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R W52 %
#3 I

Vi K,
(pmolsU~lemin~1) (uM)

Ktz =
(Vinax/Km)

L

L

L

L

E TTP 45.25 1.140  39.70 1

[ dCTP 18.69 25.58 0.7306  0.01840

E dGTP 13.12 62.03 0.2115  0.005327

[ dATP 09940 21.96 0.04526 0.001140
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6.37(d, 1H,J=3.6Hz),0 6.63(br, 2H,), 6.32(dd, 1H, J=9.6Hz),
5.58(br, 2H), 5.21(m, 1H), 4.29(m, 1H), 3.76(m, 1H),
3.49(m,3Hz),0 2.39-2.06(m, 2H)O
oooao
0o00,000000,0'000000000000000000000000O0A0
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,0'00000000000000000000000000000,00000
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H NMR(400MHz,CDCI; ) 6 (ppm)=8.80(br, 1H), 8.71(br, 1H),
6.88(d, 1H, J=3.7Hz), 6.50(d, 1H, J=3.7Hz),
6.30(dd, 1H, J=5.7, 9.0Hz), 4.72(d, 1H, J=5.6Hz),

4.11(d, 1H, J=1.8Hz), 3.72-3.92(m, 2H), 3.14(d, 6H, J=10.5Hz),

3.09(d, 6H, J=9.3Hz), 2.23-3.05(m, 2H)O
7 U C NMR(125MHz,CcDCI; ) & (ppm)=161.4, 157.5, 157.0, 152.7, 123.7,

109.4, 100.5, 88.0, 87.8, 77.2, 73.3, 63.4, 41.2, 41.0, 40.9,

40.1, 35.1, 34.90
MS(FAB, NBA/CH, Cly ) m/z(%) 376[M+H]" O
HRMS(FAB) 0 O O 0 376.2095 O0Cy 5 Hy o Op Ny [M+H]” OO OO

000 0376.21130
0ooaQg
0,000000,0'0000000000000000D00000D0O0O0O0O00
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H NMR(400MHz,CDCIl; ) 6 (ppm)=8.91(br, 1H), 8.67(br, 1H),

6.96(d, 1H, J=3.7), 6.78-7.42(m, 14H), 6.51(d, 1H, J=3.8),

4.55(m, 1H), 3.76(s, 6H), 3.26(m, 2H), 3.14(d, 6H, J=10.5Hz),

3.09(d, 6H, J=9.3Hz), 3.05(m, 1H), 2.41(m, 2H)O

7 % C NMR(125MHz,CDCI; ) & (ppm)=158.54, 158.49, 157.5, 157.1,

153.8, 144.5, 135.83, 135.81, 135.71, 135.69, 130.0, 128.2,

127.9, 126.8, 120.6, 113.1, 107.8, 101.5, 86.4, 84.8, 77.2,

72.8, 64.2, 64.1, 55.23, 55.22, 45.8, 41.0, 40.9, 40.6,

35.2, 34.80

MS(FAB, NBA/CHy Clg ) m/z(%) 678[M+H]” O

HRMS(FAB) O O D O 678.3401 OC, 5 Hy o Oy Ny [M+H]Y OO OO

O00OD0O678.33900

oooooo

OoooooQgogoao
OoooooQgogaoQg
OoooooQgogoaoQg

0

10

20

40

50



O
O

Ooooooooooooaog
Ooooooogog:-

OoOooos

OooooooooooooogoQgog
OooooooooooooogoQgog

OoooooogQgogooQg
OoooooogQgogoQg
OooooooggogaoQg

ugod
goo
g0

O

Ooooooogogogogoooao
Ooooooogogogooao

g
oo
oo
g
oo

©)) JP 3699659 B2 2005.9.28

,guobooob,g"gobgooboooobdobobuoboooobobuoboooaadn
oooo0oooopO0O0O0OoOoooooooooooooooooooooooan
gbooooooooboobobooobobobobooboobo,oboboooboo
ooooooao
goboooooooboboboooo,bo,bt,0"00DbO0b0O00O00O00ODbDO
b0 obpOOO0OOODODOOOOOOODOODOO
ooboocoooOooboooooobooooobooooao
gboboooobobobobooobobobobg
u

