & &
—BEBAR | TERE LBk H Cl OH
ZREBRAR ]33 LRk H Cl NH,
ZHEAR | LBA LBk H Cl NH-3R & %
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—BERRAR TR %3 IH Cl OH
ZHEERAR LA LB H Cl NH,
ZEREMAR | TERE Ttk H Cl NH-3% #& %
ZREBAR LB 433 H Cl OH
H H H H cl NH,
H H H H Cl NH-3 & %
H H H H Cl OH
H H H H Br NH,
H H H H Br NH-3 & %
H H H H Br OH
KA, RFE Y B FE R R B, HE T X IV 83
Y
x! l Xy

N

Rlo
0.
G4,
or* or
14%]

£
R! R’ R X! Y
H H H H H
H H H H NH,
H H H H NH-3% & %
H H H H NH-F %
H H H H NH-Z %
H H H H NH-Z 8tk
H H H H OH '
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H H H H OMe

H H H H OEt

H H H H O-K Ak
H H H H O-Z®tk
H H H H SH

H H H H SMe

H H H H SEt

H H H H B
— B BRAR H H H NH,
—BEBAR H H H NH-Z.8t %
—EAR H H H NH-3% & %
— B BRAR H H H NH-9 4
— B AR H H H NH-Z %
—BEBAR H H H OH
—BRBEAR H H H O-TBt#k
—HEEAR H H H OMe
—BREAR H H H OEt

— LA H H H O-3r A%
—BR AR H H H SH
—BEBRAR H H H SMe

— BB AR H H H SEt
—BEEAAR H H H S-3R A
Z B AR H H H NH,

— AR H H H NH- Z. 8t
A ERAR H H H NH-3% & A
Z BB AR H H H NH-¥ %
R H H H NH-Z %
B BUAR H H H OH
e H H H O-TBt&
—HEBAR H H H OMe

Z R AR H H H OEt
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Z B AR H H H O-F A%
BB AR H H H SH
ZAEBRAR H H H SMe
ZEEBRAR H H H SEt

B AR H H H S-3RA &
ZEEBRAR H H H NH,

Z B BAR H H H NH-Z 8t
ZHEBAR H H H NH-3% & £
ZBEERAR H H H NH-F %
=B |H H H NH-Z.%
ZHERRAR H H H OH
ZREBAR H H H OMe
ZEERRAR H H H OEt
ZHERRAR H H H O-3r Ak
ZBEEAR H H H O-TBt#k
ZBERRAR H H H SH
ZHEBAR H H H SMe
ZHEEAR H H H SEt
ZHEBAR H H | H S-IK AL
— B EAR — B AR —HE AR H NH,
—BEERAR —HE B AR —BEERAR H NH-# & £
—BREAR — BB AR —BEERAR H OH
ZHEBAR ZHEBAR ZH B AR H NH,
ZBEBAR ZBEERAR Z B EAR H NH-# & &
ZBEBRAR Z B BAR ZHRERAR H OH
ZBERRAR ZHEERAR ZHERRAR H NH,
ZBERRAR ZBEBRAR ZBEBRAR H NH-:R &4
ZHERRAR BB AR ZHEBAR H OH

H H H F NH,

H H H F NH-# A &
H H H F OH
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H H H Cl NH,

H H H Cl NH-3% & %
H H H Cl OH

H H H Br NH,

H H H Br NH-3# % 3
H H H Br OH

H H H NH, NH,

H H H NH, NH-3R & %
H H H NH, OH

H H H SH NH,

H H H SH NH-35 #& 2
H H H SH OH
LB H H H NH,
T H H H NH-3% & 2
Bt H H H OH
%3 H H F NH,
- H H F NH-31 A
LB H H F OH

H bR 433 H NH,

H Tk %3 H NH-31 & &
H LBt LBt H OH
%3 TELE 1% -3 H NH,
L % LBk H NH-3 & £
Ttk TEEE Bt H OH

— BB AR Tk TR H NH,
—HEBRAR TELE LBt H NH-3: &
—BEERAR LBtk Ltk H OH
ZBERRAR TR TR H NH,
BB b 4]..%-3 H NH-3 & %
Z BB AR Ttk ok H OH
EHEBAR Tk LB H NH,
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R R® R? X! Y
ZHEBRAR 523 %3 H NH-37 % %
ZBEERAR TBLE TEE H OH

REF, KAE Y GBEAEEREGRK, FE&T 7 X VI 45,

Base
R'O
R‘
or*  or?
(VID

Ho:
R! R? R RS X Base
H H H CH, 0 2,4-0- = Tt & FrvEow
H H H CH, 0 S
H H H CH, o) 2,4-0- — LB A AR E=T
H H H CH, 0 Fé B35 oE.
H H H CH, ¢} iR
H H H CH, 0 4-(N-2 LBt ) g
H H H CH, 0 4-(N,N-— Z, Bt &) o oiez
H H H CH, 0 R
H H H CH, 0 5- BAKSREE
H H H CH, S 2,4-0-— LB ST
H H H CH, S RF R
H H H CH, S 2,4-0-= LEL A B AR %oz
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01813182. 4 o P 2E96/208T

R R? R? R® X Base

H H H CH, S B Ao

H H H CH, S T

H H H CH, S 4-(N-% T8 )R

H H H CH, S 4-(N,N-— Z 82 ) fegine

H H H CH, S ooz

H H H CH, S S-FUAK SR E T

—HE4k | H H CH, 0 2,4-0- = LBLASRE L

—BEAx |H | H CH, |0 P T

—##i |H |H CH, 0 2,4-0-= LB A FARRER
(thym)

—HE#AR | H H | CH, 0 PR

—gEie |H | H CH, 0 BT

—#EAR | H H CH, 0 4-(N-4. LB AT

—H#EAR | H H CH, 0 4-(N,N- = Z. B ) foog e

—HEAR | H H CH, 0 TR

—HiEik  |H H CH, 0 5-B R AT

—&Eag | H H CH, S 2,4-0-= LR R R ER

—#EAk | H H CH, S KA

—HEAL | H H CH, S 2,4-0-= LB AR L

—BEA% | H H CH, S R

—HEEAR | H H CH, S forzer

—B &4k | H H CH, S 4-(N-2 LB TR

—BsE4% | H H CH, S 4-(NN-— LB fomwe
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01813182. 4 o P ZE97/208T

R R’ R’ R® X Base

—HEEAR | H H CH, S SR

—HEgAk  |H H CH, S 5- FAFER

Ak | H H CH, 0 2,4-0- = LB SRETR
—EHEAR | H H CH, 0 KR

—HEg#k |H |H CH, 0 2,4-0- = LBt PARRER
—HiEAR | H H CH, 0 kA

Bk | H H CH, 0 R

—HEA& | H H CH, 0 4-(N-£ LB E )R ER
—EEAR  |H H CH, 0 4-(NN-Z ZELE) SR
—HEAR | H H CH, 0 PR

—B#Ak |H H CH, 0 S- RS

g | H H CH, S 2, 4-0 ZTEBHAIREE
—HHAR | H H CH, S KR

—HEA |H |H CH, S 2,4-0- = LEA R Mg
—HEEAR | H H CH, S BB

—HiEAR | H H CH, S FoLR

AR | H H CH, 0 2,4-0-Z LB SE T
ZHEAR | H H CH, 0 K E ez

ZHEBAR | H H CH, 0 2,4-0- = LELE SR T2
EHEEAR |H H CH, 0 Fé B

ZHEAR  |H H CH, 0 e

=ZHEAR | H H CH, 0 4-(N-2 Bt 1) foroz
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o 5 2E98/208T

01813182.4
R! R? R RS X |Base
ZHEAR | H H CH, |O |4-(NN-—zZ )&%
=& | H H CH; |0 |&%E%
=g |H H CH, [0 [5-fREE%E
ZHBAA | H H CH, |S |24-0-—ZB%R"E5
BB |H H CH, |S |k&-=2%
ZEEEAR | H H CH, (S |24-0-—ZBLEMRER
ZHEae | H H CH, |S |[mmsEx
ZEEAR | H H CH, |S |jog%
—BEAR | BBk | BBk [CF, (O [ 24-0-ZLEBARER
—EERRAR | —EEEAR | AR | CF, |0 | kg
—HEAR | —BEAR | —AtEAR  |CF, |0 | 24-0-ZZBAMKRER
—BEEAR | —EEERAR | —EEEAR | CF, | O | BAREE
—HEBAR | —HEAR | —HEAR |CF, |0 | R
—EEEAR | —HEAR | —BEEAR | CF, | O | 4-(N-R ZBRE)EER
—HEBAR | B4R | —#EAR | CF, |0 | 4-(NN-ZZBRE)RER
—HEEAR | —HEEAR | —BEEAR |CF, | O | R
—HEBRAR | —HEERAR | —BEMR |[CF, | O | S-AKARETE
—EEEAR | —BEEAR | —BEEMR  |CF, | S | 2,4-0-—TEBLEARER
—EEAR | —HEAR | —BEAR | CF, | S | k#EEd
—BEEAAR | —HEERAR | —BRERAR | CF, | S [ 2,4-0-— LB A MMEE
—HiEAR | —AREAR | —BEEUR | CF,  |S | Mg
—HREAR | —EEERAR | —BEEAR | CF, | S | e
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o 2E99/208T

01813182. 4
R! R? R? RS X Base
—HBEERAR | —HEEAR | —EEEAR | CF, S 4-(N-2 ZELA)fe
T
—HBERRAR | —BEEUAR | —BEEAR | CF, S 4-(NN-Z— B )
R
—BREAR | —BEEBAR | —BEEAR | CF, S FRIER
—BERAR | —EBEEAR | —BEEAR | CF, S 5-F I
Bk | oEE | oA | CF 0 |[4(NN-—zBE)
Lo
LA | oEA | oB%& | CF, S |4-(NN-—zBE)
FeLoEeT
Lk Lk %3 2-2K-THE | O 4-(N,N-=Z. Bt %)
ik
LRk LB LA | 2-8K-ZHE [S | 4(NN-—BE)
FerEE
H H H CH, 0 [2-(NN-ZzZEA)
H H H CH, O |6-0-zBtik Bz
H H H CH, 0 |[8-fifk -z
H H H CH, 0 | Bz
H H H CH, 0 |6(NN-=—zBEE)
R
H H H CH, 0 |2-ffpe-zik
H H H CH, 0 |[8-Ffaz-zik
H H H CH, 0 [28-ZfKBESD
H H H CH, 0 |peezeh
H H H CH, S 2-(N,N-ZZ @A)
LR
H H H CH, S  |6-0-zEE B
H H H CH, SRR R
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01813182. 4 oW B 5E100/208H1

R! R? R® RS X Base

H H H CH, S By ogoh

H H H CH, S 6-(N,N-— Z Bt 2 )M &
H H H CH, S 2- AR AR RS

H H H CH, S 8- A AR

H H H CH, S 2,8- = A AKAR B

H H H CH, S T 1IN |
—HEAk | H H CH, 0 2-(N,N-— T8t k) & v
—HiEA | H H CH, 0 6-0- LBL I & 7o
—sE | H H CH, 0 8- AR B Ros
—HiEAR | H H CH; 0 e 228

—EAR | H H CH, 0 6-(N,N-= Z. 8t £ )i 2o
—HEAR | H H CH, 0 2- A ARAR R

—s5R  |H H CH, 0 8- AR AR R
—#saR  |H H CH, 0 2,8-Z R ED
—EiEAR | H H CH, 0 Mool

—EHMR | H H CH, S 2-(N,N-Z Z.Bh k) B 7% oh
—miE | H H CH, S 6-0- Z Bk & & 2ol
—HsAk | H H CH; S 8- AR B Foh

—sh4k | H H CH, S B oo

—mEEAR | H H CH, S 6-(N,N-— Z. Bt 2 ) i vz o
—HEEAR | H H CH, S 2- AR A

—H#Ak | H H CH, S 8- A AR %
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01813182. 4 oW B E101/2081

R! R? R’ R® X Base

—H#Ak | H H CH, S 2,8-= BRI
—BiEgAR | H H CH, S MarEeh

—EEgAs | H H CH, 0 [2-(NN-—ZBt&) B
—HEE | H H CH, 0 6-0- Tk B b
—HEAR | H H CH, 0 8- K By kel
Bk | H H CH, 0 TN

—HtEAR | H H CH, ) 6-(N,N-= Z. Bk )i %
—HmAp | H H [CH [0 [2-A&&%%
—HEA | H H CH, 0 8- B A AR B

—HiesiE | H H CH, 0 2,8- = F AR AR Z b
—HEAR |H H CH, 0 [T 1

—HEM | H H CH, S 2-(N,N-— Z. Bt ) B, o2 b
—HiEAR | H H CH, S 6-O- Z Bt Ak B v
—HEAR | H H CH, S 8- A By o

—EEEAR | H H CH, S RN

—HiEAR | H H CH, S 6-(N,N-= ZBh K )i 2
gk | H H CH, S 2- B Ao
—HEAR | H H CH, S 8- A T2 oA

—HtEAk | H H CH, S 2,8- = R 2%
Bk | H H CH, S [EE TN

=&tk | H H CH, 0 2-(N,N-= Bt 4 B ol
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01813182. 4 oW B 5E102/2081

R! R? R3 RS X Base

=& | H H CH; 0 |6-0-TEtik &g
= |H H CH, 0 |8&-AKEE%
ZHEAR | H H CH, 0 | &&%

ZHEEMR  |H H CH, O | 6-(NN-—ZBtik)pggoh
=#mAx  |H H CH, 0 |2-FfARAg2

=Mk | H H CH, 0O | 8-AMAES
ZHEAR | H H CH;, 0 |2,8-ZfMKAE%S
ZHmak | H H CH, O |2-(NN-ZZ.#tik) 82w
s | H H CH, S 6-O- LBtk B %ol
ZHE4R | H H CH;, S 8- AR E%
ZAEAR | H H CH, S B g

ZH##k | H H CH, S 6-(N,N-— LBt B %%
=#EME | H H CH, S [ 2-fkaEes

Z R | H H CH, S 8- AAARE%
ZHEAR | H H CH, S 2,8- = @AM R
ZHEAR | H H CH, S R

—HEEAR | —EEERAR | —HEEAR | CF, O | 2-(NN-ZZBt#) 8 2%
—EE AR | —HBEERAR | —BEBAAR | CF, o) 6-O- LBt A & v%od

— B EAR | —EERAR | —BEERAR | CF, 0 |8-AKEE%
—HEBAR | —HEEBAR | —HREUR | CF, 0 | &&%

—BEBRAR | —HEERAR | —HEEAR | CF, O | 6-(N,N-= Z.Bt )% -gob
—HEAR | —HEBAR | —#BAR | CF, 0 | 2-FARBRE%
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01813182. 4 oW B 5E103/208H1

R! R R RS X |Base

—HEBRAR | —BEERAR | —BEEAR | CF, O | 8-FMAEA

—BEEAR | —BEAR | —HRAR | CF, 0 |28-—fRMpE%

—HE B AR | —HERAR | —HEBAR | CF, O | pgs

—BEBRAR | —EEAR | —BiER | CF, S | 2-(NN-—Z @ 1)
By gl

—BEEAR | —BEERAR | —AREAR | CF, S | 6-O-TBtik & ofoh

—HEEAR | —BEBAR | —BEERAR | CF, S | 8-# MK E%

—BEERAR | —HBAR | —FEAR | CF, S | &%

—HEAR | —BEBAR | —#E4R | CF, S | 6-(N,N-= B i)

—HRE AR | —BEERAR | —BEEAR | CF, S | 2-FARARE%

—EREAR | —HEBRAR | —AEERAR | CF, S | 8-# AR E%

—HEBAR | —BEEAR | —BE4R | CF, S | 2,8-= FAK AR

—BREAR | —AEEAR | —HER | CF, S | Ak

E3 Ttk E%k | CF, 0 | B2

TELE TELE LERE CF, S | Bzw

S-S TERE S %-3 2-BR-THHK | O | Begeh

Lk LB O1%-3 2-iER-THA | S | Bk

BA, RFAE S GEFFRRZSH, $E&T7 X VI 945

R0

£
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01813182. 4 oW B 5E104/2081

R! R® RS X Base

H H CH, o) 2,4-0-= LB BT
H H CH, 0 RE RS

H H CH, 0 2,4-0-— TBLE P AREE
H H CH, 0 FA R

H H CH, o) FEEZ

H H CH, 0 4-(N-#.-TBLR)frgor.
H H CH, 0 4-(NN-= Z Bt R )%z
H H CH, 0 FRAEE

H H CH, 0 5- FAR ST

H H CH, S 2,4-0-— T Bk 3 F T
H H CH, S RF R

H H CH, S 2,4-0-= LEk L A REoE
H H CH, S JaREE

H H CH, S FoE

H H CH, S 4-(N-B.- LELE ) ST
H H CH, S 4-(N,N-= T Bt ) e esee
H H CH, S JRoEE

H H CH, S 5- AR FRE T

— BB AR H CH, 0 2,4-0- — LB SR EZ
—BE AR H CH, 0 KE R

— BB AR H CH, 0 2,4-O-— T BL B P AR oe.
—HEBRAR H CH, 0 ok A

—HE AR H CH, 0 JEEE
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01813182. 4 oW B 5E105/208H1

R' R? R® X Base

e | H CH, 0 4-(N-E-THRE)EER
—HEa | H CH, 0 +-(NN-Z LBAVRER
—BRERAR H CH, 0 BT

—BEERAR H CH, 0 5-FREER

— B ERAR H CH, S 2,4-0-= LB RER

— B BRAR H CH, S KB RN

—HREAR H CH, S 2,4-0-= LELAPAMETE
—HREEAR H CH, S P AR

—HRERAR H CH, S f oz

—HEA | H CH, S 4-(N-E-TREVETR
— R EAR H CH, S 4-(N\N-Z B A) %
— BB AR H CH, S T

— B EAR H CH, S 5-BARRER

Z B EAR H CH, 0 2,4-0-= LEBLASER
ZHEEAR H CH, 0 k&R

B BAR H CH, 0 2,4-0- = LELE M MR
T B EAR H CH, 0 P

ZBREAR H CH, 0 BT

—HEs | H CH, 0 +-(N-F-LRE)EER
—BEBAR H CH, 0 4-(N,N-= Z BB fo5%
LB EAR H CH, 0 Fovr

ZHEEAR H CH, 0 S B BRE T

SR EAR H CH, S 2,4-0-— LB TR
SRR H CH, S KB 2

B ERAR H CH, S 2,4-0- = TEBLE M MER
ZHERRAR H CH, S e e

B EAR H CH, S B

AR H CH, S 4-(N-%- LB )T
AR H CH, S 4-(NN-= 2B ) g%
ZEEBAR H CH, S B

B BAR H CH, S 5- BB
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01813182. 4 oW B 5E106/2081

