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%% XEE High-antib kU'Syna kA —3%8EEDXI7LF VK,
XTI LAF RO X EBITHR

L3
~

A H

RXEEZA # & BEH M—
(BI%)

OB HE P s ox AH HE s & Il ®

R X A B 0B F

¥ @

MO 5 TS IOV T, WL EMFHE TR T 2 2 &3, BEOEYNENE L OBEMEIZHWT,
PO TEELIETh b, RRIEET AEOD THEEMRZT Cli s, Ali#EEH 5VIxE
ORI IZ DWW T O EEMRTRL £ /72, MBOBRELMS FTEEZMRA 52 T80
LEZLEND,

EZAT, BEBOYFEESXETIRLEELERND 1227 22 FERGEHLID T v R A =
YavhH b

BEOC (2) e, 7)) VEEOCEMELIIE) IV VHEEDCONLEZA A TETFHI VT ER
B AL TEEAL, 7)Y FESEDLVDIT VR A= 3~ &high-antifBIFICEEL 23 70
RILVAFRASLLEESBIERESEAMEL LV DB EPHLPIIE-TW0E Y /s,
FYAY REREDLVOAVARA =Y g v A syn filkEEZTAXVIT VY v EEGDA) T
d (CGCGCQR)* 5wz d (CGCG) ™™ 3K XS5 HAMIER LD ) 5 I LA XERFE RGN 12
KOS ->THED, Z20L) LEELE SHBEIIZ-DNAL WbR TV 5,

%2 2C, E#ithigh-antibBdWwWldsyna v kA - 30y &EBZX7VAT N, R7LAFFD X
BHERT 2 IT 2V, 200 FEEAMsAIZTAE LB, 7Yy FiEREHLIDI v X -2
3 VDBVAMBOSTHEEIZEDEIITHET I II D0 THRITL

EN
(1) High-antiz v/ kA —3 3 42 3S8-2 707043 Fp&US-Y7uxs7L+FFDX
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HRE A 8 TG AT
(1) XHRHE AT

PG 21T % > AL EWME FILHET 5. PHEUT pASIFHIES DHED 12 L DAL 7.
A’p B L A PATREHI AR HIE L VIR S N, ERFTF— 9 5 1 1054,

a) 8,2’-S-cycloinosine (I°)
b) 8,2’-anhydro-8-mercapto-9-8 -D-arabinofuranosyl-hypoxanthylyl (3’-5") -8, 2’-
anhydro-8-mercapto-9-4 -D-arabinofuranosyladenine (I°pAS)
c) 8,2’-anhydro-8-mercapto-9-8 -D-arabinofuranosyl-adenine 3’-monophosphate (ASp)
d) 8,2’-S-cyclo-2’-thioadenylyl (37-5') -8, 2'-S-cyclo-2’-thioadenosine (ASpAS)
#1 '
S 15pAS ASp
Formula CloH oNg04S-2H,0 | CyHy N O PS, "6H 0 | C)oH),NgOPS 2H,0
F.W. 318.36 607.56 395.29
Crystal system orthorhombic triclinic monoclinie
Space group pzlzlzl Pl le
a(h) 6.831(1) 14.324(5) 11.239(1)
b(A) 10.030(1) 11.130(3) 11.564 (1)
C(A) 18.811(2) 5.794(1) 13.058(2)
a(®) 90.0 97.40(3) 90.0
8(°) 30.0 87.42(3) 110.25(1)
Y(°) 90.0 120.05(1) 90.0
z 4 1 "
om(Mgm™3) 1.640(3) 1.630(1) 1.581(3)
DX (Mgm™ ) 1.641 1.536 1.585
ulem b 25. 4(Cu-Ka) 32.6(Cu-Ka) 31.2(Cu-Ka)
sina/A(A7h) 0.583 0.589 0.599
R-value 0.066 0.066 0.059
ASPAS
Formula z(czonzznloosps;-CL-)-suzo
F.W. 1303.8S
Crystal system triclinic
Space group Pl Base
- adk) 11.161(4) \lf/ X
b(A) 11.824(4) '
c(i). 12.136(3) NG
al®) 89.20(3) o ?”/
B(*) 97.92(3) _é. ) AN
Y(°) 116.75(2) , i ' -6
. - ! os-é-rl os-{-cs' Ty
Dm(Mgm™3) 1.655(4) L ¢ B
DX (Mgm™3) 1.656 -
u(cm‘l) 4.4 (Mo-Ka)
sing/x (A7) 0.595
R-value 0.078 [X 1
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ApH L A PAS I FRBAIR I % 2 3 FAEEN T 5, RETHE T~ 7 I3IBEEHUAS)
PUERRY X ARPIHT R CHIE L 720 BEEMITIIERETIT 2V, BEOMENIIGEARETITE -2
BAOGHEERTRIZZLIRT I BT EWIIOVTYE 0.1 T Th- 2o &b, BFE
BERET AR NARKLIIORTEE TR T 2 8I2T 5,

