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Claim 1. A probe for detecting an in vivo
site accumulating an analyte compound’,
the probe being represented by Formula (1):
(S-L)m-B-(F)n )
wherein S represents a moiety?® of the
analyte compound, L represents a
biocompatible polymeric moiety that binds S
to B regiospecifically and chemically, F
represents an imaging reagent moiety, B
represents a linker that chemically links 1
to 60 L units® to 1 to 10 F units or is bound
to 1 to 60 L units, m represents an integer of
1 to 60, and n represents an integer of O to
10.
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regiospecifically

(at a specific site)
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Claim 2. The probe according to Claim 1,
wherein L is an N-(2-
hydroxypropyl)methacrylamide moiety.
Claim 3. A carrier compound comprising a
moiety of an oligosaccharide LNNnT
represented by Galp1-4G1cNacpl-3Galpl-
4G1c or an oligosaccharide derivative
having an LNNT motif in its structure and a
moiety of a bioactive substance, the carrier
compound being capable of being specifically
accumulated in at least one organ selected
from the group consisting of pancreas,
thymus, testis, and prostate of an animal*
and transporting the bioactive substance to
the organ when the compound is

administered to the animal.
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[0011]

Therapeutic efficacy of drugs depends
on the quantity of the drugs that reaches
active sites, the in vivo pharmacokinetics,
the sensitivity of living organisms to the
drugs. Any pharmacological action at an
inactive site leads to side effects. Site-
specific drug delivery (hereinafter referred
to as "targeting") results in concentration of
the drug in a specific site. This not only
enhances the efficacy of the drug but also

reduces such side effects.
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[0012]

Known targeting technologies for
drugs include a prodrug strategy and a
method using a drug carrier. The former
involves a chemical modification of the drug
into a form that is effective in the active-site
environment, while the latter involves
linking the drug with a component that can
carry the drug to the active site specifically.
Furthermore, the latter method is classified
into two types, i.e., active targeting and
passive targeting. Active targeting adds a

ligand having affinity for the active site to
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the carrier. Passive targeting modifies a
carrier such that the carrier has
physicochemical properties that inhibit
accumulation of the drug at inactive sites.
In general, active targeting exhibits higher
selectivity in in vivo distribution and thus
has higher therapeutic efficacy at lower

doses than passive targeting.
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[0021]

Alternatively, Compound (b) can be
produced by the reaction of Compound (a)
with an acid anhydride, e.g., succinic
anhydride or glutaric anhydride, in the
presence of one of the bases described above.
Compound (a) can be isolated into a
predetermined purity by any known
process, for example, anion exchange
chromatography, hydrophobic
chromatography, reverse-phase
chromatography, liquid-liquid distribution,

or recrystallization.
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[0031]

Alternatively, Compound (c) can be

26 prepared by dissolution or suspension of

Compound (b) in a solvent, for example,

7 methylene chloride, N,N-

dimethylformamide, dimethyl sulfoxide,
toluene, tetrahydrofuran, or acetonitrile,
containing a large molar excess of alcohol,
for example, methanol or ethanol, and by
. the reaction with 1 to 30 molar equivalents
of trimethylsilyldiazomethane at -20°C to

150°C for 1 hour to 10 days.

[0041]
(Step 4)
Oligosaccharide A (LNNT),

. oligosaccharide B (6'-SLNnNT), and

oligosaccharide D (O-acetyl-LNNT) were

synthesized according to the method

described in W099/40205. Oligosaccharide

C (lactose: Galpl-4Glic) was commercially
— | available from KOKUSAN CHEMICAL Co.,

" Ltd. Oligosaccharides A, B, C, and D were

29

introduced into Compound 3 to produce
Compounds 4A, 4B, 4C, and 4D,
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28 react allow OL1 to react
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reaction
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%0 be commercially available
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respectively, according to a process by

31

Cabacungan et al. [Analytical Biochemistry,
124, 272-278(1982)]. Compounds 4A, 4B,
4C, and 4D were purified through a column

packed with Sephadex G-25 (made by

Amersham Pharmacia Biotech) that had

been equilibrated with water.
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pp. 272-278 p
82 [0021]

(volume)
vol. 124, pages 272-278 (1982)
I.23-28 23 28

Sephadex G-25

Compounds 4A, 4B, 4C, and 4D were purified by column chromatography using Sephadex G-25 (made by
Amersham Pharmacia Biotech) equilibrated with water.
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(ii) any two among R1, R2, R3, and R4*
reside on the same carbon atom and form a

saturated carbon ring together with this
carbon atom;

(1) any two among R1, R2, R3, and R4
reside on two adjacent carbon atoms and
form a saturated carbon ring together with
these two carbon atoms; or

(iv) any two among R1, R2, R3, and R4
reside on two adjacent carbon atoms and
represent a direct bond to form a double
bond together with the existing bond

between these two carbon atoms;

% (iv)
bond
3 (iv)
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