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WE CLAIM 

1. A compound or stereoisomer thereof having the structure of Formula (I) 

R1 is -N=CR4R5, -N=R19, -N=CR5R20, -N=CR5NR12(CH2)mN(R12)C(0)0R12, -

N=CR5NR12(CH2)mN(R12)2, -NHC(=NR6)R4, -NHC(=0)R4, -NHC(=0)R20, -

NHR8, -NHLR11, -NHR21, -N=CR5R10, -N=R22, -N=CR5R23 or -

NHC(=0)R23; 

R2 is -Ci-C6alkyi; 

R4 is -N(R6)2 or -NR6R7; 

R5 is N(R6)2; 

each R6 is independently selected from H and -Ci-C6aikyl; 

R7 is -(CH2)mN(R12)2, "(CH2)mN(R12)C(=0)0R12 or an unsubstituted C3-

C8cycloalkyi; 

or R7 is a C3-C8cycloaIkyl substituted with 1-3 substituents independently 

selected from CrC6aikyl, oxo, -C(=0)R18, -(CH2)mOH, -C(=0)(CH2)m0H, -

C(=0)((CH2)n0)nR12, ~((CH2)mO)nR12 or a CrCealkyl which is optionally 

substituted with 1 to 5 hydroxyl; 

R8 is an unsubstituted C-linked 5-6 membered heteroaryl having 1-2 N 

heteroatoms; 

or R8 is a C-linked 5-6 membered heteroaryl having 1-2 N heteroatoms which 

is substituted with 1-3 substituents independently selected from Ci-Cealkyl, 

CrCehaloalkyl, halogen, C-pCealkoxy, -OH, -CN, -N02, -C{=0)0R6, -

C(=0)N(R6)2, -C(=0)NR6(CH2)mN(R6)C(0)0R6 and -

C(=0)NR6(CH2)mN(R6)2; 

Formula (I) 

wherein: 
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R9 is -OH, C-i-Cealkoxy, -NHS(0)2(CH2)mN3, -NHS(0)2(CH2)mNH2, -N(R12)2, -

R16, -NR12(CH2)mN(R12)2, -NR12(CH2)mR1s, -LR11, -NHS(0)2R18, -

I 
NHS(=0)2LR11, R12 

(CH2)m-N-R12 
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i 
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R10 is LRMor 11 
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-|-N^ ^N-LR11 
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-|-N II -?-N 
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13 
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>13 

, -NRi2C(=0)CH=CH2l -N3I 

, SH, -SSR17, -S(=0)2(CH=CH2), -(CH2)2S(=0)2(CH=CH2), -

NR12S(=0)2(CH=CH2), -NR12C(=0)CH2R13, -NR12C(=0)CH2Br, -

NR12C(=0)CH2l, -NHC(=0)CH2Br, -NHC(=0)CH2l, -ONH2l -C(0)NHNH2l 

12 
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each R12 is independently selected from H and C-rCealkyl; 

R13 is -S(CH2)nCHR14NHC(=0)R12 or 
u U OH 0 0 H Hi II n 

O' \ " . 
HO-p OH N^N 
HO' *° 

R14 is R12 or-C(=Q)OR12; 

o o 
O i II s II .. 

|_p_OH -rP-°H -|-P-OR18 

R15 is tetrazolyl, -CN, -C(=0)0R12, H OH , OH 

o 0 
0 0 0 0 0 V-FL JL..XR12 

1-P-OLR" ,VPJIS ,R1! 0"R18 ^ °H" ^f 
OH , OH OH , R12 

0 0 0 0 0 0 

\'MV" vMV" vMV" 
OH | OH | OH | 

R-18 ^ R1S ^ R12 

O O 

V?^N'LR11 ff t s ? „ , S 
OH | V'N-^pie -|-P-LR11 -f-P-0(CH2)mR11 

R18 , OH , OH , OH ,-LR11or 

-X4LR11; 

R16 is an N-linked 4-8 membered heterocycloalkyl containing 1-2 heteroatoms 

independently selected from N, O, S, S(=0) and S(=0)2, which is 

unsubstitituted or substituted with -LR11; 

R17 is 2-pyridyl or 4-pyridyl; 
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each R18 is independently selected from a Gi-Cealkyl, a CrC6aIkyl which is 

substituted with azido and a CrC6alkyl which is substituted with 1 to 5 

hydroxy!; 

R19 is an unsubstituted C-linked 5-6 membered heterocycioalkyl having 1-2 

5 heteroatoms independently selected from N and O; 

or R19 is a C-linked 5-6 membered heterocycioalkyl having 1-2 heteroatoms 

independently selected from N and O which is substituted with 1-3 

substituents independently selected from CrCealkyl, Ci-C6haloalkyl, 

halogen and CrCealkoxy; 

10 R20 is an unsubstituted N-iinked 5-6 membered heterocycioalkyl having 1-2 

heteroatoms independently selected from N, O and S; 

or R20 is an N-iinked 5-6 membered heterocycioalkyl having 1-2 heteroatoms 

independently selected from N, O and S, which is substituted with 1-2 

substituents independently selected from C-|-C6alkyl, -C(=0)0R12, -

15 C(=0)(CH2)mN3l CrCghaloalkyl, halogen, oxo, -OH and CrC6alkoxy; 

R21 is a C-linked 5-6 membered heteroaryl having 1-2 N heteroatoms which is 

substituted with LR11 and 0-2 substituents independently selected from Cr 

C6alkyl, CrCehaloalkyl, halogen, -CN, N02, -C(=0)0R6, -C(=0)N(R6)2 and 

C-i-C6alkoxy; 

20 R22 is a C-linked 5-6 membered heterocycioalkyl having 1-2 heteroatoms 

independently selected from N, O and S which is substituted with LR11 and 

0-2 substituents independently selected from CrC6alkyl, CrQshaloalkyl, 

halogen and Ct-Cealkoxy; 

R23 is an N-iinked 5-6 membered heterocycioalkyl having 1-2 heteroatoms 

25 independently selected from N and O which is substituted with LR11 and 0-

2 substituents independently selected from CrCealkyl, Ci-Cehaloalkyl, 

halogen and Ci^alkoxy; 

each L is independently selected from -LIL2L3L4L5L6-, -L6L5L4L3L2L,-, -

L1L2L3L4L5-, -LsL^LsL^L-j-j-LiL^LsL^-, -L4L3L2L1-, -L1L2L3-, -L3L2LI-,-LIL2-, -

30 Lai-!-and-L-i, 

wherein L-, is selected from: 

-(CH2)m-, -C(=0)(CH2)m-, -NR12C(=0)(CH2)m-, -C(=0)X1X2C(=0)(CH2)m-, -

C(=0)XiX2C(=0)(CH2)mNR12C(=0)(CH2)m-, -

C(=0)X1X2C(=0)(CH2)mX3(CH2)m-, -C(=0)X1X2C(=0)((CH2)m0)n(CH2)m-, -



C(=0)X1X2C(=0)((CH2)m0)n(CH2)mNR12C(=0)(CH2)m-,-

C(=0)X1X2C(=0)((CH2)m0)n(CH2)mNR12C(=0)(CH2)mX3(CH2)m-,-

C(=0)X1X2C(=0)((CH2)m0)n(CH2)mX3(CH2)m-, -

C(=0)X1X2C(=0)(CH2)mNR12C(=0)((CH2)m0)„(CH2)m-,-

C(=0)X1X2C(=0)(CH2)mNR12C(=0)((CH2)m0)n(CH2)mX3(CH2)m-, -

C^O^XjfOy^CHj),,,-, -C(=0)X1X2((CH2)m0)„(CH2)m-, -

C(=0)X1X2((CH2)m0)„(CH2)mNR12C(=0)(CH2)m-,-

C(=0)X1X2((CH2)m0)n(CH2)mNR12C(=0)(CH2)mX3(CH2)m-,-

C(=0)X1X2((CH2)mO)„(CH2)mX3(CH2)m-, -

C(=0)X1X2(CH2)mNR12((CH2)m0)„(CH2)m-,-

C(=0)XlX2C(=0)(CH2)mNR12((CH2)m0)n(CH2)mX3(CH2)m-,-

(CH2)mNR12C(=0)(CH2)m-, -C(=0)((CH2)m0)„(CH2)m- -

(CH2)mS(=0)2((CH2)m0)n(CH2)m-, -C(=0)(CH2)mNR12(CH2)m-, -

C(=0)NR12(CH2)m-, -C(=0)NR12(CH2)mX3(CH2)m-, -

C(=0)NR12(CH2)mNR12C(=0)X1X2C(=0)(CH2)m-, -

C(=0)X1C(=0)NR12(CH2)mNR12C(=0)(CH2)m-,-

C(=0)X,C(=0)NR12(CH2)mX3(CH2)m-, -C(=0)NR12(CH2)mNR12C(=0)(CH2)m-

, -C(=0)NR12(CH2)mNR12C(=0)(CH2)mX3(CH2)m-, -

(CH2)mC(=0)NR12(CH2)mNR12C(=0)(CH2)m-, -(CH2)mC(=0)-, -

C(=0)(CH2)mNR12(CH2)mC(=0)X2X1C(=0)-, -

(CH2)mX3(CH2)mC(=0)X2X1C(=0)-, -(CH2)mC(=0)NR12(CH2)m-, -

(CH2)mC(=0)NR12(CH2)mX3(CH2)m-, -(CH2)mX3(CH2)mNR12C(=0)(CH2)m-,-

(CH2)mC(=0)NR12(CH2)mX3-, -X3(CH2)mNR12C(=0)(CH2)m-, -

(CH2)mX3(CH2)mC(=0)NR12(CH2)m-, -(CH2)mNR12C(=0)(CH2)mX3(CH2)m-,-

(CH2)m0)n(CH2)mNR12C(=0)(CH2)m-,-(CH2)mC(=0)NR12(CH2)m(0(CH2)m)n-, 

-((C(R12)2)m0C(=0)NR12(CH2)m0(CH2)m-,-

(CH2)m(0(CH2)m)„NR12C(=0)0(C(R12)2)m-, -(CH2)m(0(CH2)m)nC(=0)-,-

(CH2)m(0(CH2)m)nS(=0)2(CH2)m-, -(CH2)mNR12(CH2)mC(=0)-, -

(CH2)m0(CH2)mNR12C(=0)0((C(R12)2)m-, -(CH2)mNR12C(=0)-, -

(CH2)mC(=0)X2X,C(=0)NR12(CH2)mNR12C(=0)-,-

(CH2)mC(=0)NR12(CH2)mNR12C(=0)X1-, -



((CH2)mO)„(CH2)m-, -(CH2)m(0(CH2)m)n-, -(CH2)m(0(CH2)m)„X3(CH2)m-, -
(CH2)mX3((CH2)mO)„(CH2)m-, -(CH2)mX3(CH2)mC(=0)-, -
C(=0)(CH2)mX3(CH2)m-, -(CH2)mC(=0)NR12(CH2)m0)n(CH2)mX3-, -
X3(CH2)m(0(CH2)m)nNR12C(=0)(CH2)m-, -
(CH2)mC(=0)NR12(CH2)m0)n(CH2)mX3(CH2)m-, -
(CH2)mX3(CH2)m(0(CH2)m)„NR12C(=0)(CH2)m-,-
(CH2)mX3(CH2)m(0(CH2)m)nC(=0)-, -C(=0)((CH2)m0)„(CH2)mX3(CH2)m-, -
(CH2)mC(=0)NR12(CH2)mC(=0)-, -C(=0)(CH2)mNR12C(=0)(CH2)m-, -
(CH2)mC(=0)NR12(CH2)m(0(CH2)m)„C(=0)-, -
C(-0)((CH2)m0)n(CH2)mNR12C(=0)(CH2)m-, -
(CH2)mC(=0)NR12(CH2)mC(=0)NR12(CH2)m-, -

