
Supplementary data 

 

Design, synthesis, and biological evaluation of novel dipeptide-type SARS-CoV 3CL protease 

inhibitors: Structure–activity relationship study 

 
Pillaiyar Thanigaimalai,a Sho Konno,a Takehito Yamamoto,a Yuji Koiwai,a Akihiro Taguchi,a 

Kentaro Takayama,a Fumika Yakushiji,a Kenichi Akaji,b Yoshiaki Kiso,b Yuko Kawasaki,c Shen-En 

Chen,c Aurash Naser-Tavakolian,c Arne Schӧn,c Ernesto Freire,c Yoshio Hayashia* 

 
aDepartment of Medicinal Chemistry, Tokyo University of Pharmacy and Life Sciences, Tokyo 

192-0392, Japan 

bDepartment of Medicinal Chemistry, Kyoto Pharmaceutical University, Kyoto 607-8412, Japan 

cDepartment of Biology, Johns Hopkins University, Baltimore, MD, USA  

 

*To whom correspondence should be addressed: Department of Medicinal Chemistry, Tokyo 

University of Pharmacy and Life Sciences, Tokyo 192-0392, Japan. Tel./Fax: +81 42 676 3275.  

E-mail address: yhayashi@toyaku.ac.jp (Y. Hayashi)  

 

 

                                                        Contents:       Page  

1H and 13C NMR spectra for compounds 25c, 26b, 26e, 26h, 26m, 26n and 27a.      S2-S15 

 

 

 

 

 



9t9 L'r

6Vt'Z ,

w6t, ,.

t988't .
,Ljr'z ,

v99r'z

a L"'a-nlr6o'z 
,

901.t'f \

E
o-

u? o-

Lo

oa

li 1",^. /

^u.4a ) - . \'/

^l t' b*t
l't

\.

:,,
Yj

a

/tl
r-"/

f'
i

r.
'F9 ) \-,n- Lggl'g. _ t /+/_,.. .fu:

t

I
I

ioo
I
I
I

I

J
sl



OEoo.
ro.

to

frr\\:/,\
h.2:rz'\ \Z

ILr"
:"1

"' =/ !-
\..,,/
/

Et

\
/z r)
\=/

*
d



T

T

QIh,zrz-r \Z
I l \c.cry

AL

"1 >
72

)='
ts-v{

9Ll6'Z t

unrn\

LSLL'L

2886'0

\

\
+

e99/'0 \

L6t9'0 \

Z?9E:B i

Eo
o.
0O



Oo_rc
o-o
r4

s
a,
cr\



E
o-o
(o

o'' t 
.--.

8r.99'0 ,

frT)
F{
hlrzzr WLl Pc{vl

LS
,{,,,

/
LL

tr/
\rJ4\

\=/

J
J
cl



d
{
-{

f/ l\
)=/

=z-rut2
/FC{o'

zt
o1 \-

)" 'r
=2!,

\
,/r NEJ

o
Orf

o-
o-
(4

o
C\t



f,
x

l-z rr
F/

'i{:"

/?81't \=-
zt00'L . \

l98l'Z -- \
9;\

Itt \-==-]

/99e'L 
L-_-..---_

6tl8'0 
\

998e'Z

6208't \____________\

9?8'0 .----
tt98'0 , .

I

-_-___,____l



(:>
!-{

,z \iJL/ \=o{rY
zE

s:/ )-
;'/

sl
Y"\
o

,J4r)
EI o

Pe
o-
o-

to

3
\p
a.l



€
{c{

/ra\
\:{h -t

lza,9L) ts,'X>t

1r
to/
iLA,r4

,621.t, 
\

66er'0 \
B9B9'Z 

\
890/'0 

\
0tl'0 \

zgzL'L ,

\

z09z't 
\

\
^/

VLLS'Z 

\

,ZLO'L ,

6/90'L -I

E
o.
o-

t4



oo-FE
o-
CL

to

e
Fq1,

2E
OJ

)"
=z



g)
=ite"

t3,Jts
),,,/

\-o
I

/)"
//\\r'

L6O6'Z !===-

SZL|Z 

\
6t9'0 \

2969'0 
\

e98'0 \

60r0't 
\

2989'0 \
r6g?de\

gZt'Z I

t666'0 ,0r 
=

E
CLo
tb



ooFE
o
o-

ta

tTit
\={t.-lt'

E
'1,
sA

\t,
''le\\F

/l tl
\=/



1092',9.
\_-_==- 

-
6900'z -\\

0900'L ._

"<.,F

\
,,oil--=

6/66'0 \

T2
to

o

/
/z \.
\=/

ee00'9 \__

tf.
zt

e9z0'e ...--_--.-

Eo
o-

tO



I
I
fo
I

I
I

Ilo
f"n

I
I

I
loIS
t

t

I
Lo
l(ct

I

I
I

t
LoIO

I

I

tto
FO
le

t
I
t

t
lo

f*
I
IloF$lr
I

I

l-
F(o
[-
I
I

I
Ilo
l-@l-

I

t
Ilol-oIN
t
I

I
iol*[

(:\
\nt

z,
AJ

)",,
+Z

o

)/\
VI


	Supplementary data
	supplymental data