R R? R® X Base
Z B AR H CH, |O 2,4-0- = LB SEE
ZBEAR H CH, |O K E g
ZAEEAR H CH, |[O 2,4-0-Z LB A B E R
ZHERRAR H CH, o) R osimy
ZHERAR H CH, o) JorEx
ZHEAR | H CH, |O 4-(N-2.- LB FOEE
ZHEEAR H CH, |O 4-(N,N-— Z Bt ) o or
Z B EAR H CH, |0 T
Z B BAR H CH, |O 5-FREER
=R EAR H CH, |[S 2,4-0-= TB A KFE
Z AR H CH, |8 KB E
ZHEEAR H CH, |8 2,4-0-— TBL A M ER
ZHEEAR H CH, S B o
ZHEAR H CH, [S R
= BREAR H CH, |[S§ 4-(N-3- LB B e
ZHREAR H CH, S 4-(N,N- = B ) i8R
= BEERAR H CH, |8 Fos
Z AR H CH, |S 5-RARSER
— R EAR — AR CF, 0 2,4-0-Z LB ARER
— B EUAR —BREAR CF, 0 KB EA
— B BAR — B AR CF, 0 2,4-0-— LEBL A MM
—HE AR —BEBRAR CF, 0 R
— B EAR —BEBAR CF, 0 fosgoz
— B EAR —BREAR CF, ) 4-(N-$- LB RIS E
—HE B AR — BB CF, 0 4-(NN-— ZBL &) fo gz
— B BAR — B AR CF, 0 P
— B EAR — B BRAR CF, 0 5-fARFTTE
—BREAR — B BB CF, S 2,4-0-— LA FER
—HEBAR —E AR CF, S KEE
— B EAR — BB AR CF; S 2,4-0-Z LB RRR
—BEERAR — AR CF, S MR
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01813182. 4 BB B E8107/208W1

R R? R’ X Base

—BEBRAR — R BAR CF, S e

—HEiaR | HEsR |CK S 4-(N-2-LBE)RER

— B ERAR — B AR CF, S 4-(NN-= T Bt 2 ) Jeogvz

— B EAR —BREAR CF, S PR

—BEBRAR —HEBRAR CF, S S-BK T

R xS CF, 0 4-(NN-Z CBEER

LEE e CE, |S +NN-ZTBBEBR

LEE 223 2-ifK- | O 4-(NN-= LB B
T |

LELE CELE EYE 4+-(NN-Z LR EVBBR
LA A

H H CH, 0 2-(NN-— 2Bt L )- By o2 ok

H H CH, 0 6-O- ZBLI & Roh

H H CH, [0 OEYE T

H H CH, 0 REDIN

H H CH, |0 6-(N,N-= T Bt A)- B B

H H CH, |0 2-ARAED

H H CH, |0 B AR

H H CH, [0 28— AR MR%

H H CH, o} [T TN

H H CH, |8 2-(NN-Z 2Bt )- Bk

H H CH, S 6-0- LBLE & %o

H H CH, [S AR ER%

H H CH, S DN

H H CH, |8 6-(NN-Z LELE) BB

H H CH, |8 PR VT TS

H H CH, |8 8- ARAED

H H CH, |[s 28— RS AL ED

H H CH, |[S FTTS

— B BAR H CH, 0 2-(NN-Z T8t )- B ogvd

— B AR H CH, 0 6-0- Lt ik & 7%
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01813182. 4 o B 5E108/208H1

R R® RS X Base

— B BAR H CH, |O 8- A B k%

— B AR H CH, |O By kol

) H CH, |O 6-(N,N-— Z Btk )-B o
— B AR H CH, |O 2-FARBR A

—HE AR H CH, |O 8- FARARE S

—HEAR H CH, |0 2,8-Z BAR-ARfob
—EEERAR H CH, 0 BRgs

— B EAR H CH,; S 2-(N,N- = T Bt 4)- & 2%
— BB AR H CH, S 6-O- LBL X B ok

— AR H CH, |S 8- FMK B R

— AR H CH, |S B g

—EEEEAR H CH, S 6-(N,N-— Z B 3 ) - "2
—BEEAR H CH, S 2- FAR AR

— B AR H CH, |8 8- FAAR R

— B EAR H CH, |S 2,8- = fAR-AR kA
HREAR H CH, S A 2

SRR H CH, |O 2-(NN-= T8t k) &, 72 %
ZHEEAR H CH, 0 6-0- LBt &%
—HEEAR H CH, |O 8- A& g

B BAR H CH, |O By ool

ZHEAR H CH, |O 6-(N,N- = Z BtH)-ie & o
—sEs | H CH, |O 2- RIS

ZBREAR H CH, O 8- AR R

ZBEERAR H CH, |O 2,8- = B AR-BeoES
AR H CH, |O FRAEA

Z AR AR H CH, S 2-(NN-— ZBEA)- B 2o
AR H CH, |S 6-0- LBk B b

B AR H CH, |S 8- MK L Fob

SRR AR H CH, S RN

AR H CH, S 6-(N,N-— Z, Bt )-A% %%
ZHEBAR H CH, |S 2- FARAR R
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01813182. 4 oW B 5E109/208H1

R' R’ R X Base
ZHEERAR H CH, S 8- ALARAR R4
—HeM  |H CH, S 2,8 = RRAED
—BERAR H CH, S [T
ZBERRAR H CH, 0 2-(N,N-— Z. Bt £ )- By v ob
ZHEBAR H CH, 0 6-O- LBtk & v
ZHERAR H CH, o) 8- AAX, 1y w2l
AR H CH, 0 B wZok
EHEEAR H CH, 0 6-(N,N-= Bt A )-#5 2%
ZHEEAR H CH, 0 2- B R
ZBEERAR H CH, 0 8- F AKX AL 2o
Z BB H CH, 0 2,8 = BR-BRRA
ZHEBAR H CH, 0) [T
ZHEEBAR H CH, S 2-(N,N- = Bt )- B e oh
EAERAR H CH, S 6-0- L BEI B wZoA
= BREAR H CH, S 8- FAX. B 2w
ZREBRAR H CH, S R=TN
Z AR H CH, S 6-(N,N-— T Bk 2 )- g v vh
ZBEEAR H CH, S 2- AR
ZHEAR H CH, S 8- FAR AR E oA

| EFEAR H CH, S 2,8- = BAX AR A
ZHBAR H CH, S [P
— B AR — BB CF, 0 2-(NN-— 2Bt ) B ok
— B BAR —BEBRAR CF, 0 6-0- L BEA B okoh
— B EAR — B EAR CF, 0 8- A 2 goh
—BEEAR — BB CF, 0 REDIN
— BB AR . CF, 0) 6-(N,N-— Z Bt 3)- A2
— B EAR — B BAR CF, 0 2- BRI
— B EEAR —HRELAR CF, 0 8- FLK MR
—BREAAR —HREAR CF, 0 2,8-— FAK AR
—BEEAR —BRERAR CF, 0 [T
— R EAR —BEEAR CF, S 2-(NN-= Z.Btb)- By oo
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01813182. 4 oW B E110/2081

R! R* RS X Base

— BB AR — B EAR CF, S 6-O- LIk & vkeh
— BB AR —HEBRAR CF, S R e 2

— BB AR —BREAR CF, S B g

—HEBRAR — BB AR CF, S 6-(N,N-= ZBti%)-Ax
—HEBRAR —BEERAR CF, S 2- RAAR b

— BB AR — R EAR CF, S 8- FAK AR
—HBEBRAR — B ERAR CF, S 2,8-— FAR-AR R
—HEBAR — R BRAR CF, S 2 28

B TELE CF, 0 R TIN

LBtk LB CF, S A= TN

Ltk %3 2-2R-THE | O 1y ool

%3 LBbE 2-8K-THH | S TN

A, FRAE S GBI TR FSH, & T X X 6945

Base

R'o
X
R‘
=)

H:
R! RS X Base
H CH, 0 2,4-0-=. T, Bk B R vEog
H CH, 0 & iy
H CH, 0 2,4-0-— Z Bt 2L i A vz
H CH, o i) A
H CH, 0 FOEE
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01813182. 4 oW B E111/2081

R' R® X Base

H CH, 0 4-(N-3%- LB
H CH, 0 4N N-ZZRE)EER
H CH, 0 FER

H CH, |0 5- BASEZ

H CH, S 2,4-0- = LB JETE
H CH, S KE A

H CH, S 2,4-0-Z LB A FRER
H CH; S iaf At

H CH, S e

H CH, S 4-(N-%-TBLEVIRER
H CH, s 4-(NN-= T BB
H CH, s AR

H CH S 5-RRIER

— B BAR CH, 0 2,4-0-— LELE ST
—HEBRAR CH, 0 K 2oh

— AR CH, 0 2,4-0- = LB A B R oot
—HEAR CH, 0 FAIRGR

— BB AR CH, 0 Jooguz

—BEEAR CH, o} 4-(N-2- L EA ) ooz

— B EAR CH, 0 4-(NN-= ZBER) BT
—HEEAR CH, 0 FoEur

— B BAR CH, 0 S-FAR T

—HEAR CH, S 2,4-0-Z LB A SKER
—HRERAR. CH, S KE 2

—HE B AR CH, S 2,4-0- = LBL R B RER
— B EAR CH, S FORE

— B BAR CH, 5 P

— B BAR CH, S 4-(N-2- LB OB
—H AR CH, S 4-(NN-Z LB ISR
— BB AR CH, S FoETE

—HEBAR CH, S 5-RARAER
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01813182. 4 oW B E112/2081

R! R X Base
B EAR CH, 0 2,4-0-— LB A B
—H AR CH, 0 KB
B AR CH, 0 2,4-0-Z LB A PR ER
ZRER AR CH, 0 A R
ZHERRAR CH, 0 Jagz

— B CH, 0 4-(N-2- LB RER
S B EAR CH, 0 4-(NN-Z Z Bt )i
ZHEBAR CH, 0 R
—HHEAR CH, 0 S RARIEE
R EAR CH, S 2,4-0-— LB REE
R ERAR CH, S KRR
ZEREAR CH, S 2,4-0-= LBLE B MR
ZHEBRAR CH, S T
B EAR CH, S T
ZBEBAR CH; 0 2,4-0-Z LB R
ZH AR CH, 0 K g
ZHEEAR CH; 0 2,4-0-= T Bt 3 JA Mo
= HHEAR CH, 0 PR
ZBEBAR CH, 0 BB
ZBEAR CH;, 0 4-(N-£- LB g
ZHEBAR CH, o) 4-(N,N-= ZBL ) ioEox
ZBREAR CH, 0 FIEE
ZHEREAR CH, 0 5- BRI
ZBEEAR CH, S 2,4-0-Z LBLASRER
ZREBAR CH, S k Em
Z AR CH, S 2,4-0-Z LB AR ER
ZEERAR CH, S Aoz
ZEREAR CH, S P
—HEBAR CF, 0 2,4-0-Z LB RER
— B BEAR CF, 0 KE
— BB AR CF, 0 2,4-0-Z LB A PR BT
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01813182. 4 oW B E113/2081

R R® X Base

—HEEAR CF, 0 s

— B BAR CF, ) o

Ekiiiada CF, 0 4-(N-#-LRIVEER
—BEERAR CF, 0 4-(NN-= B ) Mo
—BE AR CF, 0 s

Mkieiia CF, 0 5 RRAER

— B EAR CF, S 2,4-0-= LB RER
— B BAR CF, S KR

—HERAR CF, s 2,4-0-Z LR A MMER
—H AR CF, s B

—BEBAR CF, S BETE

— B EAR CF, S 4(N-2- LR TR
— R EAR CF, S 4-(N,N- = L BL 2 e
— B AR CF, S R

— B EBAR CF, S 5- B ARAAER

413 CF, 0 4-(N,N-Z TR ) fegoe
Ttk CF, S 4-(NN-— @) e
LBA 2-RR-THE |0 4-(NN-Z LB IR
813 2-BR-THE A S 4-(N,N-— T3 2 ) ooz
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A, RAELER

o

e RS, HETHX XVI 9 H:

H£F.

R! R® R [R |X Base R R’

H CH, H H |O 2,4-0-—Z Bk & | OH Me
EE

H CH, H H |O REFE% OH Me
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R! RS R’? R® X Base R R’

H CH, |H H |o 2,4-0-—Z% |OH |Me
b3 &

H CH, |H H |O P Ao OH |Me

H CH, |H H |0 Py OH |[Me

H CH, |H H |0 4-(N-#2-7Z% |OH |Me
P9 A A

H CH, [H H |0 4-NN-=Z# |OH |Me
H)peeEeE

H CH, |H H |0 FoEeT OH |[Me

H CH, |H H |O 5s-fAk % |OH | Me

H CH, |H H |[S 2,4-0-=z8 |OH [Me
HIRAETE

H CH, |H H |[S K %R OH |Me

H CH, |H H |S 2,4-0-—Z&% |OH [Me
B8 ) L

H CH, |H H |[S B Ao OH |Me

H CH, |[H H |S FRPERE OH |Me

H CH, |H H |[S 4-(N-#%-78 |OH |Me
Bk s

H CH, |H H |S 4-(NN-—z#& |OH |Me
)bz

H CH, |H H |[S Ry OH |Me

H CH, |H H S S-gAXMEE | OH | Me

—HBAR [CH, |H H |0 2,4-0-=Z8 |OH |Me
AIET

—&584% | CH, |H H |o REFA OH |Me

—H#4% | CH, |H H |0 2,4-0-—zZ% |OH [Me

—&iE4% | CH, |H H |0 B Rarsey OH |Me

—BEAk |CH, |H H 0 AR TE OH |Me

—&884% |CH, |H H |o 4-(N-#-zZ8 |OH |[Me
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B ) A

—HEEAR | CH, | H H 4-NN-—zZ# |OH |Me
B )RR

—&EEsH [CH, [H H KR OH |Me

—atEAL (CH, |H H S-S | OH | Me

—&E#AR | CH, |H H 24-0-—zZ®% |OH |Me
IR

—BEM (CH, |H H KERb OH [Me

—HiEsAR | CH, | H H 2,4-0-—Z8% |OH |Me
B3 0) 44

—&§EsA% | CH, |H H B SR OH [Me

—a8Ak | CH; |H H FeLEoE OH |Me

—HEA% | CHy | H H 4-(N-#-Z% |OH |Me
)b
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R R R" |R Base R" R’
—#E#4R |CH, |H |H 4-(NN-—z# |OH Me

F)eE
—#i#4 |CH, |H |H BT OH Me
—Hgak (CH, (H [H 5-pAKAEse | OH Me
—HEAR | CHy H |H 2,4-0- =84 | OH Me
—##A (CH, |H |H P 31 OH | Me
—&EM |CH, |H |H 2,4-0-— Bt | OH Me
A (CH, |H |H B g OH Me
—HE#Ak (CHy, |H |H FoPR L OH Me
—Ei# 4% | CH, H |H 4-(N-#-Z8t3k) | OH Me
e %eE
—&EH |CH, |H |H 4-NN-—zZ 8 |OH Me
) gz
—BiEsAR | CH, H |H ST OH Me
— AR | CH, H |H 5- BAX SR BT OH Me
—H Ak | CH, H |H 2,4-0-— 8% | OH Me
—EE#AR | CH, H |H RER%D OH Me
— 8 | CH, H |H 2,4-0-—zZ 8k | OH Me
JA B e
BB AR | CH, H |H F BRER OH Me
—HsBAR | CH, H H i OH Me
Z 4R | CH, H |H 2,4-0-— 83 | OH Me
R
ZEi AR | CH, H |H s e OH Me
=B8R | CH, H |H 2,4-0-—zZ#t# | OH Me
i) L
ZH58 AR | CH, H |H i OH Me
Z &84k | CH, H |H fo g OH Me




01813182.4 P OB P H5118/20811

= B4R | CH, H [H 4-(N-¥.-78:5) | OH Me
FLTE I

Z#EM4& (CH, |[H |H 4-(NN-—Z# | OH Me
)ik

= HERAR | CH, H |H B OH Me

ZH#Ak |[CH;, |H |H S-#MAE= | OH Me

ZHEAR |CH, |H |H 2,4-0-—z# % | OH Me
B

ZHsE A% | CH, H |H KEF A OH Me

ZHiE4% | CH, H |H 2,4-0-— @& | OH Me
Jé R

ZHEAk | CH, H [H B R ooz OH Me

Z B4R | CH, H |H FOEE OH Me
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R! R® R’ R® Base RY R’
—HE# AR | CF, H H 2,4-0-=Z8 | OH Me
A IRE

—BE#AR | CF, H H RE RS OH Me

— A4 | CF, H H 2,4-0-—Z# | OH Me

—H AR | CF, H H Jh) e e OH Me

—8584% |CF, |H H FoogT OH Me

— B B4R | CF, H H 4-(N-#%-Z8 | OH Me
ES) A

—BE#4% | CF, H H 4-NN-—zZ |OH Me
Bt ) fe gz

—HEB 4% | CF, H H JRIEE OH Me

—H 4% | CF, H H S5-RARSRE | OH Me

—H854% | CF, H H 2,4-0-—Z#& | OH Me
HREE

—E#4R | CF, H H VS o OH Me

— A B4R | CF, H H 2,4-0-—zZ.# | OH Me
AR

— B A% | CF, H H B o OH Me

— B8 4% | CF, H H g OH Me

—HEA% | CF, H H 4-(N-#-7,8, | OH Me
H)Fargeg

—HBEBAR | CF, H H 4-(NN-—z. |OH Me
%) A

—HEAR | CF; | H H PR OH Me

—H##AR | CF;  |H H 5-fARAER | OH Me

Z8&k | CH, H H 4-(NN-—z |H Br
BRI fe g

Bk | CH, H H 4-(NN-—z |H Br
B ) fe T

Ltk | CH; OH H 4-NN-—z |H Br
Bt ) e

ek | CH; |OH H 4-NN-=z |H Br
Bt R
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LB 2. #1& 2-C-F EBAERE%

ARIEATT 69 7 %= (R. E. Harry-O’kuru, J. M. Smith #= M. S. Wolfe,
"A short, flexible route toward 2'-C-branched ribonucleosides", J. Org.
Chem. 1997, 62, 1754-1759), #|4- B #xto-4h (742 8),

wAz 8
OBz
B2 OHOBz BzO o Bz 0Bz

oIS
R=CH; HO N . N 7

(a) Dess-Martin periodinane; (b) MeMgBr/TiCl,; (c) BzCl, DMAP,
ELN; (DR(ZFATF a4 Lok, N°-K ¥ B2 iR 2%, TMSOTS ;
(e) NH,/MeOH
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AR R F ik, 122 RAE YL BT R EYE, 8T
7 X I 6942 5

Y
N <Sn
X‘—</ l )\
N N/ x!
H

)

r'o

—
~

so]{as] o] pan)ian]as] Ba sl ec] e o]
][> =] ] es] Qe st e o) le o] Jeo] ]
&

Bt

an) Jes] Jy=siiyesy s ies] e e fesf i)
avjas}ient aviiiar)as] Rlas]ies] ot i)

T T W] @ o= o om | om R
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R’ R’ R? X! X Y