(CH2)mNR12C(=0)(CH2)mNR12C(=0)(CH2)m-, -C(=0)NR12(CH2)mNR12C(=0)-
, -(CH2)mS(CH2)m-, -NR12C(=0)(CH2)m-, -NR12C(=0)(CH2)mX3(CH2)m-, -
(CH2)mX3(CH2)mC(=0)NR12-, -(CH2)mC(=0)NR12-, -(CH2)mNR12(CH2)m-, -

(CH2)mX3(CH2)m-, -(CH2)mX3-, -X3(CH2)m-, -((CH2)mO)„(CH2)mX3(CH2)m-, -

(CH2)mX3(CH2)m(0(CH2)m)„-, -NR12(CH2)m-, -NR12C(R12)2(CH2)m-, -
(CH2)mC(R12)2NR12 -(CH2)mC(=0)NR12(CH2)mNR12-, -
(CH2)mC(=0)NR12(CH2)mNR12C(=0)NR12-, -
(CH2}mC(=0)NR12(CH2)mNR12C(=0)-, -(CH2)mC(=0)X2X,C(=0)-, -

NR12(CH2)mNR12C(=0)(CH2)m-, -NR12C(R12)2(CH2)mNR12C(=0)(CH2)m-,-

(CH2)mC(=0)NR12(CH2)mC(R12)2NR12-, -NR12(CH2)mX3(CH2)m-, -
NR12C(R12)2(CH2)mX3(CH2)m-, -(CH2)mX3(CH2)mC(R12)2NR12-, -
NRl2C(R12)2(CH2)m0C(=0)NR12(CH2)m-, -

(CH2)mNR12C(=0)0(CH2)mC(R12)2NR12-, -

NR12C(R12)2(CH2)m0C(=0)NR12(CH2)mX3(CH2)m-,-

(CH2)mX3(CH2)mNR12C(=0)0(CH2)mC(R12)2NR12-, -
NR12C(R12)2(CH2)m0C(=0)NR12((CH2)m0)n(CH2)m-, -
(CH2)m(0(CH2)m)nNR12C(=0)0(CH2)mC(R12)2NR12-,-

NR12C(R12)2(CH2)m0C(=0)NR12((CH2)m0)n(CH2)mX3(CH2)m-, -

(CH2)mX3(CH2)m(0(CH2)m)nNR12C(=0)0(CH2)mC(R12)2NR12-, -
(CH2)mX3(CH2)mNR12-, -NR12((CH2)mO)n(CH2)mX3(CH2)m-, -

(CH2)mX3(CH2)m(0(CH2)m)nNR12-, -(CH2)mNR12-, -NR12((CH2)mO)n(CH2)m-, -

NR12((CH2)m0)„(CH2)mNR12C(=0)(CH2)m-, -
(CH2)mC(=0)NR12(CH2)m(0(CH2)m)nNR12-, -(CH2)m(0(CH2)m)nNR12-, -
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(C(R,2)2)m-, -(CH2CH20)n-, -(OCH2CH2)n-, -(CH2)mO(CH2)m-, -S(=0)2(CH2)m-

, -(CH2)mS(=0)2-, -S(=0)2(CH2)mNR1zC(=0)(CH2)m-, -

(CH2)mC(=0)NR12(CH2)mS(=0)2-, -S(=0)2(CH2)m X3(CH2)m-, -

(CH2)mX3(CH2)mS(=0)2-, -(CH2)mX2X1C(=0)-, -C(=0)X,X2(CH2)m-, -

(CH2)m(0(CH2)m)„C(=0)X2X1C(=0)-, -C(=0)X1X2C(=0)( (CH2)mO)n(CH2)m-, 

-(CH2)m(0(CH2)m)nX2X,C(=0)-, -(CH2)mX3(CH2)mX2X1C(=0)-, -

Cf^OJ^X.tCH.UXsCCH,),,,-, -(CH2)mX3(CH2)m(0(CH2)m)nX2X1C(=0)-,-
(CH2)mX3(CH2)mC(=0)NR12(CH2)mNR12C(=0)-, -
(CH2)mX3(CH2)mC(=0)NR12(CH2)mC(=0)-, -

C(=0)(CH2)mNR12C(=0(CH2)mX3(CH2)m-, -

(CH2)mX3(CH2)mC(=0)NR12(CH2)m(0(CH2)m)nC(=0)-, -

C(=0)((CH2)m0)n(CH2)mNR12C(=0)(CH2)mX3(CH2)m-, -

(CH2)mNR12C(=0)X1X2C(=0)(CH2)m-, -(CH2)mC(=0)X2X,C(=0)NR12(CH2)m-

-X4X1X2C(=0)(CH2)m-, -(CH2)mC(=0)X2X1X4-, -

X,C(=0)(CH2)mNR12C(=0)(CH2)m-, -(CH2)mC(=0)NR12(CH2)mC(=0)X,-,-

C(=0)CHRaaNR12-, -NR12CHRaaC(=0)-, -C(=0)NR12-, -C(=0)0-, -S-, -

SCH2(C=0)NR12-, -NR12C(=0)CH2S-, -S(=0)2CH2CH2S-, -

SCH2CH2S(=0)2-, -(CH2)2S(=0)2CH2CH2S-, -SCH2CH2S(=0)2CH2CHr, -

NR12C(=S)-, -(CH2)mX3(0(CH2)m)nC(=0)-, -C(=0)((CH2)m0)nX3(CH2)m-, -

(CH2)mNR12C(=0)((CH2)m0)n(CH2)m-, -(CH2)m(0(CH2)m)„C(=0)NR12(CH2)m-

-(CH2)mNR12C(=0)NR12(CH2)m-, -(CH2)mX3(CH2)mNR12C(=0)-, -

C('0)NR12(CH2)mX3(CH2)m-, -NR12S(=0)2(CH2)mX3(CH2)m-, -
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C 

C 

R24 is H or Me; 

each R25 is independently selected from H or Chalky!; 

Raa is H or a side chain of an amino acid selected from alanine, tryptophan, 

tyrosine, phenylalanine, leucine, isoleucine, valine, asparagine, glutamic acid, 

glutamine, aspatic acid, histidine, arginine, lysine, cysteine, methionine, serine, 

threonine, citrulline, ornithine, phenylglycine and t-butylgiycine; 

R30 is H, -CH3 or phenyl; 

R32 is independently selected from H, alkyl, phenyl, pyrimidine and pyridine; 

R33 is independently selected from 
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"^0 0 

H * 1-3 H 
N\ 

, and 

0 M0 -X 
R34 is independently selected from H, Chalky!, and Ci_6 haloalkyl; 

A, * s N 
X-i is self immolative spacer selected from H 

* 

o\ 

OH 

X2 is dipeptide selected from 

vXM/-
2 or 

o 

N 
X3 is ^ 

N*Nx S X /NT 
XA is>^N or 

<1 
N N-^OH 

N _ ^ 

' N / 

HO_N 

or 
N 

N , and 

L2l L3I L4I L5I and L6 are each independently selected from a bond and Li; 

each m is independently selected from 1,2,3, 4, 5, 6, 7, 8, 9 and 10; 

each n is independently selected from 1, 2, 3, 4, 5, 6, 7, 8, 9, 10, 11, 12, 13, 14, 

15, 16,17 and 18, 
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or a tautomer, a hydrate, or a pharmaceutical^ acceptable salt thereof. 

2. The compound of claim 1, wherein the compound is a compound having the structure 

of Formula (la): 

R2 1 O 0^0 

5 

Formula (la). 

3. The compound of claim 1 or claim 2, wherein the compound is a compound having 

the structure of Formula (lb): 

R2 ' Ov O 0 

10 
Formula (lb). 

4. The compound of claim 1, wherein the compound is a compound having the structure 

of Formula (Ic): 

0H 

15 R2 0 0^0 

Formula (Ic). 

5. The compound of claim 1 or claim 4, wherein the compound is a compound having 

the structure of Formula (Id): 

0 I u OH 

20 

Formula (Id). 

6. The compound of claim 1, wherein the compound is a compound having the structure 

of Formula (le): 
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Formula (le). 

7. The compound of claim 1 or claim 6, wherein the compound is a compound having 

the structure of Formula (If): 

8. The compound of any one of claims 1 to 7, wherein each L is independently selected 

from L-IL2- and -L2LI-. or L is -U-. 

9. The compound of any one of claims 1 to 8, wherein: 

R1 is -N=CR4R5, -N=R19, -N=CRSR20, -N=CR5R10, -N=R22 or -N=CR6R23. 

10. The compound of any one of claims 1 to 8, wherein: 

R1 is -N=CR5R10, —N=R22, -NHLR11, -NHR21, -N=CR5R23 or -NHC(=0)R23. 

11. The compound of any one of claims 1 to 8, wherein: 

R1 is -NHC(=NR6)R4, -NHC(=0)R4, -NHC(=0)R20 or-NHC(=0)R23. 

12. The compound of any one of claims 1 to 8, wherein: 

R1 is -NHR8, -NHLR11 or -NHR21. 

13. The compound of any one of claims 1 to 8, wherein: 

R1 is -N=CR5R10, —N=R22, -NHLR11, -NHR21, -N=CR5R23 or -NHC(=0)R23. 

14. The compound of any one of claims 1 to 10, wherein: 

R1 is -N=CR4R5; 

R4 is is -N(R6)2; 

R5 is N(R6)2; 

Formula (If). 

and 
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each R6 is independently selected from -Ci-C6alkyl. 