(2) FHEE

a) I®

X EERIT C E 0 G o N2 POsPBEEX 2 1I0R T, ) ay FEETLIOALhAY
13115.2° TH %, BED/Yy #) v 71EC (47) -endo, C(4")-C (5 AT hHOR LA (¥v) T
gauche-trans(g,t) Th %,

2
gt ’

C(4)-endo

AS(3)

[X 2. %3 .

b ) ISpAS®

7= VEIEONG ) L BEDRENTE M A= a Y L REE LT A o RIS E - Ty
Bo IR AN 3 IZR T, DSy A v S RO 1S TIEC (47) -endo, 3" EIRMDA® T
i2C(3")-endok % » T3, ) VEEHKGELIORALLM (&, a) X (g, t) TH2, 1N TIZ
CARFFF OB E T I VMO v X SRS WA A, BT A 2y - LR
BEUS-L 7 uBREEORIZESVA Y v % 7 H B B,

c) A’p

TFEZVEEONI) VA SRREEL KRB TTO A -2 3y LTwE, HE A4 1R
To FERREIIZIMAL A 2 2050 (1)&(2) OETRKELNEBZDIEC(3)-03) FEGEHLHD
RUNA (e) T, 9 f{Iittrans (t) THEIDIIHEL TH {2)Tldgauche (g) &% > T3, PhD
Ry By IS AE HC (4)-endo THY, CU4)-C(5) &bV NM (v) 30
hg (g, t) Thd,
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=
c(37) C(4')-endo
t
€
0(37
(N @
S

X4 .
d) ASpA®

RLERT &9 HEREOR THAILL THD, 20720 I"pA DG £ R4 ) 374, 5/ KO

FHOT 7=V EEONDL 70 b d— Y 3> LT3, PS5 DR, #5820 % 2
DOGF(DERYIBIEERMUI v A X = 3 v &E>TWd, T4bE, DSy 7)) ¥ 7135 AL,
HH2E LI, 5ARBMTIEC (47) ~endo, BRI TUC (3)-exol 4o T 5, Y~ BefEE
bhohthf (£, e) 3 (g t) Thd, 7 FATOTT=VREAILDRAY v ¥ v 73RS WG »

LA LSFRICIEA 34— LB S-2 7aBORIZ T pASOBAE L EBTVwAE 2y v Xy 7 2
HBHNb,

X5 .

() 7r-IHEiE L OFER

XHtS ST & 17 4 - 2 4 DOLEWO 2 Ui & BENERRAI M PY O £ 2 120 F, 71
I FHBEEDDDT YR A= 3 v idhigh-antifill (90° ~130°) ZISE SR T 52, 8,2'-S-
cyclo-5"-AMP* L EH TEZNETNDOY TR AKIZL DENIH S, —F, MO/ Xy n) v 77,
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#2.