H H H H H O-;R A &
H H H H H O-T:Btik
H H H H H SH

H H H | H H SMe

H H H H H SEt

H H H H H S-;R AL
H H H H H F

H H H H H Cl

H H H H H Br

H H H H H I
—BiEA%k | H H H H NH,
—HEA%  |H H H H NH- Z. 8t
—H#Ak | H H H H NH-#R & %
—aidk | H H H H NH-¥ %
A | H H H |H NH-Z%
—B#ik | H H H H OH
—BEAR | H H H H O-T@
—HiEAR | H H H H OMe
—EEEAR  |H H H H OEt
—HBAk | H H H H O-FK AL
—EsEAk |H H H H SH
—aEAe | H H H H SMe
—HEAR  |H H H H SEt
—HiEAR | H H H H S-FA ik
—H8ik | H H H H F
—HiEAR | H H H H Cl
—HiEAR | H H H H Br
—BEEAR | H H H H I
—HiEAR | H H H H NH,
—BEEAk | H H H H NH-Z. 84
—EEEAR | H H H H NH-3% & &
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Rl
— 1 R2
—HEik | H " 4
—BEEAR  |H . : § :
= H
AR | H - e
—HERRAR : :
H . NH-Z %
ZBEEL. h H
- tEcAR | H H : - >
t%&*& ; : - : O-Z.@tik
i—‘)‘?&ifﬁ'« H H ; 4 o
-:6%&#& ; : . . OEt
s ; O-3Fr /&
73773 . 4 H
tsiaaialll i : : SH
:—?‘;&ﬁ'« H i : ) g
tif?&*& H H . 'H SEt
e - S-3RAE
ZREBRA : : |
— - | i H H F
—BERRAR | H : Cl
ZHEAR | H ; ; H -
ZHEAA | H - - H I
ZHEAR | H . : : Z
AR : H
s : NH-Z 8t
ZEEEAR ; : i
: i NH-3R /& 2
ZBEERA : H i
= o NH-¥F £
ZHEBRAR ; : L
: ! NH-zZ £
ZBRE - ‘ ; i
it - : .
—j_%gﬁ*& : : . H OMe
:—J;_"?éﬁif& H H ; E =
e ! O-3r /&
ZRERAR - : i
: o O-ZEtA
R . H |
’. ) i ; - SH
T%&*& : : o o SMe
fﬁﬁ*& : : H i SEt
=4k |H : S-
: . AL
- F
H
Cl
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R! R? R? X X Y
ZHEMA |H H H H Br
=mak |(H H H H I
—BEAR | —EEERAR | —EEEMR | H H NH,
—HEEAR | —EEEUR | —EERAR | H H NH-3 & 4
—RERRAR | —BEERAR | —HEEAR | H H OH
—EEEAR | —HERRAR | —BERAR | H H F
—BEERAR | —EEEUR | —BEEAR | H H Cl
CEERAAR | DEEEAAR | —EEEAR | H H NH,
CHEAR | ZEEEAR | HER | H H NH-2R & &
ZEEEAR | SHRERAR | —HEmdR | H H OH
ZEEEAR | SBRERAR | —HRRAR | H H F
ZEEEAR | BEERAR | —EEMR | H H Cl
ZEEAR | ZAEEBAR | ZAEEAR | H H NH,
ZRERAR | AR | ZAtEUR (H H NH-3% & £
ZREERAR | ZAEEAR | ZEEM4R | H H OH
ZERAR | ZAEEAR | =EfER | H H F
ZREAR | ZERRAR | =HER |H H Cl

H H H F H NH,

H H H F H NH-3 A
H H H F H OH

H H H F H F

H H H F H Cl

H H H Cl H NH,

H H H Cl H NH-3% & 2
H H H Cl H OH

H H H Cl H F

H H H Cl H Cl

H H H Br H NH,

H H H Br H NH-3% & £
H H H Br H OH

H H H Br H F
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R! R? R’ X! X Y

H H H Br H Cl

H H H NH, H NH,

H H H NH, H NH-3% & %
H H H | NH, H OH

H H H NH, H F

H H H NH, H Cl

H H H SH H NH,

H H H SH H NH-3: & £
H H H SH H OH

H H H SH H F

H H H SH H Cl

LBt H H H H NH,
LBER H H H H NH-3R & &
sk H H H H OH
TR H H H H F

L H H H H Cl

B H H F H NH,
LB H H F H NH-31 #& %
LBk | H H TF H OH
TBE H H F H F

EEE H H F H Cl

H Lk LBEA H H NH,

H LBtk Tt H H NH-3% & £
H TBE LB H H OH

H LB Lt H H F

H TBE % H H Cl

Bk LR LBtk H H NH,
)% B %3 H H NH-3R % 2
LB LR %3 H H OH
LB Btk LA H H F

B Lk etk |H H Cl
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R! R? R X! X Y
—BEAR | LB T H H NH,
—BEMR | TEBE 8] %3 H H NH-3% & %
—BERAR | TR Tk H H OH
—BEERAR Tl 423 H H F
—EEEAR | TBRA LEEA H H Cl

Z BB AR %3 TBLE H H NH,
AR | LB TEA H H NH-31 & %
—EEEAR | LEBRK Ltk H H OH
—HERAR | LB LRk H H F
ZEEEAR | TRk Lk H H Cl

ZHE AR TBbEk 423 H H NH,
ZHERAR | LB 8] %3 H H NH-3R & %
ZHEEAR | LB Bk H H OH
ZEERAR | TRRA LEER H H F
ZBERAR %3 LBLE H H Cl

H H H H NH, H

H H H H NH, NH,

H H H H NH, NH-3R & 3k
H H H H NH, NH-F %
H H H H NH, NH-Z %
H H H H NH, NH- Z @3
H H H |H NH, OH

H H H H NH, OMe

H H H H NH, OEt

H H H H NH, O- K A&
H H H H NH, O-TEik
H H H H NH, SH

H H H H NH, SMe

H H H H NH, SEt

H H H H NH, S-F A&
H H H H NH, F
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R R R’ X X Y

H H H H NH, Cl

H H H H NH, Br

H H H H NH, I

—HEAR | H H H NH, NH,
—BEAR | H H H NH, NH-Z. 8t
—HiEE | H H H NH, NH-31 & £
—HBAR | H H H NH, NH-F %
—#EAR | H H H NH, NH-Z %
—Ei#A4  |H H H NH, OH
—BE#ik | H H H NH, O-zBtik
—Hi#A% | H H H NH, OMe
—HiEAR | H H H NH, OFEt
—BEAR | H H | H NH, O-:R @A
—Bi#AR | H H H NH, SH
—BEBRAR H H H NH, SMe
—BEELAR H H H NH, SEt
—HigAk | H H H NH, S-FRA &
—BEA | H H H NH, F

—##Ak | H H H NH, Cl
—EEERAR | H H H NH, Br.
—Higak | H H H NH, I

—HEAR | H H H NH, NH,
—HERAR | H H H NH, NH- Z Btk
—BEAR | H H H NH, NH-3R & £
—HEAR | H H H NH, NH-F %
—BEAk  |H H |H NH, NH-Z %
—HEEAR | H H H NH, OH
—EEEAR | H H H NH, O-Z8t&
—#EM  |H H H NH, OMe
—EEEAR |H H H NH, OEt
—aEEAE |H H H NH, O-:r A/ Kk
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R' R? R’ X X Y
—EBAR  |H H H NH, SH
—&EM |H H H NH, SMe
—wmik | H H H NH, SEt
—Hmik |H H |H NH, S-SRk
—EEAR | H H H NH, F
—EEA |H H H NH, Cl
—Ei | H H H NH, Br
—EEi  |H H H NH, I
ZHEAk  |H H H NH, NH,
ZHBAR | H H H NH, - NH-Z. 8t
ZHBAR | H H H NH, NH-3R A 2
ZEEAR | H H H NH, NH- 7 %
=BiEAE | H H H NH, NH-Z %
=ik |H H H NH, OH
ZHEAR  |H H H NH, OMe
ZHEae |H H H NH, OFEt
=ZHE4R | H H |H NH, O-F A/ &k
ZEsEA% |H H H NH, O-T Bt
ZHBAR  |H H H NH, SH
ZH&a | H H H NH, SMe
ZHEBAR | H H H NH, SEt
ZHmMR |H H H NH, -3 A& A&
ZHEAk  |H H H NH, F
AR | H H H NH, Ci
s |H H H NH, Br
ZH#EM  |H H H NH, I
—HRERAR | —BEERAR | —BEAR | H NH, NH,
—HEEAR | —BEBAR | —EEEUAR | H NH, NH-:R & %
—BEEAR | —BEEAR | —BEEAR | H NH, OH
—RREAR | —BEERAR | —BEEUR | H NH, F
—BEAR | —BEAR | —EiEAR | H NH, Cl
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R R? R} X X Y
ZEERAR | SEERRAR | —EEMAR | H NH, NH,
ZEERAR | EEEAR | BBk | H NH, NH-3r /& £
CEERRAR | —ERBUAR | —EEMAR | H NH, OH
ZEERAR | EEERAR | —BEEUR | H NH, F
SRR | HEBUAR | —HEEuRk | H NH, Cl
ZEREEAR | ZHEAR | =EiMAR | H NH, NH,
ZREAR | ZEEAR | =&EAR | H NH, NH-3% /& 4
ZREEAR | EHEUR | ZEiMAR | H NH, OH
ZHEBAR | ZHEAR | ZHEE |H NH, F
ZEEBAR | ZEERMAR | ZEEAR | H NH, Cl

H H H F NH, NH,

H H H F NH, NH-3R & &
H H H F NH, OH

H H H F NH, F

H H H F NH, Cl

H H H Cl NH, NH,

H H H Cl NH, NH-#F & £
H H H Cl NH, OH

H H H Cl NH, F

H H H Cl NH, Cl

H H H Br NH, NH,

H H H |Br NH, NH-3% & &
H H H Br NH, OH

H H H Br NH, F

H H H Br NH, Cl

H H H NH, NH, NH,

H H H NH, NH, NH-3% 7 £
H H H NH, NH, OH

H H H NH, NH, F

H H H NH, NH, cl

H H H SH NH, NH,
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R' R? R? X X Y

H H H SH NH, NH-3# & %
H H H SH NH, OH

H H H SH NH, F

H H H SH NH, Cl

LBk H H H NH, NH,
Lk H H H NH, NH-3% & &
ik H H H NH, OH
ek H H H NH, F

ik H H H NH, Cl

LBt H H F NH, NH,
sk H H F NH, NH-3%R /& &
TEek H H F NH, OH
Tk H H |F NH, F

Lk H H F NH, Cl

H 183 %3 H NH, NH,

H . %3 LEA H NH, NH-3% & 2
H LR LA H NH, OH

H g TERE H NH, F

H LBk ZELE H NH, Cl

] %3 LB #1583 H NH, NH,
B LB TBLE H NH, NH-3R & £
3 Lt LBk H NH, OH
Tk ZERE LELE H NH, F

LRk LAk LBk H NH, Cl
—BhEAR | TBRR LB H NH, NH,
—HEBAR | LB ek |H NH, NH-#% A %
—BEERAR LBk 4183 H NH, OH
—BEEAR | LB ZBLE H NH, F
—BEERAR | TBRA LB H NH, Cl

B BAR TBLE B H NH, NH,
—HEAR | TBuE LB H NH, NH-37 & %
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R! R? R? X! X2 Y
ZREEAR | LB B H NH, OH
ZEEEAR | TRt 4] %3 H NH, F
BRI | TBLA %3 H NH, Cl
ZREEAR LB ek |H NH, NH,
ZREBAR | TR Tk H NH, NH-3 & £
ZRERRAR %3 Bk H NH, OH
ZEERRAR | TBRE ] %3 H NH, F
ZHEEAR | TEBRE st H NH, Cl

H H H H Cl H

H H H H Cl H

H H H H Cl NH,

H H H H Cl NH-3# & %
H H H H Cl NH- 7 %
H H H H Cl NH-Z %
H H H H cl NH-Z#4
H H H H Cl OH

H H H H Cl OMe

H H H H Cl OFEt

H H H H Cl O-;r Ak
H H H H Cl O-TEik
H H H H Cl SH

H H H H Cl SMe

H H H H Cl SEt

H H H H Cl S-F A%
—BEAR | H H H Cl NH,
—BiEAR | H H H Cl NH-Z 8tk
—HBEAR | H H H Cl NH-3% & £
—HEAR | H H H Cl NH-¥ #
—HiE4k | H H H Cl NH-Z %
—HBEik | H H H Cl OH
—HiEAR | H H |H Cl O-T Bt
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R! R R} X X Y
—gEEAR | H H H Cl OMe
—HEsk | H H H Cl OEt
—HEAR | H H H Cl O-% A%
—HieAk | H H H Cl SH

— e | H H H Cl SMe
—HEAE |H H H Cl SEt
—HEm  |H H H Cl S-3R A 3k
—HEEAR | H H H Cl NH,
—#Ek | H H TH Cl NH- OB
—HiEAE |H H H Cl NH-$R &%
SEER AR H H H Cl NH-¥ 4%
ek | H H H Cl NH-Z %
—AEEAR | H H H Cl OH
s |H H H Cl O-Z Bk
~EiER | H H H Cl OMe
—HiEAR | H H H Cl OEt
&R | H H H Cl O-3 Ak
—EEEAR | H H H Cl SH
i |H H H Cl SMe
—HEAE | H H H Cl SEt
&R | H H H Cl S-3R A A
ek | H H TH Cl NH,
ZHRMR | H H H Cl NH-Z8 %
Mgk | H H H Cl NH-3R &
=R | H H H Cl NH-¥ £
R |H H H Cl NH-Z. %
ZHEM  |H H H Cl OH
ZHEAR | H H H Cl OMe
Z&Eete | H H H Cl OFt
=A% |H H H Cl O-; A&
ZREEAMR | H H H Cl O-T Btk
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R R? R} X X? Y
ZEEAAR | H H H Cl SH
ZHEMR |H H H Cl SMe
ZHER |H H H Cl SEt
ZEiEMR | H H H Cl S-SR A&
—BEEAR | —AEMAR | —EE4R | H Cl NH,
—BEEAR | —RERAR | —EEEAR | H Cl NH-3% & %
—BEEAR | —AEERAR | —EEERAR | H Cl OH
CEEEAR | CEEERAR | DEEEAR | H Cl NH,
—HEEAR | —AEmAR | —mER | H Cl NH-3R & %
ZEEEAR | AR | —BEER | H Cl OH
ZEEAR | ZHEAR | 2Rk | H Cl NH,
ZREMAR | ZAEMAR | ZAmAR | H Cl NH-3 /& £
ZEERRAR | ZEERUR | ZAEMR | H Cl OH

H H H F Cl NH,

H H H F Cl NH-3% & %
H H H F Cl OH

H H H Cl Cl NH,

H H H Cl Cl NH-3R & £
H H H Cl Cl OH

H H H Br Cl NH,

H H H Br Cl NH-3R & £
H H H Br Cl OH

H H H NH, Cl NH,

H H H NH, Cl NH-3 A &
H H H NH, Cl OH

H H H SH Cl NH,

H H H SH Cl NH-3F A 2
H H H SH Cl OH
LBLA H H H Cl NH,
TR H H H Cl NH-3% & %
LB H H H Cl OH
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R R’ R’ X' R’ Y

% H H F C1 NH,
LR H H F Cl NH-3F & %
Ltk H H F Cl OH

H LBk .23 H Cl NH,

H %3 Lk H Cl NH-3% #& £
H LBEE %3 H Cl OH
%3 423 %3 H Cl NH,
4573 LBk Tk H Cl NH-3 & &
Lt LBt #%:3 H Cl OH
—BEERAR | TBRE 33 H Cl NH,
—BEEAR | TERE Tk H Cl NH-3 & #
—EEERAR | B Lk H Cl OH
CEEEAR | LBAA %3 H Cl NH,
ZEEERAR | TR %% H Cl NH-3 & A&
CEERAR | LB 433 H Cl OH
ZHEAR | LB LB H Cl NH,
ZBEERAR LB B H Cl NH-3R & %
ZHEAR | TR %3 H Cl OH

H H H H Cl1 NH,

H H H H Cl NH-3% & 4
H H H H Cl OH

H H H H Br NH,

H H H H Br NH-3 & %
H H H H Br OH

138



01813182. 4 o 5E135/208H|

KA, RAELOEAELRESB $1& TNV e

r'o

)

mmmmmmmmmmmmmmmam

1]
22
g3

—BEBAR
—HE AR
— B EAR
— B BAR
—HEAR

S I e ] fen] (e ] Qeet (Rexi[en Resf s =l e] e=] oo e (=] Qo1 e o] < < < o - 1 )
Sef RSN S ot (e~ [en] ex] et o] e = o] (s R <] Benf oo e ot e e ot o o] e ol e o e ol
an] o= fe=] pes]ect aciies) Qes Jas] an] Ruo) e ] B« o] e ol Baol les] o o] Mie o Be o] ol He ol Mo ST

@

o

&

b
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R! R’ R’ X' Y

— B ERAR H H H OMe

— B AR H H H OEt
—HEEAR H H H O-3R & &
— B AR H H H SH

— B RS AR H H H SMe

— R BAR H H H SEt

— BB AR H H H S-FKAL
ZHBEBRAR H H H NH,

— BRI H H H NH- Z 8%
—BEEAR H H H NH-3x A &
Z AR H H H NH- 7 %
— B EAR H H H NH-ZX
B EAR H H H OH
ZHEBRAR H H H O-Zti
ZBREAR H H H OMe
ZHERAR H H H OFt

A EAAR H H H O-3;rA K
B ERAR H H H SH
ZEERRAR H H H SMe
—EREAR H H H SEt
ZBREAR H H H S-x A&
ZHEERAR H H H NH,
ZHERRAR H H H NH- Z. 8%
ZHEEAR H H H NH-31 /&
Zsgm  |H H H NH-F %
ZHREAR H H H NH-Z %
ZHEEAR H H H OH
ZBEEAR H H H OMe
ZHEBRAR H H H OEt
ZHREAAR H H H O-KA%k
ZBEEAR H H H 0-Tmtik
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R R? R} X! Y
ZBERRAR H H H SH
ZBEBAR H H H SMe
ZBEBAR H H H SEt

Z B EAR H H H S-3RAK
—REBRAR — BB AR —HE B AR H NH,

— B BAR —BERRAR —BEBRAR H NH-3 /&
— B R AR — AR —BEBRAR H OH

SRR BRAR ZBEBRAR ZBERR AR H NH,

Z BB AR ZEERRAR ZBEERAR H NH-3% & #
ZBRERAR Z BB AR ZREBRAR H OH
ZHERAR ZBEERAR ZHEBAR H NH,
ZHERRAR ZHEBAR ZBERRAR H NH-3% & %
ZBEEAR ZEERAR ZEEERAR H OH