15. The compound of any one of claims 1 to 10 or 14, wherein: 

R1 is 

5 16. The compound any one of claims 1 to 15, wherein R9 is -OH, C^Cealkoxy, -

i 
NHS(0)2(CH2)mN3l -NHS(0)2(CH2)mNH2, -NHS(=0)2LR11 or R12 

10 

17. The compound any one of claims 1 to 16, wherein -R15 is OH or 

0 
•? u 

-i-p-OH 
1 

-V 
o 
ii 

OH 

0 
.LR 11 

R 12 

15 

0 O 

i"NyJ 
18. The compound of any one of claims 1 to 17, wherein R11 is O 0 

o 

-1-NH 

13 0 OH OH 

u OH 0 0 
Hi II II 

yVNH2 
HoSp OH N^N 
HO'P"° 

13 

H 

S(=0)2(CH=CH2), -NHC(=0)CH2Br, -NHC(=0)CH2l, -ONH2, N3, O or 
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+))+}/' 
19. The compound any one of claims 1 to 18, wherein-R is o , 0 or-

ONH2. 

20. The compound of any one of claims 1 to 19, wherein L is -U- and -Lr is selected 

5 from: 

-(CH2)mC(=0)-, -C(=0)(CH2)m-, -(CH2)m-, -(CH2)mC(=0)X2X1C(=0)-, -

C(=0)X1X2C(=0)(CH2)m-, -(CH2)m(0(CH2)m)nC(=0)-, -C{=0)((CH2)m0)n(CH2)m-, -

0 

(CH2)mX3(0(CH2)m)nC(=0)-,-C(=0)((CH2)m0)nX3(CH2)m-, 0 

10 (CH2)m(0(CH2)m)nS(=0)2(CH2)m-, -(CH2)mS(=0)2((CH2)m0)n(CH2)m-, -

(CH2)mNH(CH2)mC(==0)-, -C(=0)(CH2)mNH(CH2)ni-, -(CH2)mNR12(CH2)mC(=0)-, -

C(=0)(CH2)mNR12(CH2)m-, -(CH2)mC(=0)NR12(CH2)m-, -(CH2)mC(=0)NH(CH2)m-, -

(CH2)mNR12C(=0)(CH2)m-, -(CH2)mNHC(=0)(CH2)m-, -

C(^0)NR12(CH2)mNR12C(=0)(CH2)m-, -(CH2)mNHC(=0)((CH2)m0)n(CH2)m~,-

15 (CH2)m(0CCH2)m)nC(=0)NH(CH2)m-, -(CH2)mNHC(=0)NH(CH2)m- -(CH2)mS(=0)2-, -

S(*0)2(CH2)m-, -(CH2)mX3(CH2)mS(=0)2-, -S(=0)2(CH2)mX3(CH2)m-, -

(CH2)mNHC(=0)(CH2)mX3(CH2)m-, -(CH2)mX3(CH2)mC(=0)NH(CH2)m-, -

(CH2)mX2X1C(=0)-, -C(=0)X1X2(CH2)m-I -(CH2)m(0(CH2UnC(=0)X2X,C(=0)-, -

C(^0)X1X2C(=0)((CH2)m0)n(CH2)m-l -(CH2)rn(0(CH2)m)[lX2X1C(=0)-, -

20 C^O^X^CH^OMCH^-, -(CH2)m(0(CH2)m)nS(=0)2(CH2)m-, -

(CH2)mS(=0)2((CH2)m0)n(CH2)m-, -((CH2)mO)n(CH2)m-, -(CH2)m(0(CH2)m)n -

(CH2)mX3(CH2)m-, -(CH2)mX3(CH2)mC(=0)-, -C(=0)(CH2)mX3(CH2)m-, -

(CH2)mX3(CH2)mC(=0)X2X-]C(=0)-, -C(=0)X1X2C(=0)(CH2)mX3(CH2)m-, -

(CH2)mX3(CH2)niX2X1C(=0)-l -C(=0)XiX2(CH2)rnX3(CH2)m-1 -

25 (CH2)mX3(CH2)m(0(CH2)m)nX2X1C(=0)-, -C(=0)X1X2((CH2)m0)n(CH2)mX3(CH2)m-, -

(CH2)mNHC(=0)-, -C(=0)NH(CH2)m-, -(CH2)mX3(CH2)m(0(CH2)m)nC(=0)-, -



C(=0)((CH2)m0)n(CH2)mX3{CH2)m-, -(CH2)mX3((CH2)mO)n(CH2)m-, -

(CH2)m(0(CH2)m)nX3(CH2)m-, -(CH2)mX3(CH2)mC(=0)NH(CH2)m- -

(CH2)mNHC(=0){CH2)mX3(CH2)m-, -(CH2)mC(=0)NR12(CH2)mNR12C(=0)-,-

(CH2)fT1C(=0)NH(CH2)mNHC(=0)-, -((CH2)mO)n(CH2)mX3(CH2)m^ -

(CH2)mX3(CH2UO(CH2)m)n-, -NR12C(R12)2(CH2)m0C(=0)NR12((CH2)m0)n(CH2)m-,-

(CH2)m(0(CH2)m)nNR12C(=0)0(CH2)mC(R12)2NR12-, -

NR12((CH2)m0)n(CH2)mNR12C(=0)(CH2)m-, -(CH2)mC(=0)NR12(CH2)m(0(CH2)m)nNR12 

-C(=0)NH(CH2)mNHC(=0)(CH2)m-, -(CH2)mX3(CH2)mNHC(=0)-, -

C(=0)NH(CH2)mX3(CH2)m-(CH2)mC(=0)NH(CH2)mC(=0)-, -

C(=0)(CH2)mNHG(=0XCH2)m-,-(CH2)mX3(CH2)mC(=0)NH(CH2)mNHC(=0)-^ 

C(=0)NH(CH2)mNHC(=0)(CH2)mX3(CH2)m-, -(CH2)mX3(CH2)mC(=0)NH(CH2)mC(=0)-

-C(=0)(CH2)mNHC(=0(CH2)mX3(CH2)m-, -(CH2)mC(=0)NH(CH2)m(0(CH2)m)nC(=0)-, • 

C(=0)((CH2)m0)n(CH2)rnNHC(=0)(CH2)m-,-

(CH2)mX3(CH2)mC(=0)NH(CH2)m(0CCH2)m)nC(=0)-,-

C(=0)((CH2)m0)n(CH2)mNHC(=0)(CH2)mX3(CH2)m-, -
(CH2)mC(=0)NH(CH2)mNHC(=0)(CH2)m-t -(CH2)mC(=0)NH(CH2)mC(=0)NH(CH2)m-, 

(CH2)mNHC(=0)(CH2)mNHC(=0)(CH2)m-, -NR12S(=0)2(CH2)mX3(CH2)m~,-

(CH2)mX3(CH2)mS(=0)2NR12-, -(CH2)mX3(CH2)mC(=0)NH(CH2)m- and -

(CH2)mNHC(=0)(CH2)mX3(CH2)m-. 

21. The compound of any one of claims 1 to 20, wherein L is -Lr and -Lr is selected 

from: 

-(CH2)mC(=0)-, -C(=0)(CH2)m-, -(CH2)m-, -(CH2)mC(=0)X2X1C(=0)-, -

C(=0)X1X2C(=0)(CH2)tTr, -(CH2)m(0(CH2)m)nC(=0)-, -C(=0)((CH2)m0)n(CH2)m-t -

O 

4-(CH2)m^N/VA-

(CH2)mX3(0(CH2)m)nC(=0)-, -C(=0)((CH2)m0)nX3(CH2)m-, O 
i 

, ^TNH , w HN^< X's , -
(CH2)m(0(CH2)m)nS(=0)2(CH2)m-, -(CH2)mS(=0)2((CH2)m0)„(CH2)m-, -

(CH2)mNH(CH2)mC(=0)-, -C(=0)(CH2)mNH(CH2)m-, -(CH2)mNR12(CH2)mC(=0)-, -

C(=0)(CH2)mNR12(CH2)m-, -(CH2)mC(=0)NR12(CH2)m-, -(CH2)mC(=0)NH(CH2)m-, -
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(CH2)mNR12C(=0)(CH2)m-, -(CH2)mNHC(=0)(CH2)m-, -

(CH2)mC(=0)NR12(CH2)mNR12C(=0)-, -(CH2)mC(=0)NH(CH2)mNHC(=0)-,-

(CH2)mX3(CH2)mC(=0)-, -C(=0)(CH2)mX3(CH2)m-, -(CH2)mX3(CH2)m-, -

((CH2)mO)„(CH2)mX3(CH2)m-, -(CH2)mX3(CH2)m(0(CH2)m)n-, -

5 NR12C(R12)2(CH2)m0C(=0)NR12((CH2)m0)n(CH2)nl-, -

(CH2)m(0(CH2)m)„NR12C(=0)0(CH2)mC(R12)2NR12-, -

NR12((CH2)m0)n(CH2)mNR12C(=O)(CH2)m-, -(CH2)mC(=0)NR12(CH2)m(0(CH2)m)nNR12-, 

-C(=0)NR12(CH2)mNR12C(=0)(CH2)m-, -(CH2)mNHC(=0)((CH2)m0)n(CH2)m-,-

(CH2)m(0(CH2)m)„C(=0)NH(CH2)m-, -(CH2)mNHC(=0)NH(CH2)m-, -(CH2)mS(=0)2-, -

10 S(=0)2(CH2)m-, -(CH2)mX3(CH2)mS(=0)2- and -S(=0)2(CH2)mX3(CH2)m 

22. The compound of any one of claims 1 to 21, wherein L is -Lr and -Lr is selected 

from: 

"(CH2)mC(=0)-, -C(=0)(CH2)m-, , -(CH2)mC(=0)NR12(CH2)m-, -(CH2)mC(=0)NH(CH2)m-, 

15 -(CH2)mNR12C(=0)(CH2)m-, -(CH2)mNHC(=0)(CH2)m-, -

(CH2)mC(=0)NR12(CH2)mNR12C(=0)-, -(CH2)mC(=0)NH(CH2)mNHC(=0)-,-

(CH2)mX3(CH2)mC(=0)-, -C(=0)(C.H2)mX3(CH2)m-, -(CH2)mX3(CH2)m-, -

((CH2)mO)n(CH2)mX3(CH2)m-, -(CH2)mX3(CH2)m(0(CH2)m)„-, -

NR12C(R12)2(CH2)m0C(=0)NR12((CH2)m0)„(CH2)m-, -

20 (CH2)m(0(CH2)m)„NR12C(=0)0(CH2)mC(R12)2NR12-, -

NR12((CH2)m0)„(CH2)mNR12C(=O)(CH2)m-, and -

(CH2)mC(=0)NR12(CH2)m(0(CH2)m)„NR12-. 

23. The compound of any one of claims 1 to 22, wherein R12 is H, -CH3 or -CH2CH3. 

25 

24. The compound of any one of claims 1 to 23, wherein R2 is methyl, ethyl, isopropyl or 

sec-butyl. 

