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3.48 (td, J,; = 14 Hz, 3J4 = 6 Hz, 2H); 7.45
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(C-7); 124.1 (C-8); 126.2 (C-9); 137.8
(C-10); 139.2 (C-11); 139.7 (C-12); 160.8
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16.43; 29.30; 37.89; 43.36; 53.87; 63.14;

(cpci,) &

117.25; 120.36; 125.33; 129.72; 130.25; 155.06;‘

157.82; 175.0 ppm.

g 5ls
2-[(3- P o mla Ak -4-NN- — R R X P o & )-(Je ik & g
T ROBERICH-11- B8 v T B 2 %0k
REFIIAHE > £1.00029% % F)3- ¥ 55 & & -4-N.N-
SRR THRE)-ER BT A ER094QIEET)L &
S B LB R R -
IUAGEEELRAT - A OB CE © REA =12 4
R R
KE 1.2 (66.6%)
5 EE 1 121°C
3TP-NMR # 2 :
(CDCl,) 6 31P=22.12ppm
IH-NMR s 3 :
(CDCl;) & = 1.07 (t, 68); 1.35 (t, 128); 3.18 (q, 4H);
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' 2H); 7.06 (d, 1H); 7.26 (d, 2H); 7.38 (mc,
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1H); 8.26 (mc, 1H); 8.58 (m, 1H) ppm.

BT
REFB RS Y Z MR T 5K B S5 sh a0l

AH0RRZERAZAETABERE Y kT T HER
HAER o MSlIER A B AT 2K 0 #4200 ¢ CiKg4SCacl, iz
HANRBEIEA > B EBZKYSCa-
l.E#zIzA

MERBEERBF > —FBEEHLHYRa 8
A RARBEARAERNAS YRS B L AL ALE
BT HE - 32K B AR F4 T2 3 (Gibeo))

AR R AR ¥ B A R4 (CNS) FAHA (210X 29T %)

(o e 3 e ot b o e B N B b S 8 O )



3N O H R

A6
B6

E~NHEHEH( 3

R 10%R6 ik 0 AR T /4R BE (100,000 B4/ 0 &
AN 8 ) RALE B (SOE £ /) o 2 HEE BHAITC
T &5%CO,H95%0,Z KA ¥ 354 - 48/ 015 > LU #F32
ERERZFBIBERL FRERAERANO YR T H
FMBE (107 M) > A3 548 o Bhe T FrE s £
107'M - F i B E Sigma) EHBAF - BHRE 2B -
EREABRFHBFTZYCa

RITHERBTWH DB bt brzaonw -t
BRLEIZSEEHRZFHE -

F S I RRTeY - F I

E YRR

A4 107" 10°M  10°M
T4 7% 21%
T #6 22% 29%
T 9 22% 21% kR %,

FRERAMA TR E R (ONS) P4 (210X 2972 &)

(o 2 3ot o) 44 e B N B B R O )



PZE T OIS H OB

2995587 »

WoPXRAMR (RAZEH g g m et AR ALA L

AERAFABMKX T a I bR [ cxZHEHAILLLY

B sk)

SR B

-
™

Fovm i,

=

Z

(

u._______,},'%________

L
NH ' P\
I / “OR®
R“C-N—C—?I‘J-CHZ-CH or’ (la)
I
0 H H \P/
N
o OR®
§ OR’
NH P\ :
| /" “oR®
R=C-N-C-N-CH,-CH (Ib)
i
AN
g OR®
i Ok’
NH, P\" :
| /" OR
R—C=N-C-N-CH,-CH . (le)
0 H \P/
N
o OR®
| — 2.1~
REEIE S JAC) % B(RE) $HEA - PHAM : 190280802885 P 42 40 4223
% 1993505 A 13 8 P 43 16 019.0
# 1993409 f 23 A P 43 32 362.6

