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A7
B7

E BB ((3)

ik (KF 0.25-500 MFL/AT/0 8 BEME 1-250
STIATISE) - AR HERAREAMNERES > U
KEILL 0.5-50 MGTHATREIE - 17 #5229 & AR B Ak A9 b i
W o
WENHEZEEFSX | LEVERERRENERY
WG A D ILEREE - DUE B AT IR B IR R R 2 H R
 R/RFEERIRERRENE > A DIERER
EFEHBES PR — T E AR P A
EEMREY TR CEME R L (SPECT) ~ HFE
FE TR (PET) ~ IR (NMR) B - #
MEILEER OB E2E - BANEMEERE (DSA
) B IRE X St EIETERME (CINE CT) ZHBEH %
LEONERERE
AFHMBEE-EHE  BEEA | LEWEAER
REWERY  LEGEE  DEEANERIEOEIEE
Bl B R/HFGROECEDEEEOEENSE  H
o R I 1 0 2B Th RE R R 2 RE R B B R RO P R AR A —
BMEE  BEEITROBERE2E HEOE X XLER
T OB XL \EN -
ABPELRE—FELAE > BERKA | LEWERER
7 AR B Ak 75 M0 7F R 0 RS A B IR B R I R S R R 5=
B UFEGAETRE IR MEERORESD (HEET)
 Hop o SRR B IR M0 R R R BER N A E A —
i & - EIEE N8 (Doppler) Il ¥ B & 5B KM E

(oo i 2 i o0 0 e B (B i 160 -6 )

S S SN f1y” N——

5 2 2 O B H om0 2 e 3 e o S B 8
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AT D 5 O B2 H Omo o e P gl of S RE S

AT
B7

B HRRHA )
E R e
7N 3% BH s #5 1 DUT B B M B O T — B SRR B 0 &
HLERAESREFRARENEGRE » MIEARRE
KU HE -

BHH 1 RR-(1-4-REFEIRCE)FE)-4-FE
EEEE (5.2)
K& sk (1.68 3% - 70 EEH ) INETE 700 Z7 M=

(5.1) Bwh > L 1 I - RABRMAH-FEEEBER
(133 %70 Z2EE) » UHREESYWER 5 MF - &
BERESMNE 0C » MAEEMLISA - BEEFNEEKIE
mHELw B  —EBEE4AYna  REREVWEINZL
B (700 ZF) > WLl 10%HREESF /KB (700 EF+
) EEIW R - R ER SR T S B B R o VS B AE TR
BEETER EVEHEVRBERE LGB INE-
“HEERE (5:95) WMEMMAL > BF 52 (35%) - 'H
NMR (300 MHz > CDCl;) §7.75 (d - J= 8.3 Hz» 2H) ~
7.32 (d> J= 8.1 Hz>» 2H) »3.79 (d: J= 6.35 Hz > 2H)
»3.39 (d> J= 6.35 Hz>» 2H) »2.42 (s> 3H) » 1.75 (m
» 4H) +1.59 (m > 1H) > 1.37 (m - 1H) - 0.9 (m > 4H
) « !3C NMR (300 MHz: CDCl;) & 145.3: 133.4 > 130.3
» 130.3 » 128.3 » 128.3 > 75.8 » 68.5 » 40.6 » 37.8 » 28.9 >
28.9 5 28.9 22.1 -

21
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A7
B7

A BHARHA ()

RS 2 -H-2-REBRCE)H-1-B (5.3)

G Z Rk 2 s EaY (90%) (6.4 3> 70
ZHEF) EEEEMMAL 40 EA _FEERPH 5.2 (3
W l0BEREE) CBEERT - BREESYERE S M R
BB LK SAIE 0C - EAWLLZE (300 Z2F)
B I AR Sk E®R (200 EF) EWN=R - #
FAmBINMEEREE R -  BABGCERBRETER  E
MEHEWBERE LQBST  MZBEZEE-Che (20 80
) YRR - 5% 5.3 (85% ) - 'H NMR (300 MHz >
CDCl;) 63.41 (d>J= 6.5 Hz» 2H) »2.07 (dd > J= 2.5
» 6.5 Hz» 2H) » 1.96-1.75 (m» 5H) » 1.41 (m» 2H) ~
0.95 (m 4H) - 'C NMR (300 MHz » CDCl;) & 83.8 "