25. The compound of claim 1 selected from, 
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wherein: 
Formula (II) 
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Ab represents an antigen binding moiety; 

S c. * <, 
lfl1 -£-N=C-R110-> >-N=R122—,* 191* 

R101 is > 5 , > > (-NHC(=0)NR -NHR121 

R5 * 
f-j—Q _R123—^ ^ 

5 or -NHC(=0)R123 where the denotes the point of 

attachment to L; 

R2 is -C-rCealkyl; 

/A- '/i 

R is N(R )2; 

each R6 is independently selected from H and -CrC6alkyl; 

R9 is -OH, Ci-C6aIkoxy, -N(R12)2, -R16, -NR12(CH2)mN(R12)2, -NR12(CH2)mR16, -

^/W-N-R12 

•AJJ R" 
I 

NHS(0)2R18 or R12 ; 

each R12 is independently selected from H and CrC6alkyl; 

-j_{L0H -H"OH -H~0R,a VMLQ^12 -V? 
R is tetrazolyl, H , OH , OH , OH , OH 

VMVR18 Y^VR1* ff I 
OH | OH | OH | VP^^oie 

R12 , R18 ( R18 or OH R ; 

R16 is an N-linked 4-8 membered heterocycioalkyl containing 1-2 heteroatoms 

independently selected from N, O, S, S(=0) and S(=0)2, which is unsubstitituted 

or substituted with -LR11 

each R18 is independently selected from a Ci-Cealkyl, a Ci-C6alkyl which is substituted 

with azido and a CrC6alkyl which is substituted with 1 to 5 hydroxyl; 

R110 is a bond or 

/ \ * < 
-i-N N-5 



R121 is a C-linked 5-6 membered heteroarylene having 1-2 N heteroatoms which is 

substituted with 0-2 substituents independently selected from C-rCealkyi, Or 

C6haloalkyl, halogen, -CN, N02, -C(=0)0R6, -C(=0)N(R6)2 and CrC6alkoxy; 

R122 is a C-linked 5-6 membered heterocycloalkylene having 1-2 heteroatoms 

independently selected from N, O and S which is substituted with 0-2 substituents 

independently selected from CrC6alkyl, CrC6haloalkyl, halogen and CrC6alkoxy; 

R123 is an N-linked 5-6 membered heterocycloalkylene having 1-2 heteroatoms 

independently selected from N and O which is substituted with 0-2 substituents 

independently selected from Ci-Cealkyl, C-rC6haloa!kyl, halogen and CrCealkoxy; 

L is selected from -L-iLaLsL^LsLg-, -l_6l_5L4L3L2Li-, -L1L2L3L4L5-, -1_5L4L3L2LI-,-LIL2L3L4-, -

L4L3L2LI-,-LIL2L3-, -l_3l_2L1-,-L1L2-l -L2LI- and -Li, 

wherein 

Li is selected from: 

-(CH2)m- -C(=0)(CH2)m-, -NR12C(=0)(CH2)m-, -C(=0)X1X2C(=0)(CH2)m-, -

C(=0)X1X2C(=0)(CH2)mNR12C(=0)(CH2)m-,-

C(=0)X1X2C(=0)(CH2)mX3(CH2)m-, -C(=0)X1X2C(=0)((CH2)m0)„(CH2)m-I -

C(-0)X1X2C(=0)((CH2)m0)n(CH2)mNR12C(=0)(CH2)m-, -

q^JX.XA^XtCHz^OJntCH^XafCH,),,-,-
C(=0)X1X2C(=0)(CH2)mNR12C(=0)((CH2)m0)n(CH2)m-,-

C(=0)X1X2C(=0XCH2)mNR12C(=0)((CH2)m0)n(CH2)mX3(CH2)m-,-

C(=0)X1X2(CH2)mX3(CH2)m-, -C(=0)X1X2((CH2)m0)n(CH2)m-, -

C(=0)X,X2((CH2)m0)„(CH2)mNR12C(=0XCH2)m-,-

C(=0)X1X2((CH2)m0)n(CH2)mNR12C(=0XCH2)mX3(CH2)m-,-

C(-0)X1X2((CH2)mO)„(CH2)mX3(CH2)m-, -

C(=0)X1X2(CH2)mNR12((CH2)m0)n(CH2)m-,-

C(=0)X1X2C(=0)(CH2)mNR12((CH2)m0)n(CH2)mX3(CH2)m-, -

(CH2)mNR12C(=OXCH2)m-, -C(=OX(CH2)mO)n(CH2)m- -

(CH2)mS(=0)2((CH2)m0)n(CH2)m-, -C(=0)(CH2)mNR12(CH2)m-, -

C(=0)NR12(CH2)m-, -C(=0)NR12(CH2)mX3(CH2)m-, -

C(=0)NR12(CH2)mNR12C(=0)X,X2C(=0XCH2)m-,-
C(=0)X1C(=0)NR12(CH2)mNR12C(=0)(CH2)m-, -

C(=0)X1C(=0)NR12(CH2)mX3(CH2)m-, -C(=0)NR12(CH2)mNR12C(=0XCH2)m-



,-C(=0)NR12(CH2)mNR12C(=0)(CH2}mX3(CH2)m-, V_/ 

(CH2)mC(=0)NR12(CH2)mNR12C(=0)(CH2)m-, -(CH2)mC(=0)-, -
C(=0)(CH2)mNR12(CH2)mC(=0)X2X1C(=0)-, -
(CH2)mX3(CH2)mC(=0)X2X1C(=0)-, -(CH2)mC(=0)NR12(CH2)m-, -
(CH2)mC(=0)NR12(CH2)mX3(CH2)m-, -(CH2)mX3(CH2)mNR12C(=0)(CH2)m-,-
(CH2)mC(=0)NR12(CH2)mX3-, -X3(CH2)mNR12C(=0)(CH2)m-, -
(CH2)mX3(CH2)mC(=0)NR12(CH2)m-,-(CH2)mNR12C(=0)(CH2)mX3(CH2)m-,-
(CH2)m0)n(CH2)mNR12C(=0)(CH2)m-, -(CH2)mC(=0)NR12(CH2)m(0(CH2)m)n-, 
-((C(R12)2)m0C(=0)NR12(CH2)m0(CH2)m-,-
(CH2)m(0(CH2)m)nNR12C(=0)0(C(R12)2)m-, -(CH2)m(0(CH2)m)„C(=0)-,-
(CH2)m(0(CH2)m)nS(=0)2(CH2)m-, -(CH2)mNR12(CH2)mC(=0)-, -
(CH2)m0(CH2)mNR12C(=0)0((C(R12)2)m-, -(CH2)mNR12C(=0)-, -
(CH2)mC(=0)X2X1C(=0)NR12(CH2)mNR12C(=0)-, -
(CH2)mC(=0)NR12(CH2)mNR12C(=0)X1-, -

(CH2)mC(=0)NR12(CH2)mNR12C(=0)-, 

((CH2)mO)„(CH2)m-, -(CH2)m(0(CH2)m)n-, -(CH2)m(0(CH2)m)nX3(CH2)m-, -
(CH2)mX3((CH2)mO)„(CH2)m-, -(CH2)mX3(CH2)mC(=0)-, -
C(=0)(CH2)mX3(CH2)m-, -(CH2)mC(=0)NR12(CH2)m0)„(CH2)mX3-, -
X3(CH2)m(0(CH2)m)nNR12C(=0)(CH2)m-, -
(CH2)mC(=0)NR12(CH2)m0)n(CH2)mX3(CH2)m-, -
(CH2)mX3(CH2)m(0(CH2)m)nNR12C(=0)(CH2)m-, -

(CH2)mX3(CH2)m(0(CH2)m)nC(=0)-, -C(=0)((CH2)m0)n(CH2)mX3(CH2)m-, -
(CH2)mC(=0)NR12(CH2)mC(=0)-, -C(=0)(CH2)mNR12C(=0)(CH2)m-, -
(CH2)mC(=0)NR12(CH2)m(0(CH2)m)nC(=0)-, -
C(=0)((CH2)m0)„(CH2)mNR12C(=0)(CH2)m-,-

(CH2)mC(=0)NR12(CH2)mC(=0)NR12(CH2)m-, -
(CH2)mNR12C(=0)(CH2)mNR12C(=0)(CH2)m-, -C(=0)NR12(CH2)mNR12C(=0)-

, -(CH2)mS(CH2)m-, -NR12C(=0)(CH2)m-, -NR12C(=0)(CH2)mX3(CH2)m-, -

(CH2)mX3(CH2)mC(=0)NR12-, -(CH2)mC(=0)NR12-, -(CH2)mNR12(CH2)m-, -

(CH2)mX3(CH2)m-, -(CH2)mX3-, -X3(CH2)m-, -((CH2)mO)„(CH2)mX3(CH2)m-, -
(CH2)mX3(CH2)m(0(CH2)m)n-, -NR12(CH2)m-, -NR12C(R12)2(CH2)m-, -
(CH2)mC(R12)2NR12-, -(CH2)mC(=0)NR12(CH2)mNR12-, -



(CH2)mC(=0)NR12(CH2)mNR12C(=0)NR'2-,-

(CH2)mC(=0)NR12(CH2)mNR12C(=0)-, -(CH2)mC(=0)X2X1C(=0)-, -

NR12(CH2)mNR12C(=0)(CH2)m-, -NR12C(R12)2(CH2)mNR12C(=0)(CH2)m-, -

(CH2)mC(=0)NR12(CH2)mC(R12)2NR12-, -NR12(CH2)mX3(CH2)m-, -

NR12C(R12)2(CH2)mX3(CH2)m-, -(CH2)mX3(CH2)mC(R12)2NR12-, -

NR12C(R12)2(CH2)m0C(=0)NR12(CH2)m-, -

(CH2)mNR12C(=0)0(CH2)mC(R12)2NR12-,-

NR12C(R12)2(CH2)m0C(=0)NR12(CH2)mX3(CH2)m-, -

(CH2)mX3(CH2)mNR12C(=0)0(CH2)mC(R12)2NR12-, -

NR12C(R12)2(CH2)m0C(=0)NR12((CH2)m0)n(CH2)m-, -

(CH2)m(0(CH2)m)nNR12C(=0)0(CH2)mC(R12)2NR12-, -

NR12C(R12)2(CH2)m0C(=0)NR12((CH2)m0)n(CH2)mX3(CH2)m-, -

(CH2)mX3(CH2)m(0(CH2)m)nNR12C(=0)0(CH2)mC(R12)2NR12-, -

(CH2)mX3(CH2)mNR12-, -NR12((CH2)mO)n(CH2)mX3(CH2)m-, -

(CH2)mX3(CH2)m(0(CH2)m)„NR12-, -(CH2)mNR12-, -NR12((CH2)mO)n(CH2)m-, 

NR12((CH2)m0)„(CH2)mNR12C(=0)(CH2)m-, -

(CH2)mC(=0)NR12(CH2)m(0(CH2)m)„NR12-, -(CH2)m(0(CH2)m)nNR12-, -

(C(R12)2)m-, -(CH2CH20)n-, -(OCH2CH2)„-, -(CH2)mO(CH2)m-, -S(=0)2(CH2) 