1%pAS ASp ASpa®
IS

°p  pa® | A%p(1)|aSp(2)|aSp(1) pAS(1)| a%p(2) pAS(2)
X |115.2 | 126.1 127.1] 110.9 |109.7 |117.2 96.3 | 117.0 101.1
« | - - 181.1| - - - 171.9| - 173.8
8| - - 18s5.7| =~ - - 165.6 | -  163.4
Yy |177.3 69.2 61.3) 175.6 |172.3 57.1 177.4 57.1 180.7
6 [155.5|133.0 80.6| 155.5 |[156.9 [139.6 150.3 |141.0 147.0
€ - 211.9 - 191.9 | 255.4 | 209.0 - 209.8 -
T - 90.7 - - - 301.1 - 303.9 -
p [227.8 ] 248.2 32.7|220.6 |218.8 {247.7 202.6 |249.2 187.6

E.S.0.(1%:0.4-0.5,15pA%:0.7-1:1,A%p:0.7-0.9,A%pA%:1.4-1.9)
p2os'BesiXcqrSe3 €02t dp

C(27) -endo BNV C(4") -endo Bl 2 L 2L DHFIEEAETH B, ZDC (47) -endoBUTHED 2" 3L
EEN IV URED 2 H LV 6L AMERFE I/ A VESFTHAL 2 -2 7u) 3V 0%
JLAY P TLEROELSALENIZIENPASHIIEH->TVEYY 2o bid, D2/ LHEIEE DM
2, AXTETH5VEIBREEF 2N L TS ARIERENZ2-2 70X 7L+ Y FTIE, Ho /<
gy )V IHC(4)-endok & B2 - THZ2Z2LELOBLTVWS, LA L, ISpASD5 KIH
HIDASTIZC (3") -endoBl b > T Wb, ZHZNDC(3)-endoBID T T A - 53 1, 8,2/-
S-vra7 7/ L BEEWEONMRIFE TERP TEL L DFEL TW 3 2 MHEFEsh Tn3]
FESHIIBWTEHC (3)-endo R a2 2 L ITBIKZE Y, ¥ Ahigh-antiffiifich s 7ux s L
T3 RTOXEERED /Sy H ) v 7 e % B L2655, 6 10RTE 31y EHDC(17)-C(27)
WEEDLVORUNAIZHMEI» S 5 2L PHE I8 572,

FEY) CEEBROBHE LTh U fAe, BldTFRbtransTHY, L UNMAe & trans (e =210°)
IRVl E & A 2 L DS Il E -,

FpAH 2 WIZ A PA® DIF S M 725 FREE AP TOMMA L KO L AL F - H T s v
ZEEXLHEAREREH>TWE P, LAL, PpAON - HEX AN T —HHTA LN K
ELMED 1 DIz, KIFRIIEHWT, EESTANENGONE - LEBHRE LT, [FpAs,
ApASOWVT N, BoNA&EMEY) v EEYS A iree acidDIREETHHEN LD THAZ &, b
SO VEEFEA S 2 RENT TV HEBEONDII T N A=Y 3 LTWVWAZ EAELIS NS,
ZOko, ERZEWT, pHLIEOMBEHAEZ 2221240, V VERPREEL TR VL EE
5ZLIIBHDTVANVEDE A XM TE ARMIIBEI TSV,

(I) Syna vk A= 3v 2 L 38X FNTT /3y LUFOBEKRD XL, R

(1) XA i AT i

XAt i AT SR O LB R D&Y Th %,

a) 8-methylguanosine (m®G)

b) 8-methylguanylyl- (27-5") -cytidine (m®G2’p5’C)

—255—



X
130
120 |-
110 [~
"
100 }—
L— X =115.4-0.8T,
90 Fag=-0.89
| A SN SOV S AN (RN USRS SN U S |
R . 10 20 30
20 , 10 uo 0
£ £ £