A48k R il A) PEBKIEE (CNS) P 4 445 (210 X 297 N




AZS R O RN H o RS 6 B

A5
225587 BS
W PXRANE (BPZ LA
AFPREW TAZAHA:
R2!
R3?
e -
R12 R23 R*?
éﬁ%&ﬁ%%ﬁﬁ%%ﬁ%iﬁﬁ%@%’ﬁ%%%%
TYELEWIE R -
A
.
° — 2-2—
Miz: AEog B (RE) P34 - dihay . £k :

tmﬁ&&@ﬂ?@@i#&(mm)W4ﬁ%uwx2wrg)

)

)
piin)

ol

(EemiHras

i W B ES

_ 3 . .
——— e e e T e

g



e

X

nsm#»mﬂﬁm@%%$+%ﬁ

Ad
B5

3 < 3 < idine: -1, 1-bisphosphonic acid derivatives, process
AXBRPHE (,ﬁ.ﬂﬂ_(/g,f#} : Guamd?nedlkyl 1 .1 bisphosp 9mc aci i p
~ for their preparation and their use

Guanidinealkyl-l,l-bisphosphonic acid derivatives,

- Process for their Preparation and their use

J oRr’
NH ' P\
] /" Sogr®
R\’(,:—rf—c-llv-CHz—CH oRs (1a)
0O H H \P/
g\OR"’
§ _or’

NH, N .
| /" “or
R~,c’—N-c-r,¢-CH2-CH s (Ib)

0
0 H \\P//
1 \n p 6
o OR

it : kg ey BORE) v 84 pitayy . E 37
&mﬁ&&@ﬂ?@@i%&(u$)W4mg(moxm7xg)

BHES )

(FERH 3 Sgaih b v B



PRI RN H o - -

0 7
NH P\
|2 /" oR®
R—C-N-C«N-CH,-CH "
oo
0O H \\p::
i 6
0 OR

. where R is a radical of the formula

R2!
R32

R ’ R22 or
R12 R23 R3S

of degenerative bone disorders. They

pharmaceuticals.

.__2_4__

(le)

RSI

R34

are effective compounds for the treatment and prophylaxis
are used as

Mit: fgen B RE) $3 84 - wipay :

3

o

S
¢

&Mm&&@m¢@@i#¥(m$)?4%%(moxw7£ﬁ)



PRD PR O M w3

d 409 3 % $83100925%
;)\ & X AB ROC Patent Appln. No.83100925
’ o, A B O BEzvHEMRBY IR — M-
.._____.._g_gsig'? D8 Amended Claims in Chinese — Encl. I
(RSP IT A2 i s)
\EP g;ﬁ —(Submitted on November2?7, 1995)
ﬁi-mu)7l

i ???} " 1

1.EX Ta' Ib: R Icza P EMANLEY

0’ 7
P

NH ~
1 / or®
R— C-N-C-N- CHz—CH ] (la)
i I \\ OR"’
0 H H P

N
H OR

0 7
-1 OR
P
NH, AN
| /- “oRr®
R—C-N=«C-N-CH,~CH (Ib)
! | \ OR®
0 H "
[N

3
OOR

0 7
P

NH, N
| / “oRr®
R—C=N-CN=CH-CH (1¢)
o H \ /OR
\

AHGERBEA T RBEAFIRAE (CNS ) AdHAE (210X 2970 4 )

(S D 3o B st B0 N Bk F oK )



T R oD B me I B e -l

A8
B8
C8
D8

A bk A

B/ZRAAFLTHSZHE LT
RETH A :

IQELEAES 3.
S St
R12
A F

R114 -S02-(C1-Ce) -3t & + A
Rz X A & - = Gtk & ZN((C1-Ce) -t A )2
0 ) de X VIZ X B
RZI
RS ; (vi)

R23

X PR2 - R2E R2I4 71 M 2 ¥R & AR B & 5
) AVIZEHE

[:Ij»‘: (Vi)