, -(CH2)mS(=0)2-, -S(=0)2(CH2)mNR12C(=0)(CH2)m-, -

(CH2)mC(=0)NR12(CH2)mS(=0)2-, -S(=0)2(CH2)m X3(CH2)m-, -

(CH2)mX3(CH2)mS(=0)2-, -(CH2)mX2XiC(=0)-, -C(=0)X,X2(CH2)m-, -

(CH2)m(0(CH2)m)nC(=0)X2X1C(=0)-, -C(=0)X,X2C(=0)( (CH2)mO)n(CH2)m-

-(CH2)m(0(CH2)m)nX2X1C(=0)-, -(CH2)mX3(CH2)mX2X1C(=0)-, -

C^OJX^CHsW^CHj),,,-, -(CH2)mX3(CH2)m(0(CH2)m)„X2X1C(=0)-, -

(CH2)mX3(CH2)mC(=0)NR12(CH2)mNR12C(=0)-,-

(CH2)mX3(CH2)mC(=0)NR12(CH2)mC(=0)-, -

C(=0)(CH2)mNR12C(=0(CH2)mX3(CH2)m-, -

(CH2)mX3(CH2)mC(=0)NR12(CH2)m(0(CH2)m)nC(=0)-, -

C(=0)((CH2)m0)n(CH2)mNR12C(=0)(CH2)mX3(CH2)m-, -

(CH2)mNR12C(=0)X1X2C(=0)(CH2)m-, -(CH2)mC(=0)X2X,C(=0)NR12(CH2) 
-X4X,X2C(=0)(CH2)m-, -(CH2)mC(=0)X2X1X4-, -

X1C(=0)(CH2)mNR12C(=0)(CH2)m-, -(CH2)mC(=0)NR12(CH2)mC(=0)Xr,-

C(=0)CHRaaNR12-, -NR12CHRaaC(=0)-, -C(=0)NR12-, -C(=0)0-, -S-, -

SCH2(C=0)NR12-, -NR12C(=0)CH2S-, -S(=0)2CH2CH2S-, -
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SCH2CH2S(=0)2-, -(CH2)2S(=0)2CH2CH2S-, -SCH2CH2S(=0)2CH2CH2-t -

NR12C(=S)-, -(CH2)mX3(0(CH2)m)„C(=0)-, -C(=0)((CH2)m0)„X3(CH2)m-, -

(CH2)mNR12C(=0)((CH2)m0)n(CH2)m-, -(CH2)m(0(CH2)m)nC(=0)NR12(CH2)m 

-(CH2)mNR12C(=0)NR12(CH2)m-, -(CH2)mX3(CH2)mNR12C(=0)-, -

C(=0)NR12(CH2)mX3(CH2)m-, -NR12S(=0)2(CH2)mX3(CH2)m-, -
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R24 is H or Me; 

each R25 is independently selected from H or Chalky!; 
o OH 

V^o'^o 
,26 • OH 

OH 

o 
* 

R,ois uh /\ M „ or 01 • - * o o 

Raa is H or a side chain of an amino acid selected from alanine, tryptophan, 

tyrosine, phenylalanine, leucine, isoleucine, valine, asparagine, glutamic acid, 
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giutamine, aspaticacid, histidine, arginine, lysine, cysteine, methionine, serine, 

threonine, citruliine, ornithine, phenylglycine and t-butylglycine; 

R30 is H, -CH3 or phenyl; 

R32 is independently selected from H, alkyl, phenyl, pyrimidine and pyridine; 

R33 is independently selected from 

R34 is independently selected from H, C-Malkyl, and Ci.6 haloalkyl; 

XT is self immolative spacer selected from H H 

OH or 0 OH 
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y is an integer from 1 to 16; 

l_2, L3J L4I l_5, and L6 are each independently selected from a bond and Li; 

each m is independently selected from 1, 2, 3, 4, 5, 6, 7, 8, 9 and 10, 

and 

each n is independently selected from 1, 2, 3, 4, 5, 6, 7, 8, 9, 10, 11, 12, 13, 14, 

15, 16,17 and 18. 

27. The immunoconjugate of claim 26, wherein the immunoconjugate of Formula (II) is an 

immunoconjugate of Formula (lla): 

Formula (lla) 

28. The immunoconjugate of claim 26 or 27, wherein L is -LIL2- or -L2L,-. 

29. The immunoconjugate of any one of claims 26 to 28, wherein the immunoconjugate of 

Formula (II) is an immunoconjugate of Formula (lib): 
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Ab- •L2-L1-R101 
0 

R 
N' Y Y" T Y"SR3 

2 1 0^0 0^0 

Formula (lib). 

30. The immunoconjugate of any one of claims 26 to 29, wherein the immunoconjugate of 

5 Formula (II), Formula (lla) or Formula (lib) is an immunoconjugate having the 

structure of Formula (lie): 

Ab-KLs-^-R1^ 

Formula (lie). 

10 31. The immunoconjugate of any one of claims 26 to 30, wherein: 

, f *s 
mi -i-N=C-R110-i- 11(1 R101 is ^ and R ° is a bond. 

32. The immunoconjugate of any one of claims 26 to 31, wherein: 

c ?5 *<. I ̂  § J_N=P_R110_<_ -|-N N-I-
R1°1 is > * and R110 is * * . 

33. The immunoconjugate of any one of claims 26 to 32, wherein 

15 R9 is -OH, C-rCealkoxy, -N(R14)2, -R16, -NR12(CH2)mN(R12)2, -NHS(0)2R18, or 

NR12(CH2)mR16; 

and 

0 o 
I! , 9 4-P-OH -1-P-OR18 

-I—P-OH ? i ' 
15 ? u OH OH R15 is tetrazolyl, 5 H 

,R12 

o o 
-R 

6H 0 
12 

0 0 

OH i 
0 0 

V 
R12 or OH 

16 

20 



34. The immunoconjugate of any one of claims 26 to 33, wherein R9 is -OH, Ci-C6alkoxy, 

36. The immunoconjugate of any one of claims 26 to 35, wherein 

R9 is -OH or-OCH3. 

37. The immunoconjugate of any one of claims 26 to 36, wherein R12 is H, -CH3 or -

38. The immunoconjugate of any one of claims 26 to 37, wherein R2 is methyl, ethyl, 

isopropyl or sec-butyl. 

39. The immunoconjugate of any one of claims 26 to 38, wherein: 

Li is -(CH2)mNHC(=0)(CH2)mX3(CH2)m*-, -(CH2)mC(=0)*-, -(CH2)m-, -

(CH2)mC(=0)X2X1C(=0r-, -(CH2)mX2X1C(=0)*-l -(CH2)rn(0(CH2)m)nC(=0)*-I 

-(CH2)m(0(CH2)m)nC(=0)X2X1C(=:0)*-, -(CH2)m(0(CH2)m)nX2X1C(=0)*-, -

(CH2)m(0(CH2)m)nS(=0)2(CH2)m*-1 -(CH2)mNR12(CH2)mC(=0)*-, -X3(CH2)m*-, 

-(0H2)mC(=O)NH*-, -(CH2)mNH(CH2)mC(=0)\ -((CH2)m0)n(CH2)m*-,-

(CH2)mX3(CH2)mC(=0)*-, -(CH2)mC(=0)NR12(CH2)mNR12*-, -

(CH2)mC(=0)NR12(CH2)mNR12C(=0)NH*-, -(CH2)mX3(CH2)m-, -

(CH2)mX3(CH2)mC(=0)X2X1C(=0)*-, -(CH2)mX3(CH2)mX2X1C(=Or-I -

(CH2)mX3(CH2)m(0(CH2)m)nX2X1C(=0)*-, -(CH2)mNHC(=0)*-, -

(CH2)mX3(CH2)m(0(CH2)m)nC(=0)*-, -(CH2)mX3((CH2)m0)n(CH2)m*-, -

(CH2)mC(=0)NH(CH2)m*-, -(CH2)mX3(CH2)mC(=0)NH(CH2)m*-, -

(CH2)mC(=0)NH(CH2)mNHC(=0)*-, -(CH2)mX3(CH2)mNHC(=0)*-, -

(CH2)mC(=0)NH(CH2)mC(=0)*-, -

(CH2)mX3(CH2)mC(=0)NH(CH2)mNHC(=0)*-, -

(CH2)mX3(CH2)mC(=0)NH(CH2)mC(=0)*-, -

(CH2)mC(=0)NH(CH2)m(0(CH2)m)nC(=0)*-, -

(CH2)mX3(CH2)mC(=0)NH(CH2)m(0(CH2)m)nC(=0)*-, -

(CH2)mC(=0)NH(CH2)mNHC(=0)(CH2)ni*-t-

(CH2)mX3(CH2)mNHC(=0)(CH2)m*-, -X3(CH2)mNHC(=0)(CH2)m*-, -

(CH2)m(0(CH2)m)n*-, -(CH2)mC(=0)NH(CH2)m(0(CH2)m)n*-, -

-N(R14)2, -R16, -NR12(CH2)mN(R14)2, or-NR12(CH2)mR16. 

-HN^ 35. The immunoconjugate of any one of claims 26 to 34, wherein R15 is N"NH 

CH2CH3. 
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X3(CH2)m(0(CH2)m)nNHC(=0)(CH2)m*-,-

(CH2)mX3(CH2)m(0(CH2)m)nNHC(=0)(CH2)m*-,-

(CH2)mC(=0)NH(CH2)mC(=0)NH(CH2)m*-, -

(CH2)mX3(CH2)mC(=0)NH(CH2)m*-, -(CH2)m0(CH2)mNHC(=0)0((C(R12)2)m*-

, -(CH2)mS(=0)2*- and -(CH2)mX3<CH2)mS(=0)2*-, wherein the * of Li 

indicates the point of attachment to R101; 

0 0 H O 

U is 
W v 

H NH 

/ A' 

0 0 

N-i-

0 

R V°N r o 
L.N-|-1) HN~ 

N* \ 
N 

/s 

0 

N-^ 

0 

HO. N rN, N* 
Jl '/N V "OH ^JI //• AT-N >T~N 

NT .H 

f 0-Ny< >VN^o-\" T A/ \-V^ 
R25 . R25 H H 

R 18 

HN H 

A o 

HN' 
.R18 

-l-S 

-0 

o 
/-* rS 

, -S-, -SCH2(C=0)NH-, 

-NHC(=0)CH2S-, -NH(=0)CH2CH2S-, -SCH2CH2C(=0)NH-, -

S(=0)2CH2CH2S-, -SCH2CH2S(=0)2-, -(CH2)2S(=0)2CH2CH2S- or -

SCH2CH2S(=0)2CH2CH2-, wherein the * of L2 indicates the point of 

attachment to Li, 

and L3, L4, L5 and l_6 are a bond. 

