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CLAIMS

1. A compound of Formula, VB, or stereoisomer, mixture of stereoisomers, hydrate, solvate, 

isotopically enriched analog or pharmaceutically acceptable salt thereof:

IIIB IVA 

VB VIA

wherein: 

R2 is -L-(B)m; 

m is 1, 2, or 3;

L is a covalent bond or a linking moiety; and

each B is independently a nuclear receptor-targeting epitope.

2. The compound of claim 1, or stereoisomer, mixture of stereoisomers, hydrate, solvate, 

isotopically enriched analog or pharmaceutically acceptable salt thereof wherein L is a non-

biocleavable linking moiety.

3. The compound of any one of claim 1 or claim 2, or stereoisomer, mixture of stereoisomers, 5

hydrate, solvate, isotopically enriched analog or pharmaceutically acceptable salt thereof, wherein 

L is an acid-labile linking moiety.

4. The compound of any one of claims 1-3, wherein the linking moiety is alkylene, heteroalkylene, 

alkenylene, heteroalkenylene, alkynylene, heteroalkynylene, arylene, heteroarylene, cycloalkylene 

or heterocycloalkylene; wherein each alkylene, heteroalkylene, alkenylene, heteroalkenylene, 

alkynylene, heteroalkynylene, may optionally comprise an arylene, heteroarylene, cycloalkylene 

or heterocycloalkylene; and further wherein each alkylene, heteroalkylene, alkenylene, 

heteroalkenylene, alkynylene, heteroalkynylene, arylene, heteroarylene, cycloalkylene or 

heterocycloalkylene is independently optionally substituted with one to five substituents 

independently selected from oxo, halo, C1-4 alkyl, C1-4 alkoxy, and C1-4 haloalkyl.

5. The compound of any one of claims 1-4, wherein the linking moiety is of the formula:

-Y1-(CH2)n’-Y2-(CH2)m’-Y3-

wherein:
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each of Y1, Y2, and Y3 are independently a bond, -NR11-, -O-, -S(O)0-2-, -NR11C(O)-, 

-C(O)NR11-, -NR11S(O)2-, -S(O)2NR11-, -CR12=N-NR11-, -NR11-N=CR12-, -C(O)-, arylene, 

heteroarylene, cycloalkylene or heterocycloalkylene; wherein each alkylene, heteroalkylene, 

alkenylene, heteroalkenylene, alkynylene, heteroalkynylene, arylene, heteroarylene, cycloalkylene 

or heterocycloalkylene is independently optionally substituted with one to five substituents 

independently selected from oxo, halo, C1-4 alkyl, C1-4 alkoxy, and 

C1-4 haloalkyl; 

each R11 is independently C1-4 alkyl, C1-4 haloalkyl, aryl, heteroaryl, cycloalkyl or 

heterocyclyl; 

each R12 is independently C1-4 alkyl, C1-4 haloalkyl, aryl, heteroaryl, cycloalkyl or 

heterocyclyl; and 

n' and m’ are each independently 0, 1, 2, 3, 4, 5, 6, 7, or 8.

6. The compound of any one of the preceding claims, or stereoisomer, mixture of stereoisomers, 

hydrate, solvate, isotopically enriched analog or pharmaceutically acceptable salt thereof, wherein

the at least one nuclear receptor-targeting epitope is a nuclear steroid receptor-targeting epitope.

7. The compound of any one of the preceding claims, or stereoisomer, mixture of stereoisomers, 

hydrate, solvate, isotopically enriched analog or pharmaceutically acceptable salt thereof, wherein 

the at least one nuclear receptor-targeting epitope is an estrogen receptor-targeting epitope, 

8. The compound of any one of claims 1-6, or stereoisomer, mixture of stereoisomers, hydrate, 

solvate, isotopically enriched analog or pharmaceutically acceptable salt thereof, wherein the at 

least one nuclear receptor-targeting epitope is a glucocorticoid receptor-targeting epitope.

9. The compound of any one of claims 1-6, or stereoisomer, mixture of stereoisomers, hydrate, 

solvate, isotopically enriched analog or pharmaceutically acceptable salt thereof, wherein the at 

least one nuclear receptor-targeting epitope is a progesterone receptor-targeting epitope.

10. The compound of any one of claims 1-6, or stereoisomer, mixture of stereoisomers, hydrate, 

solvate, isotopically enriched analog or pharmaceutically acceptable salt thereof, wherein the at 

least one nuclear receptor-targeting epitope is an androgen receptor-targeting epitope.

11. The compound of any one of claims 1-6, , or stereoisomer, mixture of stereoisomers, hydrate, 

solvate, isotopically enriched analog or pharmaceutically acceptable salt thereof wherein the at 

least one nuclear receptor-targeting epitope independently comprises an epitope derived from an 

androgen receptor agonist, an androgen receptor antagonist, a  selective androgen-receptor 

modulator (SARM), an estrogen receptor agonist, an estrogen receptor antagonist, a selective 

estrogen receptor modulator (SERM), a glucocorticoid receptor antagonist, a glucocorticoid 

receptor agonist, a selective glucocorticoid receptor modulator (SGRM), a progesterone receptor 
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antagonist, a progesterone receptor agonist, a selective progesterone receptor modulator (SPRM), 

or a combination thereof.