ﬁ?Y%N(Cl‘CG)”ﬁL%;
RS « RS« R7E RS 4 ] & 48 AR HNEIEERT
£ (C1-Ca)-I Ak o

237 -

AHGER B8 F BB F AR (CNS ) AdBLAE (210X 2970 % )

(i D S e et B Y Br ok B ok Sk )

e T TSERERSE JSNEESE



N E R SR P

A8

298587 2

D8

N VA R

Y HEAMERAETAZIILEAY HERATIHHE— &
2 -((1-F & -2-s3 R A)-(BEAERE T X)EAITR-L 1-
MR S 0 2-[(1-F A 2-l R A - A BT )k
F1T -1 - ER  2-(3- ¥ o A R -4 o< 8 oo R T AE AR )-

,(ﬁ@iﬁiﬁﬁ#‘f’ﬁt)ﬂkﬁi]l« S1,1- B &R 0 2-[(3- T ArAE K 4~

G N Asd i\‘?ﬁ&fz)(ﬂk%ﬁﬁ??%)@%]aﬁ—l.l—%ﬂf?ﬁi
W T a2 (G5 T ) (B A TR T AR KT K-
11-%5&@&@@@5 : &24{3&:_%3{‘?@9;‘;)—(%%52%?
A) BERAIC KL B ‘

4 — AE BRI Y FF s GEEF IR AR Ta> [b&Ic
PN R R b }ib%
i X VAL 464

0 g—r’
\l/o
P-—O~R
HC:C/ (‘V)
2
AN :
p— 0 — R
WA __ pb
00 R

¥

% PR’ RSy RER e ¥ 3 &4 6 B H IR R0
A)fﬁii’xmmi\%ﬁf\‘ﬂi%\ Mz T RE

-3 -

AR R A B A PRELILEE (CNS) A (210X2972 % )

(P 330 o R b B N BBk B R 3 )

—— e L
. By



PRI DY TR e S H e 2B e -3

A8

B8
C8
D8
N PHEAEE
I |
R”—Q-C—N——C::NH (111)
I
I

sz
AEATar TvRIcibddy LPR"BMR Jok T2 I
bk I cP X & 4& » Ba&d &0
By X Iar Ibsk I cibddhy & B ELBS 3440 k48 /R 2 8 %
L)
EAIVAESH » X FR RS RBR o X 1 a2 & 4 -

Ot X VIE & 4 b 2 5 A TR

21
R NH,

R22

st'

AKX Tar ToH Icftddy PR RPER 4w 1
a> Tbs Iz @& » Hdi&ng
DyE R Tar Ibsk Iofbddh = 4 b 8% 6 4 46 & A0 e 2 4F B
I |
XV ESY KPR R RER WK Tab > 5 £

EY X IXAb &4 A M a2 5 8 T R A&

-39 -

AMERA MR T RBFEIERE (CNS ) ALK (210X 29T % )

(D 5 3ot ool e B N B el B i 3 )

e e



PET R TR D3 e I R -

295587 s

N PIE A B

NH

~
\
Q*?“:—C"NH (1X)

0

éiiJa'wiJﬂbA% i?YﬂﬁﬁwMaami
let 2 7 4 - » B3l R
DA Tar Tod I it b th2 4 W ok a5 #4164 48 & 2 2 3%
& o
4. —HRKRHE %&ﬁ%%?&“%%%zﬁﬁﬁA%’
AEAAKEZXZY B v HEHNEHE1HZRX
la» Ib& e TR AKAESYH B/ HXE S —H X
la> Ibflc ZH EHAULEMZ AR LTH S8
&%%LT&*E&&LTH Z SB MR 0 B/
DRl R SR L E T

AR BER T RE LA (CNS ) AL (210X 29720 % )

(3 D I S B Al B N Bk B 3k )

e B



	BIBLIOGRAPHY
	DESCRIPTION
	CLAIMS