40. The immunoconjugate of any one of claims 26 to 39, wherein: 

U is selected from -(CH2)mC(=0)*-, -(CH2)mX3(CH2)mC(=0)*-, -

(CH2)mC(=0)NR12(CH2)mNR12*-, -(CH2)mC(=0)NR12(CH2)mNR12C(=0)NH*-, 
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-(CH2)mC(=0)NH(CH2)mNHC(=0)*-, -(CH2)m-, -(CH2)mC(=0)X2X1C(=0) 

(CH2)m(0(CH2)m)nC(=0)*-t -(CH2)m(0(CH2)m)nS(=0)2(CH2)m*-, -

(CH2)mNR12(CH2)mC(=0)*-I -X3(CH2)m*-, -(CH2)mC(=0)NH*-, -

(CH2)mC(=0)NH(CH2)mNHC{=0)(CH2)m*-,-

(CH2)mX3(CH2)mNHC(=0)(CH2)m*-, -X3(CH2)mNHC(=0)(CH2)m*-, -
(CH2)m(0(CH2)m)n*-, -(CH2)mC(=0)NH(CH2)m(0(CH2)m)n*-, -

(CH2)m0(CH2)mNHC(=0)0((C(R12)2)m*-,-

X3(CH2)m(0(CH2)rn)nNHC(=0)(CH2)m*- and -

(CH2)mX3(CH2)m{0{CH2)m)nNHC(=0)(CH2)m*-t wherein in the * of U 

indicates the point of attachment to R101; 
p 

R12-^ 
0 0 t! f! 0 0 
. r A _jC , A , w* A Xr jvQ4-

L2 is o , o , o o 
o 

526 

R2^L: V* ?VN-° 
0 i /V^N R25 R25 

H H 

H K V / 

0 0 vX 

* 
I 

N-° 

,-S-, 
SCH2(C=0)NH-, -NHC(=0)CH2S-, -NH(=0)CH2CH2S-, -

SCH2CH2C(=0)NH-, -S(=0)2CH2CH2S-, -SCH2CH2S(=0)2-, -

(CH2)2S(=0)2CH2CH2S- or -SCH2CH2S(=0)2CH2CH2-, wherein the * of 

indicates the point of attachment to L1} 

and L3, L4I L5 and L6 are a bond. 

41. The immunoconjugate of any one of claims 26 to 40, wherein: 
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U is selected from -(CH2)mC(=0)*-, -(CH2)mX3(CH2)mC(=0)*-, -

(CH2)mC(=0)NR12(CH2)mNR12*-, -(CH2)mC(=0)NR12(CH2)mNR12C(=0)NH*-, 

-(CH2)mC(=0)NH(CH2)raNHC{=0r-, -(CH2)m-, -(CH2)mC(=0)X2X1C(=0r-, -

(CH2)m(0(CH2)fn)nC(=0)*-, -(CH2)m(0(CH2)m)nS(=0)2(CH2)m*-, -

(CH2)mNR12(CH2)mC(=0)*-, -X3(CH2)m\ -(CH2)mC(=0)NH\ -

(CH2)mC(=0)NH(CH2)mNHC(=0)(CH2)m*-, -

(CH2)mX3(CH2)mNHC(=0)(CH2)m*-, -X3(CH2)mNHC(=0)(CH2)m*-, -

(CH2)m(0(CH2)m)n*-, -(CH2)mC(=0)NH(CH2)m(0(CH2)m)n*-, -

{CH2)m0(CH2)mNHC(=0)0((C(R12)2)m*-, -

X3(CH2)m(0(CH2)m)nNHC(=0)(CH2)m*- and -

(CH2)mX3(CH2)m(0(CH2)m)nNHC{=0)(CH2)m*-, wherein in the * of U 

indicates the point of attachment to R101; 

R25 ,wherein the * of L2 

indicates the point of attachment to U, 

and 

L3l L4> L5 and L6 are a bond. 

42. The immunoconjugate of any one of claims 26 to 41, wherein: 

U is selected from -(CH2)mC(=0)*-, -(CH2)mX3(CH2)mC(=0)*-, -

(CH2)mC(=0)NR12(CH2)mNR'2*-, -(CH2)mC(=0)NR12(CH2)mNR12C(=0)NH*-, 

and -(CH2)mC(=0)NH(CH2)mNHC(=0)*-, wherein in the * of L-\ indicates the 

point of attachment to R101; 

and 
0 0 

o O or H ,wherein the * of L2 indicates 

the point of attachment to Li, 

and 

L3> L4, L5 and L6 are a bond. 

43. An immunoconjugate of Formula (111): 
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Formula (111) 

wherein: 

Ab represents an antigen binding moiety; 

5 R1 is -N=CR4R5, -N=R19, -N=CR5R20, -NHC(=NR6)R4, -NHC(=0)R4, -NHC(=0)R20 

or-NHR8; 

R2 is -CrC6aikyl; 

R4 is -N(R6)2 or -NR6R7; 

R5 is N(R6)2; 

10 each R6 is independently selected from H and -Ci-Cealkyl; 

R7 is an unsubstituted C3-C8cycloaikyl; 

or R7 is a C3-C8cycloalkyl substituted with 1-3 substituents independently selected 

from Ci-Cealkyl, oxo, -C(=0)R18, -(CH2)mOH, -C(=0)(CH2)m0H, -

C(=0)((CH2)m0)nR12, -((CH2)mO)nR12 or a Ci-C6alkyl which is optionally 

15 substituted with 1 to 5 hydroxy!; 

R8 is an unsubstituted C-linked 5-6 membered heteroaryl having 1-2 N 

heteroatoms; 

or R8 is a C-linked 5-6 membered heteroaryl having 1-2 N heteroatoms which is 

substituted with 1-3 substituents independently selected from C1-C6alkyl, Cp 

20 C6haloalkyl, halogen, -OH, -N(R6)2, -CN, -N02, -C(=0)0R6and CrCealkoxy; 

each R12 is independently selected from H and Ci-C6alkyl; 

R19 is an unsubstituted C-linked 5-6 membered heterocycioalkyl having 1-2 

heteroatoms independently selected from N and O; 

or R19 is a C-linked 5-6 membered heterocycioalkyl having 1-2 heteroatoms 

25 independently selected from N and O which is substituted with 1-3 substituents 

independently selected from CpCealkyl, CpCehaloalkyl, halogen and Cr 

C6alkoxy; 

R20 is an unsubstituted N-iinked 5-6 membered heterocycioalkyl having 1-2 

heteroatoms independently selected from N, O and S; 

30 or R20 is an N-linked 5-6 membered heterocycioalkyl having 1-2 heteroatoms 

independently selected from N, O and S, which is substituted with 1-2 
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substituents independently selected from CrC6alkyl, CrCghaloalkyl, haloger 

C(=0)0R12, oxo, -OH and CrC6alkoxy; 

O 
118 

R113 is or 

I 
R117 is a bond, -NH-, -NHS(=0)2-, R12 

(CH2) N-|-
R12 

O 
(CH2) — N-C-|- ^^{0H2)m-\ 

«•* i N e N 

R12 or R12 

0 o 
0 , 0 , II I s II | -\ i N -p_|_ OH 

R118 is a bond, tetrazolyl, OH , OH or R12 

L is selected from -L-1L2L3L4L.5L.6-, -L6L5L4L3L2LP, -L1L2L3L4L5-, -L5L4L3L2Li-,-

L1L2L3L4-, -L4L3L2Li-,-LiL2L3-, -L3L2LI-,-LIL2-, -L2L1- and -Lj, 

wherein 

L-\ is selected from: 

-(CH2)m-, -C(=0)(CH2)m-, -NR12C(=0)(CH2)m-, -C(=0)X1X2C(=0)(CH2)r 

C(=0)X1X2C(=0)(CH2)mNR12C(=0)(CH2)m-,-

C(=0)X,X2C(=0)(CH2)mX3(CH2)m-, -C(=0)X1X2C(=0)((CH2)m0)n(CH2)n 

C(=0)X1X2C(=0)((CH2)m0)„(CH2)mNR12C(=0)(CH2)m-, -

C(=0)X1X2C(=0)((CH2)m0)n(CH2)mNR12C(=0)(CH2)mX3(CH2)m-,-

C(=0)X1X2C(=0)((CH2)m0)n(CH2)mX3(CH2)m-,-

C(=0)X1X2C(=0)(CH2)mNR12C(=0)((CH2)m0)n(CH2)m-, -

C(=0)X1X2C(=0)(CH2)mNR12C(=0)((CH2)m0)n(CH2)mX3(CH2)m-, -

C(=0)X,X2(CH2)mX3(CH2)m-, -C(=0)X1X2((CH2)m0)„(CH2)m-, -

C(=0)X1X2((CH2)m0)„(CH2)mNR12C(=0)(CH2)m-,-

C(=0)X,X2((CH2)m0)„(CH2)mNR12C(=0)(CH2)mX3(CH2)m-,-

C(=0)X1X2((CH2)m0)„(CH2)mX3(CH2)m-I-

C(=0)X1X2(CH2)mNR12((CH2)m0)„(CH2)m-,-



C(=0)X1X2C(=0)(CH2)mNR12((CH2)m0)n(CH2)mX3(CH2)m-,-
(CH2)mNR12C(=0)(CH2)m-, -C(=0)((CH2)m0)„(CH2)m-, -
(CH2)mS(=0)2((CH2)m0)n(CH2)m-, -C(=0)(CH2)mNR12(CH2)m-, -
C(=0)NR12(CH2)m-, -C(=0)NR12(CH2)mX3(CH2)m-, -
C(=0)NR12(CH2)mNR12C(=0)X1X2C(=0)(CH2)m-,-
C(=0)X1C(=0)NR12(CH2)mNR12C(=0)(CH2)m-, -
C(=0)X,C(=0)NR12(CH2)mX3(CH2)m-, -C(=0)NR12(CH2)mNR12C(=0)(CH2)m 

, -C(=0)NR12(CH2)mNR12C(=0)(CH2)mX3(CH2)m-, -

(CH2)mC(=0)NR12(CH2)mNR12C(=0)(CH2)m-, -(CH2)mC(=0)-, -
C(=0)(CH2)mNR12(CH2)mC(=0)X2X1C(=0)-,-
(CH2)mX3(CH2)mC(=0)X2X1C(=0)-, -(CH2)mC(=0)NR12(CH2)m-, -
(CH2)mC(=0)NR12(CH2)mX3(CH2)m-, -(CH2)mX3(CH2)mNR12C(=0)(CH2)m-,-
(CH2)mC(=0)NR12(CH2)mX3-, -X3(CH2)mNR12C(=0)(CH2)m-, -