(oo i 2 ik 0 ke B (v B el 0 O )

'-“---—'--‘"‘——-.‘-'-'*'---—'ﬂ---—-'?ﬁ """"‘"T""_'—____"——“—_‘_

69.6 » 68.9 > 40.7 > 37.7 > 32.3 » 32.3 1 29.6 » 29.6 » 26.5 °

BHEH 3: 4-F-2-REBRCHARR (54)

KTE 1.5 MREE (40 ZF > 27T ZEEH) FH =51
(113 11 EBEE) Bl #FFE0C > FKE 2 /K
HIRI I I ATE 80 ZEFFREATHY 5.3 (046 > 3 EEH)
- RBEEBTHEREYEER 2 /NNE - BRERGYEL
Z Bk (200 ZF) R > M DAKFEIUH R - 5 FA R ER SR i
KMERBE R BHRBERBERETEBR  EVEHEY
BEREEABOT > URE-Z&F K (701 30) i i
> 2% 5.4 (75% ) - 'H NMR (300 MHz » CDCl3) 6
2.24 (dt» J= 3.66> 12.1 Hz> 1H) - 2.10 (dd - J= 2.7 >
6.5 Hz> 2H) > 2.04-1.89 (m > 5H) » 1.76 (d» J= 2.3 Hz

AT Py Oon B2 H Omo e 3 gl o 9 B R
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A7
B7

3T Pk oD 3 omo Ju e T e o O 3R

B BHARHA (A)

» 1H) » 1.43 (dq > J= 3.28 > 13.1 Hz> 2H) - 1.03 (dq -
J= 3.28 > 13.1 Hz> 2H) - '’C NMR (300 MHz » CDCl;)
5183.2 > 83.369.9> 43.4>36.7> 31.828.9>26.3 ¢

B 4: -/ 2-REBRCHRBEER (5.5)

BECKk (1 22 2EEH) FNCECHFEFUKEE)
MR (2.0 M) B MEIE IS ZEFAFE & B 5K

(3:7) Yy 5.4 B (034 72 BEEE) F - FEH
ERBERERE TR > BEHEBER 10005 EEREEY
- '"H NMR (300 MHz > CDCl3) &2.24 (dt» J= 3.66 12.1
Hz> 1H) »2.10 (dd+J= 2.7 6.5Hz» 2H) - 2.06 (dd’
J= 1.54> 6.54 Hz>» 1H) - 2.00-1.89 (m > 3H) - 1.76 (d
» J= 2.3 Hz> 1H) - 1.43 (dq - J= 3.28 13.1 Hz 2H)
» 1.03 (dq > J= 3.28 » 13.1 Hz» 2H) - "*C NMR (300
MHz > CDCl;) & 176.8 > 83.3» 69.8 > 51.9 » 43.4 > 36.7 »
31.9529.2 7 26.3 ¢

FHH 5: [CR, 3R, 4R, 5R)-3,4-—Z & &-5-2-k
E--BREREFG-9-B)RRRA-2-EIFEZBE (6.2)

B 113 3w (04 EE) ZBREEWEZY (6.1) - &
BREF (240 ZF 2.5 EF) -~ #2Be9ME (120 EH) K
AR _HEREK (DMF) (320 ) ZB® £ 75
CTHi#k 3.75 /N » (EAREFHREESE 80C - RERKEIFH
BRE®E 3 NFAWE®EE (Erlenmyer) $EMEF @ A
L 2-WNEEFRE - ERBARGAEZEZREHBESRS  HER
E ACHEEETRA HABEBENREKSERE - 2L 2-H
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A7
B7

A BARA (7))