12. The compound of any one of claims 1-6, or stereoisomer, mixture of stereoisomers, hydrate, 

solvate, isotopically enriched analog or pharmaceutically acceptable salt thereof wherein the at 

least one nuclear receptor-targeting epitope independently comprises an epitope derived from 

estrogen, estetrol, estriol, estrone, progesterone, enobosarm, bicalutamide, apalutamide, 

testosterone, dihydrotestosterone, estradiol, flutamide, nilutamide, enzalutamide, tamoxifen, 

toremifene, raloxifene, bazedoxifene, ospemifene, megestrol acetate, estramustine, abiraterone, 

LGD-2941, BMS-564929, ostarine, or an analog thereof, wherein each is modified to be 

conjugated to L.

13. The compound of any one of claims 1-6, or stereoisomer, mixture of stereoisomers, hydrate, 

solvate, isotopically enriched analog or pharmaceutically acceptable salt thereof, wherein at least 

one nuclear receptor-targeting epitope is capable of binding to a ligand binding domain of a 

nuclear steroid receptor.

14. The compound of claim 13, or stereoisomer, mixture of stereoisomers, hydrate, solvate, 

isotopically enriched analog or pharmaceutically acceptable salt thereof, wherein the nuclear 

steroid receptor is an estrogen receptor, a glucocorticoid receptor, a progesterone receptor, or an 

androgen receptor.

15. The compound of any one of the preceding claims, or stereoisomer, mixture of stereoisomers, 

hydrate, solvate, isotopically enriched analog or pharmaceutically acceptable salt thereof wherein 

the at least one nuclear receptor-targeting epitope binds to a nuclear steroid receptor with an IC50

of less than about 500 nM or an EC50 of less than about 1 µM.

16. The compound of any one of the preceding claims, or stereoisomer, mixture of stereoisomers, 

hydrate, solvate, isotopically enriched analog or pharmaceutically acceptable salt thereof wherein 

the at least one nuclear receptor-targeting epitope is not a peptide, protein, nanoparticle or 

antibody.

17. A compound as provided in the following Table:

No. Structure

1.1
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No. Structure

1.2

1.6

1.7

1.8

1.9

1.10

1.11
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No. Structure

1.12

1.13

1.14

1.15

1.16

1.17
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No. Structure

1.18

1.19

1.20

1.21

1.22

1.23
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No. Structure

1.61

1.62

1.63

1.64

1.65

1.66

1.67
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No. Structure

1.68

1.69

1.70

1.82

1.83

1.86
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No. Structure

1.94

1.95

1.96

1.97

1.98

1.99

1.101
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No. Structure

1.102

1.103

1.104

1.105

1.106

1.107
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No. Structure
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No. Structure
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No. Structure

1.119

1.120

1.121
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No. Structure

1.124
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No. Structure

1.130
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No. Structure
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No. Structure

1.140

1.141

1.142

1.143

1.144
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No. Structure

1.145

1.146

1.147

1.148

1.149
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No. Structure

1.150

1.151

1.152
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1.154



291

No. Structure

1.155

1.156

1.157

1.158

1.159
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No. Structure

1.166

1.167

1.168

1.169
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No. Structure
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No. Structure
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No. Structure

1.193
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No. Structure
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No. Structure
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No. Structure
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No. Structure

1.241

1.242

1.243

2.1

2.2

2.3
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No. Structure

2.4

2.13

2.14

2.15

2.16
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No. Structure

2.17

2.18

2.19

2.20

2.21
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No. Structure

2.22

2.23

2.24

2.25

3.91
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No. Structure

3.104
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3.136
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No. Structure
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No. Structure

3.142
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No. Structure

3.146
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No. Structure

3.167

3.168

3.169
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No. Structure
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No. Structure
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No. Structure
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No. Structure
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or stereoisomer, mixture of stereoisomers, hydrate, solvate, isotopically enriched analog 

or pharmaceutically acceptable salt thereof.

18. A compound of any one of structures 1.1, 1.2, 1.6-1.23, 1.61-1.70, 1.82, 1.83, 1.86, 1.94-1.99, 

1.101-1.159, 1.166-1.169, 1.176-1.179, 1.186-1.193, 1.210-1.217, 1.234-1.243, 2.1-2.4, 2.13-

2.25, 3.91, 3.104-3.106, 3.121, 3.122, 3.136-3.150, 3.167-3.170, 3.182-3.185, 3.202-3.204, 

3.218, 3.219, 3.234-3.236, 3.241-3.243, 3.259, 3.260, and 3.261 as in claim 17, or a 

pharmaceutically acceptable salt thereof.

19. A pharmaceutical composition comprising a compound as in any one of claims 1-17, or 

stereoisomer, mixture of stereoisomers, hydrate, solvate, isotopically enriched analog or 

pharmaceutically acceptable salt thereof, and a pharmaceutically acceptable excipient.  

20. Use of the compound or stereoisomer, mixture of stereoisomers, hydrate, solvate, isotopically 

enriched analog or pharmaceutically acceptable salt thereof of any one of claims 1-17 in the 

manufacture of a medicament for the treatment of a condition which can be ameliorated by 

inhibition of PARP in an individual in need thereof. 

21. Use of the compound or stereoisomer, mixture of stereoisomers, hydrate, solvate, isotopically 

enriched analog or pharmaceutically acceptable salt thereof of any one of claims 1-17 in the 

manufacture of a medicament for treating cancer.
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