(CH2)mX3(CH2)mC(=0)NR12(CH2)m-, -(CH2)mNR12C(=0)(CH2)mX3(CH2)m-, -

(CH2)m0)n(CH2)mNR12C(=0)(CH2)m-, -(CH2)mC(=0)NR12(CH2)m(0(CH2)m)n-
"((C(R12)2)m0C(=0)NR12(CH2)al0(CH2)m-, -
(CH2)m(0(CH2)m)„NR12C(=0)0(C(R12)2)m-, -(CH2)m(0(CH2)m)nC(=0)-, -
(CH2)m(0(CH2)m)nS(=0)2(CH2)m-, -(CH2)mNR12(CH2)mC(=0)-, -
(CH2)m0(CH2)mNR12C(=0)0((C(R12)2)m-, -(CH2)mNR12C(=0)-, -
(CH2)mC(=0)X2X1C(=0)NR12(CH2)mNR12C(=0)-, -
(CH2)mC(=0)NR12(CH2)mNR12C(=0)X1-, -

(CH2)mC(=0)NR12(CH2)mNR12C(=0)-, 

((CH2)mO)„(CH2)m-, -(CH2)m(0(CH2)m)n-, -(CH2)m(0(CH2)m)nX3(CH2)m-, -
(CH2)mX3((CH2)mO)„(CH2)m-, -(CH2)mX3(CH2)mC(=0)-, -
C(-0)(CH2)mX3(CH2)m-, -(CH2)mC(=0)NR12(CH2)m0)n(CH2)mX3-, -
X3(CH2)m(0(CH2)m)nNR12C(=0)(CH2)m-, -
(CH2)mC(=0)NR12(CH2)m0)n(CH2)mX3(CH2)m-, -
(CH2)mX3(CH2)m(0(CH2)m)nNR12C(=0)(CH2)m-, -
(CH2)mX3(CH2)m(0(CH2)m)„C(=0)-, -C(=0)((CH2)m0)n(CH2)mX3(CH2)m-, -
(CH2)mC(=0)NR12(CH2)mC(=0)-, -C(=0)(CH2)mNR12C(=0)(CH2)m-, -
(CH2)mC(=0)NR12(CH2)m(0(CH2)m)nC(=0)-, -
C(=0)((CH2)m0)n(CH2)mNR12C(=0)(CH2)m-,-



(CH2)mC(=0)NR12(CH2)mC(=0)NRl2(CH2)m-,-

(CH2)mNR12C(=0)(CH2)mNR12C(=0)(CH2)m-, -C(=0)NR12(CH2)mNR12C(=0)-
, -(CH2)mS(CH2)m-, -NR12C(=0)(CH2)m-, -NR12C(=0)(CH2)mX3(CH2)m-, -
(CH2)mX3(CH2)mC(=0)NR12-, -(CH2)mC(=0)NR12-, -(CH2)mNR12(CH2)m-, -
(CH2)mX3(CH2)m-, -(CH2)mX3-, -X3(CH2)m-, -((CH2)mO)„(CH2)mX3(CH2)m-, -
(CH2)mX3(CH2)m(0(CH2)m)n-, -NR12(CH2)m-, -NR12C(R12)2(CH2)m-, -
(CH2)mC(R12)2NR12-, -(CH2)mC(=0)NR12(CH2)mNR12-, -
(CH2)mC(=0)NR12(CH2)mNR12C(=0)NR12-, -
(CH2)mC(=0)NR12(CH2)mNR12C(=0)-, -(CH2)mC(=0)X2X,C(=0)-, -
NR12(CH2)mNR12C(=0)(CH2)m-, -NR12C(R12)2(CH2)mNR12C(=0)(CH2)m-,-
(CH2)mC(=0)NR12(CH2)mC(R12)2NR12-, -NR12(CH2)mX3(CH2)m-, -
NR12C(R12)2(CH2)mX3(CH2)m-, -(CH2)mX3(CH2)mC(R12)2NR12-, -
NR12C(R12)2(CH2)m0C(=0)NR12(CH2)m-, -
(CH2)mNR12C(=0)0(CH2)mC(R12)2NR12-,-
NR12C(R12)2(CH2)m0C(=0)NR12(CH2)mX3(CH2)m-, -
(CH2)mX3(CH2)mNR12C(=0)0(CH2)mC(R12)2NR12-, -
NR12C(R12)2(CH2)m0C(=0)NR12((CH2)m0)n(CH2)m-, -
(CH2)m(0(CH2)m)nNR12C(=0)0(CH2)mC(R12)2NR12-,-
NR12C(R12)2(CH2)m0C(=0)NR12((CH2)m0)n(CH2)mX3(CH2)m-, -
(CH2)mX3(CH2)m(0(CH2)m)„NR12C(=0)0(CH2)mC(R12)2NR12-, -
(CH2)mX3(CH2)mNR12-, -NR12((CH2)mO)„(CH2)mX3(CH2)m-, -
(CH2)mX3(CH2)m(0(CH2)m)nNR12-, -(CH2)mNR12-, -NR12((CH2)mO)„(CH2)m-, -
NR12((CH2)m0)„(CH2)mNR12C(=0)(CH2)m-, -
(CH2)mC(=0)NR12(CH2)m(0(CH2)m)nNR12-, -(CH2)m(0(CH2)m)nNR12-, -
(C(R12)2)m-, -(CH2CH20)n-, -(OCH2CH2)n-, -(CH2)mO(CH2)m-, -S(=0)2(CH2)m-
, -(CH2)mS(=0)2-, -S(=0)2(CH2)mNR12C(=0)(CH2)m-, -
(CH2)mC(=0)NR1z(CH2)mS(=0)2-, -S(=0)2(CH2)m X3(CH2)m-, -
(CH2)mX3(CH2)mS(=0)2-, -(CH2)mX2X,C(=0)-, -C(=0)X,X2(CH2)m-, -
(CH2)m(0(CH2)m)„C(=0)X2X,C(=0)-, -C(=0)X,X2C(=0)((CH2)m0)n(CH2)m-, 
-(CH2)m(0(CH2)m)nX2X1C(=0)-, -(CH2)mX3(CH2)mX2X1C(=0)-, -
C(=0)X,X2(CH2)mX3(CH2)m-, -(CH2)mX3(CH2)m(0(CH2)m)nX2X1C(=0)-, -
(CH2)mX3(CH2)mC(=0)NR12(CH2)mNR12C(=0)-,-
(CH2)mX3(CH2)mC(=0)NR12(CH2)mC(=0)-, -
C(=0)(CH2)mNR12C(=0(CH2)mX3(CH2)m-, -
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(CH2)mX3(CH2)mC(=0)NR12(CH2)m(0(CH2)m)„C(=0)-,-

C(=0)((CH2)m0)n(CH2)mNR12C(=0)(CH2)mX3(CH2)m-, -

(CH2)mNR12C(=0)X1X2C(=0)(CH2)m-, -(CH2)mC(=0)X2X,C(=0)NR12(CH2) 

-X4X1X2C(=0)(CH2)m-, -(CH2)mC(=0)X2X1X4-, -

X1C(=0)(CH2)mNR12C(=0)(CH2)m-, -(CH2)mC(=0)NR12(CH2)mC(=0)X1-,-

C(=0)CHRaaNR12-, -NR12CHRaaC(=0)-, -C(=0)NR12-, -C(=0)0-, -S-, -

SCH2(C=0)NR12-, -NR12C(=0)CH2S-, -S(=0)2CH2CH2S-, -

SCH2CH2S(=0)2-, -(CH2)2S(=0)2CH2CH2S-, -SCH2CH2S(=0)2CH2CH2-, -

NR12C(=S)-, -(CH2)mX3(0(CH2)m)nC(=0)-, -C(=0)((CH2)m0)nX3(CH2)m-, -

(CH2)mNR12C(=0)((CH2)m0)„(CH2)m-, -(CH2)m(0(CH2)m)nC(=0)NR12(CH2) 

-(CH2)mNR12C(=0)NR12(CH2)m-, -(CH2)mX3(CH2)mNR12C(=0)-, -

C(=0)NR12(CH2)mX3(CH2)m-, -NR12S(=0)2(CH2)mX3(CH2)m-, -
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R is H or Me; 

each R25 is independently selected from H or alkyl; 
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Raa is H or a side chain of an amino acid selected from alanine, tryptophan, 

tyrosine, phenylalanine, leucine, isoleucine, valine, asparagine, glutamic acid, 

glutamine, aspatic acid, histidine, arginine, lysine, cysteine, methionine, serine, 

5 threonine, citrulline, ornithine, phenylgiycine and t-butylgiycine; 

R30 is H, -CH3 or phenyl; 

R32 is independently selected from H, alkyl, phenyl, pyrimidine and pyridine; 

R33 is independently selected from 

R34 is independently selected from H, C-Malkyl, and haloalkyl; 

OH or o OH 
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Y H o ph^ 

NH 

X2 is dipeptide selected from O^NH2 

X4 is 
y is an integer from 1 to 16; 

L2I L3, L4I L5I and L6 are each independently selected from a bond and U; 

each m is independently selected from 1, 2, 3, 4, 5, 6, 7, 8, 9 and 10, 

and 

each n is independently selected from 1, 2, 3, 4, 5, 6, 7, 8, 9, 10, 11, 12, 13, 14, 

15, 16,17 and 18. 

44. The immunoconjugate of any one of claims 43 to 45, wherein the immunoconjugate of 

Formula (III) is an immunoconjugate of Formula (Ilia): 

45. The immunoconjugate of any one of claims 43 to 44, wherein L is -L|L2- or -L2L1-. 

46. The immunoconjugate according to any one of claims 43 to 45, wherein the 

immunoconjugate of Formula (III) is an immunoconjugate of Formula (1Mb): 

R3 L1-L2-L3-L1-L5 Lg pAb 

y 

Formula (Ilia). 

/ 

R2 1 0^ o 0^0 

\ 

\ 

R3—L-,-1-2—HAb 

/ y 
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Formula (1Mb). 

47. The immunoconjugate according to any one of claims 43 to 46, wherein the 

immunoconjugate of Formula (111), Formula (Ilia) or Formula (1Mb) is an 

5 immunoconjugate of Formula (lllc): 

Formula (lllc). 

48. The immunoconjugate of any one of claims 43 to 47, wherein R1 is -N=CR4R5, -
10 N=R19 or -N=CR5R20. 

49. The immunoconjugate of any one of claims 43 to 47, wherein R1 is -NHC(=NR6)R4, -

NHC(=0)R4 or -NHC(=0)R20. 

50. The immunoconjugate of any one of claims 43 to 47, wherein R1 is -NHR8. 

51. The immunoconjugate of any one of claims 43 to 48, wherein: 

15 R1 is -N=CR4R5; 

R4 is is -N(R6)2; 

R5 is N(R6)2; 

and 

each R6 is independently selected from -Ci-C6alkyl. 