00000000’ 0 O0DDO0O0O0O0O0O0O0O0O0O0O0
uoboboobooooboobobobpgp0bOO0ObOoboOonb
oooboocoooooboooobooooooonon
gooooobobgobooboonob

u

O O0Oo0ogooo
O O0Oo0oooao
O O0Oo0gooao
O O0Oo0ooOooao
O 0Ooo0oo0ooao
O 0Ooo0oo0ooao
O 0Ooo0oo0ooao
0O 0o0ood
0O 0o0oogdg

a
O
a
u
O
g

Ooooooggdg

OH

g

oooooboooooocobooooaon
gooooooobobgobooboob boboboobooooob ooo
gbooooooobobobobooobobobobooobooobooboba
oboooboooobocooooobooooobOoobooooobooooooao

O O o
[ i R |

Upobobooobobobobooobooboobobobooobobobonb

uybogbogoooboboboboobooooaanb
oobooo-000-0o000b0o0O0ox0O00ooboao
ugbogobooooooboboboboobooooboonb
ooboocooooobooooooobooobooo
gbgobooooobobobobobooobonb

O Ooo0oooao
Y s Y
I [y

O
o'0oo(@oooooo”"oooooOOO0000D0
0DoDo00O00O0o0oooo@on) 0000000000000 0000
0000000000000 0O00000000000000000000
0000000000000 0 0000000000000 000000

X Oogogoooood
OO0Oo0oooogod
OO0Oo0oooogod
OO0o0oooogod
Oo0Ooo0o0oood
OoOoo0oood
OoO0oo0o0oood
OOoo0o0oood
Oo0oo0oood
OoOoo0ooood

10

30

40

50



(10)

JP 3699659 B2 2005.9.28

ugbogbooboobobobobooobobobuoooobobobobooobooobonb
goooocooboooboooobooo

ogbogoobooan
oooboocoooboOoobooooobooboooooobooooboooooooobooooboooaon
goboooooobobobgoboobobobobobooob boobooboboobodg
gboobooboboboboboobobooboboboooooboboboboooboobaadnb
UdO0xOooooobooobooob ocobobocoooooboooboooobooooDboo
gboboooooboboboooobooboboooobooboboboobobonb
ugbooboooobdoboahn

oooooao 10
uobogooo,00gan
oooboocooobooobooooobooboooobooobooobOooooODoopbOO0o0DbyODO
gobooooooobobobgobooboboboboobooobobobobooo o
ugbooobooooboboboboboobobobob boboooobooboboboooboaonob
ooboocooobOooboooobooooboooboooobOooooooobooooboooan
gboboooooboboboooobooboboooobooboboboobobonb
uboboogobobooo

oooboocooooobooooboooao

ogbogoobooan

gooogooan 20
gobgoobooooboobobobooooboobobooooboboboboobobonb
ugbogooboooobooboboobooooboaobaa

oooboocoooboooboooobooobooO0ob ocobooooOooobooooobooboono o
ugbdo, 0000 ODOoboboboooob oDooboboboboobooobobobonb
ugbogbooboobobobobooobobobuoooobobobobooobooobonb
0000000000 0000000000000000000O00000O00” 000
ugboobooooboobobobooooboobobooooboboboboooboobonb
gcoooooooooooooowvoooooooooOoO Dooobooooobooo
gobgoobooooboobobobooooboobobooooboboboboobobonb
gboobooboboboboboobobooboboboooooboboboboooboobaadnb 30
oo