H H H F NH,

H H H F NH-3% & %
H H H F OH

H H H Cl NH,

H H H Cl NH-# A &
H H H Cl OH

H H H Br NH,

H H H Br NH-3 & £
H H H Br OH

H H H NH, NH,

H H H NH, NH-2% & %
H H H NH, OH

H H H SH NH,

H H H SH NH-3% /& £
H H SH OH
LB H H H NH,
L H H H NH-3£ & &
LB H H H OH
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R! R’ R’ X Y
%3 H H F NH,
B H H F NH-3K & %
83 H H F OH
H %3 LBt H NH,
H 4% %3 H NH-:r A%
H LB LBk H OH
LBt LBk 9133 H NH,
LB 7 %3 ] %:3 H NH-3R & £
LB LERE TR H OH
— BB AR LERE L H NH,
— B BEAR Ltk TR H NH-3% & £
— B ERAR L Tk H OH
BB 823 %3 H NH,
SRR %3 Ltk H NH-# /& 4
ZHEEAR S%-3 Ttk H OH
ZARERAR 973 ] %3 H NH,
ZEREAR Lk ek H NH-3% A& 4
ZBEERAR ek ZERE H OH

KA, KRG GBEFERRESH, #&TIXX GHEHE:
RO Base

Ré
b O
or> op’

£ F:
R! R? R’ RS X Base
H H H CH, 0 2,4-0- — LB ESRER
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R! R? R® RS X Base

H H H CH, o V& 3

H H H CH, §) 2,4-0-— T B3k By Ao
3

H H H CH, o) FA o

H H H CH, 0] ik

H H H CH, 0 4-(N-3£ LRE ) fergor

H H H CH, 0 4-(N,N-= Z. B 2 o o5
3

H H H CH, 0 T

H H H CH, 0 5- PARSRAE L

H H H CH, S 2,4-0-— LB B FRoFoT

H H H CH, S R RS

H H H CH, S 2,4-0-— LB A O I
mE

H H H CH, S FA R

H H H CH, S RO

H H H CH, S 4-(N-# T B3 ) fe ez

H H H CH, S 4-(N,N-=— Z B 2 ) oo
7

H H H CH, S FR TR

H H H CH, S 5-FARSRE T

—BiEAR | H H CH, |O 2,4-0- — LB FoEoR

—BsBA% | H H CH, 0 RE TS

—BEEAR | H H CH, 0 2,4-O-— B4 P g og
7

—HBA% | H H CH, o JA PR

—BEMk | H H CH, |O FEE R
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R R R’ R® X Base

—aEA | H H CH, |O 4-(N-& LBEE )R

—HEAk | H H CH, |[O 4-(NN-= TR %
-

—5EAk | H H CH, 0 SRy

—HmAk | H H CH, |O 5- R ARG

—HBAR | H H CH, S 2,4-0-— TBLESRER

—BEAk | H H CH, |S P L

—HEAk | H H CH, |[S 2,4-0-= TBLE B I oE
%

—BiEak | H H CH, |S B BT

—HtEAR | H H CH, |[S FaET

—HEEAR | H H CH, |8 4-(N-2 T BB ) oogor

—HEAR | H H CH, |S 4-(NN-Z 2Bk )ig
u/r'{

—5iEA | H H CH, |8 B

—HEA% | H H CH, |S 5-FMREER

—HEAR | H H CH, |O 2,4-0- = TEBL I SRETRE

—HiEAR | H H CH, |[O K E R

—HEAR | H H CH, |O 2,4-0-= LBLA M RE
4

—sEEkAR | H H CH, |0 FRER

—HEAR | H H CH, |O T

—gEAk | H H CH, 0 4-(N-2 LB ) 5%

—HiEAR | H H CH, |O 4-(N,N-= T8t 2 ) I
3

—HEAR | H H CH, |O B

—HiEAR | H H CH, |O 5-FAREBR

144



01813182. 4 oMW B E141/2081

R! R? R} R X Base

—HEBAR | H H CH, S 2,4-0-— LB A SRFR

—HEAR | H H CH, |S NS 2

—HiEAR | H H CH, |[S 2,4-0- = LB AT
4

—BiEAR | H H CH, |S Pt

—H#ik | H H CH, |S 5

ZHEsk | H H CH, |0 2,4-0-Z LBAFER

ZBEAR | H H CH, |O KEED

Bk | H H CH, |[O 2,4-0-= LB BB
4

ZHEAMAR |H H CH, |O P BB

ZBEAR | H H CH, |[O R

ZH B4R | H H CH, 0 4-(N-%# LB ) forEoE

ZHEAR H H CH, |O 4-(N,N-= B &) fose
4

ZHEAR | H H CH, |O BT

ZEEEAE | H H CH, 0 S-BRFET

ZHEAR | H H CH, |[S 2,4-0-= LB RER

ZHEA | H H CH, |8 KE g

ZHEAR | H H CH, |8 2,4-0- = LECA AT
3

=B8R | H H CH, |[S B Az

ek |H H CH, |[s ez

—HEEAR | —HEEUR | —EEEUR |CF, | O 2,4-0-— LB A SRFR

—HBAR | —BEBRAR | —BEBuUR | CF, 0 K E

—HeAR | —BEEAR | —BEEAR | CF, | O 2,4-0-= LB M Ao
i
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R! R* R’ R® X | Base
—EsEAR | —AERAR | —BEAR | CF O | MRER
—HEEAR | —HEAR | —HEAR | CF, O | f %=
—BEEAR | —EEEAR | —HEAR | CF O | 4-(N-# ZBLRA)FEE
—HiEAR | —HEERAR | — B4R | CF, 0 |4-(NN-Z BRI E
3
—BEEAR | —AREAR | —AEERAR | CF, 0 |k
—EEAR | —EEEAR | —EBAR | CF, O | 5-AAREER
—HEAR | —HEEAR | —EEAR | CF, S | 24-0-= LB SER
—HEEAR | —AEERAR | BBk | CF, S | kEES
—EE AR | —BEEAR | —BEEUAR | CF, S |24-0-= LB AR
"
—BEAR | —#EAR | —HEBUR | CF S | s
—HBiEAR | Rk | —BRER | CF S | feER
—BEMAR | —HEBAR | —EREAR | CF S | 4-(N-2 Zmib)frge
—BEAR | —EEEAR | —HBAR | CF S | 4-(NN-— B &)
| 5%
—EE R AR | —ARERAR | —EEEAR | CF, S | RER
—HSRAR | —EREUAR | —HEBUR | CF S | 5-FARAER
LB BRIk TBLE CF, O | 4-(NN-— T8 fes
"E
#1723 LBt LERk CF, S | 4-(NN-= L)%
.
Ltk %3 %3 2-8K- |0 | 4-(NN-Z B E)RE
LI =z
LEk 4533 %3 2-i84%- | S | 4-(NN-—Z B2 ooz
T A %z
H H H CH, O [2-(NN-—zZ@it)y-2
gé(\

146




01813182. 4 oW B 5E143/2081

R! R? R? RS X Base

H H H |CH 0 6-0- LBt B 2w

H H H CH, 0 8- K B kod

H H H |CH, 0 27N

H H H CH, 0 6-(N,N-— Z, Bt ) A 2%
H H H |[CH, 0 2- FAR AR 7R

H H H CH, 0 8- AR

H H H |CH, 0 2,8- — RARAR 2%

H H H CH, 0 A= 20

H H H CH, S 2-(N,N-= Z. Bt &) B vl
H H H |[CH, S 6-0- T Bkt B ool

H H H CH, S 8- AR & =g

H H H CH, S By ezoh

H H H CH, S 6-(N,N-— Z Bt 2 ) A mg o
H H H CH, S 2- FARAE R

H H H |CH, S 8- F AR RA

H H H CH, S 2,8-— BAR AR 2o

H H H CH, S R 2ok

—HEA | H H [CH, 0 2-(NN-= B ) & %o
—aEsie | H H CH, 0 6-O- Z Btk 1 =%vh
—BE AR | H H |CH, 0 8- ALK B 2o

—BtBAR | H H CH; 0 B oo

—BtBAR | H H CH, 0 6-(N,N-=Z, Bt £ ) i v o
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R! R’ R’ R® X Base
—stEAR | H H |CH g 2- RRIEEA
—HiEAR | H H CH, ) 8- B A R
—BE4 | H H CH, 0 2,8-= AR RA
—Hi#ak | H H CH, Y A S
—BEAR | H H CH, S 2-(N\N-=Z8t) &
Eoh
—BEi | H H | CH S 6-0- LBt & By ot
—&iE  |H H CH, S 8- Fi A, & g
= E H |[CH 5 PEDN
—#EAk | H H CH, S 6-(N,N-— T8t )%
. L H |CH, S 2- FARM R
—sEfk | H H |CH, S 8- BRI ES
—HEA | H H CH, S 2,8-= BB RS
—#EAR | H H CH, S A 2
g |H H CH, 0 2-(NN-—Za i) &
—HEAR | H H CH;, 0 6-O- TBEA B g%
—HEAR | H H CH, 0 8- FAX, By 2 oh
—HEAR | H H CH, 0 RN
—H#iEM  |H H CH, 0 6-(N,N- = Z. 83 %
—HiEAR | H H CH, 0 2- RS
AR | H H CH, 0 8- F AR 2
—HEAR | H H CH, 0 2.8 = FRIEEA
—HEAR | H H CH, 0 A
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R! R R} RS X Base

—EEEAR | H H CH, S 2-(NN-—Z#tR) B 72w
BBk |H H CH, S 6-0O- LBt & g
—EER AR | H H CH, S 8- #AM G b

—HiEAR | H H |CH, S RN

—&iEa | H H CH, S 6-(N,N-= Bt &) i 2o
—BEAR | H H CH, S 2- FAR AR R
—BsEAk |H H CH, S 8- B AR %
—BEEAAR | H H CH, S 2,8- = B AR %
—HiAR |H H CH, S ool

ZHEAR | H H CH, 0 2-(NN-Z Z B ) & wod
ZHEAR |H H CH, 0 6-O- LBk B oo
ZHEAR | H H |[CH, 0 8- AR B 2
ZAEEAR |H H CH; 0 By ool

ZHEEAR | H H CH, o) 6-(N,N-— Z, Bt £ ) g 2o
ZHEAR | H H CH, 0 2- FAK M R
ZEBAR | H H CH, 0 8- FAK B

ZHEA  |H H CH, 0 2,8- = FRKAE A
ZHEE | H H CH, o) 2-(NN-Z Z. Bt 4k ) B, 2 oh
ZHEAR |H H CH, S 6-0- ZLBLA B o&od
ZHEAR |H H CH, S 8- FAX B wE A

ZEEAR |H H CH, S By o2

R R® R R® X Base
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ZHEEAR | H H CH, |S 6-(N,N-— T8t %)
A

Z#EAR | H H CH, |[S 2- B AR RS

ZHBAR | H H CH, |S 8- AAKAR R

=Rk | H H CH, |5 2,8- = BARAER%

ZHEBAR |H H CH, |S 2 2

—HEBAR | —AEEAR | BBk | CF, | O 2-(NN-=Z Bt 5)
o 28

—BEEAR | —HBAR | BBk |CF, | O 6-0- LBtk & %%

— B AR — B BRAR —H8Ak | CF; 0 8- AR By kol

—B AR | —HEBAR | —HEaRk |CF; | O By kol

—HEEAR | —BEEAR | —HEEMR  |CF, | O 6-(N,N-— Z8tE)
RRA

—BEEAR | —AEERAR | —AREAR | CF, | O 2- BB

—BEBAR | —HEBAR | —EEER | CF; | O 8- AR H

—HEEAR | —AREAR | —#Etk | CF, |O 2,8- = AR

—BEERAR | —HEUR | —HE4R | CF; | O Mol

—BEAR | B4R | —HEk | CF, S 2-(N,N-= LBt A)
By g

—HEEAR | —AEEAR | —EEdR | CF; | S 6-O- LBtk B ngoh

—HEAR | BBk | —&iEak | CF, | S 8- A B Foh

—HERAR —BEEAR | —HEAk | CF, S s 2

— B BAR —HEBAR —Hs84%k | CF, S 6-(N,N-— 28t 3)

—HEEAR | —HEAR | —#iE4k  |CF, | S 2- FAR AL EH

—HBAR | —HEBRAR | —ARE4R | CF, | S 8- FARAR R

— B ER AR —BEBRAR —Hs#4% | CF, S 2,8- = FAKAE R %

R! R? R} R® Base
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01813182.4
—HEAR | —BEERAR | —BEEAR | CF, S LY
LBEA LBt TBEA CF, 0 Bezoh
%3 %3 Lt CF, S R TN
.53 S F-3 Bt 2-BK-THE O ByvEeh
etk LBtk 423 2-B2R-ZHE [ S =278
A, RAELGBEFERRBDH, HE&THX X 9435
r'o Base
R‘
X<
OrR* R
XD
Hf.
R R’ R’ R® X Base
H H H CH, 6) 2,4-0-— 7B
FRIETE
H H H CH, 0 o
H H H CH, 0 2,4-0-— 8L 3
F&) R
H H H CH, 0 FRER
H H H CH, 0 Jarge
H H H CH, 0 4-(N-#2 Z Bt i)
ik
H H H CH, 0 4-(NN-— 2. 8%
B )
H H H CH, 0 R
H H H CH, 0 5-FRAER
H H H CH, S 2,4-0-— Bk E
P
H H H CH, S VS o
Rl RZ R7 Rs X Iﬁ‘ v
H H H CH, S 2,4-0- =B
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01813182.4

) A

H H H CH, B Rg ey

H H H CH, FER

H 14 H CH, 4-(N-3#-Z B 5)
R

H H H CH, 4-(NN-= .8
HOReEE

H H H CH, Fognz

H H H CH, 5- RARERAH T

CH,

—EE AR H H CH, 2,4-O-— Bk
FRIER

—HiEAk | H H CH, RFHAh

—HiHAR | H H CH, 2,4-0-— LR
FARREE

—HiEAR | H H CH, A Ao

—HiEAk | H H CH, FRLEEE

—BiER | H H CH, 4-(N-¥# 7Bk
O

.. L H CH, 4-(NN-— 78
FE)poegeE

—EEEgAR | H H CH, SRy

—HBBAR | H H CH, SRR

—HEEs4R | H H CH, 2,4-0-— LB &
PR

—BiEB AR | H H CH, REFA

—B#AR | H H CH, 2,4-0-— LBk
FA R

—H#A | H H CH, J SR

—BEEEAR | H H CH, FRE e

—HiEAR | H H CH, 4-(N-2 ZBEE)
FEE
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—B&E | H H CH, S 4-(N,N-= T8
E-Y)
—BmAk | H H CH, S FoER
—HEEAR | H H CH, S 5- BARSER
—EERAR | H H CH, 0 2,4-0-= L# Ak
FRPEE
—gma | H H CH, 0 KRFD
—EBEEME |H H CH, 0 2,4-0-— 8 i
Jé B
R! R? R’ R® X | Base

—HEAR |H H CH, 0 F %

3
3
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R4k | H H CH, 0 FOEE
—HEAk | H H CH, 0 4-(N-#Z,
B2 ) oog
i
—#Ea |H H CH, 0 4-(N,N-=
BRI e
—EEAR | H H CH, 0 JRIER
—HEAR | H H CH, 0 5- RAKAE
"E
—EAR | H H CH, S 2,4-0-=
BRI EE
—HEEAR |H H CH, S K E R
—EER | H H CH, S 2,4-0-=
BLA PO RE
3
—HEEAR | H H CH, S FARRVEE
—HEEA | H H CH, S A
=Bk |H H CH, 0 2,4-0-=
BRIk SRR
ZHEAR | H H CH, 0 REHA
=#mAk | H H CH, 0 2,4-0-=.2
B PO AR
3
ZHBAR | H H CH, 0 FARRE
ZEiEAR | H H CH, 0 FER.
ZHEik | H H CH, o) 4-(N-£.7,
B e
3
ZHiEAR | H H CH, 0 4-(N,N-=
(.7 % -3
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=44k |H H CH, 6) JRoEE
ZHEAR | H H CH;, 0 5- RS
T
ZHEBAR | H H CH, S 2,4-0-=%
BRIK SR ER
ZHEAR |H H CH, S S A
ZHE4R |H H CH, S 24-0- =2
RN ) A
, %
=k | H H CH, S J oo
ZHBER |H H CH, S feL oo
—BiEAR | —BEEAR | Br CF, 0 2,4-0-=2,
B o e
—HEEAR | —BFEUAR | Br CF, 0 e T
—HiEkAR | —AEBAR | Br CF, 0 2,4-0-=7,
R )
"
—BEEAR | —BER4R | Br CF, 0 T oo
R! R? R’ RS X Base
—HBAR | —BEEAR | Br CF, 0 TR
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—EEAR | —HEEAR | Br CF, 0 4-(N-# ZBE)
FEHR.
—BEEAR | —HEBUR | Br CF, 0 4-(NN- = LBt
B
—ahEAR | —#4BAR | Br CF, 0 TR
—HEEAR | —HERAR | Br CF, 0 5- FARSE T
—HEEAR | BBk | Br CF, S 2,4-0-— LB
FRogEo.
—H 84k | —HEBAR | Br CF, S K F R
BB | —#hEAR | Br CF, S 2,4-0-= Lkt
FIRER
—HEEAR | —HEEUR | Br CF, S o
—EBEEAR | —HEEAR | Br CF, S JRLE
—HEAR | —HBAR | Br CF, S 4-(N-¥2 LB K)
PR
—REERAR | —HEE&AR | Br CF, S 4-(NN-= T8
FO R
—HEAR | —BEAR | Br CF, S R
—HEEAR | —BEEAR | Br CF, S 5- BRI
TBEE LB NO2 CF, 0 4-(NN-= 8%
P
LB LB NO2 CF, S 4-(N,N-= 2,8t
B )
LB LA NO2 CF, 0 4-(N,N-= T8
Q) d
B Y% NO2 2-i84K- | S 4-(NN-—Z. 8
LA Q)
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A, RRE S GEAFRRRSH, & T H X X 69473

R0 Base
X
R‘
(p:41)
Ao
R! R® X Base
H CH, 0 2,4-0-= LBL IR
H CH, 0 KFFA
H CH, 0 2,4-0- = LBt E B AR E T
H CH, 0 )
H CH, 0 ik
H CH, 0 4-(N-¥- LBt R ) ferEoe
H CH, 0 4-(N,N-— T B3R ) e
H CH, 0 SR
H CH, 0 5- FAXSE T
H CH, S 2,4-0- = LB B R
H CH, S RE RS
H CH, S 2,4-0-= LBLA B B rEor.
H CH, S Jé g EeE.
H CH, S ik
H CH, S 4-(N-3- LB ) feE g
H CH, S 4-(N,N-— ZBL RO 5
H CH, S FRosgoe
H CH, S 5- BAR IR
—HHEBAR CH, 0 2,4-0-= LEBUE TR
— A EAR CH, 0 REFA
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— B BAR CH, 0 2,4-0-= LB B ISR
—HEB CH, 0 FaRE R

—BRBAR CH, 0 FRLPEE

Mkikaiia CH, 0 4 (N-$-TRRE )RR
— B ERAR CH, 0 4-(N,N-= ZBLE) I 5R
—HRERAR CH, 0 o

R CH, 0 S RARICER
—BEEAR CH, S 2,4-0-= LRI AER

— B BEAR CH, S T

—HE BB CH, S 2,4-0-— LB R HER
—HREAR CH, s FARER
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R' R® X Base

— B ERAR CH, S P

—HHEAR CH, S 4-(N-2- LBE)RER
— B BELAR CH, S 4-(N,N-= Z Bt K F oz
—HE BAR CH, S FrooE.