B Ve W 2-EERE AR B35 6.2 (96%) - 'H
NMR (300 MHz > CDCl;) 68.20 (s> 1H>» H-8)  6.17 (
d>J= 541 Hz> 1H> H-1") »5.75 (t>» J= 5.39 Hz’ 1H>
H-2") »5.56 (t» J= 5.0 Hz> H-3’) > 4.41 (m > 3H » H-
4>5>5) »2.14 (s*3H>»Ac) »2.11 (s»3H> Ac) - 2.10
| (s»3H: Ac) - C NMR (300 MHz > CD;0D) 6 171.0
»170.3 » 170.2 » 157.7 » 154.8 » 152.4 » 136.7 » 117.7 >
85.5°80.4>73.0>71.3°>64.0>31.3>21.2>21.0¢°
EHEH 6 : [(2R, 3R, 4R, 5R)-34-—_Z B &K E-5-2-%
Z-6-BREK-9-E)EXRBE-2-HIFEZHBE (6.3)
B 803 (0.195 EF ) By [(2R, 3R, 4R, 5R)-3,4-_ 7 Fi
G -5-(2- i B -6, S B IS -9 B0 ) G K B -2- 2 | R BE 7 B
B (6.2) ~ TUFEEIAE: (44 30 0.4 HE) - BAZHE
(400 ZEF) LK NN-THEEER (25 ZF) % 1000
EFOHTET - BRBEENKER S > A= 20
- ¥ POCL, (107 BF » 1.15 HE) M—EEK » fEE(E
B OSCTHBET  FMMEMLERS (45 H8) - REE
SRR AE VKB E BB HE - BEE BR—WAT i
BEHSET 10 A8 TE RO RAL/ARE - RGBT
REBRETBE  DESE - HRBEY  FEEBE—4
1000 FIvk K 400 EF = G F KA AR D - d B 1.5 /)8
o LU MEE R T POCL - RIBHEHE KB » I
KBEWHEL 3x50 BAW=ZGFEEFER - DK HEEEHEE
BHE—H RBRFESHWEHMEL S0 ZEFA KNI - B

(o i 2 i 1 0 e B (VB i R O )

S - S —

#E T PV ¥ O ue 5 mo 3 e 3T e o S B
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A7
B7

T P o oD 3 mo Ju e T e o B 3R

o HERHA ()

ZE 200 ZFEMIBRKE M —ERT - BERHAE—
DAk B | ShZE I - BB KIS HENEN P AFIE (2X) -
B AR AE LUB KR - RIRTEMEREE LH2IR 16 /RS
- & 800 ZFAH 2-HNERMEBI LB T - AR EBAERRE
R TR - K 200 EFAE 2-WEMNESERER - ARk

S BB TR - M SRR B YR - R A 0 H R R

%o B3 6.3 (77% ) o 'H NMR (300 MHz » CD;0D) 6
8.31 (s> 1H>»H-8) »7.00 (s> 2H > NH,) > 6.06 (d ]
= 58 Hz» IH> H-1’) »5.83 (t»J= 6.16 Hz» H-2’)

567 (m> 1H>» H-3") » 429 (m:3H>»H-4>5) »2.07
(s»3H>Ac) »1.99 (s»3H:> Ac) » 198 (s 3H " Ac

) o« *C NMR (300 MHz > CD;0D) & 171.0 > 170.4 > 170.2

» 160.8 » 154.6 » 150.8 » 142.2 » 124.5 > 85.8 » 80.6 » 72.8
» 71.2 > 63.9 > 21.4 > 21.3 5 21.1 -

BHEH 7 : [(2R, 3R, 4R, SR)-3,4-— Z Bl & & -5-(6-%&-
2-MAEW-9-E)KRR-2-E|FEZHE (6.4)

WEEfRER R KER (5 Zf 0 37 EXEE) MEIEMAK
W (60 ZF) Fz 5.125% (12 ZEHE) [(2R, 3R, 4R, 5R)-
3,4-Z ZER & FE-5-(2- 1 E-6-RANE I -9- 5 ) & I ER -2-E | H
HZEEE (63) ~1,(3.04 755 12 EXEE) - CHyI, (10
ZF 124 EEE) Dk Cul (24 > 12.6 EEE) Nk
EWh - KILEEYMBGER 45 D& - AREHmAE=E
B oo 100 EFFEAFIAE B ERSA N B S s W h - AR ER
AP BLAT EE B R AL & » AKIERL R ER 3 R > FHIE

25

AHRREBA T EERREE (CNS)AL R (210 % 297 2% )

( Sl e 2 5 30055 A B Bt B 3 )



585870

A7
B7

E o BARA ()