ogbobgygpspg0bpypbO0obO0OO0O0OO0OOODODODODOOOODOODODODO OO0
gboobooooad

oooboocooooobooooboooao

ogbogoobooan

ooooooaon
gobgoobooooboobobobooooboobobooooboboboboobobonb
gboobooboboboboboobobooboboboooooboboboboooboobaadnb
ooboocooobOooboooobooooboooboooobOooooooobooooboooan
gboboooobobobobooboobobobon 40
ubooboooood
uooboocoobooboooobooobooobooooboooooobooooboooao
gboobooooobobobobooboobooboboboooboboboboobooan
000000000000000000000000 0 0000000000000

b, 000o0o0oobd

0000000000000 00O0O0O00O00000” "0 000000000000
oobp,0b0o0o0ooboooan

gbooboooooboboboboobobobobobo ooooooboboobo

u

oooooooooooooooooooooooooo@oooooaon "Yoooao 50



(11) JP 3699659 B2 2005.9.28

oooO"oooboocoboooonn DDDDDDDDDDD(DDD)DDDDDD
ooboocoooOooobooooboooobooobobooboooboOoooooobooboooon
oooooooooooboooao
oooboocooooobooooboooobooobobOoobooobOooboooooboboooon
oooooooOoooboooooboooooooboooono

goood oooo
(dNTP
*p-5-TAATACGACTCACTATAGGGAGA BATFTA7) ’
3-ATTATGCTGAGTGATATCCCTCTA*AGTCA-S' (g4 %)
dNTP TP dCTP dGTP dATP E] &
M) Jodfos] 1] 2] 4] 4102040 eo| 4 [r0[20]40]s0] 4 [ 0] 20[40 a0 & 5
H#YAT—¥ 0.1 Uil 0.1 W/l 0.1 Ujul. 0.2 U/pl j & )
(=3 0.5 min 2 min 4 min 15 min 1 3?
V—> |1]2]|3]4is|6]7]|8]|9]10]11|12]13]14]15]18]17[18]18]20|2 g j
— - s o
A I f 3
(23mer) o 3 g
3 %_“
- d - g
oooao oy i
i B
1 g]
g1l i " B
. Q@
-

1T
\&

W

Ei" ars
(
wdd «és i

03

|

€

AN

&

H

—

Pre
|
T

10}
m

2




JP 3699659 B2 2005.9.28

(12)

gooad

gooad

5000-167.04
4000+
2000 11.002
;
2000 aase.73
1000
" A X A rr e
2]
y T T .
500 1000 1500 2000 2500 2000 3800
Mass (V)
4342124 103
_aal‘_ {
- 58
154 . .
)85 135 2is ezm 273 381 118 358 3mg . 454 456 472
I IOV W ) i 54,156 17 s
I 20 s S e L DA SR Ty g
168 188 200 220 240 250 200 309 I20 340 3@ 390 498 426 440 460 48O SO0 528
. T omz
4340124 3
102 .
50
56 576 : 725778 799 880
a 8 7 : i ; !

T T T T T T T T T T T T T T T T T T T
540 S62@ SBO GOA 622 649 66Q 689 709 728 749 768 V6@ 6@@ 820 049 86D 698 goA
. L%

oooao

me<

20 (min)

10

oooaod

AZA

_va<

20 (min)

10



(13) JP 3699659 B2 2005.9.28

ubobaoooood

Ge)000O0 O0DOOoDoOooOoooooDooooon
gO0oO00oOoooDOobobooboooo
Frank Seela, Heinz-Peter Muth, Angelika RolingO Syntheses of Pyrrolo[2,3-d]pyrimidine
2" ,3 -Dideoxyribonucleosides Related to 2 ,3' -Dideoxyadenosine and 2' ,3' -Dideox
yguanosine and Inhibitory Activity of 5 -Triphosphates on HIV-1 Reverse Transcriptase
OHelvetica Chimica Actal D0 0000000000 0OOOO

G8)000000(nt.Cl.’0000)
CO7H 19/00-21/04



	bibliographic-data
	claims
	description
	drawings
	overflow