[¥] 6
m*GIENIR"Y 50 FETEML, m*G2 ps’Cldk 24 Y T A7 LIk THAMKL 7, fE5FM 7 — &
BRIVINT o WEHRIE 7 4 LR AR B X AR OE U, RS AR L B T T
B, 156 N M3 o N RIETRISE L 20

£3.
m®g mbG21psic
Formula Cll“lSNSOS 3H20 CZOH27NBOl2 2H20
F.H. 351.32 638.48
Crystal system orthorhombic orthorhombic
Space group C222l P2 2l 1
a(Rk) B.464(1) 8.702(1)
b(A) 30.848(4) 16.240(2)
c(h) 12.233(1) 18.873(3)
z 8 4
Dm(Mgm™3) 1.459(3) 1.586(5)
Dm (Mgm™ 3) 1.462 1.591
u(cm_l) 10.3(Cu-Ka) 16.7 (Cu~Ka)
sing/A(A™Y) 0.583 0.583
R-value 0.053 0.049

(2) oM
a) m*G
SAS ST IC L DB O NS TREE R T IIRT, sy a Y FiEGEbVOh LAY 1T
233.2°THY, synIyh A= 3vhE0T0A, PED/Ny A1) 2 713C (27)-endoTh 5,C(47)
-CONHNBEDOIDAYRA—2 30108 (gg) THY, O(5) 1377 =V EHONBIE G5
KEETEL TV A
b) m“GZ’pS’C
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m8G(5")

C({2’)-endo

7. X8 .

by UHEBONGILY Y B, SREEL 2 AR TTO M A - 3 Y LT WA, HTHEEMS I
T, BED /Sy ) v 7IEE KIBADO mSGTIEC (27) -endo TH 1, FRIMOC (v F¥ ) Tl
C(3)-endoTh s, C(4')-C(5) fERETLNDAVRA—Y a2 E7T /¥y, Y hyrndn
b (g8 Thd, ) EBHEAETHPIOI v RA—Y a2Vl (§ a)=(g, g) &> T 5. FFN
TR O AT v Xy TEBE SN LN, HFHTE, 7T ke b VHIEORIC
28X THH S,

(3) 4y LOFHE

Xt S ERT L 72 2 D00 fa b N & BEMIERIRIA P & £ 4 10RF, 7)) 32 PG
PODTYRA—S 3 EmGHEEUMEG2 p5 CO8-AF N7 T /L Vil Tl g FAHEY
syn (¥ =233.2° > L 18227.1°) Th A, ¥ F 7 v Tlianti (¥ =18.2°) k7% > T a, O/

#e4 : U HY Y T8 AFLTT 2L TR VTR
n’c2'ps'C A Y 7IEC (27) -endo & & T3, C(47)-C(5") &b
nfe | mBcp pC DO g kA=Y 2 iznTht (g THY, 0(5) #
X | 233.2 227.1  18.2 g7 = U BHEO NBIE S FNARRGL TVwad, 20X %
* 288.7 KS1: 8-Br- 77/ 2y ok HITY VHHO 8 i

: 49.4 1 52.0 fjj bulky 5 A AL 22X 7 L4 ¥ Flok{ AN 5,
§ 263.9| 265.0 196.1 UL 7Y L Hidko 8 fr~bulky &M HAL T, 7Y
N 203.6 28428 | o pgraquln oo LAY A280°E < & X B EHHEC (3)