20 52. The immunoconjugate of any one of claims 43 to 48 or 51, wherein R1 is 

53. The immunoconjugate of any one of claims 43 to 52, wherein R12 is H, -CH3 or -

CH2CH3. 

54. The immunoconjugate of any one of claims 43 to 53, wherein R2 is methyl, ethyl, 

isopropyl or sec-butyl. 

25 55. The immunoconjugate of any one of claims 43 to 54, wherein: 

L, is selected from -*(CH2)mX3(CH2)m-, -*(CH2)mX3-, -*C(=0)(CH2)m-, -

*NHC(=0)(CH2)m-, -(CH2)m-, -*(CH2)mC(=0)NH(CH2)mNHC(=0)(CH2)ffl- -
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t(CH2)mC(=0)NH(CH2)mX3(CH2)m-, -*(CH2)mC(-0)NH(CH2)mX3-, -

"(CHaUOWCHaW, -*(CH2)m0)n(CH2)mNHC(=0)(CH2)m-, -

"((C(R12)2)m0C(=0)NH(CH2)m0(CHa)m-,-

*(CHa)mC(=0)NH{CH2)m0)n(CHa)mX3-,-

*(CH2)mC(=0)NH(CH2)m0)n(CHa)mX3(CH2)m-, -
fc(CH2)mNHC(=0)X1X2C(=0)(CH2)m-, -*X4X1X2C(=0)(CH2)m-, -

%C(=0)(CH2)mNHC(=0)(CH2)m-, -*S(=0)2(CH2)rnX3(CH2)m-, ° " * 
, -*C(=0)((CH2)m0)n(CH2)m)-, -*C(=0)NH(CH2)m)-, -

*C(=0)X1X2C(=0)(CH2)m-J -*C(=0)({CH2)m0)n(CH2)m-, -

*(CH2)mS(=0)2((CH2)m0)n(CH2)m-, -*C(=0)(CH2)mNR12(CH2)m-, -

*C(=0)(CH2)mNH(CH2)m-, -*(CH2)m(0(CH2)m)n-, -*0(=O)(CH2)mX3(CH2)m-, -

*C(=0)NH(CH2)m-, -*C(=0)((CH2)m0)n(CH2)mX3(CH2)m-, -

*(CH2)mNHC(=0)(CH2)m-, -*C(=0)NH(CH2)mNHC(=0)(CH2)m-, -

*C(=0)(CH2)mNHC(=0)(CH2)m-, -*C(=0)((CH2)m0)n(CH2)mNHC(=0)(CH2)m-

, -(CH2)mC(=0)NH(CH2)mNHC(=0)(CH2)m-, -*NH2S(=0)2(CH2)mX3(CH2)m-, -

*(CH2)mNHC(=0)(CH2)mNHC(=0)(CH2)m- and -C(=0)NH(CH2)mNHC(=0)-, 

wherein the * of Li indicates the point of attachment to R3; 

i_2 is a bond, 

, -S-, -SCH2(C=0)NH-, -

N"N N V R25 
NHC(=0)CH2S-, H , H , o \ K 

H HNV ./ R25 VO 
O 0 N 

I 

R 18 
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H 
N .a/ 

o. 
K ,1 ,-S(=0)2CH2CH2S-, -

SCH2CH2S(=0)2-, -(CH2)2S(=0)2CH2CH2S- or -SCH2CH2S(=0)2CH2CH2 

wherein the * of L2 indicates the point of attachment to Li, 

and L3, L4I L5 and L6 are a bond. 

56. The immunoconjugate according to any one of claims 43 to 55, wherein: 

L1 is selected from -*(CH2)mX3(CH2)m-, -*(CH2)mXr, -*C(=0)(CH2)m-, -

*NHC(=0)(CH2)m-, -(CH2)m-, -*(CH2)mC(=0)NH(CH2)mNHC(=0)(CH2)m~, 

*(0H2)mC(=O)NH(CH2)mX3(CH2)m-, -*(CH2)mCC=0)NH(CH2)mX3-, -

*(CH2)mO)n(CH2)m-, -*(CH2)m0)n(CH2)mNHC(=0)(CH2)m-, -

*((C(R12)2)m0C(=0)NH(CH2)m0(CH2)m-,-

*(CH2)mC(=0)NH(CH2)m0)n(CH2)mX3-,-

*(CH2)mC(=0)NH(CH2)m0)n(CH2)mX3(CH2)m-,-

*(CH2)mNHC(=0)X1X2C(=0)(CH2)m-, -*X4 X1X2C(=0)(CH2)m-, -

*X1C(=0)(CH2)mNHC(=0)(CH2)m-,-*S(=0)2(CH2)mX3(CH2)m-, 

, -*NH2S(=0)2(CH2)mX3(CH2)m-, -

*C(=0)((CH2)m0)n(CH2)m)- and -*C(=0)NH(CH2)m)-, wherein the * of U 

indicates the point of attachment to R3; 
0. 

L2 is < 

(i r\ r\HN H r\ 

N 

{ 
t i > j 

N \ 
, N 

r\ 

T N 
R25 # V , f _s- -SCH2(C=0)NH-, -NHC(=0)CH2S-£ 
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iJk 
i 

H 
Ov "ft. H M *r. 

0 O' 

\ P' 3 
0 

Xs svl 
A c 

o. 
, -S(=0)2CH2CH2S-, -SCH2CH2S(=0)2-, -

(CH2)2S(=0)2CH2CH2S- or -SCH2CH2S(=0)2CH2CH2-, wherein the * of L2 

indicates the point of attachment to Li, 

and I_3, L4l L5 and L6 are a bond. 

immunoconjugate according to any one of claims 43 to 56, wherein: 

U is selected from -*(CH2)mX3(CH2)m-, -*(CH2)mXr, -*C(=0)(CH2)m-, -

*NHC(=0)(CH2)m-, -(CH2)m-, -*(CH2)mC(=0)NH(CH2)mNHC(=0)(CH2)m-, -

*(CH2)mC(=0)NH(CH2)mX3(CH2)m-, -*(CH2)mC(=0)NH(CH2)mX3-, -

*(CH2)mO)n(CH2)m-, -*(CH2)m0)n(CH2)mNHC(=0)(CH2)m-, -

*((C(R12)2)m0C(=0)NH(CH2)m0(CH2)m-,-

*(CH2)mC(=0)NH(CH2)m0)n(CH2)mX3-,-

*(CH2)mC(=0)NH(CH2)m0)n(CH2)mX3(CH2)m-,-

*(CH2)mNHC(=0)X1X2C(=0)(CH2)m-l -*X4 X1X2C(=0)(CH2)m- -

*X1C(=0)(CH2)mNHC(=0)(CH2)m-l -*S(=0)2(CH2)mX3(CH2)m-, 

, -*NH2S(=0)2(CH2)mX3(CH2)m-, -

*C(=0)((CH2)m0)n(CH2)m)- and ^C(=0)NH(CH2)m)-, wherein the * of Li 

indicates the point of attachment to R3; 
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i * o o o "vvr~ ™"° 
„ * Y* vv ySr\ s/ 

l_2 is o o R25 , o , >r or 

ov 
^—R12 

o ^ H 
•S"\Nfs 

-i-N 0 

o , wherein the * of L2 indicates the point of attachment 

to L1t 

and l_3l L4, L5 and L6 are a bond. 

58. The immunoconjugate according to any one of claims 43 to 57, wherein: 

U is selected from -*(CH2)mX3(CH2)m-, -*(CH2)mX3-, -*C(=0)(CH2)m-1 -

*NHC(=0)(CH2)n-, -(CH2)m-, -*(CH2)mC(=0)NH(CH2)mNHC(=0)(CH2)m-1 -

*(CH2)mC(=:0)NH(CH2)mX3(CH2)m-, -*(CH2)mC(=0)NH(CH2)mX3-, -

*(CH2)mO)n(CH2)m-, -*(CH2)m0)n(CH2)mNHC(=0)(CH2)m-, -

*((C(R12)2)m0C(=0)NH(CH2)m0(CH2)m-, -

*(CH2)mC(=0)NH(CH2)m0)n(CH2)mX3-, -

*(CH2)mC(=0)NH(CH2)m0)n(CH2)mX3{CH2)m-,-

*(CH2)mNHC(=0)X1X2C(=0)(CH2)m-1 -*X4 X1X2C(=0)(CH2)m-, -

*X1C(=0)(CH2)rnNHC(=0)(CH2)m-, -*S(=0)2(CH2)mX3(CH2)m-, ° ^ 
, -*NH2S(=0)2(CH2)mX3(CH2)m-, -

*C(=0)((CH2)m0)n(CH2)m)- and -*C(=0)NH(CH2)m)-, wherein the * of !_•, 

indicates the point of attachment to R3; 
c> 
^—R12 

i * o ,0 0 HN H 

. 1° -v»V^ y' 
. * ri- A\, ' Y 

L2 is O , o , x-b ,o , or 

R25 , wherein the * of L2 indicates the point of attachment to L-i, 

and L3l L4, L5 and L6 are a bond. 
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59. The immunoconjugate according to any one of claims 43 to 58, wherein: 

Li is selected from -*(CH2)mX3(CH2)m-, -*(CH2)mX3-, -*C(=0)(CH2)m-, -

*NHC(=0)(CH2)m-, -(CH2)m-, -*(CH2)mC(=0)NH(CH2)mNHC(=0)(CH2)m-, -

*(CH2)mC(=0)NH(CH2)mX3(CH2)m-, -*(CH2)mC(=0)NH(CH2)mX3-, -

5 *(CH2)mO)n(CH2)m-, -*(CH2)m0)n{CH2)mNHC(=0)(CH2)m-, -

*((C(R12)2)m0C(=0)NH(CH2)m0(CH2)m-,-

*(CH2)mC(=0)NH(CH2)m0)n(CH2)mX3-, and -

*(CH2)mC(=0)NH(CH2)m0)n(CH2)mX3(CH2)m-, wherein the * of L, indicates 

the point of attachment to R3; 
ov 
^—R12 

0 0 O H 

10 L2 is 0 0,0 , or H , wherein 

the * of l_2 indicates the point of attachment to Li, 

and L3I L4I L5 and L6 are a bond. 

60. A pharmaceutical composition comprising an immunoconjugate of any one of claims 

26 to 59, and one or more pharmaceutical^ acceptable carriers. 

15 61. A combination comprising a therapeutically effective amount of an immunoconjugate 

of any one of claims 26 to 59, and one or more therapeutically active co-agents. 

62. An immunoconjugate of any one of claims 26 to 59 for use as a medicament. 

63. The use of an immunoconjugate of any one of claims 26 to 59 in the manufacture of a 

medicament for the treatment of cancer. 

20 