— B EAR CH, S 5-BARIER

A ERAR CH, 0 2,4-0- — LERLIESER
— AR CH, 0 K FEA

ZHE AR CH, 0 2,4-0- = TBL I B AR
A BAR CH, 0 PR R

Z B AR CH, o) o

Sdieiia CH, 0 4-(N-2- LB R
B ERAR CH, 0 4-(NN-= ZEL )0 %72
ZHEBAR CH, 0 T

—HREAR CH, 0 5-RRAER
TR CH, S 2,4-0- — LB RER
R BRAR CH, S P&

A ERAR CH, S 2,4-0- = LB B o
—HHEAR. CH, S PO

—Hr AR CH, S FogR

Z B AR CH, o) 2,4-0-= T3k ooz
EZHEEAR CH, ) Kok

E AR CH, 0 2,4-0-= LERA BT R
= HREAR CH, 0 PR

ZHEBEAR CH, 0O JoEoE

=HEAR CH,§ 0 4-(N-2-TRRIRER
=R CH, 0 +-(NN-= LBIEER
ZBEBAAR CH, 3} Rogvz

ZBREAR CH, 0 S-S

ZHEAR CH, S 2,4-0- = LB FER
ZBERAAR CH, S KEEA

Z B EAR CH, S 2,4-0-= Z, Bk 2k J o5
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R R® X Base
Z B BAR CH, S PARRER
ZHERRAR CH, S i
—HHBAR CF, 0 2,4-0-= LBLASER
— B AR CF, 0 K vl
— B EAR CF, 0 2,4-0- = LB MR B
— AR ERAR CF, 0 PR
— B ARAR CF, 0 PR
AR CFs 0 (N LRI ER
— B EAR CF, 0 4-(N,N-= B ) Jogoz
—HEERAR CF, o) G
— B B AR CF, 0 5. BAKIEE
—BRERAR CF, S 2,4-0-= LB SR
— B BB CF, S K EE
— B EAR CF, S 2,4-0-= LEBLA MBS
—HEAR CF, S R
—BEBAR CF, S JorEuz
— B ERAR CF, S 4-(N-%- LB BB TE
— B RUAR CF, S 4-(N,N-= LEL B
— B ERAR CF, S PR
— BB AR CF, S 5- FAR kT
Ltk CF, o) 4-(N,N-= T B ) FOEe
153 CF, S 4-(N,N-— LB ) e
LA 2-i8R-TH A 0 4-(N,N-= Z. 8 3 ) g
Tk 2-i8 K- TH A S 4-(N,N- = Bt ) gz
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A, FAEE WGBSR RESE, & T 7 X XVI #9475
r'o
R X
¥ ¥
XV

H .

R! RS R’ | X |Base R® R
H CH, H |0 |24-0O-—CBua g | NHAc Me
H CH, H |0 | k&2 NH, Me
H CH, H |0 |24-0-—ZEEMBR % | NHAc Me
H CH, H |0 |pmgr NH, Me
H CH, H |0 | NH, Me
H CH, H |0 |4-(N-#2-z)peEw | NHAc Me
H CH, H |0 |4-(NN-—ZE&)ibe%E7z | NHAc Me
H CH, H |0 | g NH, Me
H CH, H |0 |5-fuksogz NH, Me
H CH, H |S |24-0-—zBtE g7 | NHAc Me
H CH, H |S | k#2d NH, Me
H CH, H |S |2,4-0-—ZEEMM-ET | NHAc Me
H CH, H |S | Mg NH, Me
H CH, H [S |mp=wmx NH, Me
H CH, H [S |[4-(N-2-zB)M % | NHAc Me
H CH, H |S |4(NN-=zs£)% % | NHAc Me
H CH, H |[S |&%% NH, Me
H CH, H |S |5-fukpegr NH, Me
—HEAR | CH, H |0 |24-0-—zBtifigw |NHAc Me
—HE8 AR | CH, H [0 |k#%-2% NH, Me
—E#AR | CH, H |0 |24-0-— Bt MM % | NHAc Me
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—BEEAR | CH, H |0 |MkEx NH, Me
— Bk | CH, H |0 |megee NH, Me
—HEEAR | CH; H |0 |4-(N-#-zsti)pe g | NHAC Me
—BE#AR | CH, H |0 |4(NN-=— us#czg)ﬂév'&‘vfi NHAc Me
—BiEAE | CH, H |0 | kg NH, Me
—BE a4k | CH; H |0 |5-gARAHER NH, Me
—HE4% | CH, H |S |24-0-—zBuikE5e | NHAc Me
—A§ AR | CH, H |S |k#&=%% NH, Me
— B4R | CH, H |S |24-0-=zZ8tE Mg | NHAc Me
R! R® R’ X Base R’ R
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—H B4k | CH, H FA R, NH, Me
—&iBA% | CH, H e NH, Me
—HiEAR | CH, H 4-(N-#-ZBt#) | NHAc Me

e gee
—&#4% | CH, H 4-(NN-=ZBt3) | NHAc Me
i
—# A% | CH, H TR NH,  |Me
—B 8448 | CH, H S-SR | NH, Me
BB AR | CH, H 2,4-0-— Ltk | NHAc Me
ZHi Ak | CH, H VS & 10 NH, Me
—HiEiAR | CH, H 2,4-0- =Bt | NH, Me
B
—HEEAR | CH, H FéRR R, NH, Me
ZHsEAR | CH, H P& NH, Me
— Bk | CH, H 4-(N-#-z8t%) | NHAc Me
FE R
—HEp5 4% | CH, H 4-(N,N-—Z#t#) | NHAc Me
Jie gz
ZHiAR | CH, H Jrose NH, Me
— B4k | CH, H 5- AT NH, Me
B | CH, H 2,4-0-— Btk &k | NH, Me
Z B4R | CH, H KRk NH, Me
ZHEEA AR | CH, H 2,4-0- =Bt 4 | NHAc Me
— 4% | CH, H JA R NH, Me
—&i#k4R | CH, H JOPER NH, Me
ZHEAR | CH, H 2,4-0-— Bt 3 sk | NHAc Me
W E
Z AR AR | CH, H RE R NHAc Me
ZEEEEAR | CH, H 2,4-0-—Z Bk 4 | NHAc Me
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FREoE
ZHBAR | CH, H 0 PR NH, Me
ZHeaR | CH, H 0 e NH, Me
ZHERs4R | CH; H 0) 4-(N-¥-ZBt) | NHAc Me
ez
Z B8R | CH, H |0 4-(NN-—Z.8:3t) | NH, Me
AR
=88R | CH, H 0 SR NH, Me
ZHEAR | CH, H 0 5- AR SRR NH, Me
ZH84% | CH, H S 2,4-0-— Z B &k | NH, Me
ZHEaR | CH,  |H |S | kE%E% NH,  [Me
R! R° R’ X Base R’ R
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= HiBAR | CH, H 2,4-0-—z8tk | NH, Me
Ji R
ZH AR | CH, H R NH, Me
= EEEAR | CH, H e NH, Me
— B AR | CF, H 2,4-0-— Btk | NH, Me
FroE e
— a4 AR | CF, H REFA NH, Me
—Ei#s Ak | CF, H 2,4-0-—Z Btk | NH, Me
JA R Z
— B4R | CF, H JE R NH, Me
—B;#AR | CF, H JEE R NH, Me
— &84k | CF, H 4-(N-#-Z#t3) | NH, Me
fle ZoE
—&i8 AR | CF, H 4-(NN-—Z#K) | NH, Me
P
—Hi AR | CF, H FRIRE NH, Me
—#i# 4% | CF, H 5- BRI R NH, Me
—H 54 | CF, H 2,4-0-— Bk | NH, Me
— &84k | CF, H KA R NH, Me
— B E AR | CF, H 2,4-0-—Z 83k | NH, Me
Fé AR
—HBi#AR | CF, H P R NH, Me
—HiE AR | CF, H fe oo NH, Me
— 5 AR | CF, H 4-(N-#-Z8:%) | NH, Me
Jle EeE
—ZE B4R | CF, H 4-(N,N-— ZBt) | NH, Me
fle ez
—HE Ak | CF, H FRPEE NH, Me
—Hri Ak | CF, H 5- RARIRZ NH, Me
ek | CH, H 4-(NN-=zsesk) | H Br
e

165



01813182. 4 oW B 5E162/2081

LB | CH, H S 4 (N,N-—zB&) |H Br

LBA | CH, OH |O 4-(NN-—z®i) [H Br
[

TBLE | CH, OH |S 4-(NN-—mi) | H Br
BR

A 3: 418 3°-C-F A AR 2%

ARIEAFF 697 3 (R.F. Nutt, M. J. Dickinson, F. W. Holly #= E.
Walton #4"Branched-chain sugar nucleosides. III. 3'-C-methyladenine",
J. Org. Chem. 1968, 33, 1789-1795), #|& B AFiba#(iAA29).

B: Bz R
P, 20, by O—ﬁ.’b—m S
0 0
0 0 OH OH

E: an

BzO
T "
BzO BzO OBz 0Bz

OH
wAz 9

OCH;

(a) RuO,/NalO,; (b) MeMgl/TiCl,; (c) HC1/MeOH/H,O; (d) BzCl/#it.
%Z; (e) AcBr, HBr/AcOH; (f) MK RE-6-FFBEAIES; (g
NH,/MeOH.
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ARIE RN Tk, 128 KA E L R X RNk, #&T
7 X, I 6445 3%

- N

)
0
or* o
@
Foob:
R! R? R3 X! X? Y
H H H H H H
H H H H H NH,
H H H H H NH-3R &
H H H H H NH-¥ 4
H H H H H NH-Z 4
H H H H H NH-Z Bt
H H H H H OH
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R R’ R? X! X Y

H H H H H OMe

H H H H H OEt

H H H H H O-%F A K&
H H H H H O-ZBt#k
H H H H H SH

H H H H H SMe

H H H |H H SEt

H H H H H S-F A
H H H H H F

H H H H H Cl

H H H H H Br

H H H H H I
—#Es | H H H H NH,
—HEEik | H H H H NH- Z, Bt %
—HiEAR | H H H H NH-3% /&
—HEAR | H H H H NH- ¥ 3
—HEEAR | H H H H NH-Z %
—H8AR | H H H H OH
—a#AR | H H H H O-T Bt
—HEAR | H H H H OMe
—HidAk | H H H H OEt
—HEAk | H H H H O-%x A%k
—HEAE | H H H H SH
—HtEAR | H H H H SMe
—HiEAk | H H H H SEt
—HEAR | H H H H S-IRA L
—Htgak | H H H H F
—A4#AR | H H H H Cl
—mEEAe | H H H H Br
—aEeAk | H H H H I
Ak | H H H H NH,
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R! R’ R’ X X Y
B |H H H H NH- Z8t %
—HEAR | H H H H NH-3 & 2
—HER | H H H H NH-F %
—EE | H H H H NH-Z %
—BRR | H H H H OH
—#EAk  |[H H H H O-ZBik
—#et | H H H H OMe
—HEEAR | H H H H OEt
—EME |H H H H O-;x A&
—HEAR | H H H H SH'
—HiEMR | H H |H H SMe
B |H H H H SEt
—EiEAR | H H H H S-3RA Ak
& |H H H H F
= H H H Cl

— AR | H H H H Br

— AR | H H H H I
ZHEAR | H H H H NH,
ZEEEAMR |H H H H NH-Z 8tk
ZEREEAR | H H H H NH-3% & £
ZHEAR | H H H H NH-F %
ZHEAR | H H H H NH-Z %
ZHE4 |H H H H OH
ZHmAR  |H H |H H OMe
ZHEAk | H H H H OEt
ZHEEsAR | H H H H O-Zr A
ZHEAR | H H H H O-TBLA
ZHEAR | H H H H SH
ZHEAk | H H H H SMe
ZEiEAR | H H H H SEt
R | H H H H S-2RA &
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R R? R? X! X? Y
ZHigMk |H H H H F
ZHBR |H H |H H Cl
ZHMAR | H H H H Br
ZRERAR | H H H H i
—HRERAR | —HEERAR | —BEER | H H NH,
—BEAR | —HEAR | —&ER  |H H NH-3R &
—EEEAR | —BEEAR | —BEER | H H OH
—BEERAR | —BEERAR | —EEiR | H H F
—BEEAR | —AERRAR | —BEER | H H Cl
ZHERRAR | —BRERAR | —AkEAR | H H NH,
—HBAR | ZEEMAR | —BEEAR | H H NH-3r & 2
ZEEMAR | —EEEAR | —#kEAR |H H OH
ZHERAR | ZAREAR | —akmAR | H H F
ZAEEAR | CAEEAR | —HtEAR | H H Cl
ZEEEAR | BB | ZEkEAR | H H NH,
ZRBAR | AR | ZEEAR | H H NH-3% & 2
ZHREAR | ZAEMAR | ZtER | H H OH
ZHBAR | ZEBAR | Z8tEAR [H H F
ZHBAR | ZEEEAR | Z&s4R  |H H Cl
H H H F H NH,

H H H F H NH-37 & 4
H H H F H OH

H H H F H F

H H H F H Cl

H H H Cl H NH,

H H H Cl H NH-3R & £
H H H Cl H OH

H H H Cl H F

H H H -] Cl H Cl

H H H Br H NH,

H H H Br H NH-3R & 5
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B

01813182. 4

Hy # o ) Ll £
€ € v © S €
5 LR Nk Ny L NS

_ B = | - o || B
|5 | o BB (B CWWOchmchmmchmmechmm
ol R R el R el e e e e R N N R R R R R R R R R R R T o [ S5 oy oy
PIERER AR mmmwmmHHHHHFFFFFHHHHHHHH
Lo I R E R e R S e P P
B E BB REEI8
LR el e R R - - = o oo e R P o (oo T (oo Feoy Py oy o B B IR R IR IR R R I
C O IR e T P P P
BB EBEIE s
Ll el e ool e e - R I = R R R P PR e o o 1o rerpy ey v MG B G R ISR G G R s B b
AT o
BB 888888 BB (B
Gl R R e el EeR el R e R =R =R NI ISA VR VR IS IS RS ISR IS T I S N ) O RO Lo IR G
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R! R? R} X! X Y

433 433 883 H H F

Tk T3 T H H Cl
—EEERAR | TBLE %3 H H NH,
—HBAR | OBk 4173 H H NH-3% /&
—BEEAR | TRt 4183 H H OH
—BEBRAR TRk LRk H H F
—HEEsAR | LB Lk H H Cl
EEEAR | OB Lk H H NH,
ZEEEAR | TBRK LBER H H NH-3R & &
—HEERAR | LB ik H H OH

B RRAR BRIk ek |H H F
ZHEBRAR LB LBk H H Cl
ZHMAR | LBEA Bk H H NH,
ZHEAR | OB Bk H H NH-3R & 3
ZEERAR | TR LB H H OH
ZHEBAR LB BRI H H F
ZHEAR | LB Lt H H Cl

H H H H NH, H

H H H H NH, NH,

H H H H NH, NH-3R #& 3
H H H H NH, NH-F #
H H H H NH, NH-Z %
H H H H NH, NH- LBtk
H H H |H NH, OH

H H H H NH, OMe

H H H H NH, OEt

H H H H NH, O-iIr Ak
H H H H NH, O-ZBbA
H H H H NH, SH

H H H H NH, SMe

H H H H NH, SEt
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X2 Y

R R* R’ X

H H H H NH, S-SR A&
H H H H NH, F

H H H H NH, Cl

H H H H NH, Br

H H H H NH, I
—EEEAR | H H H NH, | NH,
—HEAk | H H H NH, NH-Z Bt
—HiEAk | H H H NH, NH-3R & 3
—HEAk | H H H NH, NH- 7 #
—HEAR | H H H NH, NH-Z#
—gERAR | H H H NH, OH
—gae | H H H NH, O-TBbik
—EEAR | H H H NH, OMe
—HEAk | H H H NH, OEt
—BigAR | H H H NH, O-3% A%
—giEgt | H H H NH, SH
—BifiAR | H H H NH, SMe
—BiAR | H H H NH, SEt
—HEAR | H H H NH, S-3 A&
—BiRAR | H H H NH, F
—HEEAR | H H H NH, Cl
—miggeik | H H H NH, Br
—aEEAR | H H H NH, I
—EiasAe | H H H NH, NH,
—HiEsAR | H H H NH, NH-Z 8tk
—HsEAR | H H H NH, NH-3R & 3
—HEAR | H H H NH, NH-¥ 3
— BR[| H H H NH, NH-Z
—EiEAR | H H |H NH, OH
B | H H H NH, O-ZBtk
—EiER |H H H NH, OMe
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R R? R} X X? Y
—HEAR  |H H H NH, OEt
—HEmAR | H H H NH, (02579558
—AEEAR  |H H H NH, SH
B |H H H NH, SMe
—EEEgAR | H H H NH, SEt
R | H H H NH, S-3R & 3k
—gE  |H H H NH, F

— R | H H H NH, Cl
—HEAR  |H H H NH, Br
—HiEAR  |H H H NH, I
ZHEMR  |H H H NH, NH,
=HiEi |H H H NH, NH-Z 8t
ZHEM |H H H NH, NH-3% & &
ZHEAR | H H H NH, NH- ¥ #
R4 | H H H NH, NH-Z &
ZHEAR | H H H NH, OH
=R | H H H NH, OMe
ZEEEAR |H H H NH, OEt
ZHiAk | H H H NH, O-3% A
ZHEAR  |H H H NH, O-Z Bk
ZEEAR | H H H NH, SH
=HEik | H H H NH, SMe
e | H H H NH, SEt
ZEAsAR | H H H NH, S-3 A
=Bk | H H H NH, F
ZHEAR | H H H NH, Cl
ZHEAR | H H H NH, Br
ZHEAR | H H H NH, I
—HEAR | —EEEUAR | —EEER | H NH, NH,
—HEERAR | —EERRAR | —EEBAR | H NH, NH-3% A &
—HERAR | —BEERAR | —BREAR | H NH, OH
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R' R’ R} X! X? Y
—HEEAR | —BEERAR | —AEAR | H NH, F
—BERAR | —HERAR | —HEAR | H NH, Cl
ZHEBRAR ZHERRAR ZHE R AR H NH, NH,
IREEAR | HERAR | MR | H NH, NH-37 & £
ZEEEAR | —AEMAR | —EEEUR | H NH, OH
ZEERAR | SEERAR | —EREAR | H NH, F
ZEEERAR | SAERRAR | —AEMAR | H NH, Cl
ZEERAR | ZAEBUR | =EiMR | H NH, NH,
ZEBAR | AR | ZHERUR | H NH, NH-27 & &
ZHERAR | ZEEMAR | ZEiER | H NH, OH
ZHEEAR | AR | ZEEER | H NH, F
EREEAR | ZAEMUR | =Rk | H NH, Cl