SE—B EWMBELGER TERBRETREMR A&
SMEYEWBER L FRHZ&SFKE-FEE (98:2) MH
fr. » LUBHE[(2R, 3R, 4R, SR)-3,4- = ZEEEHE-5-(6-F-2-B |5
(R -9-2) KR -2 M R ZFRRE (6.4) (80% 0 2 |
EErhfE 5 ) - 'H NMR (300 MHz > CDCl;) 68.20 (s 1H ¥
L H8) > 6.17 (d>J= 5.41 Hz» 1H» H-1") » 5.75 (t0 ] E
- 5.39 Hz» 1H> H-2’) » 5.56 (tJ= 5.40 Hz > IH> H-3’ %
) » 438 (m> 3H>»H-4>5) »214 (s 1H>» Ac) 2
2.11 (s» 1H» Ac) > 2.10 (s> 1H> Ac) - %
KRB 8 : (4S, 2R, 3R, 5R)-2-(6-ﬂ§§-2-mﬁugu%-9-
H)S5S-BREFE)KKR-3.4-2"F (6.5)
B 100 ZEFHRER > FE-78C TMEIEFH 6.0 7 (
11.1 ZEH) [(2R, 3R, 4R, 5R)-3,4-— Z. K & 5 -5-(6-&.-2-
B IE-9-ENE KRB 2-EFEZBEE (6.4) R HET
W AWERE 6 I - HEFHEBREZEHRRR - FA
ARBRAR > BI—FEERY - 7 ) 1 B BT B R

im0 BF 6.5 (80% ) - fAEBL 143-145C » tEBBfE R
0.6 ¥£ 20% Ky E/=&H K - 'H NMR (300 MHz -
DMSO-d¢) 68.24 (s> 1H) »7.68 (s> 2H) »5.75 (d"J
- 6.16 Hz» 1H) > 5.42 (t> J= 5.40 Hz> 1H) - 5.16 (d
» J= 4.62Hz 1H) > 4.99 (t>J= 539 Hz> 1H) > 4.67 (
d»J= 481 Hz» 1H) > 4.06 (d»J= 3.37 Hz> 1H) - 3.89
(m*»1H) »3.54 (m>*2H) -

WHEH 9 ¢ [(IR, 2R, 4R, SR)-4-(6- 2 -2-BAR B M -9-

3T P o Do B H omod e B o RS
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A7
B7

B~ BHARA (5)

¥)-7,7-— FHE-3,6,8-= 1 B [3.3.0]%-2-FF-1-F (6.6
)
9.6 EUH-FEBEBRE S EFAN_FEERNL > I
E|E 100 EARNEFZ 2.0 % (5.08 2EFH ) #J(4S, 2R,
3R, 5R)-2-(6-fF & -2-B A I -9-2)-5-(GR & F )R KB
3,4- % (6.5) MY - REWEZETEE 1 /N
BEEEINA 15 WA IREE S 6N > RBREHER 3 /NE - BEEY
BE UZBZEBERR  ARFERERBEER TR
e MBEYEYBEMSL  DRE-Z&FH (1:99)
meEgTH > 5% 6.6 (72% ) » R—EH - BB 185-187
C - '"H NMR (300 MHz > DMSO-ds) &68.22 (s> 1H - H-8
) »7.69 (s> 2H > NH,) > 6.00 (d»J= 2.70 Hz» 1H > H-
1°’) »5.21 (m> 1H>H-2) »5.07 (bs» 1H>» OH) - 4.88
(m>»1H>»> H-3") > 4.13 (m> 1H» H-4") »3.47 (m> 2H
» H-5") > 1.49 & 1.28 (s> 3H» C(CHj),) -
WHEA 10 : (2S, 1R, 4R, 5R)-4-(6- [ k-2 - Bt 4% 1B 14 -9-
3)-7,7-—EHH-3,6,8-= 1 —BR[3.3.0] ¢ 5E-2-F8 8 (6.7)
K 0.60 %E’\Jﬁ%{tﬁﬁﬂu&ﬁé 50 2F Kz 1.70 35 (
10.8 ZF) BEMERFAR > FWMEIE 200 Z2FKFZ
1.6 7 (3.7 ZEHE) [(IR, 2R, 4R, 5R)-4-(6-f& & -2-ff {{ 1=
45-9-%)-7,7- Z FH K -3,6,8- = —BR[3.3.0]%¢-2-FF-1-§
(6.6) WEREBERT  -KWEESYEERET  EZBRTER
5238 225 \BF c REBREESYWHAIE 5-10C » LFEH
£ 16 ZFkthz 4 EF 30N BEMBNBERMBKE > H