: 32?3 —endolZ% A Z EAME MG 7

P | 159.5| 161.4 17.6 () 7L Ay A high-anti b5 lEsynT vk A =2 3 ¥

E.$.D. (m%G:0.4-0.5, m®2'Gp5'c: BEALExNAR)R7LAF FOGHEE
0.4-0.9) p¥os+Bes Yy FN)R7LAF FOS-fHEEEBUES S LT, U Y REREG

Se3rfearfoatlp EhODIVEA—Y gy T hbb ({ o) FEETHLL
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WhhTVAY IPpASD ) VEERAEEHLVORALAA (&, o) IF (g/t) THBA, APATTIE
(g5t) ThHd, 2D, IFpASIZXN 3Dk 512 foldedBiKEIE A & 1, ASpASOMEIEIIN S5 D &
3 1zbendiEE L ZVBED (&, a)=(g,g) 3&0BEV, ZOLIITBEBEDSEAEER
nEaw» (& o) DEELE DIV AA—Y 3 Y PREBOGREEEREETARIIERIIZ- T
%, ThbLADPASTHSLENA (&, a)=(g53t) DI VKR A— 3 VIFHEERNAT™ OD-
Loop {#%512% 2m?G10& G18, anti codon Loop® Gm34# & U'T¥C Loop?» C56124 5N 5,
X OIS SR S0 AMTER & 5 Zu-DNAIXCpGTIE (¢, e)=(g%g"), GpCTIx (&,
e)=(gHht) DHAEEL» 5T ETHNY GpCT7F 7 x> bD) YEFEGEIDORLAA (£,
a) FPpASD (ght) LALTH 3,
[FpAS, ASpASD WO NEBE NN FREEIISRABER L-> TV E oD, 206D
BonrE) v EBEEEOLALNALZDLELS (a=260°, #=142°, 7 =T79", 6§ =81°, ¢ =
10°, £=268°) Z&ickD, SHA 1Y) 108K, 5¢A%E 8.1A, 5t A 1 RKEY
DOy FA —36.1°OKESHGAEER LN IS LIS EL S,
m(mpsc@%%%LiTTzXﬁMﬁ# SN 7-A2 ps" U & [FIfR BRI IE AT
THNO(2)-PEAFMIEREIFIFREIIZ->TWVWE, ZOLIEarvhA-3 3k
2,5 ) VEFER L B OBMEEIZSN S, BRLT, Z0avkA—=Y 3 THHARE
EAENDIHE) PRI LAER BFOLSHAMEII LN ZVZEPHELE LS
5 B
1) high-antiz vk x—3 3 v &2 & 2 4FHDS-2 70X 7L 43 FHLUS-2 7027 L
AF RO XGEMEEBN LTS W FREELZHL 2L /2,
2) high-antig > k—X—3 3% 3S-270x 7L 4 FELUS-Y7uxs7L4+FK
DIEZOBMAES L, Z&12, ZY)ay FEEMYoRERALHED/ Yy HY) v 7
ZHIRE A H B Z & #HS L A,
3) synavAhA—-—2 g EHEDIZ2HENOR LAY RELURZ7LAFFEAKRL, X
ARSI 2 1T 2 VW FHE 2 5 212 L 7,
4) synaA v ARA—3 3 REBRR LAY FELIURILAF FOEEDOH#MAES 2L
7o
5) high-antib 2 Wilisyna vk A -3 53 v 2 D2BED0EELRY X 7 LA+ F FDOHFE
WIZOWTEESMZ 7=,
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wWXDEEKROEE

FaE OO LR 2 BUE T 2 WIAO 10113, SN ERR L 255020 Tw b 7 a3 FEG
HEbLVoRUNMYIHY, ZhhRUNMHiTanti, high-anti &5 & Csynfitifiopfish, o
R UL EIGITERBII O KE AW E L2 B2 6N 5,

AL 7)) B 8 ML EWRBD2 L& & 4 A V- &/ LTRSS L 72 B o) %
TLAFRHEEPY R 7L A4AF FERL, 20 XERMEMET 2 1Tv, 770 33 P %
bR N high-anti HURKIZEESNAZX 7L A F FOGHEIZOVTELDH L »
AW A, 2047 23 FESGELVOR N synflldo b 2 HMO X 7L 4 2
N, X7 LA T FOXBEENEEEHNT 2TV S Lo 2SO AWM S 2L, 215

ERUIHEE OGS e FEM P F T 5 & 2AKNT, EAEAO M LHLE L T
Miffid 2L D& HD 35,
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