H H H F NH, NH,

H H H F NH, NH-3% & A
H H H F NH, OH

H H H F NH, F

H H H F NH, Cl

H H H Cl NH, NH,

H H H Cl NH, NH-# & 2
H H H Cl NH, OH

H H H Cl NH, F

H H H Cl NH, Cl

H H H Br NH, NH,

H H H Br NH, NH-37 % £
H H H | Br NH, OH

H H H Br NH, F

H H H Br NH, Cl

H H H NH, NH, NH,

H H H NH, NH, NH-3R & £
H H H NH, NH, OH

H H H NH, NH, F

175



01813182. 4 oW B E172/2081

R R’ R} X! X Y

H H H NH, NH, Cl

H H H SH NH, NH,

H H H SH NH, NH-3R & 2
H H H SH NH, OH

H H H SH NH, F

H H H SH NH, Cl

LR H H H NH, NH,
LA H H H NH, NH-3% & 2
LR H H H NH, OH
Lk H H H NH, F

4] %3 H H H NH, Cl

xS H H F NH, NH,
LB H H F NH, NH-3R & 2
sk H H F NH, OH
53 H H F NH, F

LRk H H |F NH, Cl

H LB 1583 H NH, NH,

H LR %3 H NH, NH-31 &
H Tk Bk H NH, OH

H LBk ek H NH, F

H Ltk LBk H NH, Cl

Lk LBk LB H NH, NH,
LB %3 Lk H NH, NH-3% & 3
1% 8] %3 LB H NH, OH
LB 33 LBk H NH, F

Lk LB Lk H NH, Cl
—BEAR | TBRA Lk H NH, NH,
—HEAR | TBLE Ltk H NH, NH-3R /& £
—BEBAR %3 ek  |H NH, OH
—EBAR | TRRE 11573 H NH, F
—HEEAR | TBLE TBEA H NH, Cl
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R! R? R? X' X? Y
ZHEAR | LB uEk - |H NH, NH,
—HEERAR | TBAAK 15,73 H NH, NH-3F & #
ZERERAR | TR st H NH, OH

B AR | TR b H NH, F
ZHEEAR | TBAA LBER H NH, Cl
ZHEEAR | TRRR %3 H NH, NH,
ZHiEAR | LB ek |H NH, NH-3R & %
ZHiBAR | LBk ELE H NH, OH
ZHBAR | LB %3 H NH, F
ZEEBAR | LB LB H NH, Cl

H H H H Cl H

H H H H Cl H

H H H H Cl NH,

H H H H Cl NH-3r Ak
H H H H Cl NH-¥ 4
H H H H Cl NH-Z
H H H H Cl NH-Z 8tk
H H H H Cl OH

H H H H Cl OMe

H H H H Cl OFEt

H H H H Cl O-3;r A ik
H H H H Cl O-T Btk
H H H H Cl SH

H H H H Cl SMe

H H H H Cl SEt

H H H H Cl S-3Ir Ak
—BiEAR | H H H Cl NH,
—&iEgAk | H H H Cl NH-Z.#tk
—HEM | H H H Cl NH-3r & %
—HEAR | H H H Cl NH-F %
—EAe | H H H Cl NH-Z %
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R' R? R? X! X Y
—Bik | H H H Cl OH
—magak | H H H Cl O-ZBuik
— BB AR H H H Cl OMe
—HEAR | H H H Cl OEt
—ahEAR | H H H Cl O-3R A&
—HiEAk | H H H Cl SH
—H8Ak | H H H Cl SMe
—#EAR | H H H Cl SEt
—HiEAk | H H H Cl S-3R Ak
— &gk | H H H Cl NH,
B4R | H H H Cl NH- Z Btk
—EiEiAR | H H H Cl NH-3% #& &
ZHEEAAR H H H Cl NH-¥ %
—#irAe | H H H Cl NH-Z %
— s | H H H Cl OH
B4R | H H H Cl O-TEtk
ZAEBRAR H H H Cl OMe
—HEAR | H H H Cl OEt
—EEAR | H H H Cl O-3R A &k
—B#AE | H H H Cl SH
—HEEAR | H H H Cl SMe
—BEEAR | H H H Cl SEt
ZREMAR | H H H Cl S-3R A&
ZHEAR | H H H Cl1 NH,
ZHEMAR | H H H Cl NH- Z. 84
ZHEAR | H H H Cl NH-37 & %
ZHEAR | H H H Cl NH- ¥ 2%
ZHEAR | H H H Cl NH-Z %
ZHEAR | H H H Cl OH
ZHEAR  |H H H Cl OMe
ZHEAR | H H H Cl OEt
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R R? R} X! X? Y
ZHEAR  |H H H Cl O-;r @&
ZHEERAR | H H H Cl O-ZBtit
ZEEAR | H H |H Cl SH
ZHBAR |H H H Cl SMe
ZHEAR | H H H Cl SEt
ZEEEAR | H H H Cl S-#R A
—HERAR | —BRARAR | —BEAR | H Cl NH,
—HBEAR | —BEERAR | —BiEMR | H Cl NH-3% & &
—HEERAR | —BEERAR | —AEERAR | H Cl OH
ZHEEAR | ARMAR | —&tEAR (H Cl NH,
ZHEBAR | ZEEEUAR | —EEAR | H Cl NH-3/ & #
AR | —EEERAR | —EkmAR | H Cl OH
ZBEEAR | ZEEEAR | =84k | H Cl NH,
EEEMAR | ZHEEAR | B4R | H Cl NH-3% & £
ZBERAR | ZAEBAR | ZEERAR [ H Cl OH
H H H |F Cl NH,

H H H F Cl NH-3: & £
H H H F Cl OH
H H H Cl Cl NH,
H H H Cl Cl NH-31 & 4
H H H Cl Cl OH
H H H Br Cl NH,
H H H Br Cl NH-3R & %
H H H Br Cl OH
H H H NH, Cl NH,
H H H NH, Cl NH-3% %
H H H NH, Cl OH
H H H SH Cl NH,
H H H SH Cl NH-3 & #
H H H SH Cl OH
LBk H H H Cl NH,
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R R? R} X! X? Y

LB H H H Cl NH-2R /& &
LB H H H Cl OH
LR H H F Cl NH,
Tk H H F Cl NH-3% & £
LERE H H F Cl OH

H Bk LELE H Cl NH,

H 18133 41 %-3 H Cl NH-3% /& 2
H LB Zgk | H Cl OH
LB LB LB H Cl NH,

LB A LEk Ltk H ClI NH-3 A £
B LB LBE H Cl OH
—BEBAR | LBRA Bk H cl NH,
—BEEEAR | LERE TEEA H Cl NH-3R & &
—BEEAR LB 4133 H Cl OH
—AEEAR | LR LB H Cl NH,

—HE AR | OB LA H Cl NH-3R & 3
ZHEEAR | LBk LR H Cl OH
ZHEERAR | TBRK LR H Cl NH,
ZHEAR | LB Tk H Cl NH-3 & %
ZEEBAR | LBRE TBLE H Cl OH

H H H TH Cl NH,

H H H H Cl NH-3 & 2
H H H H Cl OH

H H H H Br NH,

H H H H Br NH-3% /& %
H H H H Br OH
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KA, R E G GBAER KRS, BT H X VI A

r'o

o

op? OR

2

A
R R R’ X! Y
H H H H H
H H H H NH,
H H H H NH-3% & %
H H H H NH- ¥ %
H H H H NH-Z %
H H H H NH- Z. 8tk
H H H H OH
H H H H OMe
H H H H OEt
H H H H O-;FF A&
H H H H O-Z.BEA
H H H H SH
H H H H SMe
H H H H SEt
H H H H S-FRAE
— B BRAR H H H NH,
— R ERAR H H H NH-Z. 8t 3
—BREEAR H H H NH-3R & 2
— B BAR H H H NH-F 2
—HEBAR H H H NH-Z %
—RERRAR H H H OH
— B BAR H H H O-Z.Bu ik
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R' R? R} X! Y

— AR BRAR H H H OMe

— B EAR H H H OEt

— B BAAR H H H O-F A&
— B BRAR H H H SH

— BB AR H H H SMe
—BEERAR H H H SEt
—BEBRAR H H H S-3R A &
SRR AR H H H NH,

R EAR H H H NH- Z. Bt
AR B AR H H H NH-3R & 3
S HRERAR H H H NH-¥ %
B ERAR H H H NH-Z %
— B EAR H H H OH

R BEAR H H H O-Z.Btik
ZHEBAR H H H OMe
ZHEBAR H H H OEt
—EAR H H H O-# Ak
SRR AR H H H SH
ZHEBAR H H H SMe

R EEAR H H H SEt
AR H H H S-S AK
Z AR H H H NH,
ZHEBAR H H H NH- 2,83k
ZBERAR H H H NH-3% & 4
Z AR H H H NH-F 2

Z B EAR H H H NH-Z%
ZAEERAR H H H OH
ZHEBAR H H H OMe
ZBEERAR H H H OFEt

Z R AR H H H O-3r Ak
Z AR H H H O-T.atik
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R R? R} X! Y
ZHEERAR H H H SH
= BhERAR H H H SMe
=& |H H H SEt
ZHEEAR H H H S-srA%
— B BRAR — B BEAR — B AR H NH,
—HEERAR — B EEAR —BEBRAR H NH-3f #& %
—BEERAR — B BEAR —HEBEAR H OH
B BAR Z B EAR Z S BAR H NH,

— B AR Z B EAR Z AR H NH-31 & &
B EAR ZHEERAR Z B BAR H OH
Z B ERAR ZHEBRAR ZHEERAR H NH,
ZHEEAR ZHEEAR ZHEEEAR H NH-3# & %
= AR Z B EAR ZHBEEAR H OH
H H H F NH,
H H H F NH-3# &
H H H F OH
H H H Cl NH,
H H H C1 NH-3% A 2%
H H H Cl OH
H H H Br NH,
H H H Br NH-31 & 3k
H H H Br OH
H H H NH, NH,
H H H NH, NH-3F #& 4
H H H NH, OH
H H H SH NH,
H H H SH NH-# #& &
H H H SH OH
LB H H H NH,
133 H H H NH-3% /& £
LB H H H OH
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R R R® X! Y
4133 H H F NH,
LELE H H F NH-3 A 4k
Tk H H F OH
H LBtk LBk H NH,
H LB Lk H NH-%F A%k
H ZEk LR H OH
] %3 LBLE LB H NH,
LA %3 LA H NH-3% & 3
ik ZERE LB H OH
— BB AR LR %3 H NH,
— AR LELE LB H NH-31 A& 3k
— R B AR %3 Tk H OH
Z AR AR %S )58 H NH,
AR 8] %3 Lk H NH-3F % &
Z BB AR Lk %3 H OH
ZHERRAR 4153 5%3 H NH,
ZHEEAR 33 TR H NH-3% & &
Z AR S]%:3 Tk H OH

KA, RFE S G Fargur S oEmk, #1485 X XU 6945 3
RO Base

R: %
OR? oOr

(XTI
H:
R! R? R} R® X Base
H H H CH, 0 2,4-0- = LB R L%
H H H CH, 0 R R
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R! R? R? R® X Base

H H H CH, 0 | 24-0-= LBAEBREE
H H H CH, 0 R

H H H CH, o) 5 oE

H H H CH, 0 4-(N-¥ LRI OER
H H H CH, 0 4-(N,N-= Z Bt &) foegvg.
H H H CH, 0 FRIERE.

H H H CH, 0 5- FAXSKE L

H H H CH, S 2,4-0-— LB SR ET
H H H CH, S P 1

H H H CH, S 2,4-0-= L BL A P Aot
H H H CH, S Fa o

H H H CH, S fieL oo

H H H CH, S 4-(N-3# ZB ) o
H H H CH, S 4-(N,N-— Z. Bt ) fomgng.
H H H CH, S o

H H H CH, S 5- BARIER

—BEAR | H H CH, 0 2,4-0-— LB FEPE
—aEA | H H CH, 0 & 42

—mimAk | H H CH, 0 2,4-0- = LBt 3 A ooz
—HEA | H H CH, 0 P g

—HEAk | H H CH, 0 fe &

—miEAR | H H CH, 0 4-(N-% T B3 ferB g

185



01813182. 4 o B 5E182/208H|

R' R’ R’ R® X Base

—##A% | H H |CH, 0 |4-NN-ZTHA)BER
—#mi | H H | CH 0 | A%Ex

—HEAR | H H CH, 0 5- BRI ETT

—HEiAk | H H CH, S 2,4-0-= LBt Sgeg
—BEAR | H H |CH, S | k#EEh

—HEAR | H H CH, S [ 24-0-— B EAKRER
—B 84k | H H CH, S | Massa

—#EAR | H H  |CH, S | s

—HEAR | H H CH, S| 4-(N-# LB R
—HEAR | H H CH, S 4-(N,N-= LBLE)IER
—H#AR | H H CH, S JRomns

—HiEAp | H H CH, S | S-ARAERE

B B4R | H H CH, 0 |2,4-0-Z LB SR
ZHEAR | H H CH, 0 |kEesd

—HEgAR | H H CH, 0 |24-0-=—ZELAMIRZE
—#EAR | H H CH, 0 | MgEx

—HEEAR | H H CH, 0 | maEx

T AR H H CH, 0 4-(N-3 LB ) foogs
—HiEAR | H H CH, O | 4-(NN-= LB B
—HEAk | H H CH, 0 | fmz

TR R AR H H CH, 0 5-FAK T

ek |H H CH, S |24-0-Z LB AR
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R’ R’ R’ R° |[X |Base

—EEEAR | H H CH, |S KR

—HEAk  |H H CH, |S |24-0-—CHMEMBER
—HEgAk | H H CH, |S |mMegx

—HiEAR | H H CH, |S Jh oz

ZHEAR | H H CH, |0 |24-0-Z=ZBLARER
ZHEAR | H H CH, |0 [*k#&-=2h

=gk | H H CH, [0 |2,4-0-=ZBA Mg
EHEA | H H CH, |0 |Mm%x

ZHE4% | H H CH, [0 |mg=x

ZBEAR | H H CH, |O |4-(N-#-TBLE)ME
=ZHEAR | H H CH, |0 |4-(NN-ZZBI)ME
ZHEAR | H H CH, |0 |f&%x

=HAR | H H CH, [0 |s-Adpguz

ZHEAR | H H CH, [S |24-0-=TBLEISE
=5iEAR | H H CH, |S |[k&=2%

ZHEAR | H H CH, |S |24-0-—ZBuA Mg
ZAEEAR | H H CH, |S Rz

ZHEAR | H H CH, |S |m#=

—HEEAR | —BEEAR | —BEEAR |CF, |O | 2,4-0-— LBLE R
—HhEAR | —HEAR | —BEUR |CF (0 | REES

—BEEAR | —AEEAR | —BEEAR [CF, | O | 2,4-0-— LB MRS
—HEEAR | —BEERAR | —BFEAR | CF; | O Pé B

—HBiEAR | —BbEAR | —BEEUR (CF, | O | IRER
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R! R? R® R® X | Base

—HEAAR | —AEBAR | —BEMAR | CF, O | 4-(N-# TR
4

—HE AR | —BREAR | —BEEAR | CF O | 4-(NN-Z &)

—BEERAR | —BEBAR | —EEMAR | CF, O | k&

—HEAR | —HEERAR | —#EBiRk | CF, 0 |5-AARAER

—BEEAR | —BEEAR | —BEBAR | CF S | 2,4-0-=TBLERE
s

—BEBAR | —ARERAR | —HEAR | CF, S | KFEE%

—HEEAR | —ARERAR | —#ER | CF, S |2,4-0-—TELEMR

—BiEAR | —EEBAR | —BEER | CF, S | sz

—EEBAR | —HEAR | —EEAR | CF, S g

—BiEAAR | —HEERAR | —ER | CF, S [ 4-(N-#ELE)RE
3

—HEAR | BBk | —#EAR | CF, S | 4-(N,N- =B A0

—BEAR | —EEERAR | —BEERAR | CF, S | fomn

—BEBAR | —BEERAR | —BEAR | CF, S | 5-FAReETE

1533 LEkE LR CF, O | 4-(NN-ZZEH)H

Tk LA LB CF; S [4-NN-=zEE)®,

%3 %3 Ltk 2-i84K-2 |0 | 4-(NN-ZZ B )8

};ﬁ }}_\ n,igw:»

%3 %3 TELIE 2-8RK-Z |S | 4-(NN-ZZBE )

H H H CH, O |2-(NN-ZZE)8
oL

H H H CH, O | 6-0-TBhk By gvh

H H H CH, O | 8-Fdk g%
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R R? R} R® X Base
H H H CH, |O By okl
H H H CH, |O 6-(N,N- = Z Bt 2 1%
H H H CH, |O 2- BAR AR
H H H CH, |O 8- B AR R
H H H CH, |O 2,8- = fAKAR R
H H 1H CH, |O [T 178
H H H CH, |S 2-(NN-— Bt i) B
H H H CH, |S 6-O- LB I By wgvk
H H H CH, |S 8- AR Ly ol
H H H CH, |S el 27
H H H CH, |S 6-(N,N- = Z Bt )%
H H H CH, |S 2- RAX AR o E
H H H CH, |S 8- AAKAR A&
H H H CH, |S 2,8- = FARAR Z %
H H H CH, |S f g b
—EiEAk | H H CH, |O 2-(N,N-= Z Bt ) B

A

—HiAR | H H CH, |O 6-0- Z Btk B goh
—HEAR | H H CH; |O 8- 2K & Ros
—HBAR | H H CH, |O g 28
—masA | H H CH, |O 6-(N,N-— Bt )%
—HEAk | H H CH, |0 2- PAK oA
—BiEAL | H H CH, |O 8- AAKAR %%
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R! R? R R® X Base
—EiEgAk | H H CH, 0 2,8- = FAK R 2%
—agsie | H H CH, 0 e A28
—EA | H H CH, |S 2-(NN-= Z Bt k) B 2o
—HEAR | H H CH, S 6-0- LBk Ik B v vh
—HiBAk | H H CH, S 8- FAK By og b
—HEAk | H H CH, S By ook
—HEAR | H H CH, S 6-(N,N-— Z. Bt 2 ) A 2%
—EAR | H H CH, S 2- FAXBR 2
—HEAk | H H CH, S 8- FAR AR E A
—BEAR | H H CH, S 2,8- = AR A2
—HigA | H H CH, S Jg o
—EEMs | H H CH, 0 2-(N,N-Z Z, Bk k) B vods
e | H H CH, 0 6-O- LBt Ik B ngkob
Ak | H H CH, 0 8- FAX 1 % b
ZHEEAR | H H CH, 0 JeR TS
—HiEAR | H H CH, 0 6-(N,N-— Z. Bt 3k )i 2o
—aEAR | H H CH, |0 |2-fMrg"%
B EAR | H H CH, 0 8- FARAR %A
—HmEAE | H H CH, 0 2,8- = AR g A
—BiEAR | H H CH, 0 e ohs
A | H H CH, S 2-(N,N-Z T Bk 3k) B nol
R! R? R* |R® X Base
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—EigAR | H H |CH, S 6-0- ZBb A B okoh
—HiEAR | H H |CH, S 8- A ALy s