(omd-Pi- 2 5 1 s ke B (v B el I O )

B0 P ok obu 3 H me o e 3P g o SRR
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A7
B7

o BHARHA ()

(5 P vk -BE A T B MR /E 10CLLT - HEEWRKH
BENEWET (Celite) M@K > W HIRBKRERBERRE TR
MEEKRM 10 ZF - K% LL2N HCIEE{L X pH 4 - EATHH
LR > WL ZERIEYE 0 BF 6.7 (70% ) » HERERR
— B E R - 5% 187-190°C - 'H NMR ( 300 MHz -
| DMSO-d¢) &8.11 (s> 1H> H-8) » 7.62 (s 2H*» NH,)

» 7.46 (s> 1H> COOH) - 6.22 (s> 1H» H-1") - 5.42 (
d>J= 571 Hz> IH> H-2") »5.34 (d-J= 6.16 Hz> 1H>
H-3’) > 4.63 (s> 1H>»H-4>) » 1.46 K& 1.30 (s> 3H>
C(CH;),) -

EHH 11 : (2S, 3S, 4R, 5R)-5-(6-rE -2-BR R B M -9-
H)34-“RESRERE-2-RM (6.8)

7 80 ZF S0%FEF 1.72 7§ (3.85 EEH) By
(2S, 1R, 4R, 5R)-4-(6-f# B -2-Hf ({15 -9-%)-7,7-Z F £ -
3,6,8-=E "R ([3.3.0]Ff%-2-FR B (6.7) B - BHHFE 80
THHE 1.5 I BRERGYVERBRRETRR  BE
ARk TERRFILBR BEERAE  BEIEBREY
TR EHREBORES L - AKFERES > &5 1.33 % (85
%) M 6.8 B —@EE Y 221-223C (dec.) ° 'H
NMR ( 300 MHz > DMSO-d¢) 6 8.31 (s 1H > H-8) >
7.68 (s> 2H» NH,) »5.90 (d:»J= 6.55 Hz» 1H» H-1")

(o} D %50 I o i B (v B i 0 oW )

, 442 (m> 1H» H-2") »4.35(d>J= 2.31 Hz> 1H > H-
4) » 422 (m> 1H> H-3") o
|HEH 12 : [(2S, 3S, 4R, 5R)-5-(6-fE-2-HAR R -

s 10 2 25 o H 0 20 P S 3
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-

A7
B7

Z -~ A ( /j )
9-%)-3,4-“REKRK-2-E|-N-ZERHE (6.9)

¥ 1.15 27 K% H SOCL, » FWMATE 150 ZF K
Fksh 2 1.29 & (3.17 ZEE ) (28, 3S, 4R, 5R)-5-(6-f%
BB IE R -9-2)-3,4- “REFKE-2-RHK (68) LW

H(5C) REBBEEERT - BREEVEZSERTRBRAE
KRBT ENKBKTFAZE pH 8- HESYBIE -
RBEBRBERBRETERG  #SI—HAEHE  HEL
M FE-20C THEBMBER 20 EALBRNIERKRF 3 /N
RBEZETRE - BREREGWURKERHRE > 1L
R EYER > DERZBEE - B3 530 2w (72%
) B 6.9 > B —4h[E A 5% 232-234°C - 'H NMR (300
MHz » DMSO-d¢) 68.34 (s> 1H>» H-8) »8.12 (t> 1H"
NH) »7.73 (s> 2H» NH,) > 5.85 (d- J= 6.93 Hz - 1H
» H-1’) »4.54 (m> 1H» H-2>) > 4.25(d» J= 1.92 Hz >
1H> H-4>) » 4.13 (m > 1H» H-3") - 3.28 (m > 2H >
CH,CH;) > 1.00 (t> J= 7.2 Hz» 3H ' CH,CH;) -

WHEB 13 : 4-(3-{9-[(4S, 5S, 2R, 3R)-5-(N-ZE &K HF
BiE)-34-“REGRE2-E]-6-HEEW-2-B)F-2-RE
VROERBREFEE (DWH-146e)

¥ 15 Z 5 PA(PPhy), INEIFE 5 ZEF TEA K 5 EF L
By 25 =% (0.063 ZXEH) [(2S, 3S, 4R, 5R)-5-(6-f&
BB E-9-K)-3,4-ZREFKE-2-E]-N-CEARE
B (6.9) ~16.9ZE % (0.094 ZXEE) (5.5) UK 0.75 %
W Cul TEBRFBUBET - HILBWAE 70CHEH 24 /D

(D 20 e B (v B i R o )

ST P o o 5 H e 2 e R o SR B
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A7
B7

B~ BHARA (22)

B REBHARSCHENRYER LT BE  WHEWR ELL
FE-=Z&Fk (5:95) #TBESI - 5 E DWH-146e
(24%) - |

R 14 G-H-2-REBCE)FEZEE (5.6)

| K ZERET (0.92 EFF > 8.25 EEH) Kt (0.2 £
25 E2EEH) MEE 25 ZEAZBFR 5.3 (250 257
1.65Z2XEH) BWHRF - BXELFRERE T B 24 /N -
BARKMEBIRES > BREELL 106 SINZE - §H#
U BRERFZ IR 4% - REVWAEWRB LUZBRZE-Cht
(5:95) #EITEREIN - FF 5.6 (47%) -

BB 15 ¢ [4-(3-{9-[(4S, 58, 2R, 3R)-5-(N-ZE &K H
B E)-3.4-—RBEKARBR-2-E]-6-BERW-2-BEIR-2-RE
JROEIFEZHEE (JMR193)

K 25 Z3HY PA(PPhy), NEIFE 1.3 ZF+ TEA Kk 4 2Tt
“HEREEF 125 2w (0.29 EXEH) [(2S, 3S, 4R,
S5R)-5-(6-f B -2-BL AR IEIG-9-K)-3,4- Z“REF KE-2-K]-
N-ZE#BEIKk (6.9) 150 Z5 (0.77 2EEF ) (5.5) LL
K 1.0 2% Cul  ERRABHBRF - BILBERAE 60C &
12/ ARBHERSCHENBYELBRE » I HEY
BEURE-=Z&8K (5:95) #7aE4H1 > BF JMR-
193 (109% ) -

WHEH 16 : A EEMCBESWHR

A RS BHBEHRE RS ' B
ZM241385 TFfd - 55 | B EFEHEEEBHHHANE

(oomd-Ph- 2 ik o 0 o B (v B i 10 o )

1D R 3 w3 B
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A7
B7

- BERHA (5])

BN A IR ZBE S ZHSE - DWH-146e HNEMH
BN A (hA2A) FRAVEFSEREREE - BN A %
BAEENE (RER) BBRASAEZRN - BHEKKE S0
£z - DWH-146e # WRC0470 K CGS21680 ﬁEUEEﬁk
95 R SOMGHIES (FE1E) - —EREHREBHEL
EhE% (DWH-146e) K% (DWH-146a) » EHA K
50 RS (BB 1E) -

KRS 17 FRABER IMR-193 R BENF ER
B Ik I 3 B B AR I IR 2 £ & |

FRENERBEELERNEER LEHE » E&HEILK
EOLZEH (30 =25/ » BIRESH ) Wl - FELF
YHEE > WEMMENERE 4 A9 KEZIERN KL &
BR M {5 H i e & R (Harvard Apparatus) - B B fR 0 A
%% (ABLS #U > Radiometer) - i@ & HFHE » LUK
pH RMARBHEFAELEETNEHEE N - 15 £ KT IRE
ASFEE » DANRMBREURSANRMEEE 2 G% >
REENG  BREKBIKEA SFEE » EARFLE (
microsphere) Z2F MKW E - 55— TF BEE N A KB
Ik > DIEEHI 2 BB IR B - ¥ 7F #& & (Millar) S
MMEBREE  KREELHERFH SFEHMBEAZLELE -

R AR EETMEYIBE M - 36RO R IR
RLESZERF - BEEABIYIEF - 3 &% b7 IR EE K H
HEIRMEES  BEIEREEELLOERNAEE L - 2.0
= (LV) MEEME—M459 (dP/dt) BRFEBHBE MO M ERS

(o i 2 ik 4 0 e B (B i 10 o5 )

AT Py ok oD 3 wo o e 3P e o O B
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A method is provided employing A,, adenosine receptor agonists as

vascdilators to detect the presence and assess the sevenity of coronary artery

_ stenosis.
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