—HEEAR | H H |CH, S B v ol

—#EAE |H H |[CH, S 6-(N,N-= Z Bt ) A w4
—&EEAe | H H |CH, S 2- FAK AR Rl

—EiEAR | H H |CH, S 8- AR R

— iR | H H |CH, S 2,8- Z AXME RS

— ek | H H |CH, S b

ZEiEAE  |H H |CH, 0 2-(N,N-= ZBb 2k 1 ool
ZHiEAR | H H |CH, 0 6-0- LBt B 7R
ZHEAR | H H | CH; 0 8- A By foh

ZHEEAR | H H | CH, 0 By

ZHEM | H H |CH, 0 6-(N,N-— Z, Bt 2 ) i n& o
ZHEAk  |H H |CH, 0 2- BRI RS
=&5EAaR | H H |[CH, ) 8- B MRS
—aEEAR | H H |CH, 0 2,8- = FAXNRE o
R | H H |CH, 0 2-(N,N-= LBt 3k) B vkl
ZEiEAR | H H |CH, S 6-0- ZBLA & Foh
ZaER | H H |CH, S 8- FAK By mZoh

= gEfR | H H |CH, S R TN

AR | H H | CH, S 6-(N,N-= Z. Bt £ )i 2o
ZHEAR | H H | CH; S 2- AR RS
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R R? R? R® X | Base
ZHEAR | H H CH, |S |8-AMRi%E%
E A b H CH, |S |28-—fiip 2o
=ZHEA | H H CH, |S |#m&%
—BhEAR | —BEEAR | —AEEAR | CF, | O | 2-(NN-Z Btk B ogoh
—BEBAR | —BEERAR | B4R |CF; | O | 6-0-TRLAR &g
—BRERAR | —AEERAR | —HEB4R | CF; | O | 8-@K R
—HERRAR | —ARBAR | —BRMAR  |CF, O | &g
—HiEAR | —HbERAR | —BREAR | CF; | O | 6-(NN-Z LBRAE)MR RS
—HEERAR | —BEEBRAR | —BEEAR | CF, | O | 2-FKAReE
—HBSEAR | —HEEAR | —BEmAR | CF, | O | 8-mKAR-E%
—HEAR | —BEAR | —sEAR  [CF, |0 [ 28-= kiR
—HREAR | AREAR | —HEAR |CF 1O | ReRes
—HEEAR | —HEEAR | —ARBAR | CF, | S | 2-(NN-ZZBtab) Byrged
—HEEEAR | —ARERAR | —BEMAR | CF, | S | 6-0-TBtAE B
—HBAR | —ARERAR | —BEMAR | CF, | S | 8-FuKyegeb
—HEEAR | —ARERAR | —EEEAR |CF, | S | &gk
—HRERAR | —AREAR | —HEEAR | CF; | S | 6-(NN-Z TEU)ME%
—EEEAR | —HEEAR | —HEk | CF, | S | 2-FukagEed
—HEEAR | —BRERAR | —BEEAR | CF, | S | 8-FAuKAReR
—BREAR | —HREAR | —HEEAR | CF, | S | 2.8-— AR
—HRERAR | —AEEAR | —AEEAR | CF, | S | Mg
LBk LB LBLE CF, |0 | &=z
Y% LB ). %3 CF, |S | fego
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R! R? R’ R® X Base
B LBRE LR 2-ERK-THHE | O g L8
LBk Lk 933 2-BK-THE | S Byl
KA iE 5 GG A5 Ao rE T KRR, H) %Tit A XLV #9425

Hp

R R? R® X Base

H H CH, . o) 2,4-0- — LBtk kB
H H CH, 0 REES

H H CH, 0 2,4-0-— LBt M BT
H H CH, 0 i) &

H H CH, 0 Jie P

H H CH, o) 4-(N-%- LB I o

H H CH, 0 4-(N,N-= T8t ) o5
H H CH, 0] Y 3

H H CH, o) 5- A

H H CH, S 2,4-0- = LB R IRE
H H CH, S Rl

H H CH, S 2,4-0- = LBtk MM Beg
H H CH, S o) A

H H CH, S e rEeE

H H CH, S 4-(N-3#- LREH IO Eo

H H CH, S 4-(N,N-— T8 E) %L
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R! R’ R® X Base

H H CH, |[S FRoEE

H H CH, |S 5- RARIE

— B ER AR H CH, 0 2,4-O-= T B B oo
— B BAAR H CH, 0 S e

— B BAR H cH, |0 2,4-0-= LELIE MR
— B BRAR H CH, 0 B fssz ey

— R B AR H CH, 0 Jio e

—HE BAR H CH, 0 4-(N-3£- LB )OE R
— B BR AR H CH;, 0 4-(N N-= Z B3 f oo
— AR AR H CH, o) JRoEE

—HE B AR H CH, 0 S-F RS

—HEBAR H CH, S 2,4-0- = T8k Foge
—BRERAR H CH, |S N 2

— B EEAR H CH, S 2,4-0-= LBL AP IR
— B EAR H CH, |[S PR

— B EAR H CH, |S ForER

— B EAR H CH, |[S 4-(N-3£- Bt R ) g
—BEBUAR H CH, |8 4-(N,N-= B ) oz
— B EAR H CH, S FRoEE

— B EAR H CH, |[S 5- ARSI

R EAR H CH, |0 2,4-0-= LB RER
B EEAR H CH, |O TS o

AR EAR H CH, |0 2,4-0-= LB A PR E R
TR AR H CH, 0 T

ZBREAR H CH, 0 e

—HEsp | H CH, [0  [4-MN-#-zmimsx
S BEEAR H CH, |O 4-(NN-Z LB ) REE
=R AR H CH, |O B

T BB AR H CH, 0 S-ER AT

ZHEBAR H CH, S 2,4-0-— LI oz
TR AR H CH, S K E g
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R RZ R X Base
—BE AR H CH, S 2,4-0-= LB A M MRER
—HE AR H CH, S A RRF
Z R BEAR H CH, S g
ZEERRAR H CH, 0 2,4-0-— LB FREnE
ZREERAR H CH, 0 R EA
B H CH, 0 2,4-0-= T Bt B AR eEwr
ZAEERAR H CH, 0 o) AR
Z AR H CH, 0 Je P
ZERBAR H CH, 0 4-(N-3- LBLR) B
Z AR AR H CH, 0 4-(N,N- = Z. Bt 2 ) e ossng.
ZHEERAR H CH, 0 R
ZEEBAR H CH, 0 5- RARSAE R
=B AR H CH, S 2,4-0- = Tk frogor
ZHEBEAR H CH, S RE R
ZHERUAR H CH, S 2,4-0- = TLEBL I A MEE L
ZHREEAR H CH, S P R
ZREBRAR H CH, S e
— B R AR — B ERAR CF, 0 |24-0-=ZBLEFoFR
— B BEAR — R B AR CF, 0 R RS
— BB AR —HEBAR CF, 0 2,4-0-= LB P AR
—H AR — BB AR CF, O | Mg
— B BEAR —BE EAR CF, O | fogue
— BB AR — B BAR CF, O | 4-(N-#-TRA)ER
— B BEAR — B BEAR CF, 0 4-(N N-= Z. B ) oz
— BB AR — BB AR CF, 0 BB
—HHEAR — IR AR CF, |0 |S-AREEL
—H BEAR —BEBRAR CF, S 2,4-0- = LB RoBoE
—HBAR — B BAR CF, S VN
— BB AR — B EAR CF, S 2,4-0- Z LB BRER
— BB AR —REERAR CF, S FARREE
—HEBRAR — BB AR CF, S R

195




01813182. 4 oW B 5E192/2081

R! R? R® X | Base

— BB AR —BEERAR CF, S | 4-(N-3#-TB ) ferE
—HEBAR — BB AR CF, S | 4-(NN-= ZB R )R
— B BAR — R BAR CF, S | ERE

— B AR —HS BAR CF, S | 5-FUR AT

583 %3 CF, O | 4-(NN-— TE ) Iegoe
433 Lk CF, S | 4-(NN-Z T Mgr
B Bk 2-iAR-TH A | O | 4-(NN-Z TBLA)iOEE
Lk Lk -8 RK-TH | S | 4-(NN-Z TBLE) I E T

KA, RAE L BB AFE L K FS R, FIET 7K XV 69474

RO Base
X
RG

XV)
H£
R! R® X Base
H CH, 0 2,4-0-— LB B JRoEeT.
H CH, 0 R Fegeh
H CH, 0 2,4-0-— LBt AR E e
H CH, o) Jé oo
H CH, 0 FeL e
H CH, 0 4-(N-32- 7 B ) gz
H CH, 0 4-(N,N-= T B ) o
H CH, o) FRoEeE
H CH, 0 5- BARSE L
H CH, S 2,4-0- = LBk KB
R R® X B,
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H CH, S KE g

H CH, S 2,4-0-= 8L R R
H CH, S i)t A e

H CH, S A

H CH, S 4-(N-3- T B ) feoeg e
H CH, S 4-(N,N-— 8t ) perseg.
H CH, S Bz

H CH, S 5- BARIRE T

— BB AR CH, 0 2,4-0- = Z Bk SR ooz,
— B BEAR CH, 0 R oo

— BB AR CH, 0 2,4-0-— LBt R MR E 8
— AR CH, 0 Fa g

— B EAR CH, 0 R

—BEBRAR CH, O 4-(N-#- T B30 foEve.
— BB AR CH, 0 4-(NN-= LBLR) o 5ne
— B EEAR CH, 0 FRIEE

— B EEAR CH, 0 5- BRI

— B BEAR CH, S 2,4-0- = LEA R SRER
— B BRAR CH;, S RF B

— B BEAR CH, S 2,4-0- = LB M Ao
"B CH, S 5%

—EE AR CH, S i

— B AR CH, S 4-(N-¥#- LB B forgz
— R B AR CH, S 4-(NN-= ZBL B ) foegmz
—BEBAR CH, S BT

— B BRAR CH, S 5-FAK ST

AR CH, 0 2,4-0-= LB FAETRE
AR CH, 0 K F 2o

A BRAR CH, 0 2,4-0- Z TR P Mg R
TR B AR CH, 0 A IR

ZHE AR CH, 0 e
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R' R X Base

— AR CH, 0 4-(N-%- L BRI
—BREEAR CH, 0 4-(NN-— LB R )Mo
ZHE B AR CH, o) SR

—BREAR CH, 0 S-RARFAT

B EAR CH, S 2,4-0- = LELA SRE T
AR ERAR CH, S KR

ZHE AR CH, S 2,4-0- = LELI PO IgoE %
— B EAR CH, S PAIRE

T B EEAR CH, S J5 T

Z B BAR CH, 0 2,4-0-= LB IER
B CH, 0 T

ER CH, 0 2,4-0-Z LELE M IRER
ZBRBAR CH, 0 Fa P o

ZHEBRAR CH, 0 F 5

=R CH, 0 [4(NF-Lai)ER
EHREAR CH, 0 4-(N,N-= T8 ) iz
ZBERRAR CH, 0 oy

Z B RAR CH, 0 5- B FER

Z A BEAR CH, S 2,4-0-— LB R ST
ZHERRAR CH, S K ol

ZBRERAR CH, S 2,4-0-= Lot B R E7x
= BEERAR CH, S Mg

ZHrEAR CH, S g

—BEBEAR CF, 0 2,4-0- = LBL & frogng

— B EAR CF, 0] K oEol

AR CF, 0 [240-ZCBEARER
—BRELAR CF, 0 B oo

— B BRAR CF, 0 JogEv

— AR CF, 0 |[4+(N-E-TRERER
— B ERAR CF, 0 4-(N,N-— Z B ) fresne
— B BRAR CF, 0 i
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R! R® X Base
— AR CF, 0 5- BRI
—BE R AR CF, S 2,4-0-= LB IREE
— R AR CF, S KR
—BREEAR CF, S 2,4-0-— LEL A AR E
— B AR CF, S i)
— B EAR CF, S FEE
— BB AR CF, S 4-(N-3£- Z B3 fE 5o
— BB AR CF, S 4-(N,N- = TBE 3 ) s
— B BAR CF, S FRIEE
—H AR CF, S 5- BT
Tl CF, 0 4-(NN-— Z Bt ) feLesE e
LA CF, S |4NN-ZTBBEER
LB 218X T A 0 4-(N,N-— B35 8o
% 2-i8 AR - S 4-(N,N-= Z Bt 3 ) b oginz
R, KAIE Y B R 2SR, HIE&T 5 X XVII #94%
X Base R® R’
0 24-0-—% |H Me
Bt F AR
H CH, OH |O ke |H Me
H CH, OH |O 2,4-0-—z |H Me
B2 P A
7
H CH, OH |0 Msgeserz | H Me
H CH, OH (O Fo sy H Me
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R R® R’ X | Base R* | R’
H CH, OH O |4N-#£-ZBH)fe%E= |H |Me
H CH, OH O |4-(NN-—zZBA)e% |H |Me

.
H CH, OH O | kg2 H |Me
H CH, OH O | 5-fARAHE= H | Me
H CH, OH S |24-0-=—zZmikfEw |H |Me
H CH, OH RS 2 H |Me
H CH, OH S |24-0-—ZEtEMMgE |H |Me
%
H CH, OH S | Mngegs H | Me
H CH, OH S | Mg H | Me
H CH, OH S |4-N-#2-ZE)eEw |H | Me
H CH, OH S |4-NN-—z##p)ieE |H |Me
WE
H CH, OH S | g H |Me
H CH, OH S | 5-FUkEEE H |Me
— B | CH, OH O |24-0-—zmtafogw |H |Me
— &R B AR | CH, OH O | kh#kEsd H |[Me
—HE 8 4R | CH, OH O |24-0-=—zZBtiMig% (H |Me
e
—&EEEAR | CH, OH O | Mg H | Me
— B E AR | CH, OH 0 | Josgex H | Me
—H5Bi4% | CH, OH 0O |4-N-#-zwi)fergw |H | Me
—Ef4AR | CH, OH O |4-(NN-—zs)pesE |H |Me
uE
—HE AR | CH, OH 0 | kg H |[Me
—aEESAR | CH, OH [N VY T H |[Me
—HEEAR | CH, OH S |24-0-—ZBtiE ke |H |Me
—EE 4R | CH, OH S | k#EEs H |Me
— A58 | CH, OH S 124-0-—CBtAMARE |H |Me
o
—H# 4% | CH, OH S | Mg H | Me
—BEE AR | CH, OH S | B H | Me
—xEss4R | CH, OH S | 4-(N-2-Z8t)egw | H |Me
— AR | CH, OH S |4-(NN-—zm#)seE |H |Me
4
—Ht# 4% | CH, OH S | kER H | Me
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—EEAR | CH, OH S | 5-AARAKER H | Me
iy R® R’ [X [Base R* R’
—# 4k | CH, OH [0 |24-0-—Z Bt REoT H Me
— B4R | CH, OH |0 | k#&-2% H Me
HE#AR | CH, OH |0 |24-0-—zBtaMgx | H Me
— AR | CH, OH |0 | e H Me
—#s#AR | CH, OH | O | fagez H Me
— B4R | CH, OH |0 |4-(N-#2-Zm)fegre | H Me
—HEEsAR | CH, OH |[O |4-(NN-—z@)fegw |H Me
— AR | CH, OH |0 | g H Me
—EEFAR | CH, OH |0 |5-fkpgnz H Me
— kAR | CH, OH |S |2,4-0-—TBEAKET H Me
— kAR | CH, OH |S | k#&-24h H Me
—HE Ak | CH, OH |[S |24-0-—zEaiMigsExw |H Me
—HEEAR | CH, OH |S | Masggw H Me
— B4R | CH, OH |S | par&Evz H Me
= BEEAR | CH, OH |O |2,4-0-= T8k g H Me
= gEA% | CH, OH |0 |k#-2% H Me
= HtFiAR | CH, OH |O |24-0-—zEutMi-gw |H Me
Z A B4R | CH; OH |O | Mg H Me
= AR | CH, OH |0 | gz H Me
= #F4R | CH, OH |0 |4-N-#-Zmifegx |H Me
= AR | CH, OH |O |4-(NN-—z&)fegww |H Me
= AR | CH, OH |0 | fgw H Me
= ##4% | CH, OH |0 |S5-fuikigw H Me
Z B EAR | CH, OH |S |24-O-—zmitfgw | H Me
ZH#AR | CH, OH |[S | k2o H Me
=B8R | CH, OH |S |24-0-—zmitMigg=x |H Me
ZHEAR | CH; OH |S | Mg H Me
= B4k | CH, OH |S |z H Me
— AR | CF, OH |0 |2,4-0-—ZBEk JRoER H Me
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— B AR | CF, OH [O [ k%2 H | Me
—Hi 8% | CF, OH |0 |24-0-—ZBEMgE |H Me
R R® R’ [ X [Base R’ R’
—H#iAR | CF, OH | O | Msgwe H Me
— B EAR | CF, OH |0 | psx H Me
—H# Ak | CF, OH | O |4-(N-#%-ZE ) |H Me
—HBAR | CF, OH [0 |4-(NN-ZzZit)ezx |H Me
— & AR | CF, OH |0 | %= H Me
—HE B4R | CF, OH | O | 5-fARAE H Me
— B4R | CF, OH |S |24-0-—z @tk fg |H Me
—H AR | CF; OH |S | x#&H%% H Me
—&E i | CF, OH |S |24-O-= Bt Mng-Ee |H Me
—&EA% | CF, OH |S | MRg-g=x H Me
—HEE AR | CF, OH |S | pg=x H Me
— B4R | CF, OH |S [4-(N-#£-zZtR)ferge | H Me
—Hi#4% | CF, OH |S |4-(NN-—zZ Bt | H Me
—#8 AR | CF, OH |S | g H Me
—H§BAR | CF, OH |S |S5-gARAE% H Me
B | CH, OH | O |4-(NN-—Z &)l |H Br
B CH, OH | S |4-(NN-—zZ@t)pbsmwe | H Br

VIL E iR B R G

Ao i 47 ) A B R A RSB LA B B B BT

o H B S A R E iR, TURFREREREREEN,
%36
H XA A4 d 200pM #An44 R E 7 F DMSO #, KB R #
Ik F G A,

FRAE A5 BA SN, 421 ) LA S B BE(BHK-21) (ATCC CCL-10)#= Bos
Taurus (BT) (ATCC CRL 1390)4n/e.4 & F 37°C. 24L#Y CO, (5%)%F
%, 1¢ BHK-21 @£ 504 2mM L-B5- £ 8. 10%f5 4 £ 7% (FBS,
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Gibco)#w Earle’s BSS #9 Eagle MEM #4£4X,, ¥4k 24 1.5¢/L
B S 40 A 0.1mM 3E X 'F R A BL . 1% BT 4m /£ Dulbecco 2t ¢4 Eagle
KIEFRAE P K, ZIEHRLA T AA 4mM L-5 R BEAe 10% 5 6 7 (HS,
Gibco), LA+ 4 1.5gL A4, 4.5¢L F EHHEF 1.0mM
AERE4N. f& TSem® 493E SRy, 4% &4k 17D (YFV-17D)
(Stamaril®, Pasteur Merieux)f= 4 875 3% & (BVDV) (ATCC VR-534)
Bt BHK #= BT . F37CTFHE 3 X5, MR B FHH WL
AT, IRMA K - BEZR, BuERmesR, ¥EE
BN, T -T0CHA. 4 514¢ BHK-21 4= BT @jefe 24 332
FH A K FILL, ME YFV-17D F= BVDV #934.

] 4 AL FHEBRAC A 7 M6 Z BRER B 6T

AW EFTEACS W A e b X ALE], & American Type
Culture Collection (Rockville, MD)3% 4% HepG2 #mfe., ¢4 KT
225ecm’ LRI RHF AN A L FRABR I%FEL -HBELY
MRS EZFAY ., BZREBERA-KFERARWRIER—K.
i it 5 30ml J&%E & B85-EDTA 48/ 10 24P Rl ok =
K, MRS EBLE, REHFILA HepG2 tpe &30 2.5 x 1084
mie e FEEMN T 6 LRI T, B 10uM PHIATL 69 7E 1L E4h
(500dpm/pmol)3& fix— & B id] . HFiX sk ok HFF 37C. 5% CO, IR3%
T, Tk egutia s, JFokbehaEas 342 ik (PBS) ek it =K.
FompinAndh 5 60%F 82 —A&F - 20CIHF it k. 2 £FH 20ul %
VB AE ok EARIR— N BY, AR IR n i ) 84 7E AL At B A gt
Y. REGHERY, ELENTERUABRBRFBTIR, F-20C
kA 2 44T HPLC 447, 4% HPLC S Af ik #F e A 4 R 9 TR 1 .
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%1
[pmol/ & 7 A~ 4mfe]
BflE | p-D-2'-CH;- B-D-2'-CH;,- B-D-2'-CH;,- B-D-2'-CH;-
(h) riboA-TP riboU-TP riboC-TP riboG-TP
2 33.1 0.40 2.24 ND
4 67.7 1.21 3.99 ND
8 147 1.57 9.76 2.85
24 427 6.39 34.9 0.91
30 456 7.18 36.2 3.22
48 288 9.42 56.4 6.26

SA) 5: fle IR AT A A0 LR AN

EAEF4A 1 A, 2F KE @R m NG & (chronic)# bk
FE R T #HEA T (VAP), A #| Tz EA it Tk E, 035
iR e b FA IR, WRARE, BRETERHEE 6 R)yiER
bt 444 250uCi E M 44PH], BPvd 10mg/kg 697 €A Smg/ml
89 R JE 4T B-D-2°-CH,-1iboG, 4 +#88k X7 & (bolus)4-25(3 R, IV),

KA 22 EEL BB R, PO), AHERMNZL T4 7652287,

STEF R4 24 B HATARE ., A48T A (KL AL 18-
0. Bf. 2255 0-4. 4-8F8-12 . 08}), @ it# Ik 4 % (pan catch)
IR RATAE., B, A setaiara(ee sy, 885
025, 0.5, 1. 2. 3. 6. 8. 124224 .\ i}), BTFFiE 8 B#HFFE
Fo VAP S H £ G BEHRFE FHERTATHHE AT @it G ik £ fo
¥ xb A AR AT ST, FEPERE(Cre) A 2R 64 5T 1)
(T~ WETFERAUC). A EFRI(T,). FHECL). 255
BRI A (V)AL WA R E(F), FiXBEHHF]FA2HE3 F,
R E 2 FH 3,
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k2. P o RAEHARE

flF AUC Norm AUC Mean Norm AUC | F(%)
(mg) (ng/mLxh) | (ng/mL xWmg) | (ng/mL x h/mg)

IV fa#fg 1 | 46.44 13614 293.2

IV {87 4% 2 24.53 6581 268.3

IV taxr#% 3 | 2072 6079 293 4 2849

PO fair# 1 | 29.04 758 26.1

O f&rxr4& 2 | 3093 898 29.0

O &Mk 3 | 30.04 1842 61.3 38.8 13.6

#3: B-D-2-CHyeriboG 42 18345 ¥ 8 35 K.3) 71 %

v PO
#) /142 (mg/kg) 10 10
C...(ng/mL) 6945 6+1886.0 217.7£132.1
T, (hr) 0.2520.00 2.00£1.00
AUC(ng/mL x hr) 8758.0+4212.9 1166.0+£589.6
T, ,(h) 7.9%5.4 10341
CL(L/hi/kg) 1282048
V_(L/kg) 2.09+0.54
F(%) 13.8

FAEA) 6: F AR L
EFERERFMEATHM I, 4R Sommadossi J-P,
Carlisle R £ “Toxicity of 3'-& & A-3"-PLEAS AR 2 fe 9-(1,3-—F A -
2-R BT ) BRI a B A ] Hdm A b
(Antimicrobial Agents and Chemotherapy 1987; 31:452-45)% #=
Sommadossi J-P, Schinazi RF, Chu CK, Xie M-Y & “2°,3’-—BL&.-3"-
FRAR IR b (-)-Fa (+)-3F Bk st E 5 AT 85 BT B 4 e, P b4 b bAk Y
(Biochemical Pharmacology 1992; 44:1921-1925)% pri& #g5 ik, @it
FERAABER S BEEMIE., RAMXEVIRBEXTRALHE S
% AT S M 8y CFU-GM #= BFU-E M. A ERERBMEHHH
wig, F37C. ERBAGESH 5%CO,HEARIREF 14-18 X5,
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SRR BT % T S0 AN ey B R AT R4 PR
B at B3EfdmAar, EHWAE TR ELRTH B AT,

% 4: AF &M CFU-GM #= BFU-E Clonogenic ] .

ICs,, YApM &1
32 CFU-GM BFU-E
FIEF A ~5 ~1
B-D-2'-CH;-riboA >100 >100
B-D-2'-CH,-riboU >100 >100
B-D-2'-CH,-riboC >10 >10
B-D-2'-CH,-riboG >10 >100

) 7. KALAREER

#3% Pan-Zhou X-R, CuiL, Zhou X-J, SommadossiJP,
Darley-Usmer VM f& “it1# 4% Rk H A% F R 45t HepG2 aafe ¥ &9
KAk fe ey 514k A ” (Antimicrob Agents Chemother 2000; 44:
496-503)89 #45, FA Eik sk, A 12 3t + 55 HepG2 mb.
L#piEsk 4 X5, K Boehringer L8 M| % X7 &0 £ 3 5 F
FEESF ., BB mie T8 BN ) wie s B KB 2> F )31k,
M ERFO T LERI)TRS F.

&5 BRAAR WA (L-FLEAIE)

R (uM) FLBE & (mg/10° /A 2mfie) | 3T BB %
S B8 2.18
FIAU 10 3.73 170.4
B-D-2'-CH,-riboC |1 2.52 115.3
10 2.36 107.9
50 2.26 103.4
100 2.21 101.2
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H HOL Hy
O~ 0.
H OH OH
FIAU B-D-2’-CH3-1iboC

) 8 tmieE R
S ampiA 5 x 10° = 5 x 104304 F 47+ F 96 JL3F Ry £ K3F 5
e, F37C. BALH CO, S%)FFEY T LR, KEMASH
Ml & R AT A K3 RoR. B 4 RE, A 50% TCA B
Ay, AHAKEAW B#FLRE. F550mm A REE. meE
PR A IS IR B B S0%PTE 6 R E AR (CCs). PIFFELAET T
A 69,

4% 6: MDBK 5 AJF 40 fef&

164 CCsyy UM

MDBK Huh7 HepG2
B-D-2'-CH,-riboA | 20 - 40 50-60
B-D-2-CH,-riboU | >250 >250 >250
B-D-2-CHj-riboC | 100 >250 150
B-D-2'-CH,-riboG | 100 | >250 >250
A€ F AR 5 25 150

ZH#F)9: mietky BT (CPA)

3 K _EAR3E Baginski, S.G.; Pevear, D.C,; Seipel, M.; Sun,
S. C. C.; Benetatos, C. A.; Chunduru, S. K; Rice, C. M. F= M. S. Collett
JE “IIE R HA0 A 69 4E B AL (PNAS USA 2000, 97(14), 7981-7986)
B 0 ik, HATIOR E, AL AT 24 BT, % MDBK 4/ie(ATCC)
BF T 96 FLIE AP (FIL 4000 A mpe). vAFEASGmAe 0.02 ANk st
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A% 0 B e 4 (MOD)Al BVDV(NADL #k, ATCC)E 3¢, & e n
AR R Y IO N Z XA 84 B FI A HE R, DMSO A3 Ra T

BYSREH 0.5%, BFRHEER—X O, BT @R E AR 5
&, AMREmSEREANRIERT S KFBAREOREAER

A xR Y 90%1A L 4nfieid Bl R S0 BR. WRE, A 50%
TCA B &34, AHAF A9 BT e, F550nm &, KA
FALAE th & FURG BB . 45 50%A HORE (ECMEE X A1 7% &4 4m
JOEHEAE R B Y 50%E1 et e iR, FRFHER TR T . B4

FoB 5 44 T B-D-2'-CH;-riboG Fo#| & F5 4584 50%H HRE(ECy)E
4B 7. B 6 ik T p-D-2'-CH,1iboG. B-D-2'-CH,-riboC. B-D-2'-CH,-
riboU. B-D-2'-CH,-riboA F=#| & % #k#y CPA M7 4 £,

AT tmledRy

ECs, uM CCs» pM
B-D-2'-CH;-riboA 2 20
B-D-2'-CH;-riboU 20 >250
B-D-2'-CH;-riboC 2 100
B-D-2'-CH,-riboG 4 100
FleF Ak >3 5

K] 10: % BEEEK )

FEREAAR 6 R 3k 24 G FAA L, 88 F s R A &
A S 69 A BGRJE . 3L 100PFU sR & st amfe b Zb4TAGE . &
JE, QPR EF N % XS 6 MEM & 5| ##%, Frid MEM
FANA 2%REDiFF 0.75% F ARG k., AW BTFIICHE
3R, REM S0%TLE A 0.8% L d R A&, HEAFANTF. RExtE
BEHAT SO R IRAF 0% R F IR T E 6 RE, SR F4A8. B7
A E BB ER T RGBT, B 8 AR # I IR E 64B-D-2'-
CH,-riboU # 4 F, BVDV % 52/ s 64 B .
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& 8: it sEAK MR Sk M X R A 0 7 B AR )

ECy, uM
fB-D-2'-CH,-riboA <3
B-D-2'-CH;-riboU <81
B-D-2'-CH;-riboC <9
B-D-2'-CH;,-riboG | <9

gAp) 11 = FR Y rE

F AR 6 Fk 24 JL3E S b, @i E B Y R AR &
-k J5 & 5L B Y 6-log BT E 8RR . R RARYE
Baginski, S. G.; Pevear, D. C.; Seipel, M.; Sun, S. C.C.; Benetatos,
C.A.; Chunduru, S.K. Rice, C.M.#= M. S. Collett £ “J& 5% &3
6 FAC A 84k A ALE]” (PNAS USA 2000, 97(14), 7981-7986)% Fit
R8sk AT, AR W sy B B X, AR R A 24 WA, 48 MDBK
IR T 24 LIS FRM P (F I 2 x 105 MNafe), REvi&Am@ie 0.1
A PFU #4 & # 5 #(MOI)l BVDV(NADL #) & #. & e F e
RALE-H 8y £ 9| AR, DMSO A4 KFHRAFHLREHA 0.5%.
HHHER—RX M. ZRE, B ZAAK - BIEAR L mied
TRt EALER), WERANIMNRESFHTELE. B
T, ERF 240, 4% MDBK 40045 F 6 JLIE M E(HAS
x 105 A~gafie), A 0.2ml 5% iXiafe = dh et dafie 1 1o, sui iR 0.5%
WRSAEM A KIE R BB RME. ZRE, A35S%TRER Mt E,
B 1%%E 5 (Wiv, £ 50% LB P ek AR Z 5., R E 5,
M FREF R 6-log 6RE, “RINTFERIT. B AHEZF

B MEFRFGERGE®. B 8 A A A Z ¢9p-D-2-CHs-

riboC 4/ F BVDV = %) 44 B .
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A 9: IKAF 6-log WY 691LEdhiRE

AT 6-log B, 9 4E- K E (uM)
f3-D-2'-CH,-riboU 120
B-D-2'-CH,-riboG 20
B-D-2'-CH;-riboC ' 20
B-D-2'-CH;-riboA 9

LA 12; mfRedrstit
& 10 B4 T KL 4 BAF4L-E-4 (B p-D-1'-CH;-riboA #=p-D-2'-
 CHyriboA)5 RBV ( “FlEF4K” VELH @I F F 6h mfe b,

B $206/208T

& 10: #mpedrat b *(CCyp)

BD BHK VERO MT-4
B-D-1'-CH,-riboA | >100 | 200 >100 18
B-D-2'-CH,-riboA | 75 22 22 6.6
RBV ND 50 11 ND

A& 4 O E B S0%PTE 6940 R B (LM).,
B-D-1'-CH,-1iboA #=B-D-2'-CH,-riboA #9443 5 #)de T ;

H N
CH,
OH OH
$-D-1"-CHj-riboA

HO

OH OH:

NH,

B-D-2’-CHj-riboA

& 11 %4 7 B-D-1-CH,-riboA #F=p-D-2'-CH,-riboA *f & % & A0 &
A EAF R AR AT,
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F 11: RAREFFE M LX(EC,)

BVDV |YFV |PICO | VSV HIV-1
-D-1'-CH;-riboA 10 7.0 51 >100 >18
B-D-2'-CH,-riboA | 0.1 02 (50  |>100 >6.6
RBV ND 30 >30 ND ND

i 75 pEAOB Y S0%FTE e AR E (M), R TIlRERLA:
BVDC-BT. YFV-BHK. PICO (Cosxackie B1 #= Polio Sabin)/VSV-
Vero.
#.12 %4 7 B-D-2-CH,-1iboG. B-D-2'-CH,-riboC #=p-D-2'-CH;-
riboU x4 s &40 B 3 & 09 B A R B ) LR i A i
& 12: I E T *(EC,)

BVDV YEV
EC.* |CC.** |ECy* | CCop*
B-D-2-CH,-riboG | 2 >100 |12 20
B-D-2-CH,-riboC | 3.7 >100 |70 >100
B-D-2-CH,-riboU | 20 100 |33 =100

1% 5 BEROR Y S0%FTE e R (UM), A FIlREmICE:

BVDC-BT # YFV-BHK,

**4F b B0 TE BBV 50%FFE 640 A R E (LM).
B-D-2'-CH;-riboG. B-D-2'-CH,-riboC #=p-D-2'-CH,-riboU #4445

4EA) e T

NH:

0
NH
a‘fi)\ If“\/&
N Yo
H H,C H3C HO H
[ r,:o\l I | :o..l l
OB OH OH

p-D-2'-CH3-1iboG f-D-2’-CHj-1iboC p-D-2’-CHj-1iboU
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£ 13 B4 T AL A ZF R 64 R P 6 Ik E

875 .,
#.13: %/ BVDV A7 4Fm &2
44 migRY | R FERY Huh7 4 fé
| 8 e
(ECso» M) | (ECgp» pM) | (ECso, uM) | 6logio 4K | (ECsor pM)
(rM)
B-D-2'-CH,-riboA 2 <3 <2 9 50
B-D-2'-CH,-riboT >250 ND ND ND >250
B-D-2'-CH,-riboU 20 <81 24 120 >250
B-D-2'-CH,-riboC <9 <4 20 >250
B-D-2'-CH;-riboG 4 <9 3 20 >250
B-D-2'-CH,-ribol 45 ND ND ND >250
FIEF AR >3 >200 >20 HE 20

WA PIHFACELABARLG EFEATRERARATT HE, {2
R, W FAMRIHEARAR BT, B AR AL P B AT 0 bk T
AT R EAL AR 4L B B L.
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A 1. THEEFGHFLER
0 NH, 0
/
g Ao by
HO H; 2 HO. H, HO H,C
o< O O~
OH OH OH OH OH OH
p-D-2’-CHs-riboG p-D-2°-CH;-1iboC B-D-2’-CHj-1iboU
-NHZ 0O 0
N N NH NH
e &0 r
NN NN N" o
H H,C H H, HO H,C
OH OH OH OH OH OH

B-D-2’~CHj-riboA

B-D-2’-CHj3-ribol

B-D-2’-CHj-riboT

NH, 0
SN N NH
¢ ILJ ¢ fi
HO. N7 >N HO N N
0 0
CE{3 CH3
OH OH OH OH
B-D-1"-CHs-riboA B-D-1"-CHy-1iboG
o Qo
S e
| )\
N/go QN,N
HO HO.
O~ 0
OH OH. OH
F) & F A
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B 2: B-D-2’-CH,-riboG &7 F ¢4 H K5 7 F o)
ETyi
(ng/mL)
10000.0

1000.0

100.0

10.0

By 18] (hr)
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B 3: P-D-2’-CHs-riboG Lt T#& ¥ 64 X3 /) F

e

: — - ———r~ AD DOpOSA——— .
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| 4: p-D-2-CHsriboG %t BVDV @ ji$4* @ % (CPA)

B-D-2’-CH,-riboG , R4&H &

35
3
25
2
1.5
1
0.5

AS550 nm

——1 M =3 uM "~ ™ "9 uM 28 uM —H—383uM —€—250uM —H KR

B-D-2’-CHs-riboG , £ 4 BVDV

A 550 am

Day
——. 3+ 8 /BVDV — ¥ 1 M “# 3uM - ~¥—9uM
~¥—-28 uM —8—83 uM —€—250 uM —t— R /NV

fm R AR 37 )

B-D-2'-CH;-riboG

A 550 nm
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B 5: # ekt BVDV & i tid® @ Z(CPA)
ﬂ6$%,£%é

A 550 nm

Day

-1 uM -3 yM < QuM
—¥-=g83 uM ~—0—250 uM —— k4324

=28 uM

FleFHh, L5 BVDV

Day
—— 3t B /BYDY —F1uwM . 3uM =39 uM
—¥—28 uM ~—®—g§3uM —+—250 UM - s} RB./NV
4 oAk 37 ) 2
FEFHKR
3.5
3
E 2.5
E 2
815
< 1
0.5
o + ——r—T YT e p— e Y
0 1 10 100 1000
K EuM
——F R a4 BVDV
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B/ 6: BVDV @iz
. ECu 4HM e ECs M
B-D-2'-CHy-riboG Cou 1000 B.p-2'-CH;-riboC o 10080
35 35
3 3
25 25
E -
3 21 § 2
n 1S 1.5
< <
1 1
0.5 1 05
0 F—rrrrrr——rrr—r—rr - 0
0 1 10 100 1000 0 1 10 100 1000
R E UM KR UM
B.D-2'-CH;-riboU ECw 20BM B-D-2"-CH;-riboA ECs 2HM
CCso >250 PM
CCsp 20 KM
s 15
3 3
] 2.5 g 2.5
1+ 2 e 2
& =
: 1.5 ¥ 15
1 < 1
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